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t:.-_ -g L < txts-D-cifg.tstt.z 1 -DJ,;t_hoffligq,a--efflitz:stvcozo 	) 	t:.-.. ct 
9 *ft-VS tt.Z ffitAagUgg L, 

mitlauv8t, mitlauv a v* -z&m-gq,a, C 1 -6 71La*% 	C 

1 __6 77)1,*)1,7J-a, 	c 1 _ 6  7)1,*)1,t)1,71t=)1,a, 	c 1 _ 6  77)1,-)1,)1,*= 

)1,a, 	c 1 _ 6  77)1,* 	t)i,t=)1,a, 	) C 1 - 6 7 711/*11 / 77 Z la, 	VC 1 - 

6  7-1)1/*)1/7Z i a, 	) c 1  _ 6  77)1/*)1/ 77  Z i t)i,t=)1,a, 	vc 1  - 6  7)1. 

*1/7 Z I t)i,t=)1,a, 	1 c 1  - 6  77 )1/*)1/ 77  Z I 	)1,*=)1,a, 	:-;c 1-6 
7)1/*)1/7Z I 	11.7J=11/a, 	C 1 _6 7)1,*)1,t)i,t=)1,7 z I a, 	c 1  _ 6 7 

)1,*)1,t)i,t=)1,7r*a, 	c 1 _6 7)1,*)1,)1,*=)1,7 z I a, 	c 1  -6  7)1, 

*11,11,*=11,7J-*a (ac 1 _6 7711,*a, 	c 1_6 77)1,*)1,7ra, 	C 

1 __6 7)1,*)1,t)i,t=)1,a, 	c 1_6 77)1,*)1,)1,*=)1,a, 	c 1 _6 77)1, 	*:> 

t)i,t=)1,a, 	E 1 C 1 - 6 7 7  )1/*11 / 7  -1 Z J a, 	:-;c1-67)1,*)1,7zJa, 

I C 1  _ 6  77)1/*)1/ 77  Z I t)i,t=)1,a, 	:-;c 1 -6  77 )1/*)1/ 77  Z I t)i,t=-41,a 

, 	1 c 1 -6  7)1/*)1/7Z I 	)1,*=)1,a, 	:-;c 1 -6  7)1/*)1/7Z I 	)1,*= 

)1,a, 	c 1  - 6  77)1/*)1/t)1/t=)1/ 77 ::: .1 a, 	c 1 - 6  7)1,*)1,t)i,t=)1,7r*:-./ 

a, 	c 1  _ 6  7)1,*)1,)1,*=)1,7 z Jaavec 1_67 )1,*)1,)1,*=)1,7J-* 

ai,„KIVA--ez75N, Rt imipcagy 175\ 6*M::gL < l,A1-s-D -CilltStt. 

Z 1 -D1-;t_ta)ffitAaTfflitl-,3541.-CoZ. ) , 	C3_61=17-1)1/*a, 	1 

C 3 _ 6 	1=17 -111.*)1/7 7  Z i a, 	%C3-6 	1=17 7  )1/*)1 / 7  -1 Z la, 	C3-6 

1=1 7)I/*)1/t )1/ 7jt=)1/a. 	C 3-6 	1=1 77)1/*)1/)1/*=)1/a. 	C 3 -6  

1=1 7)1/*)1/)1/ 7J=)1/ 7-1 Z I a. 	C 3 -6 	1=1 77)1/*)1/)1/ 7J=)1/ 7f *la. 

C 3 _ 6 :>1=17)1,*)1,7J-a, 	C 3 _ 11 :> 	1=17)1.*)1,a, 	3 - 1 	1 A,\ T-1=1 

-' 	1) 'La. 	C 6_147 ') -)1/a/Yal 5- 1 0 'A'/\ 5-1=1 7 ,) -)La (pSc 3-6 

1=177)1/*:>aN 	E1 C 3 -6 > 	i=i7 - i )1,*)1,7 7 z J a, 	:-;C3 _ 6 :> 	1=17 

)1,*)1,7z Ia. 	C 3 _ 6  a 1=1 -7)1,*)1,t)i,t=)1,a, 	C 3 _ 6  a 1=1 7)1,*)1, 

)1,*=)1,a, 	c 3_6 	i=i -Ti)i...)1.)1,*=)1,77z Ia. 	C3_61:177)1. 

*11,11,*=11,7J-*a. 	C3-6 	1=1 77)1,*)1,7J-a, 	c 3_11 	1=1 7)1. 

*)1,a, 	3- 1 1 A / \ 5- 1=1 :> 	')11,a. 	c 6_147 'J -)Lai ve 5- 1 0 '.0', 

WO 2013/147183 9 PCT/JP2013/059589 

LJ t? ti ~b tkMVfcl>s 

M&g^vsfcfc, M&g$Va£j*$-r£&M&gs Ci_67JHl^f^g, C 

i-e^JU^JU^ gN C _6 :PJU^JU;k )\stf-JUgN C _6 ^JU^JUTJU* -

JUg, C^e^JUP^^JU/I^JUg, t; C ^6TJls*JlsT$ 71, i/'C,. 

e^JU^JU;7^ ;g, t; C T.e^JU^JUT7^ y 2jJU/1^JUg, yC^e^JU 

^JU;7^ y ^JU/I^JUg, t; CT-e^JU^rJU^^yXJU/l-N-JUg, VC,-6 

7Jls*Jls7< J XJU/1-N-JUg, C !_6 ̂ JU^fJUajUJtf^JUj7^ 7 gN C^;7 

gN C •, _6^JU^f JUTJU* ~ JUT7$ 7 gN C^e^JU 

^rJUXJU/1-N-JU^^r^g (§£C -, _6:PJU=I ̂ >gN C -, _6^JU* JU^tfg, C 

i-6 77JU^rJU^l JU^f\—JUgN C T _6 77JU^rJUXJU/f\—JUgN C 1 _6 /'JUP ^r'v 

^JU/^-JUg, t; C^e^JU^JUT^yg, yc T-e^JU^JUT7^ ygN ^ 

y C ! .e^JU^JUT7^ y ^JU/^-JUg, yc •, -e^JU^JU;7^ J ^JU/^-JUg 

, t; C ! .e^JU^rJUT7^ y XJU/1-N-JUg, yCT.e^JU^rJU^^yXJU/l-N-

JUg, C ! _677JU;^rJU£)JUtf\—JUT7 $ J gN C -, _6 ^JU* JU2jJU>tf= JU;t^> 

gN cT-e^ju^juxjU/i-N-jUT7^ ygst/c!_6:pju^ju;uu/i-N-ju;t^> 
g^ mm$k-Z1b%ti\ XttM&g$Vifr£J|M£l;:gL< 

£> 1 OJJUi©M&g'eM#!3*lT^£>o ) N c3_6i>^ P^JUZI^riyg, ty 

c3_6*>?•^JU^JUT7^yg, yc3_6*>?•^JU^JUT7^yg% c3_6*> 

^7 •77JU^rJU^JU/^-JUg, C3_6iy^ •77JU^rJUXJU/1-N-JUg, C3_6fy^ 

• ̂JU^rJUXJU/l-N-JUT7^ y gN C3_6iy^ •77JU^rJUXJU/1-N-JU^^riyg, 

C3_&^0 P^JU^JU^g^ C3_! ! ̂ 0 P^JU^JUg, 3-1 llAjp 

^'JJUg, C 6 _! 4 T7 'J JUg^.t/ 5—1 OM^P^'J-JUg mc3_6 

*s9 P^JUP^g, fy C3_6is<? P^JU^rJUT7^ y gN ^Cs.eiy^PT7 

JU^rJU^^yg, C3_6is<? P^JU^rJU^JU/^-JUg, C 3_6^>^7 p ̂ JU^rJU 

XJU/1-N-JUg, C3_6^ P^JU^rJUXJU/lN-JUT7^ y gN Cs-e^y^P^JU 

^rJUXJU/1-N-JU^^riyg^ C 3 _6 *> 0 P ̂ JU* JU^tfg, C 3_,,i/<? U7 )l> 

^rJUgN 3 — 1 1 m^T- P i/ 0 'J JUgN C 6 _! 4 T7 'J —jug&tf 5-10 
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5-  i=i 7 ') -)1/a1,„:,:;',E.1Z-eZ iP, RifffillagT V 2  ii` 6 *atZ.---g 1, < (r.4 
td:-D Z3gattZ 1 - 1-;LE.0)EtAaTEffiz'Stt -CtiNZ. ) r..- ck 94fittgl.ZIT 

lagSsa L, 
ImAag v a (, *OM i\i=lifig, % 71)a,  =- INDa. 7z)a• 

t)i,t..:>a, 	t),/r)i,a, 	ZJl.7-37-()i,a, 	*-tia, 	ZJI.ta 
. -5-  I- -3 V ') )1,a, 7J3)[,7-1-aatF*A,z)i,at:.(t(,) OK -.3- 11, Z fftkagT 
UA.F,P 	L, 

ffitag V 1 1,, fflag V a  Vft -  z&I-gaa, c1_67/1/*.a, C 

1-3/\E17)*:>a, 	J C 1 _ 6 7 - 1  )1/*/1/ 7  7  ..-Z i a, 	:-)c,_67)1,*)1,7:z 
I a, 	) C i  -6 7)1/*)I/7 	J t)i,t=)1,a, 	c 1  -6 7)1/*)I/7 Z J t)1, 
t=fl/a. 	cl_677)1,.)1,t)L,t=)1,77/a, 	c1_67)(,)(,-A-a, 	cl_ 

6 7)1,*)1,)1,7J3=)1,a, 	c3_61=177)1,*a, 	Jc3_61=177 )1. 

-J1/7Z I 	C 3_6%"/I:I 7)1,*)1,7zIa, 	C 3-6i'J 1=1 7)1,*)1,t)i, 
t=)1,a, 	C 3 -6 	1=1 7)I/*)1/ 	)1/*=)1/a• 	C3-6 1=17-1 /1/..)1.7J-a 
, 	3 - 1 1 A / \ 5- El :> f7 ') )1,a, 	c 6_147 ') --)1,aRt 	5 - 1 0 A^ --  1=1 7 

') -A/a (gAc3_61=177)1.,*a, 	I c 3 _ 6 	i=i- 7 )1,)1,7 7 -:-, i a 
, 	c 3-6 	D 7)1,*)1,7 	I a, 	c 3_6 	El 7)1,*)1,t)i,t=)1,a, 	C 

3_6-:-./ fJ D7)1,*)1,)1,*=)1,a, 	c3_6:-./1:17)1,-)1,-A-a, 	3- 1 	1 A 

••5-  1=1 :> 	') )1,a, 	c6_, 4 7') -)1,aave 5 - 1 0 `/5- 1=1 7 I) -)1,at , 

Ifttff*--ez75\, 5u71KRa. i\Diffg., i 77Ja, =H=ia, 7Z I 

a, 	t)i,t*.a, 	t),/r)i,a, 	)1,7 77-r)i,a, 	-,J3A-iia, 	* 
7 -I I -f )I,a, 	ZJI,ta, 	Z Jl.7 4 I a, 	5-  I- 7 ̀ 1'))1,a, 	7J3)1,z)i,a, 	c, 

_6 -7)1,*)1,a, 	c1_3/\1=17)1,*)1,a, 	c1_67)1,*a, 	c1_ 3 /\1:17)1, 
..:-,a, 	J C 1 _ 6 7 - 1  )1/*/1/ 7  -1  Z. J a, 	c 1_ 6 7 )1,*)1, -  Tiz J a, 	J C 

1-6 7 )1, -)1/ 7-1  -:-'..*, .1 t )1,t=A,a, 	:-.;c , -6 77 /1/k-)1.7zi: .1 t)i,t=)i,a, 	C 

1 _6 7)1,)i,t)i,t=)1,7 z I a, 	c 1_6 77)1,)1,7J- axtc 1  _ 6  7)1,*)1, 
)1,*=)1,a---effirg,t41,-cki\c. ) 	r.-_ ,t1J4*fiV-41.ZIVAaEr-TVAIPXL, 
ilita4 V 2  1(. ffigricag V 1  V* -  z&mita, c1_67)1,*)1,aRrIc 

WO 2013/147183 10 PCT/JP2013/059589 

LN 

7KIISS S^yg, -KPSS 7^71, 
^JU/1^>£S ^ji/A,;E-f jug, XJU7 JUSS Tju/Tg 

s jh^'/'Jii/Ss *;uv— Kg®,t/'*;u^;ugtc<fcU4iJ3c3ti£it^gfg 

Ls 

M&ggfVifci:, C^e^JUP^g, c 

! _3/\n77;UP^ri>Ss 

y& C,_67J^Jb7$y ̂ ju^-jug, 

d?-;i/SN c i -QT7 ju^rjujj ju/ft—ju j7 $. y gs c 1_677;u^;uf1^S, c,_ 

6yju^juxju7is-juss c3-6^0 p^jup^r^Ss t;c3_6s/^p7^ 

C3_6i/^P7J^J^Jb 

C3_6i>^ PT^U^jUTJU/l-N-JUg, C3_6i>^ P7ibW^i 

% 3—11 Jt^ir P :> ̂  ij JUgN C 6 _! 4 7 'J —JUgXti 5—10 Jt^ir P T7 

u-jug (^c3_6*>?p^jup^r^gs t;C3-6S>^PT^U^UT^;i 
, yc3_6*>? n7)i/Jr)\s7^ ygN c3_6^ p^u^ju^ju/if-jug, c 

3_6y^P7WXJ^zibgN C3_6i/^P7KJ1/^S1 3-1 II 

^•if P ^7 U JUgN C 6 _! 4 7 'J -Jl/SsRlF- 5—10 M^ir P 7 'J —JUgtiN 

X&7KltSs *s7 JgN -hPg, 

g, ^JUA'^JUg, 7JI/7 T^E^fJUS. /ta^^g, 

7-ry<;ug, ^ju^g, 7JU7^ygs ^h^x/'>u^ /l^u^jug^ c, 

_6T;U^;Ug, C I_3/\U7JU*JU&S CI_67JU=I ^r$/gN C1_3/\P7Jb 
p^p^gs tyc1_67j^jb75yg^ yc;g, ̂;c 

! _677;b^;uT7$ y ^;b/if-;i/gN tyx^e^L/^UT^y^U/i^ug, c 

;g, c,_67;i/^i/f^gxuc,.67;i/=)rJi/ 
7JU*—;ug-eM^^tiTiN-g>o ) tc<fc U 
m&ggev^ c^e^u^ugwc 
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1-3/\D7)1/*)1/ah---cttJe -,3.54-tzimitlaus -zo i 

---e-,35 4-Lz tat, alEat a) 	IRAtt12tcg L < 1, - 0) E 3A O'g t:.= ,!,-7e-s-:5 41.14 

ZikiRt-t. tt. 6 a)gPlf alto 

( 2 ) 

L 3 e, C 1 _ 3 7)I/* 1, 	a--ez (1) t:.-_,EamEat, AfEata)_R 

Aft 14K4- L < 1, -t. a)E4',41g t:.-_,Eb's'- -.3541.14ZilaRt-t.41.6a)ggfirtt o 

(3) 

R 1 e7.1KARRI, C 1-6 	 %a (gc, -6 7)1/ 	*al, N , VAT 

Z13\ RtIMillagNi 7 ct t,) *M:.-_ -g L < 1, Atcl: -D --C. gat. Z 1 "D1-:t_EIDIT 

AaTZA:3541.--CoZo ) --eV,), 

mitlauv7t, *ma, i\i=iii=r;5, 	77)a, = H=ia, c1_ 6 7)1, 

*a, 	c1_67)1,*)1,7ra, 	c1_67)1,*t)i,t=)1,a (ac1-6 

77)1, 	..:>a, 	c 1 -6 7)1,*)1,7raavec i _ 6 7)1, 	*:> t )1,t=)1,at, 

,Rmitrezi3N, X 1, ffillaU v ' /3\ 6*%1,:.-_ -g L < 1,Ai-cl: -D --C gat, Z 1 -D 

L;t_ha)ZitlaTZA-.3541.-COZ 0 ) . 	C 3 _6 	I=17 - 1 11.*a. 	i C3-6 

:> 	1=1 77)1/*)1/ 77 Z ) a, 	:')C 3 - 6 :> 	1=1 77)1/*)1/ 77 Z i a. 	c3_6:>1=17 

)1,*)1,t)i,t=)1,a. 	c3-6:>1=17)1,*)1,)1,*=)1,a. 	c3-6:>1=17)1, 

*)1,7J-a. 	c3_6:>1=17)1,*)1,a, 	4 - 7 A/\5-1=1:> 	i))1,a, 	7i=)1, 

aave5- 6A,N5-1=17 ,) -A/a (ac3_61=17)1,*a, 	E) C3-6 

:> 	1=177)1/*)1/ 77 Z JaN 	:')C 3-6:> 	1=17)1/*)1/ 77 Z i a. 	C 3-6:> 	I=17 

)1/*)1/t )1/t=1I/a. 	C 3 -6i ~J 1=1 77)1/*)1.)1/ 7J=)1/a, 	C 3_6 	1=1 7)1, 

*)1,7J-a. 	C3-6:>1=17)1,*)1,a, 	4 - 7 A/\5-1=1:> 	1))1,a, 	7i=)1, 

crave 5 - 6 A' • N 5- 1 = 1 71)-)1,at„;:KiMilITZ/JN, Ri,imilci,auv 2 /3\ 6 

*a(•:g L < l'Atc1: -D -CiEtStLZ 1 -DJ,;1_h07ffitAa --effitA:54-L-coz0 ) 	t:.-. 

ct t,) *U- -1/435 tt. z z A auSgL, 

imAauvit, milci,auv a Vft - z&mitza. C1-6 7)1/ - 'a, C 

1-31\m7)1/-%a. 	Jc1_67)1,*)1.7:-zia, 	:-.;c1_67)1,*)1,7:z 

J a, 	) C 1 -6 77)1/*)1/7 Z J t)i,t=)1,a, 	:-;c1 -6 77)1/*)1/ 77 Z J tll. 

WO 2013/147183 11 PCT/JP2013/059589 

T-3/NP] 

zikxtetnb vmmmft „ 
(2) 

L3^\ (D tciEicOMtim ^b£-$i©s:^ 
smu< ̂ (Dmnrnzi^n^nm^^z^nb^Mmmfto 
(3) 

R^KSlJl^X&C^e^uzi^g MS^-e 
$>%ti\ XttM&g^V^yilMiKglX 1 oJU±©M 
&g"CM&3*iT^£o ) T?£>kK 

g^S£¥V7&N 7KIISS /NP^yJ!^ ^>771, -hnl, C^T^U 

=l^>g, C1_67J^Jbf^i, C T-e^Jl/P^rS/^Jl/d?—Jl/S (^C,_6 

7Jl/P^f*>gs c T-eTJls^Jls^J&RVC i-e7Jls=l*S/tjJlstf=JlsglZs 

xiiw&£&vifrt>&mz%L<nmti:?Tmi£ti& 1 ^ 
j*Lt©M&g"eM&3*iT^£o ) s c3-6s>^P7ji/3^>i, fyc3-6 

y^P7J^Jb7$yi, ^c3_6i>^•77;u^r>/u77$ySs c3_6:y^p:p 

ju^ju^ju/lf-jug, c3_6i>^p7Ji/^rJi/7.;i/dx—;i/Ss c3_6:y^ P:PJU 

C3-6is? U7JU*JU&S 4 - 7 m^y1 U ^ <7 <J JUSs 7i-ib 

g&tfs-6*^7^7'J-JUS (^c3_6s>^P7;i/P^r$/Ss tyc3_6 

•77;U^r;U77$ y gN S/C 3_6S/<? UTJls^JlsT < J gs C3_6S/?U T 

)[/%-)[/±))[/tf—)[/&s C3_6^ P^JU^JUTJU/IN-JUS^ C3_6i/<? UTJU 

C3_6is? UTJU^rJUg, 4 - 7 m^T- P *> 0 'J JUS, 7i-ib 

g&tfs-6*^7^7'j-ji/gau mw&-e$>zi)\ xttw^smv^frb 

y$ij$3ti£> zmmu 
S^S^VUi, M&g$Va£j*$-r£&M&Ss C ,-6TJ^=I C 

1_3/\P7JU=l^>g^ fy C T _6 ^ y gN T _6 ^ 

y|, tyCT-e^ju^ju^^ytuu^-juSs vc 1_67j^jb7$y^jb 
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t=)i/a, 	c l _ 6 7)1,*)1,t)i,t=)1,7zia, 	c 1 _ 6 7)1,*)1, 7ra, 	C 1 - 

6 7)1/*)1.)1.7J3=)1/a, 	C 3 _6 	1:1 -7)1,*a, 	.ic 3 -6 /17-17)1/ 

.)[/)--iz J a, 	C 3-6 	1:177 )1,..)77 z i a, 	C3-61=i7)1,*)1,t)i,  

t=)i/a, 	c 3 _ 6 _, 1:17-, )1,-)1, )1,*=)1/a, 	c 3 -6 1=177 )1/*)1/. 7ta 

, 	3-1 	1 A',\T-1=1:> 	1))1/a, 	C 6 _ 14 77,)-)1/aRt 	5-1 Of4'5-1=177  

') -A/a 	(gAc3_ 6 1-_:17)1,.. a, 	.1 C 3 _6 	1=17 -1 )1/-11/ 7  7  Z i a 
, 	C 3-6%/1=17)1,*)1,77-- )a, 	c 3 _ 6 1=17/1/*/1/t)1/ 7 =)1/a, 	C 

3-6 	1=1 7)1,*)1,)1,*=)1/a. 	c 3-6 	1=1 77)1,*)1,7ra, 	3 - 1 	1 la 

,̂5 El :> 	') )1/ a, 	c6_ 14 7')-)1/aave 5 - 1 0 AST 1=1 7 1) - )1,a (,, 

AkiMigq,TZ/JN, ,R67K1gz6a, 1\i=o2.'JJA, %7)a, = i-Da, 	7 Z ) 

a, 	t)1/7 	-:>a, 	t)i/i()i,a, 	)1/7 -374)1,a, 	7J7J3ia, 	7J 

7 4 )4)1,a, ZJI.ta, 	)1/7  4 ia, 5- 1-5v1))1,a, *)1,.)1,a, 	C 1 

-6 77)1/*A/a, 	c 1 _3/\1=17)1,*)1,a, 	c 1-6 77)*f..a, 	c 1  - 3 / \ D7)1. 

*fa, 	E) c 1 _ 6 7)1,*)1,7z i a, :';c 1 _ 6 7)1,*)1,7z i a, . E) C 

1  _ 6 7/1/*/1/7  Z I t11.7J=11/a, 	C 1 _ 6 7)1/*)1.7z I t11.7J=11/a, 	C 

1 -6 711/*)1/t)l/t=)1/ 77  Z I a, 	c 1  - 6 77)[,*)1/axt 	c 1 -6 7)I/*)1/ 

.)1/*=)1/aTiMilq-•35 tt.-C 0 Zo ) V: c tj*ft-V. tt,Z imitlausg l„ 

IMAag V 2  (,, ffitlagv 1 v* --z&milla, c 1 _ 6  77)1/*)1/aarfC 

1 _3/\1=1-27)1,..)1,atz_94* -1/43sttzLTAagy§7A L. 

ImAagvat, *pa, J\i=74g, f./7)a, = H=ia, 7zia, 

t)i,t*:›a, 	t)i,/()i,a, 	)1,7-37-()1.a, **)a, ZJI.ta 

, T- 1,  7!')  )I,a, *)(/ 7 - 1,a)ytti*)1,z)i,ar.-..,t9s - ttzffiPAET 

Ji.z (1) 5ZJi 	(2) t:.-_,Eaotat, gAiLatop_RAtti2tK-gL< 

0EMO't::_,Eb'-s-1/43541.14ZtERt -t11,60ggfillto 

(4)  

R ' ih.KAE, --eZ (3) t:.-_,EamEaA, gAlEato.Atti4K-gL< 

a-t. a)EArYgtz.-1lh'---.3s11/14ZitRa-t.11. 1=D0',74gfilto 

(5)  

WO 2013/147183 12 PCT/JP2013/059589 

6 ^JU^JUTJU*-;ug, c3.6i/^n7Ji/3^>S, ^;c3_6y^n7Jb 

dr;uz$ygN */C3-6*st n7)\s*)\s7$ ;i, C3_6$/?P7JU*JU*JJU 

C3_6i/^ PTJU^JUTJUTJN-JUS, C3_6*>? pyjU^rJU^Tt-S 

% 3—11 M^ir P ^ ij ;ugN C 6 _! 4 T7 'J —JU3SX& 5—10 Jt^if P T 

'J-JUg (iC3_6y^P7i^^ya, y C3_6^>^ P^^U^rjUT7^ y# 

% ^'c3_6y^P:P;U^JU:P$y|, c3-e^<7n7)\s*)\stu\stf-)\s£s c 

3_6^ PT^U^JUXJU/IN^JUS, C3_6*>£ P 3-1 1^ 

^ p ? "J jug, C 6 _! 4 7 'J -jugJkxf 5-10 UT'J -jug&N 

MM&zfoz>h\ xti7KltS, /NP^yji?, ^>7yS, -hPl, z$y 

Ss ;&JU3tf<=^>g% ^JUA'^JUg, XJU7?:E^JUi, *3. 

7-ry^jug, XJU^I, x;u7-ryg^ ^h^i/iuug, *,/u$,/ugN C, 

-eTJls^Jls&s c 1-3/\a7JUdF-JUSs Cj-eTJUH^rSySs C,_3/\P 7 )V 

p^rs>Ss ^yc,_67Kju7$yi, $;c1.67ju^u7$yi, tyc 

T-eT^u^fju^yajudf-Jugs yc T-e^ju^JUT7^ y ^ju/tf-jug, c 

!-eTJl/Z-^tlJl/tf-Jl/T^ J &s c !-67)\s*)\s3LJ-&XteC ! .e^jU^rJU 

^U/lx-JUg-eM&StiT^So ) tCofc yj*/£3ft£M&g$£SiifcU 

M&g^v^ CT-S^U^US^C 

! _ 3 / \ p ̂ ;u * ;ug (c <£ y *i/& 3 ft £ •MS§¥ £ L ̂ 

M&g$v*&N 7KIISS /NP^yjgi^ ^>7yi, -hPl, 7$yi, 

;&ju<tf=^>gN ^JUA^JUS, x;u7 y^-fjui, jtfx^jfcyg, xjujfcg 

s T- K ^ y 'J ;ug% ftJUv— hS&VftJU^juMlzj: 

&Mmtz> d) x& (2) 
l£ ̂  © IIn^ tcfF#3 ftt# -g) ±^Xte ̂  ft <o CO&M%\-Wlo 
(4) 
R^zKfSiJI^-C&a (3) tClEicOMtim iM©5^smL< 

(5) 
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R 1  /VC 1-6 7)1,*)I,a (gcl_67)1, -)1,at„Rimitrez75N, Ri,imi'A 

agv 9 ct (,)*at:_-_ -gL< l, Pts -D --CifitSttZ 1 -DL;LEOffla-Cffittv-C 

oZ. ) TV,), 

mitlagv9t, *ma. i\i=iii=rg, '7) 	= H=ia, c l _ 6 7)1, 

..:>a, 	c1_ 6 7)1,*)1,7ra, 	c1_67)1,-)1,t)i,t=)1,7r*:>a, 	c l _ 

6 7)1, 	-)J)1,7Jt=)1,a (AC 1 _6 7)1, 	*a, 	c 1 _6 77)1,*)1,7J-a, 

C 1  _ 6  77)1/*)1/t)1/t=)1/7f *aEZZIC 1-6 7)1/ 	-)J)i,t=)1,at, 	),:s: 

VAT 	Z i3N, Ri,ffitlauvii3\6*at:.-_ -g 1, < 1, Ai-s-D --Cift.att.Z 1 -DJ-;t 

_hoffitlaTZ- 73c.3541.CoZ. ) . 	C3_61=17-1)1/*a. 	iC3-6 

1=1 77)1/*)1/ 77  Z i a, 	:') C 3 -6 :> 	1=1 77)1/*)1/ 77 Z i a. 	C3-6:>1=17)1/ 

*)1/t)1/ 7Jt=)1/a. 	C3-6 	1=1 77)1,*)1,)1,*=)1,a. 	C3-6 	1=1 7)1,* 

)1,7J-a, 	c3_6:>1=17)1,*)1,a, 	4 - 7 A , N T- 1=1 :> 	, ) )1,a, 	7 ==)1,a 

ave5-6 A/N5-1=17-1,) -A/a (gc3_61=177)1,*a. 	iC3-6 

1=1 77)1/*)1/ 77 Z i aN 	:')C 3 - 6 :> 	1=1 77)1/*)1/ 77 Z i a. 	C 3 - 6 :> 	1=1 7)1/ 

*)1/t)1/ 7Jt=)1/a. 	C 3-6 	1=1 77)1,*)1,)1,*=)1,a. 	C 3-6 	1=1 7)1,* 

)1,7J-a, 	c3_6:>1=17)1,*)1,a, 	4 - 7 A , N 5- 1=1 :> 	, ) )1,a, 	7 = =A/a 

Bai 5 - 6 A/•5-1=17-1,) -)1,at„:,:skim-1--ezi3N, R6E7Aati-Tv2/\6* 

t:.-_L< l'Ats -D -CilitStLZ 1 -DJ-;t_ha)fflitlaTEA -  .354-1, --CoZ. 	) 	t::_ct 

(,)** -5 tt.zatAau SA L. ZAag V 1  (,, mo,auv a  VU - Z 

imAa. 	c1-67)1,*:>a, 	c1_31\1=17)1,*:>a, 	) C 1 _ 6 7 7  )1/..)1. 

77 Z i a, :-;c 1  _ 6  7)1,*)I.7 z i a, 	) C 1  _ 6 7 11.*11/ 7  7  Z I tllAt=11. 

a, 	:-;c1 -6 7)1,*)1,7:z I t)i,t=)1,a, 	c1_67)1,*)1,t)i,t=)1,7z i 

a, 	c1-67)1,*)1,7ra, 	c1_67)1,*)1,)1,*=)1,a, 	c3_61=17-111. 

aria, 	iC3-6:>1=17)1/..)1/7:-ZIa, 	:-;C3-6:>1=17)1,*)1,77:z 

Ia, 	c3_61=17)1,*)1,t)i,t=)1,a, 	c3-61=177)1,*)1,)1,*=)1, 

a. 	C3-6%"/1=177)1/*)1/ 7faN 	3 - 1 	1 A' /•• 5-  1=1 	1) ) I, a , 	c6_147 

i) -)1/aRt 	5 - 1 0 A 	5-  1=1 7 ' ) -A/a (E,Ac3_6:> 	i=i -J-i)1,*a, 

ic3_61=177)1,*)1,7z)a, 	C3_6ifJ 	C3-6 

WO 2013/147183 13 PCT/JP2013/059589 

gf$V9J; L < &Sft^T3iW:ti-g> 1 -pJU±©M^S*eM^^ tiT 
lN£o ) T?£>kK 

g^S£¥V9&N 7KIISS /NP^yJ!^ ^>771, ~KPSS C^T^U 
P^F-S/SN c1_67Ji/^Ji/f^i, c!_677;u^r>'u^>'u^—;u^^r">'Ss c,_ 
e^JUZI^^JU/lf-JUg (§£C ,_67J^+yI, C1_67J^Jbf^i, 

C ! -67Jl/^Jl/Ail'/f-J^^^iWC ! _67Jl/P Jl/Stts ft* 

W&-e$>2>7b\ XttM&g^V ifr IX 1 -DU 

±©M^S*eM^^tLT^i)o ) s C3_6*>?P =EJC3-e*> 

^P7j^jb7$yi, ^c3_6y^P7j^jb7$y^ c3_6:>^ P:PJU 

^ju^ju/lf-jug, c3_6:>^ UTJU^JUXJU^-JUS, C3-^0 UTJU* 
JU^^-Ss C3-6is? U7JU*JU&S 4 - 7 m^y1 u ̂  <7 IJ JUSs 7i-JH 

RZ/5 - 6 m^UT 'J -Jl^S (^C3.6i/^P7;i/3 + $/i, t;C3_6i/ 

^P7j^jb7$yi, ^c3_6y^P7j^jb7$y^ c3_6:>^ P:PJU 

C3_6:>^ UTJU^rJUXJU^-JUS, C 3-^0 P T )\y^r 

JU^^Ss C3-6is? U7JU*JU&S 4 - 7 m^y1 U ^ <7 'J JUSs 7i-JH 

Rt/s-em^nT'j-juSit, mw&-e$>ztii\ X&M&gmvzfrzm 
1 ?M±<DW&&vm&3tir^Zo ) izj: 

vmi&t<ti&w&&&£mmLs mms^vms mmmmv*zmj&tz& 
c ̂ eTJUZi^i/Ss c ,_3AP7;i/3 + $/i, tyC1_67J^Jb 

7^71, i/'C1.67JI/^l/7$>'i, t; c T _6 ^ 7 
S, ^ju/if-jugs c y 
g, C1_67J^Jbf^l, C ,-e7)\s*)\sX)\sfc-)\sg, C3_6S/?U7)ls 

P^>Ss fyc3_6y^p7j^jb7$yi, $/c3_6*>?P^JU^JU;7^ 

y|, C3_6$/^P7Jl/^rJl/*Jl/d?—Jl/Ss C3_6:>^ uTJU^rJUXJU^-JU 

Ss Cs-eSsfnyjis^jis^JSs 3-1 1 m^Tnis? 'JJ^Ss C6_147 

'J -jugxti 5 - 1 0l^fP7 'J —JUS (B$C3-6^><7 ay jis=i %•*>£, ^ 

J C3-6*s<? U7Jls*Jls7< JSs *JC3-e*s<? n7)l/Jr)l/7$ c 3 _ 6 
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1=1 7)1/*)1/t)1/t=)1/a. 	C 3-6 i'J  1=1 7)I/*)1/ 	)1/*=)1/a• 	C3-6-i  

1=1 77)1,*)1,7ra, 	3 - 1 1 A"  5-  1=1 :> 	1))1,a, 	C6-1 4 7 1)-)1,aave 

5- 1 0 A^5-  1=1 7 ,) -A/a t„Rimitz--e 	z i3N, R671<ma, i\i=17E, 

:>7)a, = H=ia, 7zia, t)i,t*:>a, t)1, 	4 )1,a, ZJI. 

7-37411,a, **)a, 717 4 )4)1,a, Z1l.ta, 211.7 -f ia, 

51-7,P))1,a, 	*)1,z)1,a, 	c1_67),*)1,a, 	c 1 _ 3 /\1=17)1,*)1,a, 	C 

1_6 77)1,*:>a, 	c1_31\1=17)1/*%a, 	Jc1_67),*)1,7zia, 

C 1 -6 7)I/*)1/7 Z i a, 	) C 1  -6 7)I/*)1/7 Z I t11.7J=J1/a, 	C 1 _ 

6 7)1/*)1/ 7 Z 1 t11.7J=11/a, 	C 1 _ 6 7 -1  11.*11/t11.7J=11.7 7  Z Ja. 	C 1 -6 

77)1/*)1/7 aRtC 1 -6 77)1/*)1/)1/*=)1/aTIVA-1/435 41.--C 0 Zo 	) 	t::- ct (') 

*M5 4-LzmitlausgL, 

mitlauv 2  (,, EtAauv 1 vft -  z &mitza, C 1_6 7)1/*)1/a1xrf C 

1 -3
/ \ 1=1 7)1/ *)1/at: ct lj*UV_S tt,ZEigq,ag .ag LN  

imitlagvat, *ma, i\i=iitrw,, :>7Ia, = H=ia, 7zia, 

t)i,t*:>a, 	t)i,/r)i,a, 	)1,7-37-()i,a, **)a, ZJI.ta 

, 51-7,P))1,a, *)1,7-1-aave*)1,z)1,a6:.-_ctt)wvstLzim1tlau 

1 -z (1) R6 	( 2 ) 6:E 	k0 	AlEata)Aft14K-g L < 

1,-IDEMO'gt:.-_,E-g-:541.1'41 ZigiRt - 41.60gPlflirtto 

( 6 ) 

R 1  eC 1_6 7)1,*)I,a mc 1 -6 7)1,*)1,at„:,:imitz--ez75N, R6/\1=1 

i)E,--elmi,Atg-t,-cozo  ) --ez (5) t:.-_,EAWIE-at, AfEato) 

Aft17tcg L < 6 	-t.  a) E M O'g t:.-. ,!,'-g- -.35 41.14 Z YER 6 	-t. tt. 6 a) gPlf lilt 0 

( 7 ) 

Liecilia, 	NR2a, 	O. 	S. 	so, 	so2Rtcl_67)1,*i.a (e< 

C 1  _ 6 7)1,*1, 	aitia) 1 --D0)i.at, 	0, 	S, 	SO 2,. 	c=o, 	c= 

Sx6NR 3 a -CE,O,A.641.--Cki\ 	Ctckoo ) TV,), 

L 2 LBe, 

L 2  eciii-a--e(0), /3\ -D Be, 	3 - 1 1 A/NT-  1=1 	') 1, JaX6 	5 - 1 

WO 2013/147183 14 PCT/JP2013/059589 

^0 C3_6Ss? U7)ls3r)lsZ)lsfc=)lsgs C3_6:> 

<7 nT)U^r)U^^Ss 3-1 1 'J J^Ss c 6_14y 'j-jug&t/ 

5-1 Om^nyy-jumZs 
isyy&s -huSs 7<y&s tuutf^isSs &s TJU 

/TX7 -r J -fjus, xjurtsg, xjuy^y S, 
^h^V'JJUSs frJls^JlsSs C i-3/\u7Jls*Jlsgs C 

1-eTJls =l*isgs C i_3/\U7JU=l*is&s ^JCI-67JU*JU7$J&S 

yc,_67W7$yi, c T-eTju^juy^ y tuuT^-juSs yc,. 

6:PJU^JU:P$ J ^;U/if-;uSs c,_67^yu^ryu±i^ JC,.6 

77;u^;u51^SxtiCl_677>iu^>iux;u/i-N-;uS"eM^^tiTiN^o ) 
«/£3*i£M&g$£SiifcU 

g^g£¥V2&N CT-S^I/^I/S^C 
! _ 3 > \ • T * JUS IZ J; y 3 ti £ M^S?¥ £ ER* L ̂  

g^S£¥Va&N 7KIISS ^>771, ~KPSS 7^71, 
XJUy T -i" JUSs TfcXTfcy S% TJU/fcS 

s x- K ^ V'J JUSs hS&t/^JU^JUStcJ: lJ*iJ$3ti-g>it^Sf$ 

£ SETT a (D x& (2) tciEicaMtim 
& ̂  0 fF# $timzi&xtettib vmmmft „ 
(6) 

(§£C X&/\P 

^yH^-eM^^tLT^^o ) T?&£ (5) KIEiSaHb^tk mt-SWUDK 
ismu< te^(Dmm^izt^tsnmz>ikxte'tnib(D}nmm0 
(7) 

N R2 aN Os Ss SO, S 02X&C 1_67;^1/>1 (§£ 
C1_67^+u>i^0 1 0, SN S02N C = ON C = 

SX&N R3a-eM$&A£*iT^Tt» Ja\, ) -ZtbVs 
L 21 B 
L2tfJ|Me£--e&kK A^B^ 3-1 1 ui/O x) b >SX& 5 - 1 
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0 A /\ 5-  1=1 7 ,) - I, 	a (A3-1 1 A/•5-1=1:> 	i) i. 	a)krie 5 - 1 0 A 

/NT-  1=1 7 ,) - 1, 	a 	:::5.j3\3N, 	3z6imi'AaUv 5  ct (j*at:.-_ -g I., < 

1, Ats --D -Cilt.att.Z 1 --DJ,,,t±0C-AaTiMit,tql.--Co--Ct ck oc. ) --C 	Z75\ 

, 

R6, 	L 2 eN R 2 b, 	0, 	S, 	S 0, 	sO 2RtC1 _ 6 77)1.-1,a (AC, 

-67)1/*I.aitio1--D0)<[.at, 	0, 	S, 	SO 2, 0=0, c=sx 

1, NR 3 b --eff,A.641.--Cki\ --Ctctoc. 	) 	TV,), 	b\DBe, 	C3_1 i i=i 

77)1/*I.a, 	C3_11:> 	1=17-1)1/i7=1,a, 	3- 1 	1 A',\T-1=1:> 	i) 1, 

axt5 -1 ow\T-1=17 1)-1.a (Ac 3 _ 11:>1=17)1,*i.a, C3_ 

1 1 	1=1 77 )1/i7= i. Ja, 	3- 1 1 A,N5-1=1 	,) 1, 	aar.)e 5 - 1 0A^ 

5-  1=1 7 1) -1, 	al, „w,Z#Z--eZi3N, Rl, ffli'AaUv 5  ct tj*at:::g L < l,  

A ts -D -C gat. Z 1 -DJ-;t_lioffil,,a--eimitz:s tvc 0 -ct ct <. 	-:5 6 t:.-_,!,Ac 3_1 

1:> 	1=17)1/*I.aarfc 3 _ 11:>1=17)1,17=1.a4o1-D0)(1.a 

(,, 	1, 	1 -c3_71=177)1/*I.a--effitzA.64-t..-ctctoc. 	) 	TV,), 

imitlagv 5 t, *pa, i\i=iitrg, 	77 )a, = H=ia, c 1 _ 6 7)i, 

*)1/a, 	cl_67)*a, 	c1_ 6 7)1/*)1,7ra, 	c l _ 6 7)1,*)j)i, 

t=)i/a (Ac1-6 7)1.-)1/a, 	c l _ 6 7)1,*a, 	cl_67)1/*)1/A-a 

avec, -6 7)1/ 	* 	t)1/t=)1/at„RLTATZ 	75\ Rl, ffli'AaUv 1  /3\ 

6*at:::g I., < 1, Ats.-D -Ciltatt.Z 1 -DJ-;t_lio)fflitlaTIMA:35 tv-C 0 Z. ) 

0 3 _ 6 1=17)1,*a, 	Jc3_6%1=177)1/*)1/77zia. 	C3-6 

D 77)1/*)1/ 77  Z i a. 	C 3-6% 	1=1 77)1/*)1/t )1/t=)1/a. 	C 3-6 	1=1 

77)1/*)1/)1/*=)1/a, 	C 3 _ 6 1=17)1/..)1,7a, 	C3-6i fJ 

a, 4 - 7 A /\ 5-  1=1 :> 	,) )1,a, 7 i =)L'a a ve 5 - 6 A 	5-  1=1 7 ,) -A/a 

(Ac 3_ 6 	1=17)1, 	-a, 	JC 3 _6 1=17)1,*)1 / 77 zia, 	C3_ 

6 	1=1 77)1/*)1/ 77 Z i a. 	c3_61=177)1,*)1,t)i,t=)1,a. 	c3_6 

1=17)1,-)1,)1,*=)1,a. 	C3-61=177)1/*)1/ 7J-a, 	C3-61=177)1/* 

)1,a, 	4 - 7 A /\ 5-  1=1 :> 	,) )1,a, 7 i =A/a a ve 5- 6 A/NT-  1=1 7') -)l. 

at„W,fflifq,--eZi3N, 3ZtiMi'Aagy 2  /3\ 6*at.:-g I., < tAtc,:-D zgatt. 
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0 Jt^T" • y 'J — Is yS (jj£ 3 — 1 1 Jt^T" P :> ̂ 7 'J b 5 — 1 0 It 

^UT'J-Iy> Sli, XliW&S&v 5 J: y L < 

1 oJU±©M&S"eM&3*iT^T:fe><U\ ) -ZhZfr 
\ 

XteU L2A<NR2b, o, SN SO, S02x&c ,_67)[s*\yy& mc, 
-67j^u>i^© 1 -D(D*^uysiis os ss so2s c = os c = sx 
ttN R3b-eM$^A^tLT^Tt») Ztb^s frr>&1fs Ca-ni/^P 

C3_ni/^P7Jl/^-l/>^ 3-1 1 • s> 0 'J U y 

SX&5-1 OM^p^'J-bvg (=^c3-1 r>^P7;i/^ri^>Ss c3-
! r>9 UTJV>T—u>Ss 3-11 u^o >j uySRZ/5 - 1 01^ 
^uyj-iyy su, xnw&S&v * £ y &mz% L < n 

1 j; <, 3 e>tc^c3_i 

r>^P7J^U>iM'C3_1 ̂ 9UT)\/>T— \yyS^C0 1 

1, 1 -c3_7*>?P ̂ i/^yg-cMS&a.^tiTt<n\ ) zfoy, 

g^S£¥V5&N 7KIISS ^>771, -hPl, CI-67)\S 

*)\sS, C,-67J\,Z\**/Ss C , _6 TJU^rJU^^Ss C 1 _6 7JUZI **/ tl JV 

/1f-;uS (§£C ,-67^^!, 0,-6 7^3+$/!, C _6 

^C^e^p^^U/I^Ug^ X&M&S^V1^ 

b&VklZ^L < 1 oJU±©M&g"eM&3*iT^£o ) 

, c3.6i/^P7Ji/3^>i, t;c3_6y^P :PJU^JU:P$;i, *>*c3_6 

y^P7Jb+Jb7$y^ C3_6is<? U7JU*JUt>JUtf=JUS, C3_6is?U 

^JU^JUTJU/IN-JUS, C3_6*>?P c3_6i>^UTJV^JV 

SN 4 — 7 Jt^"^ P :> ̂ 7 'J j\,Ss 7 x ~ 5 — 6 Jt"^7^ P T 'J — Jl/S 

(^c3.6i/^P7;i/3+$/i, t;c3_6y^P :PJU^JU:P$;l, yc3_ 

6i>"?U7JU*JU7$ JSs C3_6is<? U7JU*JUt>JUtf=JUSs c3_6is<? 

UTJU^rJUXJU^-JUS, C3-^0 UTJU^rJU^JS, C3_6y^P TJU^r 

JUS, 4 - 7 a *> 9'J JUS* y JI-JUSRZJ^ 5 - 6 m^^UT'J—JU 

su, xiiw&s&v2frt>&mz%L<nmti:?Tmi£ti 
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. 1 -Dv_hoff-Aa--effli:sti.-coz. ) c-,: 	9 sh--:s4-LzatgazIag 

l„ 

ffitlauv 1 (4, mitlauv a  Vft -  z Amitza, c i - 6 7'JL.a 	a, C 

1 -3 /\1=177)1,..:- a, 	JC 1 -6 7)1.*)1 / 7 Zia, 	:-;c1-6 7)1,-)1,7z 

ia, 	.JC 1 -6 771(....)1/ 77 ZI t)l,t=)1,a, 	C 1 -6 7)1/4)1/ 7-1 ZI t A, 

t=)1,a, 	c1_67)1,*)1,t)i,t_-1)1,-7zIa, 	c1_67)1,*)1,7ra, 	c l _ 

6 7)1,*)1,)1,*=)1,a, 	C 3 _ 6 	1=1 7)1, 	*a, 	J C 3-6 1=177 )1. 

*11/ 7 Z. J a, 	:')C 3-61=17)1,*)1,77 .z Ia. 	c3-6:> 	El 7)1,*)1,t)i, 

t=)1,a, 	c3-61=17)1,...)1,)1,A3=)1,a, 	c3-6r:17)[,..)[,7J-a 

, 	3 - 1 1 A / \ 5-- 1=1 	fJ , ) ) I, a . 	c6_, 4 7 ') -)1,ax6t 5 - 1 0 A , N 5- 1=1 7 

') -A/a (E,Ac3_61:17-,)1,..a, 	jc3_61=0-7)1,*)1,77zia 

, 	;c3-61=177)1/*)1.7-1ZIa, 	c3-6:>1=177)1,-)1,t)i,t=)1,a, 	C 

3_6:>1=177)1,-)1,)[,*=)1,a, 	c 3-6 	1=1 77)1,k-)I,71-a, 	3- 1 	1 A 

,N5-  1=1 :> 	') )1,a, 	c6_1 4 7 ,) -)1,aarf 5 - 1 0 A^5- izi 77  ,) -)Lett, 

,T,ZA-CZ b\, X tt4Kogta, /\1=ii724;5-T, 	-J')a, = H=ia, 77 ZI 

a, 	t)i,t*:>a, 	t)i,/()i,a, 	)1,7 -374)1,a, **)a, 7J 

7 -f J-(A,a, 	)1,A3a, 	ZJl.7 4 I a, 	-T-1-5v1))i,a, 	7J3)[,:z)l,a, 	c l  

_ 6  7)1,*)1,a, 	c1_3/\D7)1,*)1,a, 	c1_67)1,*.a, 	c1_3/\1=17)1. 

..:>tt, 	J c 1_67)1,*)1,7z.-- Ja, 	:-; c 1  _ 6  7)1,-)1,7 z I a, 	iC 

1-67 )1/*)1/ 7-1  Z Jt)i,t=)1,a, 	:')c1_67)1,*)1,77:zIt)i,t=)1,a, 	C 

1 _6 77)1,..)1,t)1,ts:-_)[,77 z i a, 	c 1-6 7)1,..)1,-7i-ax‘c 1 -6  7)[,)i, 

)1,*=.)1,a--effitz-,354-L-cozo ) tz.-.9*.m354-Lzmitlansut.„ 

ffitlauv 2  tt, miAauv1v* -zAmilq,a, c 1 _ 6 7)1/*)liaarjeC 

1 - 3
/ \ 1=1 7 )1/  *A/a r: ct 9 WV_S 4,1, Z axgag 	ag l,, 

	

241agvact, AKIgta, /\i=lifig, 	77 Ja,  = 1- Da, 7-1•--Ja• 
t)1,7Ja, 	t)1,-()i,a, 	ZJl.7-37 	4 )1,a, **)a, 	ZJI.ta 

, 	.-T-1-7 V ,) )1/t, *)1/7  - 1-aatki3)1,-z)i,a4: 	to) 4 -,_11-LZ iTtkag 

UP_A l„ 

WO 2013/147183 16 PCT/JP2013/059589 

£ 1 -DtA±(DW.%k&zm.^tiT^Z>a ) 

u 
mmmwiZs C^T^UP^S, c 

! -3/\n7)UZ\%-isSs =EJC ,_67W7<y|, VC I-67)\S*)\S7 ̂  

yg, ts C j.eTJUlrJUT^ S gs *JC •, _6 TJ\s*Jl<T$ J tlJIs 

c ! -eTJls^rJUtUlstf^JUTS; J SN C,_ 

&7)\y^)\y7s)\y^-)lg, C 3 _ 6 *> <? • 7 )\s =l ̂  =E J C 3 _ 6 *> 0 • 7 )\s 

^ju:p$ygN yc3_6y^•77;u^;u77$;l, c3_6^>^P^JU^JU^JU 

d?-;i/gN C3_6*>^7PT^I^UTJU/IN^US, c3_6S/^nwwi 

% 3-1 1 M^xP*/? "JJl/gN C6_14r'J-JU#X&5 - 1 0I^fP7 
'J-JUS (§£C3_6^p:pjup^:ygN ;E;c3_6y^p7W7$yS 

, yc3_6^P:PJU^,IU:P$;i, c3_6^ PTJU^JU^JU/I^US, c 

c3_6y^P7j^wS, 3 — 1 ii 

^ • *> 0 'J JUgs c 6 _! 4 T'J-Jls&RZf 5-10 UT'J -;Ug&, 

Ii^i?S)5^)\ X&TKIISS ^771, -huSs 7<y 
S, tuutf^isgs JU£S 

7-r y-<;ug, TJU/JNS, 7JU7^yg^ -rh^'Z'jjugs gs c1 

-6y)\y^)\y&, C 1-6TJI/Il*isgs C1_3/\P77;U 

fyc1_67Jb^7$y|, y'Ci_67^^7$yi, tyc 

!-67)\/3c)\/7y ̂ ju^-jug, S/'c !-g^v'U^rv/UT7^ y ^;u^-;uS% c 

1-67Jb^bt^f-ib7$yI, C1_67il/^bf^iX(iC1_67ib^ 

;uu*-JUgT?g$i£tiTiN£o ) tcj; yi*/£;*ti£>M&g$£jRi£fcU 

M^S?¥V2^, ®&g3¥Vi£j*/£-r£&M&Ss C ,_6 ̂ JU^Ug&t/C 

il^S^VMis 7KStSs /\p^f>ifs y7yS, -hPl, 7$yS, 

^ju/^^riys, jug, 7^77^^^ TjU/Tg 

s ^h^yUJUSs *JUT — hg&O^JU^JUgtC <£ 

Ls 



WO 2013/147183 
	

17 
	

PCT/JP2013/059589 

R2., 	R2b, 	R3aaveR3bt, 	-t-tt-tllai-Lt:.-.7.KAR, 	c 1 _ 3 7)1,*)1, 

aRtC 1 _ 3 /\1=17)1,*)1,a---ez 	(1) 7-5 	(6) oDoTtLb\ —mt:.-_,Eak,a) 

taw alEalta)Aft14K-g L < 6-t. IDEMO'g 6:.-_,E'-g--.35 41.1421-1R6-t.  

tt. 6 a) gMilt. 

( 8 ) 

L leciii-a--e 	t), 

L2LBe, 

L 2eciii-a-e 	1') , 75\ --D B e, 	4 — 7 A /\ 5- 1=1:> 	I) I, 	a (p 4 — 7 A 

/NT-1=1') 1, Jai„T IMATZ13\, R6, mitlauv 3 ct (,)*at:::g 1, 

< 6 A tcl', -D --C.  ft. a tt. Z 1 -D 1-;t ± a) EA a T EA :35 tt. --C 0 --C.  t ct <, 	:35 6I,: 

4 — 7A,\T-1=1:> ,) l'arri01 --D0)(1,a6, 	1, 	1 — C 3 _ 7 :>1=1 

77 /1/*1/aTIMAA.641.--Ctctoc. ) ---eZ/3\, 

R1, , 	L 2 eN R 2  c, 	ORtC 1 -6 77)1,*1.a (e<C1-67)1,*1.aiti 

0) 1 -Do»<[.at, 	ORl,N R 3 cTIM,7.641.--Co-Ctckki\c. ) --C' 

1), 	75\7Be, 	C3_6:>1=177 )1,*1.a. 	c3_6:>1=177)1,i7=i.axt 

4-7D'') 1. %a (e<C3_6:>1=177)1,*1.a, 	c3_6:>1=17-,  

)1,i7= I, 	aarie4 - 7 A,N5-  1=1 	I) l, Jab„:,IK EtP, T 	Z /3\, R6, 

mitlauv 3  ct (')*at:.-_ -g L < 6Atcl', -D --C.  gat. Z 1 -D J-;t_h Offitla TVA :35 

tt.•Zo-Ctc<, 	:3561,:lAC3-61=17)1,*i.a. 	c3_61=177)1,i7= 

1,aave4-7A,N5-1=1:>1)1.aitio1-D0)<1.a6, 	1, 	1 — 

C 3 _ 7 :> 	1=17)1/*1/ Ja-CIT,t4A- 6 tt,-C t ct 00 ) --ev,), 

imitzauv3t, *ma, i\i=124;5, :>7)a, = H=ia, c 1 _ 6 7)1, 

*A/a, 	cl_61\1=17)1,*)1,a, 	C 3 -6 1=17-, )1,*)1,a, 	c1-67)1,*:> 

aaveci_6/\1=17)*at::_ct (,)**-1 /454-t,zimAag„i j,  

R 2 caveR 3 ct, 	"t- tt,"tql.aiLt:.:71KAR, 	C 1  _ 3  77)1,*)1,axi,c 1 _ 3 /\ 

1=17)1,*)1,a---ez ( 7 ) le: EiMiLat, a IL at a) 	_J'Aft17tK-g L < l,4 

-t.  a) E MO'g le1-7e-s-1/435 tt.14 Z YER 1,-t. tt. 6 a)gP1 RI to 

( 9 ) 

WO 2013/147183 17 PCT/JP2013/059589 

R 2a, R 2 bN R3a&t/R3b&N C1_37W 

sxttc1_3/\p7;i/^r;i/s"es>i) d) (6) (D^tn^-mzmmo 
it^^s L < nmzikxtet 

(8) 

L i i3<m$£tzfo y, 
L 2 £: B 

L 2 ^^ilpn" Tfe lJ s il^B^ 4 - 7 'J b >S (§£4 - 7i 

^P^'Jb>S^ Xfciu S^S?¥V3J;y^i^gL 

< &^&oTgH£ti£ 1 J: <^ Zbiztt 

4 - 7 !J u >gcf® 1 51 b >g&s 1, 1-C3_7:>^P 

J:lN0 ) ZfoZ)l3\ 

Xte, L2ii<NR2c, OXteC^e^JU^byg (§£C , _67)1* b >g^ 

GO 1 OXttN R3c-eM$^Ae>tLT^Tt» <fc^o ) 

y, A^B^ c3_6^ p:pju^b>gN c3-6is? nyjis^^uygxtt 
4 - 7lAxPi/^ 'J b>S (^C3_6*>? P:PJU^b>gN C3_6y^P7 

;u>r- b >S&tM - 7 'j u >S!i% Xteu 

s^s?¥v3d;y^i^gL< 1 -DU±(Dmm&zmm^ 
tlTl^X t ct < s 3 biZ$tC3.6iy<P UT)V5r\sy^ C 3_%*s 9 UT )V>T-

\y >Mt/4 - 7 m^Uiy<P 'J U 1 Z>(D?( ^ b >g&N 1, 1-

c3_7^•77;u^rb>S"eM$^x^tiT:fc<U\ ) T?&kK 
g^gg¥V3&N TKIIS^ ^771, — K PSs C T _ 6 T7 JU 

+JH, C,_6AP7^H, C3_6:>^ p^JU^JUg, C -, _67;UP^ri> 

R 2c&t/R 3ctis ^tl^'tl^iI^TK^J^^ C ! -sTJls^rJls&X&C , _3/\ 

PTMl/^nH/g'e&.S (7) U < 

^ © gn w iz fF # ̂  tit# zikxtetnb vmmmft „ 
(9) 
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L 1  eciii-a--e 	O. 

L2LBe, 

L 2 7`cii-a--e 	(,) , 75`--D B e, 	4 - 7 'A',\ 5- 1=1:> 	I) 1, Ja (g 4 - 7 A 

/•5- 1=1 ,) Vat, 7z Ja, 	) c 1 _ 6 7)1/*)1/7z Ja, 	c 1  _ 6 7 

)1/*)1/7 z JaRtc 1 _ 6  77 /1/*/1.)1/ 7J=)1. 7 Z i a75`631.1att.zimAa --e 

1MA tql,--c-  8 (,) , 75\ --D, 	ImAagv 3 ct (,)*at:::g 1, < tAts -D -cilt.att,z 1 

--D J,;t _he) IMitla T 1MA -,3_ tt.-C kiN --C t ct < , 	-1 /435 6 1,:.1A 4 - 7 A ,N 5-  1=1 :> 	,) 1, 

a iti 0 1 --D0)(i.at, 	1 , 	1 - C 3  _ 7  :> 	1=1 77 /1/* 1, JaZIT ,i'AA. 

6 tt.--C t ct 0. 	) 	--eZiJN, 

R1, , 	L 2 eN R 2c, 	ORtC 1 -6 7)1,*i. 	a (Ac1-67)1,*i.aiti 

0 1 --D0)<1.at, 	OR6NR 3 c -CE,A.641.--Co-Ctcto. ) •--e 

(,), 	75\ -DBe, 	C36:>1=177)1/*I.a. 	c 3 _ 6 :1=177)1/i7=i,axt 

4 -7A,\T-1=1:> ,) I.Ja (Ac3_6:>1=177)1/*I.a, 	c 3 _ 6 :>1=17 

)1/i7=1. 	a)kriezi- - 7 A /• 5-  1=1 :> 	,) I, Jai, , 	7Z la, 	i C 1 _ 6  7 ) I. 

*)1/ 7-iz i a, 	c 1  - 6 7)1,*)1,7 z i aRc 1  _ 6 7)1,*)1,)1,*=)1,7 z 1 

abN6iliatt.ZfflitlaTEA:3541.--C1-3(), b\ -D, mitlagy 3  ct (,)*at:::g L 

< tAts -D -cilitstLz 1 -D 1-;t_h OVA a TVA -1 /435 tt.--C 0 -C t ct <. 	-1 /435 6 I,: a 

C 3 _ 6 :>1=17)1/*I. Ja. 	c3_6:> 	1=17)1,i7=1. 	a)kriezi- - 7 A / \ 5-  1=1 

:> 	,) 1, Jai=ria) 1 --D07)( 	1, Jal, , 	1 , 	1 -c 3 _ 7 :>1=177)1/*I.a--e 

iMitIA.641.-ctcto. ) TV,J, 

imitzagv 3 t, 71<o m, i\i=02 4;5, :>7)a, = H=ia, c 1 _ 6 7)1, 

*A/a, 	c 1 _ 61\1=17)1,*)1/a. 	C 3-6 	1=17)1/*)1/a, 	c 1 -6 7)*:> 

aaveci_6/\1=17)1/*at:ct (,)0-,354-1.zimik,au„1 j, 

R 2  caveR 3 c 1, , 	-t- tt.-tl-taAt:.-.7.KAJF,, 	C 1 _ 3  77)1,*)1,axtc l _ 3 /\ 

1=17)1,*)1,a --ez (1) 7-5 	(6) o)oTtt.b\-1At::_,Eaa)lEalt, AlE 

-at 1g)_Rx,tti7tK-g L, < i, 	-t.  a) E A,  O'g I,: ,!,-74- -:5 ttAizikixt - tt. 6 ogWfli 

It. 

( 1 	0) 
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L i y, 

L 2 t B if, 

L2A^^-&"eS>yN 4 - 7 IJ u >S (i4-7i 

"j ut; c^e^ju^ju^yg, $/'c,.67 
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WO 2013/147183 19 PCT/JP2013/059589 

D^\ 3 — 1 1 Jt^T" • i/ 0 'J JlsSs C 6_! 4y 'J — JUSXli 5 — 1 0 Jt"^ 

^uyj-jisS (1^3-1 1 'JJisSs C6_14y>j-jisSRZ/5 

-1 Om^uyj-jusu, xnw&S&v * j: y 
T ?yL±<DW&&vm&3tir^z0 ) v$>y, 

Wi^SffiV 5tes 7KIISS *>yy Ss -KPSS C y-%y)l> 
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3-6 	1=1 77)1,-)1,)1,*=)1,a, 	c 3-6 f.,~J 1=1 7')1,.*)1,71-a, 	3-1 	1 A 
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itim L < nmzikxtet 

(1 2) 
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WO 2013/147183 26 PCT/JP2013/059589 

V<)\,gN 2, 2 1 , 3-yVJUg, 

, 6-yVJUg, 3 -t^JlsXfy- 1 , 2 £>tl£0 

[0019] rC^/NP^JU^Ugj fulE^ft rC OOftEaMu 

S©7K^J^:f^N 7,V^Jji-?\ OMWsTfr ibfeZ) 

1 mx±.<0'^ufym=5--ZW& 
3tl/cM^g£EP* U Mfofflt LT^ K 'J DM • ̂ ^)\y&, 2, 2, 
2 - h 'J yjisjnJL^jisSs ^ytyjisJ-nJL^jisSs 3-^pp-n-7° 

• £>ti£0 

[0020] rC^e/NlimU^JUgj fulE^ft rc OOftEaMu 
yyMWs~F^ OMWs-Ft>st>t££> 

L< 1 mX±.<0'^Ufym=5--ZW& 

3ti/cM^g£EP* U K 'J DM • ̂ ^y$D 

MUJL^-)\y^ 2, 2, 2 — K U 7)ls?f • - 1 , 1 -Ss^^Jls-JL^JlsS 

% 3 -£ p p - n -7°P £°JlsSs 4-^PP-n 

o 

[0021] rc3-1 r>^P7i^yj 1 1 mzfo 

R^U ftWJ<>: Li>^p7°p;<ys i;<7U7"$ys is? n^<y$ ys 

is 9 P^^F-FX i/<7 n^7°5> y, ^Ou^O^y, 

P [ 3. 1. 0] >N tf:>^ P [2. 2. 1 ] ^7°^ X X kfP [5 

. 5] -7 VT1'^ y^if^libtlZ>0 

[0022] rc3_-, r^p^u^ugj tits tuiE^ft rc3_ni/^P7;^>j 

£ 1 flUIX^ P&lN/c 1 ,fl®M^S;&^P^t"'2)o 

[0023] rc3_-, rx^p^u^bvgj tulE^ft rc3_ni/^P7;^>j 
^ 2jg|IXl'J P&lN/c 2-flCDM^S 

£ltP^t~ §o 

[0024] rc3-6^^p7j^>j tulE^ft rc3_ir>^p7j^>j 
%s mzmj$tz>®imm<3jb^6mzfoz>ib(D%:mML, mwrnttxit 
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, 	:>i=r7c =ii, 	:>1=11,9', 	:>1=1/ ,9', 	:>1=1/•*1J- 75 	 

1,1641.Z. 

[0025] 1- C 3 -6 1=17)1/*)1/ai 	Lt, 	glEtt 1-C3-61=177)1/ti i3N6 

II*01i1E07.KAR 	1 IIIIER,J11  otc 1 140fflitlaS1 -  Z. 

[0026] 1- C 3 _ 6 1=17)1/*1.ai 	Lt, MEtt 1-C3_61=17)1/ti /3\ 

6A1-s -DtcgA±o1lso11im0)7.KAR 	2 IIIIER t'J Itotc 2 latoixtpca 

[0027] I- C 3 _ 7 	1=1 7)1/t JJ 	Lip, MEtt, FC 3 _ 11:>1=177)1/ti 0-3 

t, Etl*ft--ZgARe37571111-CZt0PAL, 1414KINLL,-ct 

, 	:>1=r7c1=ii, 	:>1=11,9', 	:>1=1 / 1,9', 	:>1=1/•*1J- , 	:> 

1=1,N7°,9' 	el,164-t.z. 

[0028] [1, 	1 -C 3 -7ifJ 	Lt, MEtt. 1- C 3 _ 7 :>1=17)1. 

J JJ /3\ 6 FA—aygA±a)7.KAE, 	2 IIIIER t'J Mott 2 ifia),Titzasi 

Z. -t. 01414KINLL --Ct, J-;CF0>c--e71-.3541.ZaIii-sEetl6tt.Z. 

[1E2] 

[0029] 1- C 4 _ 7 :>1=17')1/ti 	Lt, 	MEtt. FC 3 _ 11:>1=177)1/ti 	0-3 

t, ittnvft--zgAjg,Rezi-75711:1--eZt0SAL, 1412tKINLL 

--cl, 	1=11,9', 	J 	1=1,,9', 	1=1,N* 1J- , 	:>1=1,N•7°,9' 	 

el,164-t.Z. 

[0030] 1- C 4 _ 7 1=17-1)1/*1/aj 	Lt, 	MEtt I- C4_71=177)1/tJ 	IJN 

6A1:4:i-cgA±o1lso11im0)7.KAR 	2 IIIIERt'Jltotc 2 latoixtpca 

[0031] I- C 3  _ 11:> 	1=1 7 	_1  )1/17 	Ll,, MEtt, [C 3 _11:>  	1=177)14J 	J Opil 

SaAiliaa)-)t. 	1 IEJ-;t_hoecaese-a--ez4.r---attortnag L 

, 	1412tKINL L --Ct, 	:>1=r7c1=1, 	:>1=115- , 	:>1=1/5- , 	:> 

WO 2013/147183 27 PCT/JP2013/059589 

% :>7P7°P 

If ZtlZo 

[0025] rc3_6t/^P7Jb^Hj <>rrc3_6i/^P7J^>J 

£ 1 fmixy P&lN/c 1 

[0026] rc3_6i/^P7Jl/+l/>IJ tulE^ft rc3_6i/^P7J^>J 

^ 2jg|IXl'J P&lN/c 2-fl(DWi^Stk 

§o 

[0027] rc3_7i/^P7J^>J tulE^ft rc3_ni/^P7J^>J 09 

%s mzmj$t&®imm<3jb^7mzfoz>ib(D%:mML, mwrnttxit 
\ :>7P7°PA>% i/^p^y, ̂ Ou^y^y, y^p^tx :>7 

p^7°^ y^ifmibtiZ>0 

[0028] r 1 , 1 -C3_7^>^P7J^l/>iJ tulE^ft rC3-7^7P7JU 

^P)|WI-0^^±07K^J^^;& 2'finixu 2 

z>0 zomfoWtLx&s yLTo^z^tizMiktiiZtfm-fbnzo 

[-fb2] 

[0029] rc4-7^^p7j^>j t&s tuiE^ft rc3_n$/^P7;i/*>j GO? 

^ mwmtL 
Xtis 5/^P^X :>7P^>^X y^P^tX :>7P^7°^>H 

£>ti£>0 

[0030] rc4-7s>?ptulE^ft rc4-7^^p7j^>j 

/c^^±®'fi^®'fuM®7K^J^:f £ 2jg|IXl'J P&lN/c 2-flCDM^S£: 

§o 

[0031] rca.ni/^py^yj tulE^ft rc3_,r>^P7i^>j 

s i/^p^p^x i/^P^>TX :>7 
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1=1/\*-t 	, 	:> 	1=1/•*1J- - 1 , 	3 -:')i 	, 	:> 	1=1/•*1J- - 1 , 	4 -:')i 

, 	E:>1=1 	[2. 	2. 	1] /\7°,q - 2, 	5 -:')i, 	ZEi=i 	[2. 	5] 7J- 

I--4-i, 	1, 	2, 	5, 	6 -5-1-7L Ki=1J-75'1,et164-t.Z 

0 

[0032] [C 3 -1 1 J 	1=17)1/17=A/a _I 	L(,, mEtt, FC 3_1 1 :> 	1=1 7)I/17 	J 

/3\ 611SCA1MO)7.KAE, 	1 IIIIER ,) Mott 1 1ff40)fflitlaS1 -  Z. 

[0033] 1- C 3 _ 1  1 :> 	1=1 7)I/17= I/ Ja_i 	Li,, 	mEtt, FC 3_1 1 :> 	1=1 7)1/17 

J 75\ 6 A l'S -D kg A ± 0 il a a) 1 a*- 2 11:1 ER t) It ki\ tc 2 ifia),MA 

aP_.,u -zo 

[0034] rc 4 _ 7 :,1=177)1,7 	i 	Li,, 	RU 	Et, [C 3 -1  1 i'1 1=1 77 /1/7 	J 	0-3 

t, l'AV* -ZgAIF,Rezi- 75 	7 1E ---eztou0.-_,J -zo  

[0035] 1- c 4 _ 7 1=17)1/17=i.ai 	L (,, glEtt [C4 -7 	1=1 7)1/17 	J 

/3\ 6Ats -DtzgA±o1lSo11E07.KAR 	2 IIIIER ,) It ki\ tc 2 ifioimitla 

[0036] FC 3  -6:> 	1=17)1/i7 	_I 	Lt, 	MEtt, [C 3 -1  1:>1=17-1/1/i7 	J 	0-3 

t, EtIVft--ZgARe37561111--eZta)SAL, 1414KINLL-ct 

, 	:>1=17°1=1/, 	:>1=115-, 	:>1=1/5-, 	:>1=1/•*-t7Y 

tf6tt.z. 

[0037] [C 3_6:> 	D 7)1,i7=1, Ja_i 	L (,, glEtt [C 3-6:> 	1=1 77 /1/i7 J_I 

/3\ 6Ats -DtzgA±o1lSo11E07.KAR 	2 IIIIER ,) It ki\ tc 2 ifioimitla 

[0038] I- C 2_6 7)1/7=)1/ai Lt, /P1-s< L t 1 11:0=ciii-a 	L, gANe 

2 7-5 6IE--e 	z iltAxtiliMita)77)1,i7=)1/au0.-,A L, 1412tKINL LT' 

l,, 	i5-=)1. (E=)i.) a, 	1 -.7°1=1=)1,a, 	2 - 7°1=1=)1. (7'))i,) 

a, 4 v .701=1=)1,a, 	1 -/5-=)1/a, 	2 -15-=)1,a, 	3 -15-=)l/ ( 

777  ') AA a, 	4 -, 5-=)1,a, 	5 -,N*-t=JI/aells64-t.Z. 

[0039] FC 2_6 7)1/i7= I/ Ja_i Lt, MEtrz. FC2-67)1/17=)1/a_l 75\61ES 

o11ffla)7.KAR 	1 IIIIER t) It ott 2 ffiofflitlaSg L, 1414KR L L--Cl, 

WO 2013/147183 28 PCT/JP2013/059589 

X t^>?P [2. 2. 1]^7°^-2, 5-i/'iX XfcfP [2. 5 ] 

n-4-i>, 1, 2, 5, 6 -T- t: KPt7^ £>tl£ 

[0032] rCa.n^^py^-jHj rc3_ni/^P7^>j 

Cb{iM.(D{\LW:(D7kMWsIF%: 1 P&lN/c 1 

[0033] rc3-1 r>^P7^-b>ij rc3-i rx^p^^u^-v 

j fr^s&^;/cj^|i±0ftE®teg®7KSlJl^£ 2jmiJ P&^/c2|i0M^ 

§o 

[0034] rc4-7^^p7j^>j tulE^ft rc3_ir>^p7j^>j ©9 

*>s BB£It/Sf £Kil?& •4 7^^ 7 'T?$> Z> t, 0 £SGfcf £» 

[0035] rc4-7^^P7J^-l/>IJ fu§E£« rc4-7i/^P7J^>J 

^ 2jg|Ixl'J P&lN/c 2-flCDM^S 

§0 

[0036] rc3_6i/^P7J^>J tulE^ft rc3_ni/^P7J^>J ©9 

% i/^P^P^X S/^P7TX S^P^y^X :>7 P^^r"tz>^^^ 

libt150 

[0037] rc3_6^^P7J^zU>ij fulE^ft rc3_6i/^P7J^>J 

^ 2jg|IXl'J P&lN/c 2-fl®M^S 

§0 

[0038] rc2_67;i/^-;i/Sj £&. '>&<£=& H©ifilS^tU j^Hi^ 

2^61®T'fe£itfIX&:frKfI>|*0;7JU^JUg£ItP*U LT 

X^-JU (tf-ju) Ss 1 -7°P^-;USS 2-7°P^-JU (^'JJU) 

g, -f 770P^-JUg^ 1 -7>->/USs 2-^7L-;i/Ss 3-7'^-^ ( 

Ss 4-^>^-;uSs 5 — ^-tz-JUg^^tf£>*i£0 

[0039] rc2_677;u>r-b>gj tulE^ft rc2_677;u>r->iuSj 

1 f@lXl'JI&^fc2fffi©M#Lg£SlfcU LT& 
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, i5-=)1,a, 7°1=1/- 1 -i- 1 -4)1,a, 7°1=1/-2-i- 1 -4 

)1,a, 	.701=1/-1-i- 2 -4)1,a, 	/,9, -1 -i-1 -4)1,a, 	7,9' 

-2-i- 1 -4)1,a, 7,9,  -3 -i- 1 -4)1,a, / ,9, -1-i 

- 1 -4)1,a, / ,9,  -4 -i- 1 -4)1,a, /•• *It - 1 -i- 1 -4 

)1,a, /\*ij-- 5 -i- 1 -4)1,a, 	4 -)<)1// ,9i-3 -i- 1 - 

4)1,a, wi g-2, 4-i=i - 1 -4)1/al-sEet1641.Z. 

[0040] FC 2 _ 6 / \i=177)1/i7=)1/ai L (,, MEtt FC2-67)1/ /7=)1/a_l Off* 

a) a ffla)71<AIge 7 v AR 	, YEAF,, 	AIF,R1, 	r,A1;575\ 6tS, 

ZEAUct (,)*at:.-_ -g L <1, Atc1: -D -CilitStLZ 1 1111J-;t_ho)/ \mit JIF,'"CE 

A:5 tatfflitlaU011Z. 

[0041] FC 2 -6 7)1,*=)1,ai L 1, , ,Pts < Lt 1 11:10)EC1iia 	L, gARe 

2 75611:1---eZ itt14R1110141t0777)1/*=)1/aUkg l„ 1412tKIN L L --C 

(,, i=)1,a, 	1 -.7ctiE=)1,a, 	2 - 7° CI E=)1,a, 	1 -.y•=)1,a, 

2 - .y• =)1,a, 	3 -.y• =)1,a, 	4 -,' J=)1,a, 	5 -,\* :>=)1,a 

ells  6 tt.Z. 

[0042] FC 2 -6 7)1/*= L. 	a_i L (,, MEtt FC2-67)1/*=)1/a_l /3\ 6IIS 

07 a ffla)* A IF, 	1 1111 ER I') It ki \ tc 2 f4o) imitlasg- z0 Ai* IN L L, --c 

(,, i=i,a, 	1 -7.1=1E=i,a, 	2 -7°DE=1, Ja, 	1 - •Ys = 

1,a, 2 -.y•=1,a, 3 -1=1,a, 4 -,.J=1,Ja, 	5 - 

,N*=1, Jai31,1s 64-t.Z. 

[0043] I-  C 1 _6 7)1/ 	* 	a_i Lt, gARe 1 7-5 	61®Z 	Z ittl4R1, 014=It 

077)1,*:>asgt.„ a12tKimLL,--(1, )<!-*:>a, ii-*:>a, 	n - 

7°1=i7J1*:>a, 4 v7ctit*:>a, 	n -/ 1-*:>a, 4 v/1-*:>a, 	-t- 

11-*:>a, 	n-, )1,7J- *:>a, 	n -,N*:>)1.7f*:>a75(464-LZ 

0 

[0044] 1- C 3 _ 6 1=17-1)1/*ai 	Ll, , 	1 gonga 1- c3_61=177)1,*)1,a 

J e-o-ize-aLtcasgt.„ 1412tKimLL, --c6, 	1=1 .7c1=i7J14-a, 

1=111-*a, 	1=1,. )1,7J-*a, 	i=i,N*)1,7J-*ae 

WO 2013/147183 29 PCT/JP2013/059589 

, 7°PA- 1 -x>- 1 ->fjug, 7°PA-2-x>-1--f 

jug, 7°PA-1-x>-2--r ;uS% 7"^ - 1-x>-1--f jug, 7"^ 

- 2-x>-1 --f jug, 7"^ - 3-x>-1 --T;uS% - 1 -x> 

-i--nugN -4-x>-1--r;us% 1-x>-1->r 

JUgN 5-x>-1--r ;uS% 4 - ̂ - 3 - x>- 1 -

-fjug, s<y $ — 2, 4 -yi>- 1 £ti£0 

[0040] rc2_6/\P77;u>r->iuSj fu§E£« rc2_67)\,*T-;USJ ©ffiS 

®{uM©7.K^Jjii~?'A*7 y 3 7£>ti. 

1 m&L±<D/\n?>^-CW 

[0041] rc2_677;u^r->iusj 

2n^6mzfoz>m.mxtefimM£(D7)\s*-)\s&%:mML, mmnt LT 
x^-;uSs 1 -7°P t°-;uSs 2 -7°P 1-y^-^uSs 

2-7>->'USs 3-^-;i/Ss 4-^>51->'USs 5 

£>tl£>0 

[0042] rc2_677;u^r-b>gj £ &N fu§E£« TC 2_6 T )\s* _;USj 

1 P&^/c2|I0M^g£EP*~t£o LT 

1-7°Ptf-b>Ss 2-7°Ptf-b>Ss 1 -7*f-

l/>S, 2— 7 51— 1/VS, 3— 7 51— 1/VS, 4-^y^1—1/^8% 5 — 

— b >giFA^tf £>tl£>0 

[0043] rc^^up^gj 

®:P,/UP^:>g£EP^ U LTIi, * h^>Ss lS^f*>gN n-

7°P*°^:>g^ <V^P<K + 5/i, n-7"h^ri>Ss <vyh^>l, t-

^ h^^i, n —^y^JUll-%•*>£, n btlh 

o 

[0044] rc3_6^>7 PT^UP^gj 1 TOftilE rc3_6i>7 P^JU^JUg 

j ^-0-tc^L/cg£EP*U i/^p^p^>i, 

:>7 P 7" h^>Ss + 
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[0045] rc 1  _ 3 7)1.*:>aj Lt, )< 1-*:>a, ii-*:>a, 	n -7c=i7J14-:>a 

, 4 v7c1=i7J14-aUM -Z. 

[0046] rc 1  _ 6 /\1=177)1,*:>j L(,, mEtt, rc 1 _ 6 7)1.*:>a_i MIS 

061E07.KAW,e, 7 vAIF,, YEAR 	, 	AIF,)3zzie 	,,AE,i3\ 6 

tsZEAUct (,)*at:.-_ -gl, < l'Ats -D -Cilt.tStLZ 1 1111J-;t_hoi\mit 	JF, --e' 

Mitl-.354-Ltc_- fflitlaUkgl„ 	I- ,)7)1/7J- D)< 1-*a, 	,,9, 7)1,7J-i=iii- 

*a, 	2, 	2 , 	2 - I- ,) 7 )1/7J-  1=1 - 1, 	1 -)<)1.-ii-*a, 	3- 

i=ii=i- n -7°1=1E)1,7J-*a, 	4 - 	i=ii=i- n -11-*ael,164-t. 

Z. 

[0047] rc 1  _ 3 /\1=177)1,*:>aj Ll,, Matt rc 1 _ 3 7)1,*:,aj offs 

061E07.KAW,e, 7 vAIF,, YEAR 	, 	AIF,)3zzie 	,,AE,i3\ 6 

tsZEAUct (,)*at:.-_ -gL < l'Ats -D -Cilt.tStLZ 1 1111J-;t_hoi\mit 	JF, --e' 

Mitl-.354-Ltc_- fflitlaUkg l„ AWN L L •-cl, 	I-') 7)1.7J-  1=1)< I- *a, 	2, 

2, 	2 - I-') 7J1. 	C1= I-*a, 	,,9' 7)1/7J-  Di I-*a, 	3 -1=11=1 

- n -7°1=1E)1,7J-*ae6164-t.Z. 

[0048] 1- c6_14---AglE7EArtli Lt, EtIVft--ZIge --COAR .--eV') 

, 	 gARe6 75 	1 41111--eV,), *FtlARtVb'EtIAID-AglE7.KAPAU0.,̀, 

U L, *FA'AID --aglE7I<ArtlL, *I-VA0) 	1=17)1/t J X6 	i=i7 

)1/h- 	/3\ 6tsZ=FAAN-artItA-V-LZ. 1414KR L L -ct, 	-ff 	, 

5' I, 	, 	J-7,9' 1, J, 	77 X1,,77 1-7 -t, 	7iJ- 1-1,, 	-f52  

, 4 	,9r, 	L KDJ-7,9'1,, 	5- 1-7L Ki=1J-7,9'1,et164-LZ 

0 

[0049] rc 6_147 1) -)1.a] Lt, RU 	Et FC 6_1 4 -WCOIL7JKIC /3\ 

-1°Cha)1170,a),filffla)7.KAR 	1 IIIIER t'i Mott 1 1-0510fflitlaS1 -  Z. 

ts8, -t11.6a)e-aliiiVVtit:.-.FitZ:354-LT, Pff-MMICE--ellia L-Co-cct 

0 

[0050] rc 6_147 ,) - i, tea] L1, glEtt 1- c6_14 --agiE7.KArtli 	5\ 6 

WO 2013/147183 30 PCT/JP2013/059589 

mi £*i£o 

[0045] rCT-g^Jl/Zl^r^Sj P<K^ri>Ss n - XP *>g 

% -f V7°P/lN°^ri>S;&EP^t"-?)o 

[0046] rc,_6AP7Jl/3+i/ij fulE^ft rc T.e^jUP^r^Sj ©ffiS 

1 m&L±<D/\n?>^-c 

M^3ti/cM^g£EP* U K 'J 7Jb^P^ S^F-S/SN ^>^7MPih 

^:>g, 2, 2, 2 - h'J 7JU^P- 1 , 1 -^fJl/-! h^>l, 3-

7PP - n -7°P hfJU# %•*>&* 4-^PP-n - 7" K £ tl 

§ o 

[0047] rc,_3AP7Ji/3+i/ij tulE^ft rc^a^up^gj ©ftS 

OMlfri-Ffy <b 

M^3ti/cM^g£EP*U LTti K'J 7;U^PP< K^ri>Ss 2, 

2, 2 - h 'J 7MPI K^>SN ^y^7Jb^PXh4^i, 3-7PP 

- n - 7°P 

[0048] rc6-i4%mmjMfc7kmm] tit, 
s rnmmtf6M14i-efcU% 

Rfc LN nyjutiyxitistnT 

MiWJt LTlts 

^vh^-tzx 7xt>hi/X <y^y 

% -iy^y, ^LKPt7^L/X 7^ t KPt7^ £*i£> 

o 

[0049] rCe-^'J-JUgj fu§E£« rC6_14^^Ht7KSlJlJ 

fi±0ffiI©{ii©7KiJg?^ 1 «y P&^/c 11I©g^S£ItP*-t£o 

&fc\ pirM©&M"e^LT^TJ:^ 

o 

[0050] rc6_147MJ-l'>Sj tulE^ft rc6_14^^^b^5SJ 
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- 1-V_L0)417.7,0013120)7.1c„JF, 	21121ER9 nOt.c. 2 fdtortpca 	4gt z 

[0051] 

. ts8, -t.41.6a)ecaiiiiTtVW,:.-.FIVZ:354-LT, Pff-14 0)131-ff-ce-au-co-c 

oc, 

[5 - 1 0 0- N**Ftli L c, friV* -4-Z150N7V 57-5i 1 011:1 

TV,), it*4ZIg-Tilil,:.-. 1 7551go,N-T-Dig, 	cgA".5-D(gI, 

2.A15, PgtZlgRa0AlgVti -Z. ) 	-•A--z*IVÌ')zirti3fr'gi-I 

J-1A.0- aVAIRVO.,̀A L„ A14KINL E., -Ca, 77. .7J- 7i>, 	E°1=1 

-)k 4 Z 5N1-)k 	I- I) 7 V-)I., 5-  I- 5 V-)1i, 	7 'J-)., E5 V- 

)1., 7J- *t- V-)1., 	4 V 7J- * -1J-J-)1., -1' \J -Ti\J-)1., 	77 NJ-A., 

2J- *ItV7V-)1., 	EI) V>, 	E5 	J, 	EI) YV>, 	EI) ,:z..- V>, 	I- I)7 

V>, 	I') >, 	7°T') V>, 	i ,), 4 V* i ,)>, J-7 -,).>, *j 

..1J-,), 	ii) >, 	,*t`j ,)>, 	7 5' 5V›, 	4 -_--,9r \JEI)V>, 	1' Z 

,9''‘J -7 Vs-)1., 	4 Z YVA- .. 1J-V-)1., /> ‘17-/ Vs-A., /•>V7J-*It 

V -)1., 	> 	4 ,--. Y V -)1., 4 > K I) >, 4 v 4 '2 K I) >, 4 > Y V 1) > 

, EppEI)V>, 	ilEI)V>, 7DE1)V>, />\1 - 77 V7V-)1. 

, , >\171- *IJ-V7V-)1/, 	EI) K EI) Z V>, , >\175>, />\17J- 

7 i ›. 	i I' 7 5 ›el,l'64-t.Z. 

[0052] etc, `0D r 5 - 1 0 PrAYOkAit'i b<C= N 	Clli-a -4-Zt'ata 

- a)N-7J-* 	K14Kt -gtio 

[0053] I-  N H 	''A-tiN 5 - 1 0 FrAYOkAltr i L tg13z_R.Z.-Vt r 5- 1 0 ,ffi,-Wl  

APAH OD -) t N H 	Tea t 0 	A l„ APtINL l, -Ca, EP -)1/, -( 

Z YV--)1., 	I- 1 ) 7 V-)1/, -5-  I- 5'J-)L, 	t 	V-)1., 	1') >, 	7°T') V 

>, />Z4-ZYNis-)1., 4> K 1) >, 4 v-( > KV>, 4 	ys%11) ›, E 

1:1 p El) V>egt1641.Z. 

[0054] F5 - 1 0 'ffli-T-- p 7") -)I/aJ L a, AliEtrit F 5- 1 0 A-h-ClOk„ 

rAt _i i)N 61174011120)**E.T 	1 CIR 9 Mot-c 1 iatoffiza#,ATzo  

ts8, -t. 41.6aAii-a11ffi6 li6:.-.FITItor1,T, Pff20)1A-ZTea LT oz cOiN 

WO 2013/147183 31 PCT/JP2013/059589 

o &fc\ p/rMO)&S"e^UTlNT <fc 

[0051] r5 — 1 0^#S&tfHBSJ <*:«, mZMf&T&MTtD&tfSTbmi 0{® 
VfoV* 1 75M5'fmcD^^am? 

mmm^s 
y^y, ^7ix tf• 

-;k -r^yv-;k sg^v-^k ^s^x/-jk tf^v-
Jk ^^-9-V-Jk -Y V^lfV-Jk -iV^TV-IW f7^7v/-ik 
^4ty'7V-Jk tf 'J vX tf^vX tf 'J yyX tf 'J $ vX S U T7 

yx 7°'j x 7°x'j^x *>"jx 

H'J>, ^>vyjx ^etVUk 7^^x ^yytf'jyx -f$ 

y V'517 7- Jk -< $ 9 V'^t" ^ +f V—Jk ^ > V517 V—Jk ^ > VX *y-

y-jk ^>x< $ y v-;k -< > K 'j x >r v >r y K 'j X -< > yv 'j > 

, tin • tf'J vX fiy tf'J vX 7 • tf'J vX ^>Vf7y7V-Jb 

, ^>V>4t^'7V-Jk tf'J Ktf'J $^X ^X/7^X 

7xx fiy bti£>a 

[0052] :o r5 — i o^^j&ftsig&j ^c = N-fi^^^-Ti)ii^rtt 

^C0 N -tflrZ/ 

[0053] r N H Ifafc 5 — 1 0 J £ T 5 - 1 0 

0 9*>N tfn-;k -f 
$ y y-;k K 'J T V'-;k x- K =7 V-;k tf ̂  V-Jk 7° 'J x 7°^ 'J *>* 

x ^>x-r$yv"-;k -Y > K •; x -rv^fvK'Jx -r >yy•; x tf 
• • tf 'j vy^ifmibn^o 

[0054] r 5 — 1 OM^XP^'J-^USJ fuiB^« T 5 — 1 

J&J 1 RfcV^Tc 1 l©Mi^:tD|T?)o 
&fc\ mM®M-e^UTlNTJ:lN 

o 
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[0055] f N H 	-A-ti• 5 - 1 0 51i5-1::177 1) -)1,aj 	Ll,, Martft  I- 5 - 1 0 51. 

/5-1:177 ') -)1/ai 0 -) t N H 	Zt,07,g-4-Zc. tS8, 	-t1-1.6a)ei 

afiLLEattz.-.1R.I' -:t_ 1-LT, ph-w041m--ema 1_,ZOT c O. 

[0056] I- 5 - 1 0 a'/\5--Ei 7 1) -L. .a_i Lt, Mat & f 5 - 1 0 §1---W0g 

Art _I 13\ 611*Mb:17_0*AR 	2 CE[R ) Mk, \ tc 2 t50 CPA 	7.0.'_,,P.-- 

. 7`-3, 	-t- 41.60*ii-aaffit*r.:1R7f-1 /4'_4-1,T, 	WZDIALVTIlical,--CO-Cc 

00 

[0057] IN H 	-g',-T_; 5 - 1 0 OUN5--1:171) - i, -.Jai L(,, AthEIV, I- 5 - 1 0 

'Ai\ 5--  El 7 ') - L, 	a _1 0)--)t NH - t,ODUL41g--Z.:. ts8, 	..11.6 

Miii-aafflalit:.:FITii.-.354-LT, Fiff1301A-W-Clia I., Z 0 Z ct 00 

[0058] I-  5 - 6 11- 1--MMAI-11_1 Llf, AtigEl'a I-  5 - 1 0 WA--A-N*Zitli 0 

-3t, 	M-4-ZIF,Re57561111TV,),*1-Ut- ),6to)PAL, 

, 414KINLL --c6, 	E-., 	E5V-)1., -f ZYNI-)1., 	7V-)k 

`
I-') A

EI) ,9r.), 5-1-5V-)., 	EIP.)'

D

.J, 	 e.I).-•.Z-'j'.J, 	e.- , 	1-').71. 

, 	7 5 	, 	7J- 7 i 	, 	7-1`./-)1., -f Ni7V-A., 7J- *ItV-A., -Iv 

*it NI-)k 	t 	..1.)-  ;77  V—)k 	-J-1 •...sJ77 `1 7"J -LZ0 

[0059] I-  5- 6 la ^ 5- I:1 7 ') --)1,ai La, 114,121-4 I-  5- 6 'A'- '-W-VkArtli 

/3\ 61140112.07.KAE, 	1 IDIR (,) Mott 1 %a) alicasa --  z 0  44;8 

, -tl-LiaAiii-als/ZtVtitz.:FIVI'tth.T, Pff20)11L-LETAial,-Co-cctoo 

[0060] I- 3 - 1 1 0.4-r--YOkArtli L a, 

1) M'Vft-- KgRe 3 75 	1 1 IIIIT.b 9 , 

2) lAV*M1;51:1=itz.: 1 75511:10/\-T-1=0 	(g-,.-T-Digtg-,, zz 

j r-W,, 531AR-RaKXF,V1-.6c. ) 	-g-Al.„ 

3) IA* tz.: t )1.7J=)1.a, 	7J- t)1.7J=Jlia, --:AeaRaECii-a-g/-1, 

--ekx-Ctct<, 

4) IVIV*h -Witil,z.-AXE-Ti)<-.A- 11.Ztta, -t.MAXIg-T6 	)1/ 7  

4 =)1,axt)i,*=)1,a ---e-Zt, 	< , 

5) *rtn, IAA ik° 	(*--aitc, 4-r--1-AIIIE',LTS-81,--Co--Ct, 

WO 2013/147183 32 PCT/JP2013/059589 

[0055] ri\IH£#ifr5-1 r 5 — 1 01 

-StiLWlZ^zmfeZ nt, pJrMCDfeMT^p"• UTl^T <fc V,\ 
[0056] r 5 — 1 0M^xP7'J-U>#J fu§B£« r 5 — 1 OlffH 

HISJ 2miJP&l^c2{i©W^g£EP*-t§ 

o fcfc\ PjfM©fiEM*ClSa"n LTV,NT d: 

IN0 

[0057] r N H 5-10 P T U - U >$J t &s ttl!E^« T 5 - 1 0 

^tl?> 

FirM©&M"C^LT^TJa\, 

[0058] T 5 - 6 «h {ts ftllB^ft r 5 — 1 0 SlliJ O 

s ipjtLttt, trp-;k b°^v-jk -f^yv-Jk K'j^v-^k 

^ K =? 7-Jk tf 'J v X tf U yv >s tf 'J $ v X tf 7 v >s h'J7 v > 

, f7V-Jk -fVf7V"Jk ^^r^V-;k -f V 

^T+fV-;k hy'7V-Jk f7i>'£tl£o 

[0059] T5-6M^^P7'J-JUSJ £liN ittilB^ft T 5 - 6 iiJSj 

1 WJP&l^c 1 m<DW.&&%:WMtZ>o &33 

s mM(DM-e^LTlNTJ:Uo 

[0060] r 3 — 1 1 tlts 

1) HS-e&kK 

2) 1 5 P (S^7^ P 

3) m*piz t))U tf^JUSs -fi^Xtt = fi$££-£#A/ 

Wtt <£ <s 

^ -jugx&TJkl-N-JUg-e&^Tt J: <% 

5) #0t&N &g^BS& L-eis^LTlNTt, 
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1 1004-rh--E-arAt:_-_ --WV-1739r-d-a 1_, -CoZtao. ) , MAR(11AAR( 

E'1=11- .0)4M--W.Mt.104,Artl 	SA 1.„ 

.1-412tKINL 1,Ztt, 	77-ff.;>, 	ED I) :'j>, 	E'/' I) :'j>, 	77->, 	7,jst 

>, 5 1-5 L Km 7 7 >, 5 13 L Km E5>, 	)1/t I) >, 	7J- 	)1/t3 ') 

>, 	L° 7f)>, 	• -1N1I)f}›, 	1, 	4 -7J-...1J->, 	4 ---ZYsiI)>, 	3 7 

VI) >, 	1, 	2 ->Nis L°5>, 4 xii=17>, 	1=17>, 4 	P)>, 4 

V 4> 1 1 )>, 71f4 >Y>, 71f5- 1-5L Kmt7'91,>, 771f1=17> 

, 5- I-5L Kl=i>V75>, T- I-5L Ki:i>Ni2J- 7i>, 	2, 	3, 	4 

, 	5 -5-- I-5L Kci->Nis  [b] 	2J- 7i':/, 	3, 	4 -f)L Km- 2 H - 

/>N1 [b] 	[1, 	4] ..;7J-*-ti>, 	4 >Y>-1 -7J- , 	6, 	7 -::;L 

Km - 5 H -i=1/'>5'E'5. >, 	6, 	7 -jLIED-5H- [1] E1) 

>, 	6, 	7 --.)L Km-5H- [1] EI):)>, 	5, 	6 --.)L Km-4H 

-J1:-_v> 	[b] . 2J-7i, 	4, 	5, 	6, 	7 -5-- 1-"L Ki=i->si 

CID] 	7J- 7i.>, 	3, 	4 -)L Km-2H--)-7 ,91.,>-1 -7r.,, 	2, 

3 -.)L Ki=i-f `J-( > r -- )1, - 1 -7t>, 	3, 	4 -..;L KD - 2 H --(y 

..) ')›- 1 --t›, 	3, 	4 -)L. Km- 2 H ->Ni [b] 2J-*-tE>- 

5 -7J- >, 	EI) K›, 	1 -H ->xl[d]4::-ZYN1-)1.- 2 	(3H) --7J- 

>47‘i61-1.Z. 

[0061] [N H 	-g-,V3 - 1 1 A4-V- -WIMZ 'if j La, Matry, [3 - 1 1 'Alr 

-rOtArti 07'5 t N H 	'-4-Z t 07,t1:1 1.,, 	14401.1L l, --Ci,, 	7 	1) 

>, 	77-ff:')>, 	ED I) .;>, 	L°,'') fj>, 	L'°/'5 	>, 	)1/7J-0) >, 	- 7J- 

.f)I/* I) >, 3 7V I) f)>, 4 --Z Y`./') 	7 ti ,) >, 4 > K I) >, 4 V 

4> KI) >, 771f4 >Y>, 71f5- 1-7L H=1-)-71.,>, 7-71 D7>, 

6, 	7 -L Km - 5 H -:-/I:=1/>'9' E5>, 	6, 	7-i1 Km-5H 

- [1] E') 	>, 	6, 	7 -L Kr:1-5H- [1] L'I)fj>, 	2, 	3-f) 

L Ki=1-4 v4> K-)I.- 1 -2J- >, 3, 4 -)E Km- 2 H --(ti11 ) 
> - 1 --7J- >, 	Es1) K>, 	1 -H->V[d]4 Z.- Y NJ- )1, -2 (3H) - 

7J->471,164-t.Z. 
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1 

ft WJ HTH 7 -tf 515/ X tlP 'J V X tf ̂  'J vX 7 "tZ A X 7 7 ±J 

X Th7kh'P77>, ^K^LKPtf^X ^JU/^UX 

x tf^^x ^77'J^X 1, -fs^/'jx 

*/MX 1, 2-^x/tf^X ^V^p?>, 7P^X -fVK'JX -f 

7 -Y > K 'J X T*f<yyys 7^fh7kh*Pt7^l/X 7+f^P7> 

, 5-Th7tKP-^>V* [b] 3, 4-^tKP-2H-

[b] ci, 4] y^-tzAx -Y>y>-i-;*x 6, 7-yn 

KP-5 H—>7P^>3>tf^vX 6, 7-^tKP-5H- [1] tf'J 

^X 6, 7-V'tKP-5H - [1] tf'J^X 5, 6-y'tKP-4H 

[b] 4, 5, 6, 7 -T h7t KP-^>V 

[b]^7x>, 3, 4-^tKP-2H-t7^U>-1 2, 

3-*>*t KP-'T V'T V K-JU-1 -*X 3, 4 — i/'t KP-2 H-< V 

^py u >- 1 -*x 3, 4-vn KP-2 H-^>y [b] ^r^-tzev-

5-?Tx tf'J KX 1 -H-^>y[d]^$yy-;u-2 (3H) 

ymifmihtis, 
[0061] ri\lH£#fr3-1 1 «htis ftllE^li r3 — 1 1 

©9^N mfoWtLTtes yV')V 
yN ^-tz^x tfp'j^x tf^'j^x tf^5^x ^;u*'jx 

'j x ^T7 v" 'j v x -< ^ yv'J x y o x -Y > K x < v 

-Y>KUX 7+fy>y>, 7fjh7tKPt7^L/X 7f^P7>, 

6, 7-y L KP-5 H -v7 P^>^ tf^X 6, 7-i/*kh'P-5H 

- [1] tf'JvX 6, 7-i/*tKP-5H - [1] tf'J^X 2, 3-*>* 

bKP-YVYVK-Jb-l 3, 4-$/b KP-2 H-< y^py >; 

y-1-tfX tf1; KX 1 -H-^>7[d]^$yy-;U-2 (3 H) -

=j-*ymi$mi%-ki •&«, 
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[0062] 13 - 1 1 	-7-1=1 ,))1,a_i LI,t, AtiEtS r 3 -  1 1 A1M--MM 

„EC IP 6 ilsoaffoAKALT, 	1 lim 9 Ito tc. 1 150) imtpica 	*At z 

. ts8, -ttL6a)e-aliCLTAVtit:.-.FIVZ:54-LT, pfilgoa-m--ee-a L-co-cct 

oc, 

[0063] 1 N H 	-.g-v 3 - 1 1 fi/N-5-- D 	I) ji,aj L‘, 4401* I-  3- 1 1 A 

•\T-1=1 1))1/a_l 10 -)t N HZt, 0)74,1:12 - . t4:8, 	-tt1.60M Z 

1- 11TA.fftV4t:.atz's ti,T, Pfil3013YETlii-a L -C o-c ck o. 

[0064] F3 - 1 1 a iN T- Fl 	') 1, >aj Li,, ngEtt, F3-1 1 'Ag- - a 

4V-V_I i)\11q-J;5±--efso14lt0)11M071KAJF,21CIE[R(J1Rott 2 fdt 

offilassizo ts8, 	.t.11.60 -a11E6t*6z.ziat-,'s1-L -T, ffi--Moa 

im-ora L -c ki\ -c ct off, 4.r.---artto t;.-_- col-ofg-a L tc_lfgara)tii' -a 

U, 	tAitilgli---effig,gt Z. 

[0065] F N H 	''gV 3 - 1 1 fa/N-T-D 	I) 1, -.jai 	Lir , 44,12,trz, F 3- 1 1 

51/N5--  I=1 	i. 	a i 19)=)t NH 	-Zt,0A7.11]tZ,) ts.8, .11.6a) 

ecailAffuttitz. Mt' -,3_ tt.T, Fiff-13 01AM-Oria L -c o-c ck o. 

[0066] F4- 7 '0'4-rta**1-gj Lu, 

1)  1-11 1-ZgNff 4 T5 	7 1®Z 	(,), 

2) F411- ZI;51:1=i6z.-_175311:10/N5- i=ow, 	(,1A5-Dig, 	2„ 

IF., D'AAIgRaaARUOTA-0Z. ) 	''A'- '1_„ 

3) r-iirrit c_t )i,t=)1,a, -seaRuEsea-g-A,--eu\ --ct<t <, 

4) f-4140 -ZIgi=1:1(:.:KIE-TiPgi-VI.Ztaa, -to)aAlg-TU)1/ 7  

-r =JI/aRUJI/A3=)1/a-e-D-Ct,t1,\, 

** 1̀ 04-r- a-ttop4APEA)1.:Ipt.„ R1211NL LzU, 	71ff%, 	EI:=I I) 

.')>, EE:ii, 	7J- ..t V ,)f), 	-I v* 1J- V ,)>, 	-77`il) 

--(`/ -7`,/'):')%, 	E7/ 5:), 	E/' -'5 : ' ) I 	, 	L°1):), 	E/H):)./ 

, )i.7J ,J'2, 	2i- )i,* 1), 	77-ffE., 	77-ffE°., 	7J- .. -ti, 	5- 1- 

-3L KI:175, 	1 , 	3 -:')7f*V -3, 	5--1-5LIE:1E7, 	1, 	4-- 

2j- *Ij- , 	7J- --t, 	71)1/7J1)fftls64-t.Z. 
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[0062] r 3 — 1 1 MJUSJ tit, r 3 — 1 1 

^StJ Cb{iM(D{iLW.(07kMWsI?i%: 1 flUIX lJ P&lN/c 1 5 

o &fc\ mHO&M-e^LT^TJ: 

[0063] r N H ^"a tj 3 — 1 1 • *> <7 'J tits ftiIB£« r 3 — 1 II 

'JJUSJ (DJ?Z>NH%£t&:b<D&Ml%TZo "ttlbCO^ 

[0064] r3 — i iiAfp^^'jL/vij r3 — 1 1 Il^fI 

*iH3Sj 2TOyP^^/c2il 

<z>m&££Mi£T&o &fc\ PJTM©& 

fe^LT^TJ: £• 

[0065] TNH^#03-1 1 'J U>lJ tit, ttllB^# T3-1 1 

^nis? U>Mj (Do % N H bO^WMtZo tits, "ttlhO 

&-&&&&&tit, PirM©&®-C^LT^TJa\, 

[0066] 14 - 7 

2) 1 TillSIII^^-rPjji1? MM 

m^s m^Ws^xit^m^^WMt^o ) ?:ttu 
3) m^iZtD^7i-s-J\s&s <£ <, 

-r -;usx«x;u^—;us*es>^ T t> <£ i\ 
Hft0!J£LTfcJ\ hfPU 

v>s tlP 'J vV >s J*V-V]) v>s •< y+ty'J vx f7V'J v>s 

< Vf7V"'J vX ti^ vX \i^V Jy, v>s ti^ U v y > 

. ^JUJJX'JX X 7-tzkfX yy-tztfy, rh 

7t ̂ 'P77>, 1, 3-S>'^^PV7>N rh7 hi K P hf ^ VN 1, 4—5/ 

'J £>ti£>0 
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[0067] I- 4 - 7 A' /NT-  i=i 	,) )1,ai Lt, 4427ft I- 4 - 7 A4-M--YOVAIA' 

J IJN 641740>fiCE0)7KAR•11111ER t) Itotc 1 1t40ffitlaUAg -Z. 1:4:8 

[0068] 

, -t11.60e-aliiffitVtit:.-..Fr/ftg-LT, Pff-1301i1E--eeca L -co-c-  ck oc, 

I- 4 — 7 AiNT- 1=1 	') i. iaJ Lt, 4427ft I- 4 — 7 A4-m--Yov„ 

FAJ /3\ 6 H —E,±--etskivESsoliiffla)7.1<AE, 	2 IIIIERt,) Mott 21-050)ff 

itlaUgsg -Z. ts8, 	- - 41.6aAiii-a,fiCatVtit:.-.FR-Z -1 /43stt.T, Pff-Moliiff-e 

eca L -c o c ck Leo 

[0069] rc 1 -67)1,*)1,7rai 	Lt, 	1 11:10442 [C i  -67)1,*)1,ai e-s-t: 

eaLtz-_-asgt,, 1412MM L I., --c 1,, 	)<)1,7J-a, 	i)1,7J-a, 	n — 

.7°1=1E)1,7ra, 	-f ' 7°CI EA, 	A- a, 	n — 77J-a, 	-( v 7)1,7J 

a, 	t -.y•)1,7-a, 	n —i' 	)1,7J-a, 	n -,N*:»1,7J-aeti 

641.Z. 

[0070] [C 3-6:>1=17-1 /1/*/ 1/ 7J-aJ 	L 6, 	1 11:10)442 [C 3-61=17)1,*)1,a 

J e- S — (zeca L tc a 	si] 	l„ 1414KR L L -c• 1,, 	1=1 7°1=1 EA. 	7J-  a 

, 	1=11)1,7-a, 	1=1,. )1,7-a, 	1=1,N*)1,7-ae 

(,f64-t.z. 

[0071] FC 1  _ 6 / \i=177)1/*/1/ 7J-a_l 	Lt, MEtrz. Fc1_67)1,*)7J-aj 0) 

IISo11E07.1<AE,e, 7 vAIF,, YEAR, 	AIF,J3zzie 	r, AE, 

13` 6 tsZVAgct t')* 	6::.g1, < l'Ats-D -ciatStLz 1 IEJ,;t_ta)/ \mit 	ig, 

--effitl-,3_ 'LtcfitlaUkg -  Z. 

[0072] [C 1 _ 6  77 /1/*/1//1/ 7J=)1/a] 	L 1, , 	1 11:10)442 [C 1_6 7)1,*)1,ai 	/3 

)1,*=)1,at::_ecaLtcasgt,, af2tKRL1,-ct, 	)( 	)1.)1/*=)1/a, 

i/i//1/*=)l.a, 	n —7°1=1E)1.)1,*=)1,a, 	4 v 7° 1=1 E)1,)1,*=)1, 

a, 	n - 7)1,)1,*=)1,a, 	4 ,1/)1,)1,*=)1,a, 	t -.y•)1,)1,* 

=)1,a, 	n -, )1,)1,*=)1,a, 	n —/\*)1.)1/7J=)1/aet16 

tt.Z. 

[0073] [C 1  _ 6 7)1,*)1,)1,*=)1,7 z i a] 	L (,, 	1 11:10)MBE [C  1 _ 6  77 /1/*/1/ 

)1/ 7J=)1/a] es7 i at::_ea L, tcasg L, 1412tKINL L ---cl, )( 	)1. 

WO 2013/147183 35 PCT/JP2013/059589 

[0067] [4-7 tit. fulE^IS r 4 - 7 

, pjrM©&M"e^LT^TJa\, 
[0068] r 4 - 7 • *> <? 'J l> >SJ t it, fulE^IS r 4 - 7 

mi &zimwm^tc2m<nm 
&S£Si*-f£o &fc\ pirirofei-e 
^LT^TJ:l\ 

[0069] rCT-e^Jl/^l/^tfgj ^ ̂  1 ^©tulE TC -, _6^ju^jugj tf-S-K 

Inn" L7cS£HRfc LN £: L T ti s SN n — 

7°P -f V 7°P n - -f V 

SN t — y^Jis^^Sis n — r\ 

£*l£>0 

[0070] rc3-6s>^p7jl/^l/f^ij iltt, 1 fSOiulE rCa-e^P^l/^Ug 

J tf-sLfcgSrSGfc U I^JtLTIi, ^0 P7°P tfJU^S 

rnf^ti^o 
[0071] rcT-e/Np^yu^ju^^Sj fu§E£« rc© 

1 i^±0/NP>f'yJS 

^T?it#l 3 ti/cM^S £ EP*1" 5 o 

[0072] rCT-e^Jl/^rJl/XJl/dx-Jl/gj iTOfulE TC •, _6 ^JU^TJUSJ tfX 

viU/l-N-jUS^^L/cS^EP* U ?t.^)\sX)\sft-)\s&s 

JL^)\sX)\s7is-)\s&s n - 7°P ¥)\sX)\sfc-)\s&s -f V 7°P ¥)\sX)\s7$s-)l> 

&s n -y^juxju^-juSs -f vy^juxju^-juSs t-y^juxjuifs 
—JUS% n — ^ V—JUS% n —£> 

tl'So 

[0073] rc^gT^l/^M-Jl/T^yiJ 1 fSOiulE rCT-e^Jl/^fJl/T. 

;U/1-N-;USJ y Stc^£-L/CS£EP* U 
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)1,*=)1,7z J a, 	i)1,)1,*=)1,77z i a, 	n -701=1E)1,)1,*=)1,77 

zia, -r V 7°C1 E)1.)1/*=)1/ 7-1 Z i a, 	n -1/1.)1/*=)1.7-1 Z ia 

, 4 Ni1)1.)1/*=)1/ 7-, -z ) a, 	t-Vs)1.)1/*=)1/ 7-1-Z i a, 	n -' 

)1,)1,*=)1,77z i a, 	n -/•*)1.)1/ 7J=)1/ 7-, z iaetls64-t. 

zo 

[0074] 	I - C 1  _ 6  77 /1/*/1.)1/7J=)1/7J- *a_l 	L (,, 	1 11:107442 	rci_67)1,*)1, 

)1,*=)1,ai et*at:.-Aiii-at.,tcag 1,, 	1412tKIN L I, ---cl, 	)()I, 

)1,*=)1,7J-*:>a, 	i)1,)1,*=)1,7J-*:>a, 	n -7°DE)1,)1,*=)1,7J- 

*:>a, 	-f V 7 ° 1=1 E)1,)1,*=)1,7J-*:>a, 	n - .y• )1,)1,*=)1,7J- *:>a 

, -f V 1)1,)1,*=)1,7J-*:>a, 	t-v•)1,)1,*=)1,7J-*:>a, 	n -, 

)1.)1/ 7J=)1/7J-*a, 	n -,N*)1.)1/7J=)1/7J-*aells 64-t. 

[0075] 	1- C 3 -6 1=17-1/1/*/1//1/ 7J=)1/a_l L 6, 	1 11:107442 	[C 3-6 	I=1 7)i, 

*A/a] e)1,*=)1,at:.-111i-aLtcasg 1,, 1412tKIN L I., ---cl, 	C17° 

DE)1,)1,*=)1,a, 	:>1=1.y•)1,)1,*=)1,a, 	:>1=1/)1,)1,*= 

)1,a, 	1=1,N*)1,)1,*=)1,aeti64-t.z. 

[0076] 	1- C 3 -6 1=17)1,*)1,)1,*=)1,77 z Jai
l 
 L (,, 	1 11:10)442 [C 3-6 

1=177 /1/*/1//1/ 7J=)1/ai e7Z iat::_eatcasg 1,, 1414KINL 1, --c 

(,, 	:> 	1=1 7°1=1 EA/ 	)1/7J=)1. 7 Z i a, 	:> 	1=1 7)1,)1,*=)1,77 z i a 

, 1=1/ . )1,)1,*=)1,77zIa, 	1=1/\*)1,)1,*=)1,77zIa 

75l,i64-t.Z. 

[0077] 	I - C 3 _ 6 	1=177 /1/*/1.)1/7J=)1/7J- *a_l 	Lt, 	1 11:10)442 	FC 3 _ 6  

1=177 /1/*/1//1/*=)1,ai et*at:.-Aiii-at.,tcasgt.„ 1412tKimL LT' 

i,, 	:> 	1=1 7c=i E)1,)1,*=)1,7J-*:>a, 	:>1=1/)1,)1,*=)1,7J-*:>a 

, :>1=1/)1,)1,*=)1,7J-*:>a, 	:>1=1/\*:»1,)1,*=)1,7J-*:>a 

7vi,i64-t.z. 

[0078] rc 1 _ 61\1=17)1,*)1,)1,*=)1,ai 	Lt, 	MEtrz. FC 1-6 77)1/*)1.)1. 

7J=)i/ai 0)41740)11IS07.KAW,e, 7 v AIF,, YEAR, 	AI;5)3z 

WO 2013/147183 36 PCT/JP2013/059589 

JL3L)\sX)\sft-)\s7$ n-7°P \f)\sX)\s^-)\s7 

-f V7°p ¥)\sX)\sfc=)\s7$ ;l, n -7>,IU;UU/1N-JU:P$ ;i 

s -f V7"51>'UX>'U/1N->'U77$ J &S t -7^Jl,XJlsfc=Jls7$ n 

V^UTJU/IN-JU;^ J &S n -^Jris){,X)l/7is-)l/7^ J g^tfplf £*l 

§ o 

[0074] rCT-e^Jl/^rJl/XJl/dx-Jl/^-^rS/gj 1 TOfulE TC _67)\s*)\sX 

;U/1-N-;ugj tf:*^:>gtc^L/cg£EP*U LTteu 
x51;ux>'U/lN->'U^^ri>Ss n-7°P kf;i/7.;i/dx—;i/^-

3fs>gs -f V^P ;i/^-^rs>gN n -y^JUZJUfc^JUJdri/g 

s -< vy^JUXJUT^-JU^^SySs t-y^JUXJU^—M^SySs n 

+ n -Ajp^^7Jl/^zJU:^:>S=ftf^fbtl 

§ o 

[0075] rC3_6^>^ U7)\s*)\sX)\s*-)\s^\ tits 1 TOfulE T C 3 _ 6 *> 0 P 7)1 

^JUSJ tfx;U/lN-;ug^^L/cg^EP^U :>^P7° 

p ¥)\SX)\S7$S—)\S&, ^0 uy^juxju^-juss ^0 u^y^juxju^-

)l>&s P^*>JU7JU3ix—JUg^tfPlf £*l£o 

[0076] rc3-6is? U7Jls*JlsXJls7}s=Jl'7$ J&l £&s 1 TOftilE TC 3_6*>? 

P7>IU^>IUX;U/1N-;USJ tf 7$ y S^£-L/CS£EP*U 

au :>^p7°pt°;ux>'U/iN->'U77$;l, :>^py^UTJU/i-N-ju:^;i 
, •>? n^y3L)[sX)[/7$S—)[/7 ^ J g^ is<7n^irisJl/XJl/fc=Jl/7$ 

=f tf^tf £>ti50 

[0077] rc3_6i/^P7>»U^>IUX;U/1N-;U^^^SJ 1 TOfulE rc3_6*>? 

P^JU^JUTJU/IN-JUSJ tf^^r^StCilp^L/cS^EP^ LS 

teU ^0 P7°P \^)\yX)\y^ — M^r^^ ^ 0 P y )\sX)\y-fo — M ̂ >g 

, u^y^JUXJU^-JU^-^rSyS, is ^7 U^^rSyJUXJU^-JU^ ̂ risS 

=f tf^tf £>tl^o 

[0078] rc^e/NPT^U^UTJU/l-N-JUgj £ &N fulE^ft TC _67)\s*)\sX)\s 

/1N-;USJ ®{iE©{uM®7K^J^^tf\ 7y^J!^ ^MWsTJk 
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tie 	r,„1;575\ 6 tSZ MitIgct (,)*at:.-_ -g I., < l'Ats.D -cilitstt.z 1 IEJ,;t_h 

o)/\ mit JIF,'"Cfflitl-,L t1.tz-_- fflitla741Z. 

[0079] 1- C 1 _ 6 77)1.*:>t)1/7J=)1/ai 	L (,, 	1 11:1044E rc 1  _ 6 77)1,*:>a 

J et)i,t=)1,at::_ecaLtcasgt,, af2tKRL L --ct, )( 1-*t)i,t 

=)1,a, ii-*:>t)i,t=)1,a, 	n -7°1=it*:>t)i,t=)1,a, 4 V 7°1=1 7J1 

*:>t)i,t=)1,a, 	n —11-*:>t)i,t=)1,a, 4 V 1 1-*:>t)i,t=)1,a 

t -/I-*:>t)i,t=)1,a, 	n -,. )1,7J-*:>t)i,t=)1,a, 	n —1N* 

)1/7J-*)J)1/7J=J1/aells 64-t.Z. 

[0080] 1- ) C 1 -6 77 /1/*/1/ 77  Z i ai 	Ll, , 	1 11:10)MBE I-  C i  -6 7)1,*)1,ai 	e 

7Z iat:.3,i-aLtcasgL, 412tKINL 1, --Ct, )( 	)1/ 77  Z ia, i)i, 

7z ia, 	n —7°1=1E/1/7Z i a, 4 V 7°1=1 EA. 7 Z i a, 	n — Vs )1/ 7-1 Z 

ia, 4 N17)1,7iz ia, 	t -7)1,7izja, 	n—/1/ 7-1Zia, 

n — /•*:>)I/7Z Ja751,i64-t.Z. 

[0081] I-:')C i  -6 7/1/*/1/7Z Jaj L (,, ITA —RtAtSZ 211:10442 [C1_67 

)1,*)1,ai e7z iat::_eaLtz-_-asgL, 412tKIN L L, --Ct, 	:-;)<)1,77 

zia, :-;')1,-Tizia, :-;- n — 7°1=1E/1/7 Z J a, :') 4 V 7°1=1E/1/7 

z ia, :-;- n —1/1/ 7-1 Z i a, :')-( N/7)1/ 77 -Z i a, :-;- t -7)1, 

7zia, :-;-n-)1,77.-.z)a, :-;-n-,N*:»1,7z)a, N —i 

)1/ —  N -)( 	)1,7iz Ja, 	N —)( 	)1.— N — n —7°1=1E/1/77 Z i a, 	N — 

4 V7° =1 E)I.— N —)( 	)1/7 Z Ja, 	N— n —7)1.— N —)( 	)1/ 77 --Z Ja 

N —4 V •Ys )1.— N —)( 	)1/ 7-1 -Z ) a, 	N—t-1/1.— N —) 	)1/ 7-1 -Z ) 

a, 	N—)()1.—N— n—J)1,77 .z)a, 	N— n—,N*:>)1/—N—)( 

)1,7iz Ja, 	N—i)1.—N — n —7°1=1E/1/7Z Ja, 	N —i)1/— N — 4 

V 7°1=1E/1/7 Z J a, N — n —7)1.— N -i)1,7 z i a, N —iji,— 

N —4 V Vs 11.7 Z ) a, N—t-1/1.— N -i)1,77:z i a, N —i)i, 

— N — n —,')1/ 7-1 --Z Ja, 	N —i)1.— N — n —,•*)1,77..-z ia 7y 

(,f64-t.z. 

[0082] 1- i c 3_6:> 	1=1 -7)1,*)1,77:z Jai 	L (,, 	1 11:10)MBE 	1- C 3 _ 6 :> 	1=17 

WO 2013/147183 37 PCT/JP2013/059589 

(DJ \ • 3 ti/cM^S £ S&f 5 o 

[0079] rc^gyji/P+S/^i^-ji/ij tu, iTOfulE rc^T^UP^S 

J tf^JU/^-JUgtCilp^L/cg^EP*U y 

-JUS% x n -fV^Ptf 

n —7" ><USN 

% t -7" ><USN n —+ n —'s^f 

JUS^tfPlf £ti£>o 

[0080] 1 TOfulE rc T-e^yU^rvlUSj tf 

y^s'mzm^Ltc&^M^Ls mwmtLT&s X^JU 

7$yi, n -7°P ;l, -f V7°P yn-y^u;7^ 

;l, YV7'fjb7$yl, t-7>jb7$yi, 

n — ^^risJUT $ 7 S^tfi^lf £> tl£0 

[0081] rS/X^eTWT^ylJ 2j®0fulE TC n _6 3P 

JU^JUSJ < y SiZ^LtcS^Mmbs MfcffltLrit. 

yx^u;7^ ;l, y- n -7°P ;l, ̂ v^p^7 

y- n --j=j-)\,y y-f v-J=f-)\,Ty- t -JU 

7^71, i/-n-^>fib7$yi, N-X 

fJb-N-^fJb7$yi, N -y 3-)\s-N — n — 7°p 7 SN N-

-f V 7°P tfJU- N-^fJb7$y& N - n -7J-JI,- N — p< ^JUT7 $ J S 

s N-YV^lz-N-^W^yi, N—t —T/^Jl/-N -^Jl/j7^ y 

Ss N-^fJl/-N-n-^>fJb7$yi, N - n —N -y 51 

N -xf;i/- N — n —7°p tfJU;7^ J SN N-X^JU-N-^ 

V7°P tfJU;7^ J Ss N - nN-x^v'UT7^ 7 Ss N-x^JU-

N-Yvzf^ji/T$ySN N— t—73-JI,-N-X^JUT^ySs N-X^JU 

- N - n - ̂ VfJl/7$yi, N -xf;i/- N - n $ y SUtf 

Ptf £*i£o 

[0082] rt;c3-6s>^P7Ji/W$yij is, 1 TOfulE rc3.6i/^P7 
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)1,*)1,ai e7Z iat::_eat.,tcasgl„ 1412tKIN L I., ---Ct, 	1=1 7c =1 

E)1,7zia, 	:>1=1 .y•)1,77..zia, 	:>1=1/)1,7-, ..zia, 	:>1=1/\ 

*:>)1/ 7-1 -Z ia7Vti64-t.Z. 

[0083] 1-:')C 3-6:>1=17)1,*)1,7z I aj L 1, , FA -RtAi-sZ 211:10442 [C 

3-61=17)1/*)1/ai e7Z i at::_ea L, tcasg 1,, 1412 1.1L l, --cl, 

:>1=17°1=1E)1/ 77 :-Z ia, 	:-;:>1=1/)1,77:-zia, 	:-;:>1=1/)1,77 

z i a, 	i=i,N*)1,77z iaells 64-t.Z. 

[0084] I-  C i  _ 6  7)1/*)1/t )1/ 7J=)1/ai 	L 1, , 	1 11:10442 [C  1  _6 7)1,*)1,aj e 

t)i,t=)1,at::_ea Ltcasg t.„ 1412tKimL t, --ct, 	7--t)i,a, 	7°CI E 

7J- =)1,a, 	.Y• 	i»i,a, 	4 v v 	1 ) )1,a, 	J ,9,  J 4 )1,a, 	3 -)<11/151  

J 4 )1,a, 	Ei 1=1 4 )1,a, /•* 1  t I 4 )1,a, /\ 7°,9 i 4 )1,a7Yti 64-Lz . 

[0085] I-  C 3-6 	1=1 7)1/*)1/t )1/t=)1/ai 	Lt, 	11®0744p, [C 3-6 	i=i7 

)1,*)1,ai et)i,t=)1,a6::_eat.,tcasg 1,, 	1412tKIN L 1, ---Ct, 	1=1 

7°CI EA,t)i,t=)1,a, 	:>1=1 .y•)1,t)i,t=)1,a, 	:>1=1/ . 	)1,t)i,t 

=)1,a, 	:>1=1/\*:»1,t)i,t=)1,a, 	:>1=1/\ .7°)1,t)i,t=)1,aeti 

641.Z. 

[0086] FC 1 _ 61\ 1=1 7)1,*)1,t)i,t=)1,aj 	Lt, matt [C 1 _6 7)1,*)1,t)i, 

t =A/a] 04174011M107.KARe, 7 v AIF,, YEAR, 	AI;5)3z 

tie 	r,A1575\ 6 tsZ EAUck (,)*at:.-_ -g I., < 1,Ats-D zigatt.z 1 iiimt± 

0)/ \ 1=1 it JIW, --effitl -,3  t1.tz-_- fflitlaUk1 -  Z. 

[0087] [E 1 C 1  _6 7)I/*)1/7 Z J t)i,t=)1,ai Lt, 	1 11:1044E [E 1 C 1-6 

7)1,*)1,7zJa] et)i,t=)1,a6::_eat.,tcasg 1,, 1412tKIN L I., --C 1, 

, 	)( 	A/7 Z J t)i,t=)1,a, il 1/ 7 -1  Z J t)i,t=)1,a, 	n -7°1=1E/1/7 

2 J t)i,t=)1,a, 4 ̀J 7° CI E 11.7 Z J t)i,t=)1,a, 	n -Vs )1/ 7-1 Z J t 

)1,t=)1,a, 4 v 1 	1 1/ 7 -1  Z J t)i,t=)1,a, 	t - 7)1/ 7-12 J t)i,t=)1, 

a, 	n-/' 	J1.7 Z J t)i,t=)1,a, 	n -,N*: >11.7 Z J t)i,t=)1,a 

75'tf 641.Z. 

[0088] 1-:')C 1  _ 6  7)I/*)1/7 Z J t)i,t=)1,ai 	Lt, 	1 1®0744E F:')C 1_67)1/ 

WO 2013/147183 38 PCT/JP2013/059589 

tf 7$ yU i/9 nzfn 

t°,iu:p$ygN ^0 • ~?3-)\s~7< JSs ^0 u^y)\yTJg, 

yg^tfptf ^ti^o 

[0083] ryc3_6*>?P:PJU^JU:P$ygj 2i®0fu§E rc 

3_6^ P^JU^JUSJ tf 7 $ J L /cg£EP* U 

V*/9 P7°P ^UT7^ ;l, v*/9 •y^v'UT7^ ;l, v*/9 u^y^juy 
$. J Ss Vis 9 •/^^r">'>'U77$ yg^tfplf £*l£o 

[0084] rCT-e^Jl/^l/aJl/SK-JUgj iTOfulE rc tf 

^JU/1f-JUgtC^L/cg£EP* U ^-tz^JUSs 7°P tf 

$-)\,gN -f v7'>u;uSs 3 -n-)\,-?9 

y^jisSs t0/<p-r;uSs ^^r+fy-r;uSs ^7°^y-nugtf^f£>ti-g>o 

[0085] rc3_6i>^ P7Jl/^rJl/*Jl/d?—JI/SJ 1 TOfulE TC 3_6:>^ p y 
JU^JUSJ tfL/CS£EP*U 
7°P :>^ P 

-jUgN :>^ p/s^r$/;i/^j;i/df-;i/S% {sO P^^JU^JU^-JUStf^tf 

£*l£>0 

[0086] rc tte, fu§E£« TC ! _6 7)\s*)\st))\s 

1 mu± 
(D/\ P 3 tifcit&g £ S&f ̂  o 

[0087] r^yc^gT^i/T^y^^/f-JHj 1 ^©tulE r^y c !_6 

7JW7$yiJ tf^JU/^-JUgtC^Lfcg^EP^U 

, y x^u;7^ y ^ju/i^jug, n-^ptfjb7 

$ y aji/jtf-jugs -f V7°P y n y * 

-f y t-y^U;7^ y 

gN ny tlJU^—;USN n-^^r'v'v/UT7^ y tlJU^—JUS=f 

tf^tf £>tl£>0 

[0088] rye!_67)1^)17$y^;u/if-;uSj 1 TOfulE rye,-6T)U 
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*11/72 ) aj et )1,t=)1,at::_ea L, tcasg 1,, 412tKINL 1_, --c6, 

)( 	)1/ 77 -Z J t)1,t=)1,a, 	:-;')1/ 7-1Z J t)1,t=)1,a, 	:-;- n —7°DE 

1/7Z J t)i,t=)1,a, :')-1 V 7°1=1E/1/7Z J t)i,t=)1,a, :-;- n —.Ys  

)1/7 Z J t)i,t=)1,a, 	:')4 V •Y s )1 / 7-1  Z J t)i,t=)1,a, 	:-;- t —1/1/ 

7 Z .1 t)i,t=)1,a, 	:-.;- n —,s' .i)1/ 7-1 -Z J t)i,t=)1,a, 	:-.;- n —,N* 

:>11.7 Z J t)1,t=)1,a, 	N —i)1.— N —)( 	)1/ 7-1:-Z I t)1,t=)1,a, 	N 

—)( 	)1.— N — n —7°1=1E/1/7Z J t)i,t=)1,a, 	N-- V 7°1=1E11.— N — 

)1/ 7-1:-Z J t)1,t=)1,a, 	N — n —1/1.— N —)( 	)1/ 7-1:-Z J t)1,t=)1, 

a, 	N — 4 V •Ys )1.— N —) 	)1/ 7-1:-Z J t)i,t=)1,a, 	N—t-1/1.— N — 

)< 	)1/ 7-1:-Z J t)1,t=)1,a, 	N —)( 	)1.— N— n —,' 	)1,-j-i..z I t)1/t= 

)I,a, 	N— n —,N*:>)1.— N —)( 	)1/ 7-1 -Z J t)i,t=)1,a, 	N —i)l.— N 

— n —7°1=1E/1/7 Z J t)i,t=)1,a, 	N — i)1.— N — 4 V 7°1=1E/1/7 Z J 

t)i,t=)1,a, 	N— n —1/1.— N —i)1/ 7-1 Z J t)i,t=)1,a, 	N —i 

)1.— N --1 V 1 	)1/ 7 Z J t)i,t=)1,a, 	N —t-1/1.— N — iji/j-i Z i 

t)i,t=)1,a, 	N —i/l/— N — n —/11 / 7-1 -Z I t)i,t=)1,a, 	N —i 

)1/ —  N — n — /•*:>)1/ 7-1 Z J t )1,t=)1,a7vti 6 't.Z. 

[0089] I-  C 1  _6 7)1,*)1,t)i,t=)1,7z I ai 	L (,, 	1 11:10)44E I-  C 1 -6 7'11.V11. 

t)1/7J=)1/a_l e7Z I at::_ea L, tcasg 1,, 412tKINL 1_, --c6, 	)( 	11. 

t)i.t=)1/7-Z J a, i/l/t/l/t=)1/ 7-1 Z J a, 	n —7°1=I E/l/t )1/t=)1. 

72 J a, 4 V 7°1=1 EA/ t )1/t=)1. 7 Z J a, 	n —1/1/t/l/t=)1/ 7-1 Z J 

a, 4 V7 	11/t11/t=11.7 Z J a, 	t —1)1/t)l.t=)1/ 7-1 -Z J a, 	n — 

/')1.)J/1/7J=11/ 7-1 Z J a, 	n —/•*)1/t/1/ 7J=)1/ 7-1 Z J aei,l' 

tt.Z. 

[0090] I-  C 1  -6  77 /1/*/1/t )1/ 7J=J1/7J-*aj 	L (,, 	1 11:10)442 	I-  C 1  _ 6  77 /1/*/1/t 

)1,t=)1,ai et*:>at::_eca L, tz-_-asg L, 412tKINL I., --c- t, 	)< 	)1,)J 

)1,t=)1,7r*:>a, i)i,t)i,t=)1,7J-*:>a, 	n —7° C1 E)i,t)i,t=)1,7 

*:>a, 4 V 7°1=1 E/l/t )1/t=)1/7J- *:>a, 	n —7)1,t)i,t=)1,7J- *:>a 

, 	4 v .y•)1,t)i,t=)1,7i-*:>a, 	t - .y•)1,t)i,t=)1,7J-*:>a, 	n —, 

WO 2013/147183 39 PCT/JP2013/059589 

*=5-)\,T^J-h)\,-R—)\,Ss isJL^)\yy^ y tl)\y7n-)\y&, y-n-7°Ptf 

J ^;U/lf-;uSs V-r\-X=f-

)[/7$ y ^;U/if-;uSs y>r vy^U;7^ y ̂ ju/if-jug, *>*- t -7>JU 

7$ y ^;u/if-;uSs V- n y ^ju/i^jug, 

y^;u/if-;uSs N-X^JU-N-y^ju:^y^ju/i^jug, N 

-y N - n -7°P tfv'UT7^ y ^;u/if-;uSN N ->r V7°P tfju- N -

y y ^;u/if-;uSs N - n -T/^JI/- N - y y 

gN N —-r V7*f^- N -yy ̂;u/if-;uSs N— t—N -

y y ^;u/if-;uSs N -y ̂ JU- N - n y ^;u^-

JUgN N - nN-y y N-X^JU-N 

- n — 7°P tfv'UT7^ y ^;u/if-;uSN N -X^JU- N - >r V7°P tfju;7^ y 

^;U/1f-;uSs N - n -7>>iu— N-x^U;7^ y ^;U/lf-;uSs N-xf 

JU- N —Y v$ y ;i/Ss N—t—N — X-^JUT7$ y 

^ju/lf-jug, N -xf;i/- N - ny ̂;U/lf-;uSs N-X 

3-)\s-N - n -^^>JU:P$ y ti)\stt-)\s^lfmibtiz>o 

[0089] rc i-67)\s*)\stl)\s7n=)\s7< J&] tte, 1 TOfulE rc ,-&7)\y^)\y 

tf 7$ ygtci^L/cg^EP^U y^JU 

ySs JL^j\yti)\y7n-)\yy< y|, n -7°P 

7$yi, -fV7°pL0JU£JU/1^JU:P$y|, n-y^u^u/i^u;7^y 

Ss -f vy^jutuuts-juT^ y Ss ty n-

ySs n yS=ftf^tf £> 

tl'So 

[0090] rc ! _67)[/%•)[/-%)[/#-;u^^ri>Sj 1 flUCDfulE TC ^ _67)[/%•)[/-% 

;U/If-;USJ tf^:>gtc^L/cg£EP*U y^JU^ 

jU^-jU^^r-iySs X^JU^JU^—Jlsjf^S/Ss n-yu\f)\yti)\y^—)\y^ 

^ris&s -f V7°P \^)\y-h)Vts — M^r^^ n - 7'>JU^ 

^ -f Vy^JU^JUTii-JU^^SySs t n-l 
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)1,t)i,t=)1,7J-*:>a, 	n —/•*:>/l/t/1/ 7J=J1.7f*:>aeti64-t. 

Z. 

[0091] 1- i C 1 _6 7)1/*)1/7 Z J 	)1,*=)1,ai 	Lt, 	1 11:1044E 1- 	) C 1 -6 

7)1,*)1,7 z i ai e)1,*=)1,at:.-111i-a Ltcasg L1.. 412tKIN L 1,z6 

, 	)( 	A/7 Z J 	)1,*=)1,a, 	111 / 7-1  Z J 	)1,*=)1,a, 	n —7°1=1E/1/7 

Z J 	)1,*=)1,a, -f V 7°1=1E 11.7 Z J 	)1,*=)1,a, 	n— 7)1/ 7-1  Z J 

)1,*=)1,a, 	-f V Y 	11 / 7-1  Z J 	)1,*=)1,a, 	t -1)1,7 Z J 	)1,*=)1, 

a, 	n —,' J11 / 7-1 -Z J 	)1,*=)1,a, 	n — ,N*: > 11.7 Z J 	)1,*=)1,a 

ells  6 tt.Z. 

[0092] I-:')c i  -6 7)1/*)1.7z I 	)1,*=)1,ai 	Lt, 	1 11:1044E 1-:')c 1 -6 7)1. 

*)1/7Z I ai e)1,*=)1,at:.-111i-a Ltcasg L, 1417 1.1L 1_, -c 1,, 

)( 	11 / 7-1  Z J 	)1,*=)1,a, 	:-;')1/ 7-is.z J 	)1,*=)1,a, 	:-;- n —7°DE 

)I. 7 Z J 	)1,*=)1,a, : ' ) -f V 7° CI E11.7 Z J 	)1,*=)1,a, P- n — •Ys  

11.7 Z J 	)1,*=)1,a, 	: ' ) -f V 1 	)1 / 77  Z J 	)1,*=)1,a, 	:-;-t -.y•)1, 

7 7  ---:-:. .1 	)1,*=)1,a, 	:-.;- n —,s' .i)1/ 7-1 -Z J 	)1,*=)1,a, 	:-.;-n-,N* 

: > )1.7 - 1  Z J 	)1,*=)1,a, 	N —i)1.— N —)( 	11 / 7-1 -Z I 	)1,*=)1,a, 	N 

—) 	)1.— N — n —7°1=1E/1/7 Z J 	)1,*=)1,a, 	N - 4 ̀ ) 7°1=1E11. — N — 

)1/ 7-1:-Z J 	)1,*=)1,a, 	N — n —1/1.— N —)( 	)1/ 7-1:-Z J 	)1,*=)1, 

a, 	N --f V 1 	11.— N —)( 	11 / 7-1 -Z J 	)1,*=)1,a, 	N—t-1/1.— N — 

)1/ 7-1:-Z J 	)1,*=)1,a, 	N —)( 	)1.— N— n —' 3-)L'7 	I 	)1,*= 

)I, 	N — n —/•*:>)1.— N —)( 	)1.7-1:-Z J 	)1,*=)1,a, 	N —i)1.— N 

— n —7°1=1E/1/7Z J 	)1,*=)1,a, 	N —i)1.— N --( V 7° CI E/1/ 77  Z ) 

)1,*=)1,a, 	N— n —1/1.— N —i)1/ 7-1 Z J 	)1,*=)1,a, 	N —i 

)1.— N --f V V 	)1 / 7-1  Z J 	)1,*=)1,a, 	N—t-1/1.— N —i)1,-TiZ i 

)1,*=)1,a, 	N —i)1.— N— n —i' J11 / 7-1 -Z J 	)1,*=)1,a, 	N —i 

)1/— N — n —,•*:>)1/7Z J 	)1,*=)1,a7Yti 6 t.Z. 

[0093] *RBA*, 	B Mili-affA t:.= --D1,\ --CV,13)] 	Z. 

A ( I ) 	t:.-.80-clEIA 6 /3\ t:.:71 -.3541.-c oZ a- L --eZe, 	*RBA*, 	B 	 

WO 2013/147183 40 PCT/JP2013/059589 

§ o 

[0091] r^y c j-eTJis^jisT^ ; zjisfc^jisS] tits 1 ^©tulE y c !_6 

T)U^)UT^y gj tf7UU*=JUgtC^L/cg£EP*U 

, x^viUT7^ y X;U/1N-;USS n-7°ptfju:p 

$yxj^-jH, ^ V7°P y X;U/1N-;USS n-7>,»U:P$ y x 

JU/1-N-JUSS -fyy^u;7^yTJU/IN-JUSS t-y'^u;7^yTJU/T-JU 

gN n-^>fJb7$yXJl/^-JI/i, n-A^i/jb7$y7Jb/t\ZJl/if 

£>tl50 

[0092] rye!_6:PJU^JU:P$yTJU*_;USJ 1 TOfulE rye,_6 

^u:p$ygj tf;uu*=Jug^£-L/cg£EP*U y 

^fib7$y7M-JH, iyJL^J^y^ y X)\y7is-)\y&s y — n — 7°P tf 

jb7$yxjb^-jH, yW7°ptf;u7$yX;U/1N-;USS y-n-y> 

jb7$yxjb^-jn, yYV7*fjb7$yxM-jH, y-t-y>ju 

7$ y TJU/IN-JUSS y-ny X;U/1N-;USS V- n 

y;u7$yX;U/1N-;USS N-x^u-N-^JU^yTJU/iN^uS, N 

-^JU-N- n -7°P tf;u7$ y TJU/1N—;USS N--r V7°P tf;u-N-

^fib7$y7M-JH, N - n -7*f^-N-^fJb7$y7M-Jb 

Ss N - Y 7 7"fjb- N - ̂ f Jl/7 $ y N —t — N — 

^fib7$y7M-JH, N-^JU-N- n - ̂ >fJl/7$y7Mi 

JUgN N- n-^yjU-N-^JU^yTJU/lN-JUgs N-X^JU-N 

- n - 7°P tf;u7$ y TJU/IN-JUSS N -X^JU- N - ̂ V7°P tf;u7$ y 

7JU/1N-JUSS N - n - 7'>jb- N -Xf Jb7$ y N-Xf 

)i-N — ^ y y>ju:p$ y X;U/1N-;USN N—t—N -X^U;7^ y 

X;U/1N-;USN N-X^JU-N - ny TJU/IN-JUS, N-X 

^JU-N- n y ^ti^o 

[0093] ^fgBEck B0i|^M^^OlNTl^0^t"-g)o 

it (I) *fg0J^ B£H 
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-A1,:.-.80-C, AEIR1.1(,V_ 1  L, VAI.UL 2 L, 	.ti-LTA-tlia LT.  0 Z ZI.  L 

[0094] Z:.:*RIE1)](,:.-_80•Z&Mitlaa) 	L0 	I, 	61Z.:. 

[0095] ImAa R 1  (,, PT 	L < (, 7.KAIF,, / \ mit 	IF., 	C 1 _ 6  7)1/ 	*a, 

i C 1  _ 6  7)1/*)1/7 Z ia, 	C 1  _ 6  77)1/*)1/ 77  Z i aRtC 1  _ 6  7)1/*)1. 

a (ac 1 _ 6  7)1, 	*a, 	) C 1 -6 7))I'7. i a, 	C 1  _ 6  7)1/*)1. 

7Z I aave c 1 _ 6  77)1/*)1/a6,:,:K VAT 	Z i3N, Rl, imitlauv 7  ct t') *a 

t:.-_ -g L < l'AtS .-D -CilitStt.Z 1 -DJ-;t_h0)fflitlaTEA -,3_41.--CoZ. ) •--eZ 

0 

atm R ' (,, 	ct (') PT 	L < 1, 7.KAIF.Rl, C , -6 7)1,*a--ez.:. 

atm R 1  (,, 	-1 /435 6 (,:.= ct (') PT 	L < 1, 7.KAIF. --e 	Z. 

-t.  Olt Oen L L --C., atm R 1  (,, ct t) PTA L< 1,  C 1  _ 6 7)1/*)1/a (a 

Cl _6 77)1/*)1/atK VAT 	Z IJN, Rti \ 1=1 it 	1;5 .--C IMA 1/4S ttr 0 Z 0 ) 

--eZ.:. 	a' Offitla R 1  t::_8(, Z C 1  _ 6  77)1,*)1,at, 	-1 /435 66::_ct (,) 	L < l, 

)1,a --ezo 

[0096] ;Z,:.-_, 	L 1  , 	L 2 )3zzie B oca)--at)-tt:.-.80•Z 	L04IVAIEIJI -Zo 

L 1 , 	L 2  Ewe B 0)*17-)--abt.  t:.= -D kiv-C, 	PTA L < (,, 

L ' atieL 2  eCiii-aT 	--D --C, 75\ "D B 7VC 4  _ 7  :> 	1=1 7/1/* 1, Jaxi, 	4 - 

7 A ' N 5-  I = I i fJ ' ) 1 , 	a (PAC 4 _7 	1=1 7)1,* i. Jaarie4- - 7 A , N 5-  CI 

I) 1, 	ai, „T,ffli1I--eZi3N, 	Rl, fflitlag V 5  ct tj *at:.-_ -g L < l'Atc1: -D 

--C• ilt. a tt, Z 1 -D J-;t_h 0E0,a T MA -1 /435 tt. --C• 0 --C t ct <, 	-1 /435 6 1,:.1A C 4 -7 	1=1 

7)I/* I. Jaariezi- - 7 A/NT-  1=1 :> 	I) I, 	aii=i 0 1 -D0))< 	1, Jai,, 	1 

1 -C 3 _ 7 1=17)1/*1/aTIMA.64-t.--CtcNc. ) --eZiJN, 

L 1 xl, 	L 2  00 Ttt.75NeCiiaT 	(,), 75\ 	1 R6 N R ed  ( 

Ai* R 2  cU, 7.KAE,R6c 1  _ 6  7)1,*)1,a (p c 1  _ 6  77)1,*)1,at,,;.E   

--eZiJN, 	Rl, ffli1laUV 7  ct (,) *at:.-_ -g I., < l, A1-s-D -CilitStt.Z 1 -DJ-;t_hO) 

IMAaTIMAtg-t.--00Z0 ) 	1:1-Zo ) , 	0, 	S, 	S 0, 	S 0 2Rl,C 1 _ 

3  7)I/* I, 	a (ac 1  _ 3  7)1,* 1, 	O)1a 	--DO)< 	1, Jai,, 	O. 	S. 	s 0 2 

WO 2013/147183 41 PCT/JP2013/059589 

§o 

[0094] 

[0095] M&gRUis /NP^yH^ 

^ J C T _6^ y|, VC ,_67)\y^)\y7^ ygX&C ,_67)\S*)\S 

S ($%c i-67Jl,zi*is£s ^'0,-6 7^^ 

7$yi&^c^emjUttii^fcs^ x&M^gg¥v7j; 
tCgL < 1 -3JU±0M^g-eM^3tiTlN£o ) T?£>£ 

o 

M&SRUis cfcySfS L< 
M^S R 1 3 e> K J; y Sf S L < Wilf'efcSo 

^0tf!j0*§SI«>: LT, M&gRUdu cfcySfS L< ttCT-e^l/^l/S (§£ 

[0096] L\ 

L 1 $.£/ L 2 tf ^$p"n T'fe o T, tfO Btf C4-7S>^ P7;U^rb>SXti4 -

7 I^TP^>^ 'J b>S (I^C4_7y^ P7J^l/>Mt/4 - 7 lAjpi/ 

Tg!l£*i£> 1 J; < N 3 £>£^C4_7*>? p 

T)V5r l> >Mt/4 - 7 iAjp<>/7 IJ u >gcf ® 1 -D(D*7- b >gteN 1 

, 1 -C3_7*>? PT^U^byg-eM^^tiTt <U\ ) -ZhZ>b\ 

L 1X&L20lN-rtltftf^p^-"efey, ^L'X(iL2©iJtfNR2« ( 

st*R2d^ 7K^^XtiC1_67;u^;uS (§£C 

-e$>Zti\ XttM&g^V^yilMilcglX 1 -DU±(D 

S^S"eM^^tiTlN^o ) ZMfctZo K 0S Ss SO, S02XttC,_ 

37J^i/>i (§£c 1_37J^u>i© 1 -DO^^uySits os ss so2 
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, C=0, C=SRtN R 3d  (AfR 3d tR 2d LITA UtrYASIZo ) T 

iMitIA.641.-cki\ --ct,ctoo ) TV'), 	b\7Bec 4 _ 7 1=177)1,*i.ax 

l, 	4 - 7 A/\5-1=1:> 	I) I, Ja (ac 4 _7 :> 	1=1 77/1/* I, 	a)3zzie4 - 7 A/\ 

5- 1=1 	I) i'ai,„Rfflit'reZi3N, 	Rl,fflitlag V 5  ct (,)*at:.=-g 1, < l, 

Ate;-D -CilitStLZ 1 -DJ-;LEODfflitlaTfflitIttv-CO -Ctct <, 	-,3_ 6i:.-_,!,A4 - 

7 A'•5-1=1:> 	') I, 	aitiO) 1 --D0)(1,a6, 	1, 	1 -C 3 _ 7 :>1=17-1/1/ 

*1, 	a•-CE#ZA.64-t.'"-C. tckiNc. 	) 	----eZi3N, 

L 1  avel_ 2 7541.-t -taia,--C N R 2 e 	(Arri R 2  e t7.1KAE, 	, 	C 1  _ 6  7)1. 

*)1,a (a c 1  _ 6  77)1/*)1/a6„:,:KIVATZ i3N, R6 imitlau v 7  ct t) *a 

(,:.-_ -g L < 1,Atc1:-D -Cift.tStLZ 1 -DJ-;t_hODfflitlaTfflitIttv-COZ0 ) Ukg 

-Z o  ) , 	0, 	S, 	S 0, 	S 02R6C1_37-1/1/*1, 	a (aCi_37/1/*1, 

Jarria) 1 --Da»<i.at, 	0, 	S, 	SO 2, 	C=0, 	C=SR(,N R3e ( 

ArriR 3 e6R 2 eLI7 UtglASA - Zo ) --CMA.641.--Cki\ --Ctctoo ) 

--e (,), 	75\ "D BeC 4 -7 	1=1 7)I/* I.JaRl,4 - 7 A/\5-1=1:> 	') I, 	a 

(E,Ac4_71=17)1,*i.aave4-- 7 A^5-1=1') 1 	al,„:,:Kfflifq,-C 

ZiJN, 	Rl,fflitlaUV 5  ct (')*at:.-_ -g L, < 1,A1-S-D -CilitStLZ 1 -D J-;t_h 0) IT 

itlaTIVA:3541.--Co-Ctct <, 	-1 /4356t:AAC 4 _ 7 1=17)1/*[,aave4-7 

A/•5-1=1:> 	I) i.arria) 1 -Dop)<1.at, 	1 , 	1 -C3_7:>1=17-1/1/* 

l'aTiMgq,A.64-t.'"CtcNc. 	) 	---eZi3N, 

L 1  avel_ 2ipti-LTA-Lai-L L/Z N R 2 f  (Arri R 2 f (,7.KAIF,R1,C 1-67 

)1,*)1,a (ac 1  _6 77)1/*)1/a6„:,:KIVATZ i3N, RtiMitlag V 7  ct t) * 

t:.-_ -gL<tAtS-D -Cift.att.Z 1 -DJ-;t_hODfflitlaTfflitIttv-COZ0 ) U07. 

i:-zo  ) , 	0, 	S, 	S ORtS 0 2 TV') 	(tctca„ 	1_17YOTZL,, 

L21,N R 2f ---etV-sk,No 	) 	, 

Bec 1 _ 6 7)1,*i.a, 	(gcl_67)1,*1,at, 	::nMitl-CZ75N, Rl, 

mitlagy 5  ct (') *a t:.-. -g L, < i, A ts .D --C” ill att. Z 1 --D J-;t_h OD Mitl a T Mitl 

v-CO -ct ct <, 	-:s 6 t:.1Ac 1 _ 6 7)1/*i. 	ai=1:1a) 1 -Da»(i.a(,, 	1, 

1 —c3_7:>1=17)1,*1,a-em,1A.64-t.--ctctoo ) --eZ.:. 

WO 2013/147183 42 PCT/JP2013/059589 

% C = 0N C = SXtiNR3d ) T-

<U\ ) T?£>y% ^Bj!)<C4.7i/^P7^U>iX 

&4 - 7 ij (|^C4_7y^ P7J^L/>iM'4 - 7 

^py^'Jb>S^ XttM^SS¥V5j;y^jcgL<tt 

^&oTg!l£*i£> 1 J; < N 3 ££^4 -

7 ^7 IJ i, yg[p(D 1 51 b 1, 1 -C3_7i/^P7Jb 

3ris>g-ew$&z.t>tirt,£i\ ) -zhz>t>\ 

L 1S.t/L2tf^tl^tl^ilLTN R2e (it*R2e&7KSlJl^ C,.67J1/ 

tCgL < 1 oJU±0M^S"eM^^tiTlN5o ) %WM 

t5o ) , o( s( so, so2x&c 1_37J^L/>i (ic1_37;^u 
>gc£<£> 1 -D(b*3-\symx, Os Ss S02s C = Os C = SX&NR3e ( 

it^R3e&R2etm ) T?M$&a.£*iT^T:fe> Ja\, ) 
"eS>yN Btf C4_7y^7 P77;U^rb>SXti4 - 7 iAjp<>/7 IJ b>S 

(§£C4_7y p7JU^byg&tM-7 1^1=1^ 'J MS^T-

&£T!)\ XttM^SS¥V5J;y^JcgL<tt^oTMtftLi) 1 OJ>JL±<DW 

&g"eM#l3*lT^T:fe> J: C 3 b iZskC 4_7 *> 0 P T )\y^r b >SS.t/4 - 7 

^7'J b 1 51 b 1, 1 -C3_7*>^7 p^jU^r 

l^yg-CMS&a.^tiTfc Ja\, ) Xhz>b\ 

L 1^t/L2tf^tl^tl^ilLTN R2* (^^R2Ui7K^^XtiC1_67 

JU-JUS (^C^e^l/^l/Stts XttM&g^V'J; yi£ 

1 oJU±©M&S"eM&3*iT^£0 ) 

Dlt§0 K oN sN soxttso2t&y (/c/cu L^o 
L2&N R2f-eti^iN0 ) % 

Btfc^e^yu^rbys^ mc,_67)\s*\symz, mm.&-e$>zi}\ x& 
g^g£¥V5J; y JiMitCgL < l£^&oTgll£*i£> 1 -pJU±©M^S"eM^^ 

tlTlNT t ct < s 3 ^JC^CT-e^Jl/^rl^yS^© 1 -DO^^-^ymt, 1, 

1 -c3_7*>?p^ju^bvg-eM^^tiTt<n\ ) "efe^o 
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[0097] L 1 , 	L 2 )3zus BoDe.a.)--ab-ftlz -Do-C, 	c, 9 	L, < I,t, 

L 1  'Ave L 2 e*Ai-a--e -D --c, 	75`"D Be4 - 7 'A'/\ T- 1=1 :-, 	1) 1/ 	a (g,A 

4 - 7 A ^, T-  1=1 	I) 1, Jau, A:KE41---ezb\, Rttimigauv 3  ct 9*a 

r:_ --  L, < ttAtcls, -D Z gat, 6 1 --D3-',,k_hOSJPATEllt 11.-C OZ.  t ,t O. ) 
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uv 3  ct 9.0A 6::: -  L < aAt„t', -2 ZifiattZ 1 -D1,;t_h0ZitaTE1:3S tt.-CO 

Ttck0c. ) ---CDW)`, 
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g£V3J;Ui^c£L< 1 ^J*Lt©®&S"CM&3tiTi^ 

L 1 $.£/L 2 tf UT N R2s (^^R^&TK^UFS^X&P^JUS 
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tf N R 21 R 21 TJis&zmto ) 
^BtfC^e/Ml/VS MW]%Tfo£l)\ X 
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at, 	1 , 	1 - c 3 _ 7 	1=1 77)1/*1, 	a--C'E_“1ZA.64-t.--C• t ct 0. ) --eZ 
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L 1  eciii-a-ev,), 	L 2 eN R 2 c, oRtc 1  _ 6 7)1/*I. 	a (Ac 1  _ 6 7)1, 
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— (H P L C) ts Ea)) 011a) 1 --Dxt4N05-,y 7°7Y-A-V-0141 Z. t 

tt, 7c1=1 I- 	atieg A 1 3 FAUMAIS ( 1 H Ewe 1 3C 	NmR) , 	q•I. 

EzveAM-31651 ( I RaveUv) , xneFPCSAM, TcA34fits6ve6:.-.H 

PLC a veN i'3•*51 (1-1PLC — MS) 	-gob tc lE*31.3 TR] % a) a /7 a) 

f-A4C- CEllo-Ctiiti7J- 0- Z a' L e--e 	Z. tiMoqgt, liqgtoptafF, alzi 

, *ESP/farfti'lLo51t, 1E*1 aa)4(,:.-_171%-ez. 

[0214] *aZo1Ealto-aM:.-..n1 0 z PTILAtsgPlt, aVtt a) 1 -Dxt -c 	/,- 

ts < L tg33•01gt::_gflq L, artAltxttWtooTto3N L 	fi_lizaFto.,fskiN 

tay-ez. PTLAtsgP101412tKiNt, -4--agfE7IKA (RAJS, 	i-)1/i, 

*i,) , i\i=71EgP1 (INAiS, ±-11E)<[., 	i=11=1*)1/1A, 	Mt 

lEgA, 	 %) , i-5-)1/ (INAiS, 	i)i/i-5-)1., 	-(N) 

7°1=1 EJI/I-5-)1., 	t e r t — 1/1.))1/I-5-)1/. 	,)./-1., 	5-  F 7 L 

K1=177 	, 	7J-*It, 	77=V —)1.) , 	= P))1/ (RAiS, 	7-1-t I-= I- ') 

)1., 	7°1=1 Et= I- ,) AA , 	iT I- 	(RAJ'S, 	2 —1,91  ) J, 	: ' ) i 	)1,i7 I- 

, 	t e r t —7s )1.)< 	)1//7- 	) , 	77 /1. — )1/ 	(INAiS, 	)< '91  J —)k/, 	i 

'9 ' ) — lk 	n — .7°1=1/J — )1/, -(v7c1=iii—)k 	n —1 '9 ) —1k 	t —1 

ji-i K/\(— r vir-r\m£. A y vir-r\m£- u vir-A£ 

x Vir-A£>^ \£m$) ir-cir^ v (<H -4ir^ir^.£- * J 8 * v 

<H-^'lr^x^ \£m$) v (irfH=^m0£ vif 

fi H - H 4-^ \£m$) irrH- v (ir-A-Z V<^£IH.H 
Kv(\/>a vir^-xir^ir^.£-i J © i vir^-xircqm0£ 

A>^ vir^-xir^x<^ \£m$) ir^-x v «z\-<wnn6 v^Mq> 

mE3 vvir^nn^ \£m$) g^qK^mw V «I<** 

V:XIH \£m$) i^qng^g °?w^ 

tf^i^PIXc L [17130] 

©^BGottSifas^qpyQp^ (SIAI — o~idH) ^MH^oid 

^iSlU'^x v (Afi,My i) 

(id IAI N OS l/i¥H L) L Hl^f:0¥<H U/L v?1^ 

°?imi^^^0ll¥IXCL0ia (©;?# (OldH) -

> L£=6*\ AD AD ^JfEd v (Oil) ->£ 

^HAD^H v— > C£//*\ AD £V^C£if43 

<s/r.4:£ V->£^.£H AIH^V^ K%w vq>HJ^M) M^ifailOT 
vII^a)g3#^. [eiZ0] 

° <2: $ a# 3 2 <2:4^1 i\1i 3 0)^0 M 

(a IAI v e i i ! A 

>j00y)S|B0|ai©L|Q p | J o M s u e J _L JQ^ (vd v M 6 

J nqs n ! d) v s o o J \/ I ( -Q -g ve j q W n | O Q) Ojj. 

! 1 u 9 ! o s X ! J 1 e |/\| : (>in v I IBMUJOQ) e 6 p j J q 

ABIAI: ( 'O 'S v B j q ai n | 03) o ! J- ! 1U9 | og u e A y 

: ( " H ' N vLUBL|pUj l\l\) S ! S 9 l| 1 U A S J©lSBOUB-| 

:(OI/MVs!no~l'lS) "0 O I eo | U19HQ BUJ6 | s : ( 
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g i —)1,) , 	N, 	N --f))4)1/*)1/./A7:.=:. K 	(DM F) , 	- )I. 

F' (DMS 0) Ezzie7E -  - - e.b z . 2f2J-;LbogPloTbalttllEll -zz. Le 

- • e . Z . 

[0215] *ft BA ofb-alto-aM:.-..J11 kiN Z PTiLA tStia (,, —Wag t:.-_, 

7')l/t') 	JN'7.1KAlbltarf.77)1/t 1) ±fix7JKAIL% (gaff, 71<„ih i) 

r, L., 7.KA1Et F. I) r  -) IA, 71KAIEt i) r,ixaveziKAILt), Ats E) , 

7)I/t ') 	TX' 7Z F' 	(1N 	6S, 	') 	'J-L 	- 	' 7°1=1E)1/7Z K 	(L DA) , 

l)1.,...t)4-)1.7K 	(L HMDS) , 	t IP91.,./N*1J-)4 )1. 

5K 	(KHMDS) , 	')r7_ZA7Z K, 	1-  1-').LATZ KEztlet I) r).L,. 

7Z Its E) , 7 )1 . t ,) VAVRtiarf 7 )1/ t ,) ±MkX gRti (1 R') 

r, A, gUt F ') r71., gR-ti 	L., gRzKAt I- I) r71., a riegRzi< „ 

-t/r,1.44:E) , 

7)1/t 1) VX 7)I. 	..:> K Ezrf 7 )1/t 1) ±NkX7)1.*:> K (J-  I- I) r,L. 

k* :> K, t I- I) r)lAi I-*:> K, 	t I) r,ls. tert —Vs F 	:> KR.07 

r,./.xi 	KtS,E) , 

7)I/t ')kX7)1/..)1. 	(?< 	)1,1) 	r,/,,, 	n  _1 )1,1) 	r,./A, 	s e c  _1 

)1/') 	r,./_,., 	t —1)1.1) 	'J Lx, 	7 i=)I. I) 	ri.xtsE) 	, 	7)1/..)1/7  

r,./-xi\l=litiL!tt, 	vtivia (1mxts, 	F•')) 	)1,77z J, 	F•') _3  

)I. 7 Z 	, 	F•') 4 V ID EA/ 7 Z 	, 	N, 	N — :')-( N.F7°D EA/ i. 	)1, 7 z 

, 	°'.') ,J, 	N --)4 	)1/E'/' I) fj>, 	)1/*I) >, 	N --)4)1.)1/t I) > 

, 	E'IP), 	I), )I/ 	j, 	4 —)4 q-)1/7Z1 EIPjf<4.:E) , 

atle=i-VA7Z 	(1, 	8 —771J2E‘i=i[ 5 . 	4. 	0]r,5•- )J— 7 —i 

(DBU) , 	1,4-f)7-TE:>D[2. 	2. 	2]7J- 	(DABCO) 

fsE) --eZc. 

[0216] 1-.;t-F0)*-14:-.16a- ,tciE-att:.-../-4/ItZgfikMa, LAtycl;tga, 

-C.  	Itz..-.L 'D 	fiJFHTSHIgtsAitotiga5-NstAt-A4i- mo-c -,'_ 6 klailv UT', * 

RHA tz.laa:s tttz-_- W-20)1E-at V41  z zi• L e-e ,, 	zo 

[0217] itaA_J9f3ZtV,5._ca, 	t6:.-_6 lE9]6/3\ --eZe, *RIE1)10Z#Ezrien71 

WO 2013/147183 102 PCT/JP2013/059589 

% N, K (DMF) S SS/T-JUXJU** 

*>K (DMSO) RXf&-e$>2>0 2IJ 

-e^So 
[0215] 

T7^ U U ±*M&M7kMib® (0!JA^ 7kMib U 1-

0A, TK^-fb^- K 'J 0As TK^-fb^ U ^ARXf7kMibtu\sV0Aft£) s 

'J ikM7 $ K (m&\ 'J e;U7$ K ( L D A) N 

K (LHMDS) N £ 'J ^7 A^Ht P< 

i/r>'K (KHMDS) , A;p$ h\ ^ K 'J 0 A7 $ 'J "7 A 

^7 As j^|£^h'J7As j^iHz^A, ^lt7K^^KU^As &0^1£7Kli 

-tzi>^7A4s^) s 

TJUt) 'J^mTJlsUrV PRtfTJlst) ]J ±$M£M7Jl'=l*V K (± K 'J ^A 

* b-=*cis K\ K 'J 0 Ax h ^:> K\ ±) 'J 0 A t e r t - 7" h K&t/V 

y^yC'Al h ^r v K& £') s 

T7^ U^JST^U^U (p< ^;U 'J f^A, n-7"^J\yiJ s e c - 7" 

A, t -7>JU'J ^ A, 7x~;UlJ510A^^) , 7J^^7 

^^>^A/\P^Vlb^ ($0;tfc£\ MJx^ 

JUT7^, h 'J -f V7°P X N, N-issf V7°nt°J\yJl^J\yT<y 

% v>, •; x N-P^U^U*1; > 
s t°uy>s JI>^V>s 4y kf'j */yt&£) s 

> ( 1 , 8-^:P+ft^>?P[5. 4. 0]^7>X^-7-X 

> (DBU) N 1 , 4-^7Hft%>^P[2. 2. 2M^> (DABCO) 

&£) "efeSo 

[0216] J^T0X^-AtCiSS^tl/c'fb^^#S-rStt^S^ ^ 

H#tc fIJ PT 01 ^ •X 3 b tcJifF U X, * 

^0^ tc §3» 3 ntcpftmm zzt tfx $ s 0 

[0217] ife(Dmzximmz, %m%izim*>frx$>z>tfs 
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t:.-_-A-v-Lz. *5tHAt. J-;t-Foliggit3RoAntt:.-_,Eak,tg-Littpoi-;m:.-..Fitz 

tg-Lztayetv'so. 

AJAR 
[0218] 	1-;t-F6zo -a c1m, awm, gam, taiiim7il,*50/1 	:5 6 t:.-_,IUM I,: 

gAlE1-Z e, *RIElAtZ-'41,6-Artin--FRiftg-LZ t 0)-e6V`SO. 

ts8, *you*, NmRtv--Aamts 	Hi,, Lc/mstv,i-o2 	D 7 	7 

7 4 —/K 123•$fi, 	( v / v) 6 	(12M/12M) 	, 	>411:10Rf LOEili,l,  

-a*fM, Ex L 0),Eata*M7,41 -  Z. 

Morpho LogytVfAtVitl 	Z. 

1H-NMR52-91 7VENCL/TZtgat::_t, 300MHzTAlit L, 5-  F 7)( 	)1/:>7 

IVIE13f,21 it L 1, tc: ::/ 	-)1.0)'1E*::/ 7 F a 	(wiii : p p m) 	(314/'',9i— 

, 	f-13H11)   -,:, 	[Si 	6:> J'1,'Y H 	[di 	65'11, v H 	[t] 	1,  

I) 701,v  H 	R] 6)j)1/5-v H 	[quint] 1, 	4 J5-  v H 	[sextet] 6 

-t 	5-  v H 	[septet] 6 -t .7°5- v H 	[ddj 6'Y's1/1 Y11, v H 	[ddd 

J 65r1/1/YIJI/Y11, v H 	[m] 67)1/ .7° I, v H 	[13r] 611=1— K, 

[J] 	6 	t v 7° ') 	'-ZR, 	I-CDC 1.3] 	6ffi 	D 1=1*/1/11., 	I-DMSO-d6] 	6M:'J 

)( 	JI/J1/**:> 17,41 -Z. 

7-fl=lr,i—/ar,-,A,v,-r 7J- q—::)..Iinitiator 	six 

t Y CEllOtto 

') t it/l/t 71A 	D? F 777 4 - ToAtTU, lit:.-_,E3LRets0Vi'-E`a 

[1],*,111-1 i—F I a s ht 7A, 	)01/11:> ') t it/i.6 ORtVS±:> '):> 

7 4E*tiI  P S Q 6 0 13 0)qtt.75` 	PI 0 AL-. 

:>')th2 /1/ (7Z )) t71-x1=17 l'7 7 4 — TaAittU, Itit:EA 

etsotgat, [1],*,111-1 i—F I as h77 -Zit 7./AR6a±:> ') :V71E* 

11  D M 1 0 2 0 CE11 1, \ tz"--  . 

I) t 1t/1/31,11=17 	7 7 4 ---CoAt1U, li6:.:23LRetSottia6, 

,()I,TipLc.70i,-10EIlliNtc. 

72 I 	1,1 	1=17 	77 4 — --e aA itTzU . li6:E3LRetsota-E`6 , 

-1^31 dfif^ir^ 
"tmmcox-y L c=6 H A• omm^A% u ^ 

°-Aia?!0 z o L WQM 

s B I -I - ! Hfifsm ^l-^if^W 
^2in#i ^mmcox- y AIH£V^C£ (f^z) 

°=AlB?!vTO0a 0 9 0 S 

<-ri<^g?ixo9/ir^¥ri<^^/ir^ vv^ M s e i -i — ! H^fsm v 

£i^ifvm^2§-i#£ v?i^K<2)a - y c*= 6-\ AD U ^ 
A i 

xjs J o IB i i i u I f$/:-— >.V£1M^31*f.£ — ̂oo 0 >A 

°<2:4¥dE^.H <^*ir^ir^><r 

^5£i r9p-os^iaj vvir^nn^B?i reioaoj fi,£ *> ¥?i rrj 

\H-m.££i Nqj VH i/i^irA# riuj s H 1 c&MC&MC&t) r 

pppj VH rppj VH ^±oL7\-T) ri8ld0Sj VH 3-

£i r}8}x8sj VH riuinbj /r.^-/ir¥?i rbj VH*'iz.fi 

H¥1 rij VH*1A££1 rpj VH*1Z<<^1 rsj (fK£<£ v< 
-6ym&) (UJ d d : TT^) 8 vj £<s#q>Goir^<s^n 

vn^:riazH^i00e 
o24-^I^Mf?1AB0l0Mclj0H 

°^4¥dm^ri^^?iS2ia)^x3 

£12*210)^0*1! m*}/m*}) ?1 (A/A) v^4K£»M/->£ 

AQ^^¥1SH/01 V^1H v^ri«¥ \«¥# 

vwi a a> $ 21* £ ̂gsi -1 <* i* 2 ?i Ef0i£¥ ^ <2:4. ̂g 

ilfflf£§il9£^0§£*n^r«fi® T0gm W^#-liKr [8LZ0] 
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±:> 1):>71E*11 P LCP 5 	Plates 	N HCE110tc_-. 

3•14R1-43C-04K 	Q7 	7 7 4 --COAlt_tU, lit:.-_,Eaetsotgat, a 

*6 A 314R1-43C1-02 	1=17 l'7 7 -f — i.ZT1aCE11 0 tco 

LC/MStV-;CF0A-I1T, ESI (= 1, 	H=1 .7°1, —4 t 	'(E) 510E110-CAIJ 

t L, 	[ESI _I 	l'ESIT-f t 	— K, 	[ESI- _1 	l'ESIRI-f 7 	— K, 	[LC/M 

[0219] 

S:cond. _I 	6v_c/ms0)34fiAlt, 	[RT] 	61 	tilii1VV.A -Z,:, 

L C/M s 	A-it 1 : 

1.1M:Waters 	micromass 	ZQ 

t7./A:Waters 	SunFi re 	C18 	(3. 	5 gm, 	4. 	6X2 

0 m m ) 

t 71-,21 : 4 0°C 

11111, tc8P1 

Ay : 0. 1%*ggivEga 

BA : 0. 1%*R —  7 -t I-= I- 1) )1474A 

1 I., tcgMEA-it : 

5 310.4 mL/mi n, 	,v,4-yL EvA-yom-aEL9o/i 0( v / v ) -eg]sutrAp8 L, 33• 

rm-e A a L EvA-mmath 	15/85( v / v ) t: !Inn 1,:.- A.tc_- ,, 

-Z-0),1231.1 A A L 13 A0 	.15/85( v / v ) vz.. 	t L„ -Z- 0),10. 531.1-e 

AAL EvA-yomatL9o/io(v/v), 5 310.5 mL/mint:.:11Unt:., 	-t-  0) 

•1 2. 53rim 	t. I., /to  

[0220] LC/MS A-4 2 

1. 1M:Thermo 	LTQ 	XL 

)J71_1.: Wa t e rs 	AQU I TY 	UPLC 	BEH 	C 1 8 	(1. 	7 

gm, 	2. 	1 X 5 Omm) 

t 71-,21 : 4 0°C 

11111, tc8P1 

,v,4-y : 0. 1%*p7Egff-y 

BA : 0. 1%*R —  7-1-t 	= 	') )1474A 

WO 2013/147183 104 PCT/JP2013/059589 

±*> 'J L C P 5 Plates NH^ffilN/c0 

P?h ̂ 77 -f ^£§5*6#S 

}$6 PV K^'^7 -T 

LC/MSfcm"F©£#-eN ESI (xu? hPX7°b-^;*><fb) ;££ffl^T>UJ 

£ U rESPj tiESHE^^y^E-K\ TESI-J tiESI# ̂  ̂  >^E-K\ TLC/M 

Sicond.j ttLC/MS©##r£#N TRTj &«}#0tP^£ItP*-t £o 

[0219] LC/MS £#1 : 

:Waters micromass ZQ 

^^AiWaters SunFi re C18 (3. 5^m% 4. 6X2 

Omm) 

: 4 0 °C 

L/c;§® 

A$ : 0. 1%drI|7K;#^ 

B& : 0. U^rll-^-tz K- K <J Jlsfefc 

L/c;#it^ : 

/jit3S0.4 mL/minN Affit B^®^-g-j;b;&90/10( v / v ) U 3fr 

Ah BX£(Z)/M'n*.bb^ 15/85( v / v ) 

B&©M^J££15/85(v/vH;:@£U ^©^0.5^^ 

A^h B>^CD;,l"^j;b£:90/10( v / v )s ;^®0. 5 mL/mi tCO 

m. 5^mm^L fc0 

[0220] LC/MS 0kft 2 

gg:Thermo LTQ XL 

£^A :Wa t e r s AQUITY UPLC BEH C 1 8 (1 . 7 

IJ,vr\s 2. 1x50mm) 

: 4 0 °C 

itm Ltanm 
A$ : 0. 1%drI|7K;#^ 

B& : 0. U^rll-^-tz K- K <J Jlsfefc 
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1 	L kg-AM-4 : 

5A310. 6 mL/min, 	AAL IEVAVFLatL90/10(v/v)(zIat 1.,--C;1],d7frAW, 

L, 0. 53•11,:.=2. 53•12ATAAL BAO)MaEL10/90( v / v )(,:.:11*Ant:.=RA. 

tc . 

-z- 0,1o. 7 wm A ,,f-Y L 13,4-Yvi.g-athio/9o(v/v)t:.-_-/f 1,, 	-Z-aAo. 1 wm 

TAAL EvA-Yon-aEL9o/io( v / v ), 5A,A0.8 mL/mint::_annt:.=&'_"A., 	-t. 

a) ,w13. rim 	./f L tc. 

-t. aAo. 1 wim -e A a L EvA-Yom-aEL9o/io(v/v), 5A,310. 6 mL/mint:a 

[0221] LC/MS A-4 3 

1, 1M:Waters 	Aquity 	SQD 

t7A:Waters 	AQUITY 	UPLC 	BEH 	018 (1. 	7 

gm, 	2. 	1x5Omm) 

t7A2ft:40t 

iCE11 L t" 8P1 

,v,4-y : 0. 1 %*ogivEga 

B A : 0. 1%*R — 7'z F = 	') )1/Vra 

1CE11 L kg-AM-4 : 

5 310.6 mL/min, 	AAL IEVAIO)Tbath90/10(v/v)(zat 1.,--C;1],d7frAte 

L, 0. 5340,:.-..1. 5WATAAL BAO)MaEL10/90( v / v )(,:.:11*Ant:.=RA. 

tc . 

-t. a) ,10. 3w1.1 Aff-YL EvA-yom-athio/9o(v/v)t:.-...t. 1,, 	-~c ow. iwm 

TAAL EvA-Yon-aEL9o/io( v / v ), 5A,310. 8 mL/mint::_annt:.=&'_"A., 	-t. 

loworim.-/f L AL-. 

-t. ow. 1 wim-e AAL EvA-yvipLatL90/10(v/v), 5A310. 6 mL/mint:a 

[0222] __-a*fN 1 

2, 	4-1=11=1-6- [4- (4-7)1/7J- 1=17i=)14 	L',7:')-1- 

WO 2013/147183 105 PCT/JP2013/059589 

/jit3S0. 6 mL/mi nN A^t B^0;l^j;b^:90/10( v / v ) LT)UJ^M^p 

Ls 0. 5ft&lZ2m B^®;^-g-j;b;&10/90( v / v ) iZ'M.W.^iiZ^.X 

tc o 

^ ©&0. Aift^B 10/90 ( v/ v )£U ^ ©&0.1 

T?A$£ B$©M£-J££90/10( v/v)N )t3S0.8 mL/minJCit^tC^As ^ 

©^1^^®^L/co 

^•©^0. A^h B^©;^-g-j;b;&90/10( v / v )N }jit3S0. 6 mL/mi ntCji; 

U^Z^Xtc o 

[0221] LC/MS ^{^3 

:Waters Aquity SQD 

:Wa t e r s AQUITY UPLC BEH C18(1.7 

IJ,vr\s 2. 1x50mm) 

: 4 0°C 

itm Ltanm 
A$ : 0. 1%drI|7K;#^ 

B& : 0. U^rll-^-tz K- h <J Jlsfefc 

L/c;#it^ : 

/jit3i[0. 6 mL/mi nN A^h B^©^-g-j;b;&90/10( v / v ) LT)UJ^M^p 

Ls 0. A^h B^©;^-g-j;b;&10/90( v / v ) iZ'M.W.^iiZ^.X 

tc0 

t (Dm. Aift^B &©5I^tb£ 10/90 ( v / v He|g£ U ^ ©&0.1 ̂  

-eA)Sh B)S©;Fb£-J:b£90/10( v/v)N )t3S0.8 mL/minJCit^tC^As ^ 

(DmfimmfeLtco 
t(Dm. 1^^X A)fat B^©;^-g-j;b;&90/10( v / v )N }jit3S0. 6 mL/mi ntCilE 

[0222] #t^£0U 1 

2. 4-Wnn-6- [4- (4-yMnyjj-;u) h°^v>- 1 -
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[0223] 

[0224] 

4 /I.] 	-1, 	3, 	5 - 	') 7-1:) 

1, 	3, 	5 - P)1=11=1 P) 77:'.).i (19. 6 g, 	107 mmol.)05- 	7 L K I=17 

7 	'74'ff-Y(150 mL)6:.:0°C-CORt 	') r,./A 	(24.5 g, 	232 mmo I.) 	))1:1A.0°C-"e5 

31Ebinti- Lk-. azat:.= 1 - (4 — 7)1/7J- 1=17 i =AA 	L°'7 :') 	2 ilingtili 

	

(15.8 g, 	62. 6 mmo I.) 	2 III t:.-.3•0--C ))1:1 A., 	22T3 BMW 	Lit. ag.7437 

,l, 71K(20 mli)iiiA., 	Mare pH 76:.= L tc. 14641.tc14K6E[R, 7E-ea341- 

l„ A lltV:31 	Z z.: L TrfAiLat (20.8 g, tin) 	14 tc: . 

-a*fN 2 

6 - 	pp - 4 - [ 4 - ( 4 - 7 )1.7f 1=17 i =A.) E°,'7 :')J - 1 - 4 A/1 

- - 1 , 	3, 	5 - P) 7-1:-2 	( 1 H) -A / 

	

o-a*fm 1 ZahcL tc 2, 	4- :'J 	1=11=1 - 6 - [ 4 - ( 4 - 7 )I, 7J- C17 

i=11.) 	L''' 7 :') 	— 1 — 4 A.] 	— 1 , 	3, 	5 - 	') 7-1:') 	(21.0 g, 	63 mm 

o I.) a)5- I- 5 L K1=1 75 	7.14 ,,f-y (200 mL)(Z25EIT 1 M7EngtiEt 	I) r,1A7.1<gA 

(128 mL, 	128 mmo 1.) 	)ilil A., 	1 El 1.11-1-' 1, tc: . 	azat: 1 m7Em1Et I-') r, A 

7.Kg ,,f-y 	(32 mL, 	32 mmo 1.) 	))1:1A., 	6HirAtti" L, 	-1 /435 6 t:.-. a z; 	t:.-.. 1 m7Engt4E t 

I-') r, ix7.Kg'ff-Y (19 mL, 	19 mmo I.) 	.))11A. 2 Hirmm 	t_, tc. 	azio. 7 ,l, 	az 

,,f-y t:.-. 1 MiNgt))11 A. pH 4 t: L tc. T341t 	V14, WEIR' L,14 6 tat 	12tK 

6ER, *---CA349-, AlltV:31 -Z z.: L ---erAttat (15.2 g, 79%V$) 	•'f'41  

tc. 

_*-a*fN 3 

4 — [4 — (4 - 7)1/7J-1=17 i =AA L°'7 :') 	- 1 - 4 A.] - 1 , 	3 , 	5 

- P) 7-1:')-2 	(1 H) —7J- 

_-* 	a*fN 2 T-E`A L tz-_-  6 — 	1=11=1— 4 - [4- (4-7J1.7j- 1=1 7  i=)1, 

) 	L''''7:')- 1 -4/1.] 	-1, 	3, 	5 - P) 7-1:')-2 	( 1 H) 	—7J- 	(1 

.00 g, 	3.23 mmo 1.) 	L7Engt4Li 	:' J , , A3tftgltpl (100 mg) 07g/FR (15 mL 
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<i)\A - 1 . 3. 5 - K U 7V> 

1, 3, 5-h'J^PPh'J 75/>(19. 6 g, 107 mmoL)©^ K ^ t KP 7 

^>)#^(150 mL)tC0°C-e^II^- h 'J OA (24.5 g, 232 mmoL)^Jp^.0°CT'5 

JSJ^KI- (4-7JWP7I-^) ¥^v>2mm 

(15.8 g, 62.6 mmoL)^ 2 0JC^^TiJD^ ^^30 MMW Ltc0 frjfcmj 

m 7K(20 mL)^JPxN 1M±^I|-epH HZLtco f#^tl/cHH*Z 5^ 7j 

U MJ±^#t"^Ch-e^^b^(20.8 g, Sift) £t#/c0 

[0223] #t^£0J2 

6-^PP-4- [4- (4-7JUT|-P7X—JU) >- 1 ->f JU] 

- 1 . 3. 5-h'J7y>-2 ( 1 H) -;fr> 

1 "e^L/c2, 4-i/^PP-6- [4- (4-7MP7 

x-;u) £°s<^V>- 1 -^;u] -1, 3, 5 — h <J 7V> (21.0 g, 63 mm 

0l)©fh7t KP77 >mfe (200 mL) IZ^X 1 K 'J 0 

(128 mL, 128 mmoL) *k1)WX, 1 0mWLtc0 1 WMiti- K 'J OA 

fcfefe (32 mL, 32mmol)£jQ;L 60^£# U 3 b 1 

K 'J ^ ATK/#/S (19 mL, 19 mmoL) 2 mmmW Ltc0 J5J»7^ J5J& 

1 pH 4lZltc0 

(15.2 g, 79%w) zm 
tc o 

[0224] #t^/£0IJ3 

4- [4- (4-7 May JL—)\S) >- 1 ->f Jlsl -1. 3. 5 

- h U 2 ( 1 H) -*> 

#^"n $£$] 2 T"n J5c L/c6—^PP —4 — [4- (4-7MP7x-Jb 

) t°^^V>~ 1 ->Hl/] - 1 , 3, 5 - K 'J 7V>-2 ( 1 H) (1 

.00 g, 3.23 mmoL) t7^M.it^^VO A;^'|4j^M££ (100 mg) CDMI (15 mL 



L) 	̀7 6 ri 	-PiciP,4 	'0 oww 3'179 	'6  0'00 	fzief. ri -1 m m 	ri -1 - 9 	'E 	' 

L 	(loww 8'817 	'6  60'6)11(4. — 1 -I  G 1 	ZiciUK*1(c(— L —fzi./c 

[9330] 

[9330] 

1(4.— 1 -I 0 1 	Zicigc:gzirc( — L— 

c:./c, 	(1(1- -3-c:(1-1 —9 	̀E 	̀L—DDi,:-9 	'17) 	—17 

9 1-14M:3-** 

c'zy0E1E1-21`24NC0-1- 	',#,J;MT-D 

1:11( 	(loww 8E'0 '6w HO *)1rhncicZ4z1(YKT1H — d R 	(loww 117 .0 ' 

6w L9) 	c: 	ef.'1(T (i -I -21 	(1w 3) )4J. 4c: 4 	1=11=1 4c,C0K-f— 	(H L) 	3 

—Kr,ef. (I -1 —9 	̀E 	'L.— 	 1) — L— HO-- L—Kr. 

./, 	(1(=T L Li_rc1(L —17) —171 —17 	'2.00 °=yk,MTI#Coc: 

-1— 	(H L) 	3 —Kel. ri -1 — 9 	̀E 	' L — 	(/1( 	*1=H 	) 	— L — 	[ 

1()-- i.—K.,c, 	(1(=TL.m_f1(C.—i7) 	—17] —17 	'1P-NPFaIN ' 

*;110MN °:-111 c-44#VaElED-0009 'YEIV 	(loww ZVI 	'6w E8) )SX•&01-z.1 

	

71(ef-v71(4L ---2PS,J. `4N °:-Y1FORaE19,10009 	'YEIV 	(loww 19'0 	'6w 317) 

)K&.01-z.1 	i(e_i.v7i(*-21)KW ( (^/^) 	L / 3) */1(—i4TC0(1ow 

w VE .0 	'6w 176) 	cz-r — 	(H L) 	3 —fzief. ri -1 - 9 	̀£ 	' L — 	PIO-- L— 

K.,, 	(1(=TC.Li_f1(L-17) — 17 ] — 17 r-V1 W.3-D-- E 1-14M:3-** 

1()( 	{1(i-- 

(H 3) 	L—Kref. ri -1 —9 	E 	̀L—( 	-f-3— HO--  L —Kr.,  

(1(='Ll=1-11(L — -17) 	— 17] — V} 	ZicigK4z1(Kp-K1(-17 

171-14M:3-*0 

°:-.:/kil. 	(*X %66 	'6w 

	

9L8) *'.3-TE,2R2S-0,1;MIIN '1>fiiVifIlli7Y11VK TI( -1 -21 	g 

or-V1 grifgaIN )S .#:-.:/1,rzi kJ; '1 CW/1(— 14  )( 	V.2-1 i'4 )SJ. `24N 

'*,./14`2N °:-:/ r1 	VEGED- TEW__. 'J_IA4 -(, >fz)V.3-E (1w9E) >fz/( 

68S6S0/£10Zdf/13d 
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)/7K (35mL) mmwLtc0 

"tz ^ K 3^ *0 J U % b Is L tc o 

SlxStc: K;UX>^JP^4[5]±±)M7KL, (876 

mg, 99%JM) £?#fc0 

[0225] #t^/£0IJ4 

451;U^>-tz>X>'U/lN>lt I4- [4- (4 -7UD7ii ;U) b° 

1 ->nn -2-^y- 1. 3. s-HJ^yy-i (2H) 

- -f JUl 

#;#'n J^c^J 3 T"n J5c L /c 4 — [4- (4 - 7 JUTT • 7 x ~JU) tf^^Vy 

- 1 -^JU] - 1 , 3, 5 - K <J TVy-2. ( 1 H) (94 mg, 0.34 m 

moDcox^ j — JU/TK (2/1 (v/v) ) KTK;#>S 

(42 mg, 0.51 mmoL) 50oC"X50#^jf:^ L/c0 JxJ^A/StCtfUUA T7JUT1' 

t: KTK;#)S (83 mg, 1.02 mmoL) 50°C-e30|^Ji^ Ltc0 

, MJBflsU 4- [4- (4-7i^P7i-^) ^ - 1 - ̂ JU 

] - 1 - (t KP- 1 , 3, 5 - K 'J T*Jy-2 ( 1 H) 

y(D%R^.$L'fy}%:%tco 4- [4- (4-7i^P7i-^) 

y>-1-^b] -1- (tKP^y^Jb) -1, 3, 5-K V7*jy-

2 ( 1 H) (2 mL) tC K 'J x^JUT7$ > (57 mg 

, 0.41 mmoL) £: p — KJUx>7JUtf\(123 mg, 0.38 mmoL) 

t(D%%:xjRj&izm^tc0 

[0226] #t^£0U5 

4- (4. 6-^PP-1. 3. 5 - K U 7Vy-2 ~^;u) ¥^Vy 

- 1 t e r t 

1 — tDlstfyWl t e r t — 09 g, 48.8 mmoL)% 1 

, 3, 5 - K 'J OUU K 'J TVy (10.0 g, 54.2 mmoL), K 'J OA (1 



WO 2013/147183 
	

108 	 PCT/JP2013/059589 

[0227] 

[0228] 

[0229] 

1.4 g, 108 mmoOCE110. 0 -a*fN 1 L P100)51T-Eì  	1, rfAlEat 

(14.9 g, 	91%117$) 	V4itc_-. 

-a*fN 6 

4— (6-1=11=1-4-7f*V-4, 	5 —:')L KI=1— 1, 	3, 	5 — P)77:') 

— 2 —4 )I.) E','7:')— 1 —t/l/tAt 	t e r t — 1/1/ 

— 

4.5 mmo 

*fm 

4— 

0 -a*fN 

-a*fN 

5 --e-Ei 	L tc 4 — 	( 4 , 	6 — :') 	1=11=1— 1 , 	3, 	5 — 	') 7 

2 —4 )I.) 	L°,7 	/ — 1 —t/l/tAgr 	tert — Ys)l. (14.9 g, 4 

O N 	1m7ERIEJ-  1- i) ,,L,71Kga (111 mL, 	111 mmol)C110, 	.-E; 

2 L P101051T-Eì  	1, 	'k.'llEalt (14.2 g, 	if 'En) 	1'41 7-c_- c, 

7 

(4-7*V-4, 	5 —:')LKI=1— 1, 	3, 	5 —P)77 -2-4/1/ 

) 	E'/'7:— 1 —t)1/ 7 031 	t e r t —1/1/ 

o-a*fm 6 --e-a 	Lk- 4 - (6-1=H=1 —4 —f*v-4, 	5 —LK 

CI-1, 	3, 	5 — I- ') 7-1:'J— 2 —4 )I.) 	E'/'7:'J— 1 —t/l/tAg 	t 

e r t — 1/1/ (14.2 g, 45.0 mmoOL7ERIE/7r,IA3t,htglIM  (142 m 

g) CE110. 0 -a*fN 3 L P100)51T-Eì  	1, 	'k.'llEalta)AdtMtV41  

__-a*M8 

4— [5 — (4-1=11=1)1.) —4—t*V-4, 	5—L Km— 1, 

3, 5 — I- ,) 77 :'JJ— 2 —4)1/1 L°,7 	J— 1 —t)i/tAgr 	tert- 

1/1/ 

o-a*fx 7 --e-a 	L tc 4 — ( 4 — 7J-  * V — 4 , 	5 — 	L KI=1— 1 , 	3, 

5 — 	') 7-1:') 	— 2 —4 )I.) 	Ei'7:')— 1 —t/l/tAgr 	te r t — Vs  

)1.0gatMtLgRt ,Jr,l-,. (7.46 g, 54.0 mmol) ON, 	N—:'))()1/*/1/ 

./A7Z Kg',4-Y (200 mL) 	6:.:22T4-1=11=1, 'J)1/11=1Z F 	(10.2 g, 	49. 

WO 2013/147183 108 PCT/JP2013/059589 

1.4 g, 108 mmoL)£:ffil\ 1 t [p];f§ (TO U 

(14.9 g, 91%®$) %mtzo 

[0227] #t^£0U6 

4- (6-^gg-4-^^V-4. 5-yHKD-l. 3. 5 - K U TV 

y-2-4)\s) \f.s<=jV y- 1 te rt-7'fib 

#^^iJ5-e^L/c4- (4, 6-y^PP-1, 3, 5-h ')TV 

>-2--fJU) ¥^V y- 1 t e r t (14.9 g, 4 

4.5mmoL)% 1 h 'J 0 ATK/#/S (111 mL, 111 mmo L) l\ #^"n 

£|W|*§(OT;£-e£-J$U Hmb£^ (14.2 g, Sift) %mtc0 

[0228] 

4- (4-7h^V-4. 5-yHKD-l. 3. 5 - S U TV > - 2 - -f )\s 

) £°s<^yy- 1 t e r t -7'^JU 

#;#'n J^c^J 6 T"n J5c L /c 4 — ( 6 - 0 • • - 4 - ̂  ̂  V - 4 , 5-ytK 

• -1, 3, 5 - h <J TVy-2-^JU) t°^^Vy- 1 t 

e r t — (14.2 g, 45.0 mmoL) h7j<II'fb/^'>?r!7 A;^'|4j^M££ (142 m 

g) #^J$$iJ3 £|W]*§(OT;£-e£-J5£U 

[0229] #t^£0U8 

4- [5- (4-^gg^>y;u) -4-^^7-4. 5-y'bKm-i. 

3. 5- ̂ 'JTV'y-2-s()lsl £°s<^yy-1 -hJIstfym tert-

#t^£0J7-e^£Lfc4- (4-^7-4, 5-ytKP-l, 3, 

5 - K 'J TVy-2-sfJIy) £°s<^yy- 1 tert-7'f 

'J (7.46 g, 54.0 mmoL) ©N, N - *>* p< 

AT $. K;#>S (200 mL) tC^^-e4 - 0 • U^yVJl/Xu $ K (10.2 g, 49. 
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[0230] 

[0231] 

5 mmo 0 	))1:1A., 	251 El 11/4-' L tc. ag.337,1, 	7.KAAnffit.,7-z-_-12tK 

6gyLtc. 6E[RtliFpi)1,6:.-_sult.„ 	6 ER, 	ifillItVIA L --C VA IL at (1 

2.4 g, 2RIN68%1N$) V41 AL-. 

-a*fN 9 

1 — 	(4 —1=11=1/)1.) 	—4— 	(Ei'7:— 1 —4)0 	— 1, 	3, 	5 

—P)77:')-2 	(1 H) —7j- 

o-a*fm8 --e-a 	L tc 4 — [ 5 — ( 4 — 	1=11=1 	)1.) —4— 7J- *V 

—4, 	5 —:'JL H=1— 1, 3, 	5 — P) 77:-2 —OH Ei'7:— 1 

—)j)l/tR 	tert -1/1/ 	(9.20 g, 	22.7 mmol.)0)1=11=1)( 9' 	'7-4 

a (92 mL) 	6:.: 23'01Z F I) 7 A/A- 1=1E1M (40 mL) 	))1:1A., 	25'01-e4HirCti' L 

tco arz*7,1, ag.745-11EANL7.1<atieMfOffiff,7.KA_ pH 76:.= I., tc. 

r,n-YliFmi)ve3Eltdiffl L, V-CIMfilft±19.1KTA3491.,tc. *ffl Lk- 

1* 	6 ER L , *at/el/FRI 	/VC' A341, 	ifil a tiMIA L --C. VA lEat (3.18 g, 

48%11R$) 	''N tc: . 

__-a*fN 1 0 

1 — 	(4 —1=11=1)1.) 	—4 —L K1=1*— 1, 	3, 	5 — P)77 - 

2 	( 1 H) 	- 7J- 

1 , 	3 , 	5 — 	') 77:J 	— 2 , 	4 —:'J7J- -)1. (5. 00 g, 	44.2 mmol, 	Angew. 

Chem. , 74, 354; 196205u.-Ato-am 07 N, 	N —:'J)( 	)1/*/1/1~77 Z F 

g'ff-Y (200 mL) 	(,:.:OtTAKAIEJ- 	I) r,11, 	(2.12 g, 	48.6 mmol, 	55%n) 	) 

))1:1A., 	iHirmm 	L tc. 0°C --e 4 — 	m i=i, 	:'J)l. ID Z K 	(9. 99 g, 	48.6 mm 

ol) 	))1:1A., 25'01 T211%111/4' L tc. arz*7,1, Mf OWE 7 	= r, 1-1.7.1<g 

'AI 	)in A., EI/FR 13 )1/ T A ffl , VM),MfilitiiE77 =,,A7.Kg,4-y--ea3qi 

„ommt I- 1) ,,./ATtVIA L, AllaIN L tc. 14' 6 tt.tcRIt:.= Hi.' 

)ili A., 	12tK 	6ER, 	Hi.' 	---('5A3411.,, 7 lltV:31 - Z a L TrfAlEat (1.5 

0 g, 14%V$) V41 AL-. 

WO 2013/147183 109 PCT/JP2013/059589 

5 mmoL) frZmXffi&Ltcmfa* 

5IXL/Co MJ±f£'JtLTUmb^ (1 

2.4 g, 2$«8%J») £?#*:„ 

[0230] #t^£0J9 

1- (4-3 ••'OS/Ml/) -4- 1 ~^;U) -1. 3. 5 

- h U 2 ( 1 H) -;fr> 

#;#'n J^C^J 8 T"n J5c L /c 4 — [5- (4-^7PP^>y;U) -4-Tf + V 

-4, 5-ytKP-l, 3, 5 - K <J TVy- 2 -^JU] 1 

-tl)\sftyII t e r t -^JU (9.20 g, 22.7 mmoL)0V0 • • * 0 >;# 

m (92 mL) K 'J -JMuWW. (40 mL) £jbpa.% ^;mX40|^jf ̂  L 

fco L7KS.t/tSffittW7K;&iP^- pH 7tzL/c0 

j5j&$£Bmx^-e3maaiu m&Ltc 
HM*£3IXU 7KMJ±f£'Jt LTlllllb^ (3.18 g, 

46%j»)£t#/c„ 

[0231] #t^£0U1 0 

1- (A-OUUs<y*J)\s) -4-bKa^->-1. 3. 5-h'J7y>-

2 ( 1 H) -^y 

1, 3, 5— \*x)~Fi/y — 2, 4— VJl—)[/ (5. 00 g, 44. 2 mmo L, Angew. 

Chem., 74, 354; 19620^;itC^lN^) ©N, N - V * ̂ )\y^)\yA7 $ K 

fefo (200 mL) tC0°C-e7K^b^- K 'J OA (2.12 g, 48.6 mmoL, 55MJt) £ 
flPa^ 10#r^Ji^L/co 0°C-e4 -o • U^yVllXn $ K (9.99 g, 48.6 mm 
oD ^^-e20#r^ji^L/co i&mMtyy^-OA^ 
$£2JP^ ^Wim%mnMb7y:E-0A7km}®.X}%& 
s m&m&i- K 'j 0A?-m%L, MJ±)HSL/C0 m^nrcmmz K;UX>^ 
flPa^ h JUx >-?&)# U MJ±f£:lt1-£££"elllllb^ (1.5 

0 g, 14%JM) £?#fc0 
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[0232] 

[0233] 

[0234] 

.-a*fN 1 1 

4 —1=ii=i— 1 — 	(4 —1=11=1/:'J)1.) 	— 1, 	3, 	5 — P)7-1 -2 	( 

1 H) 	—7J- 

-a*fN 1 OZ-a) 	L tc: 1 — ( 4 — 	1=11=1 	:'J)1.) — 4 — L K 1=1* :> 

— 1 , 	3, 	5 — 	') 7-1:J— 2 	( 1 H) 	—7j-  J 	(600 mg, 	2.52 mmol.) , 	N, 

N —:')-f V .7° 1=1E11/i 	11.7 Z i 	(0. 52 mL, 	4. 63 mmo 1.) )W7J- *:>ilalE 1) 

(0.94 mL) a) HI/I 474'fa (25 mL) 	70°C-C303•Mitti.' Lit. arZ*7,1 

aVA-Yr5-1)EANL, 	Hi.' J 	MA_ --C. 	rgll 2 S1, , T16 tt, tc 4 — 

pp— 1 — 	(4 —1=11=1/)1.) 	— 1, 	3, 	5 — P)7-1 -2 	(1 H) 

—A- 	07CtWt6:.-.. 	1=11=17J/1/1-x 	))1:1 A., 	f7 1=11=1*)1,1AgALL -cazt:: 

1,11 0 tc: . 

-a*fN 1 2 

1 — (4, 	6 —1=11=1— 1, 	3, 	5 — P)7:-2 —4)0 —4— (4 

— 7 )1/7J- 1=1 7 i =A.) 	1'°' ') :') 	— 4 — 7J- -)I. 

4— 	(4 — 7)1/7J- 1=17 i=)1.) 	L'''' 1) :') 	— 4 — 7J- -)I. (195 mg, 	1.00 mm 

o1.), 	1 , 	3, 	5 — 	1) 	1=11=1 	') 7-1:'J 	(313 mg, 	1.70 mmo 1.))3WegRt 

I) r,11, 	(530 mg, 	5. 00 mmo 1.) 	JE111,N, 	__-a*fN 1 L Hat:.-_-a 	L, 	rkigiE 

at (304 mg, 80%4 $) V47-c_-. 

__-a*fN 1 3 

6— 	1=11=1— 4 — [4— (4 — 7)1/7J-  1=1 7 i=)1.) —4 — L K1=1*:>E1 ') 

J— 1 —4/1.] —1, 	3, 	5 — P)7-1 -2 	(1 H) —7J- 

-a*fN 1 2 Zah L tc 1 — (4, 	6 —:'J1=11=1— 1 , 	3, 	5 — 	') 7 

— 2 — 4 )I.) — 4 — ( 4 — 7 )Lt 1=17 i =)1.) 	E°,'') :'JJ — 4 — 7J-  —)1. 

(304 mg, 	0.89 mmo 1.))3We 1 kvEggtiEt 1,  ') r,./A71Kg,,,Ty 	(1.80 mL, 	1.80 mmo l 

) C'Il 0 _-* -a*fN 2 LPiet:: -a 	L, rfAlEat (169 mg, 59%117$) 	•"f'41 
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[0232] 1 1 

4-0UU-1- (4-0 UWOi/JIs) -1. 3. 5 - h U 3Py'>-2 ( 

1 H) -;fr> 

O-C&rfiLfc 1 - (4-0 UU^Oi/JU) -4-kh'P 

- 1 , 3, 5 - h >J TVy-2. ( 1 H) -^y (600 mg, 2.52 mmoL) N N, 

N-^vyPk°JHH7$> (0.52 mL, 4.63 mmo\.)RXfX**>ik{b 'J > 

(0.94 mL) (25 mL) Ltc0 J 

s %btltc4~0 

• •- 1 - (4-^PP^>y;u) - 1 , 3, 5 - K'J77^>-2 (1 H) 

• P*Jl/A£2jn^ ?PP*Jl/A}§$£ LTJ&jxJfclc: 

[0233] #t^£0U 1 2 

1- (4. Q-VOUU-I . 3. 5 - S U TVy-2-^JU) -4- (4 

-7JUTl-a7x—JU) u y >- 4 -TI-—JU 

4- (4-7i^P7i-^) 'J 4-#— )\y (195 mg, 1.00 mm 

oL)% 1, 3, 5 — h 'J 0 • • h 'J 77'v>(313 mg, 1. 70 mmoL)S.t/^II^" K 

'J'.7A (530 mg, 5.00 mmoL)£ffll\ 1 tmmz&tiiL* 

Sty} (304 mg, 89%JM) £?#fc0 

[0234] #t^£0U 1 3 

Q-Ouu-4 - [4- (4;u) - 4 - b Ka^-> u 

*jy- 1 ->nn - 1. 3. 5 - K u yyy-2 (1 H) 

#t^£0U1 2-e^L/c1 - (4, 6—y^PP—1, 3, 5-K'JT7 

y>-2--r;U) -4- (4-7i^P7i-^) 'J 4 -;fr — JU 

(304 mg, 0.89 mmoL)S.t/ 1 M7_KI£'fb:^ K 'J 0 A7K/#/S (1.80 mL, 1.80 mmoL 

) tmffiiz&i&Ls mmitsm (169 mg, 59%J») zm 
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[0235] 

[0236] 

[0237] 

it. 

-a*fN 1 4 

4— [4— (4-7/1/ 7J- 1=17i=)1.) —4—L KI=I*:>E'):')— 1 — 4 

)1.] —1, 	3, 	5 —P)77:')-2 	(1 H) 	—7J- 

0-a*fN 1 3 ---e-a 	L tc: 6 — 	1=11=1— 4 — [4— (4 — 7 )1.7j- i=i7 i= 

)1.) 	—4 —L Ki=i*:>E ,):')— 1 —4)1/1 	— 1 , 	3, 	5 — I- ,) 7-1:')- 

2 	( 1 H) - 7j-i (239 mg, 0.74 mmol)LAKRiLi7:')r,./A3tftglIM (24 

mg) CE ON _-* -a*fN 3 Ln# 07 	j1Zah L. rfAlEat (264 mg, t 

liTg ) 	41  tc: . 

-a*fN 1 5 

4 —)<)1.,-ff/l/*Ak 	[ 3 — 	( I- I) 7 )1/7J-  1=1 )< 	)1.) 	—1 H—E 

7 `J—J1/— 1 —4 /I.] )<)1. 

[3 — 	( I,  I) 7 )1,7J- 1=1)< 	)1.) 	— 1 H — E7 V—)1.— 1 —4 A.] )< '91  J — 

J1. (6.23 g, 	37.5 mmol) , 	p — HI/IJI/*AgtK7Et (14.7 g, 45.0 m 

mot.) Ewe 	I) i)1/77 -Z 	(7.84 mL, 	56.2 mmol) 05-  I7L KI=17 7  

a (50 mL) 	-k-51E.--e19HilVIti'Ltc_-. ar,ii.7*7,/, azat:.-.7.KMA., EFR 

i)li-e3111#Eliffl, 14' 6411L- VCIMfil*MIKEzVeMfilft±17.1c-e5A341-„R* 

Kngid-  I- ') r, A --etVIA. WISE'S' 1, rfAlEat 0)AdtMt (12.8 g) V41  tc_- 

. 

-a*fN 1 6 

4— (4 —7f*V— 5 — { [3 —  ( P) 7 JI/t1=1)< 	)1/) —1 H - E7 V- 

A.- 1 —4 A.] )<)1/1 	—4, 	5—F-1, 	3, 	5 — 	') 77:')— 2 

— 4 )1/) 	L''''7:'JJ— 1 —t/l/tAgr 	t e r t -1)1, 

-a*fm 7 -e-a 	L tc 4 — ( 4 — 7J- * V — 4 , 	5 — 	L K 1=1 — 1 , 	3, 

5 — 	') 77:')— 2 —4 )I.) Ei'7:')— 1 —t/l/tAgr 	tert-1 

WO 2013/147183 111 PCT/JP2013/059589 

tc o 

[0235] 1 4 

4- [4- (4;u) - 4 - b u V y- 1 ->r 

;u] - 1 . 3. 5 - K U TVy-2 ( 1 H) -;fr> 

1 3 T"n J5c L/C6-^PP-4 - [4- (4-7MP7I-

JU) -4 - L KP^> 1 -^JU] -1, 3, 5-h'j:P^>-

2 (1 H) (239 mg, 0.74 mmoL) (24 

mg) #^-nj5c^iJ3 Ls ^H-fb"^] (264 mg, S 

Mft) zmtc„ 

[0236] #t^£0U 1 5 

4-y [3- ( S U 7JU7|-ay ^JU) -1H-b° 

=7sJ-)\s- 1 ~^JU] y 

[3 - ( h 'J ~7MU*1-)\s) - 1 H - 1 —T^U] *9 J — 

)[/ (6.23 g, 37.5 mmoL) N p— hJUx (14.7 g, 45.0 m 

moL) Rtf h 'J x-^JU/7$ y (7. 84 mL, 56. 2 mmoL) (DT~ K ^ tl K• 7 ̂  

& (50 mL) £^-ei90tP^#L/c„ Ml 

w^K'j^A-e^ (12.8 g) %mtc 

o 

[0237] #t^£0U 1 6 

4- (4-^^V~5- { [3- (KU7^a^^) - 1 H-b°^V-

;u- 1 ->nn -4. 5-yHKD-l. 3. 5-KU77y>-2 

--nu) 1 t e r t -73-ji 

#^^lJ7-e^L/c4- (4-^^rV-4, 5-ytKP-l, 3, 

5 - h <J TVy-2 -J)ls) 1 -tuistfym tert-7'f 
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[0238] 

[0239] 

)I. 	(862 mg, 	3. 07 mmo 1.) 	, 	gngtt I) r,11, 	(1.02 g, 	7.37 mmo 1.) 	, 	,,1I 3 

I,  I) r, ./_,. 	(46 mg, 	0.31 	mmo 1.) 	, 	1 — 	(fj 1=11=1) 	)1.) 	— 3 — 	( 1- ') 7 )1/7J- 

1=1)< 	)1.) 	— 1 H — E7 NI—)I. (536 mg, 	2.90 mmo 1.)/kVe 4 — )< 	)1/iJ -ff 

)1/*Ogt 	[ 3 — ( 	') 7 JI/t Q) 	11/) — 1 HI — E 7 V— )1,—  1 — 4 

)1,] 	)( 	)1,(1. 03 g, 	3.23 mmo 1.) 	0) N, 	N — :'))<)1/*/1/1-,. 7 Z Kg',4-Y 	(16 

mL) 	70°C-e2Hil2411/4-'1,tc. aFt43 7,1, 	25Fai 6:I3 3EL, 	7E)J1i1A11/FOgti 

)1/T3111tEliffl 1., tc. 14' 6 tt.tcV-CM 	tiOilftill9.1c-e5A349-„R7.1KKOgtt 	') r, A 

TtVgA, glEfin 1, tc. 14'6 tt.tc_-RI 	:> I) t it)l. t 7L.fj 1=17 1- 	77 -I 

--Nit-T' 1, rfAlEat (228 mg, 18%1N$) V4i tz-_-. 

-a*fN 1 7 

4 — 	(E'i'7:')— 1 —4)0 	— 1 — 	{ [3 — 	(1- ') 7/1/7J- 1=1)< 	)1.) 	— 1 

H — E7V—)1.— 1 —4 )1.] )< 	)1/1 	— 1 , 	3, 	5 — 1- ') 7-1:'J— 2 	( 1 H 

)J- 

-a*fN 1 6 --e-E`A L tz-_-  4 — (4—v-5— { [ 3 — ( 1, 1) 7 )1,7j- 

1=1)< 	)1.) — 1 H — E7 V—)1.— 1 — 4 A.] )< 	)1/1 — 4 , 	5 —:')L K1=1 — 

1, 	3, 	5 — 1- ') 77:')— 2 —4)0 	1'', 7:')— 1 —t/l/tOgt 	t e r 

t — Vs )l. (1.77 g, 	4.12 mmo 1.) 	EI10. 	0 -a*M9Lpi]a)51--e-a 

L. rfAlEatoCt -Ztt (601 mg)  V41  tc: . 

-a*fN 1 8 

6 —  [4 —  (4 — 7 )1/7J- 1=17 i=)1.) 	E',' 7 	— 1 — 4 A.] — 1 , 	3, 	5 

— I- ')7-1 -2, 	4 	(1 H, 	3 H) 	JJ 

 

	

1 Zahc L tc 2, 	4 — 	1=11=1 — 6 — [ 4 — ( 4 — 7 )I, 7j-  1=1 7 

i=)1/) 	L''''7:') —  1 — 4 A.] 	— 1 , 	3, 	5 — I-') 7-1:')J 	(2.40 g, 	7.31 

mmo 1.) LEFT t 	') r, A (1.80 g) ODEI/FOMAY 	80°C---e 8 Hirmmt- Lk-. a 

Tit.T*7•1, 	,n-Y71<t:.-A,T, 14' 6 tt. tc: 	12tK 	6 ER 1., tc: . 	6A 	Ei'F RI 	) l. 

TtEliffil, VERN 1., AL-. RI L 6ER L it 	12 	t) -ft, ElIF RI 	)14:3N.C3_ 

WO 2013/147183 112 PCT/JP2013/059589 

)[/ (862 mg, 3.07 mmoL) N j^M.tix)OA (1.02 g, 7.37 mmoL) N 

h'J OA (46 mg, 0.31 mmoL) N 1 - (^PPp^JU) -3- ( K 'J DM 

—1 H — V—)\/ (536 mg, 2.90 mmoL)$.t/4 — * 1)[/^<yiz 

[3- ( K 'J 7 M • * 1-)\s) ~ 1 H - 1 ->f 

JU] *^1/(1.03 g, 3.23 mmoL) GO N, N - V * DISTSSJISAT $ (16 

mL) £70oC-e20|P^#L/co 

MJ±)Ils L tc o ?# btl tcWk^V 'J tl ?JUt! 7A^P7h^77< 

(228 mg, 15%J») £?#fc„ 

[0238] #t^£0U 1 7 

4 - 1 ~^JU) - 1 - I [3 - ( HJ DMU *+)\s) - 1 

H-bf^V-JU- 1 —T- 1 . 3. 5-hU7-y>-2 (1 H 

) -*> 

#t^£0J1 6 T"nJ5c L/c4 — (4-**7-5- { [3- ( h >J OM 

U*1-)\y) — 1 H — 1 — -Y )ls] STJls} -4, 5-^tKP-

1,3, 5 - h 'J TVy-2-^JU) t°^^Vy- 1 ter 

t-7>;U (1.77 g, 4.12 mmoL) #t^£0U 9 

U (601 mg) %mtc0 

[0239] #t^/£0IJ 1 8 

6- [4- (4-7 May JL—)\S) £°s<^y y- 1 ->f Jlsl -1. 3. 5 

-KU77y'>-2. 4 ( 1 H. 3 H) 

1 ?Sj$Ltc2, 4-V0UU-6- [4- (4-7>/U^P7 

X-JU) t°^^Vy- 1 -^;u] -1,3, 5-K'J:P^> (2.40 g, 7.31 

mmo L) (1.80 g) 0M|;#)S^80oC-e 8 mmMW Ltc0 K 

T?aai LMJ±)IlsL/co 
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[0240] 

[0241] 

[0242] 

1±, 	6ER, Ei'FRI)1/TA341-, AlltVIA 1,, rfAlEat (1.82 g, 86%115($) 

14 tc: . 

-a*fN 1 9 

3— (4 —1=11=1 	%))1/) —6— [4— (4 —7/1/7f1=17i=)1.) 	Ei7 

1-1 —4/1/1 —1, 	3, 	5 — 	') 7-1:')-2, 	4 	(1 H, 	3H) —it 

-a*fN 1 8Z-E`) 	Lk-  6 — [4— (4 — 7 )1.7f 1=17 i=)1.) Ei7:') 

— 1 —4/1.] 	— 1, 	3, 	5 — 	') 7-1:')-2, 	4 	(1 H, 	3 H) 	—:'J7J- 

(1. 20 g, 	4.12 mmo 1.) 	0) N, 	N —:'))( 	)1/*/1/1,.77 -Z KgAt:=251E-e7.KAIL 

') 	r,./_x 	(75 mg, 	4. 94 mmo 1.) 	, 	4 — 	1=11=1/')/1/ fJ 1=1 ') 	F 	(0.70 g, 	4. 1 

2 mmol.) arf 	r,lEt 	') r, A (A 	E)))1:1A., 50tT 8 HirmIti--  Lk-o 

aFt43 7,1, aVrf-Y7Eizan,FRi)1/--e5A341-L,tc. 7.1<1,11,:AYERMA. 

pH 36: L , 14' 6 tat 	12tK 	614R 1, tt . 	6'A 	El'FR 1 	) l. a Ve 5- 	7 L K 1=1 7 

5 	'PLag',1-Y-CtEli ffl 1,, VAla 	AJEEAIN 1, /to RI L 6 ER 1, tc: 	12 	I'D 

it.  	1E-alt (280 mg, 	18M5($) V4i tz-_-. 

-a*fN 2 0 

4— 	(4 —1=11=17i=)1.) 	— 1 — 	(4, 	6 —1=11=1— 1, 	3, 	5 — P) 

77:')— 2 —4)0 	E',' ') :')— 4 —7f —)1. 

	

4— 	(4 —1=il=i7i=)1.) 	L'''):)-4-7J- -)1. (2.12 g, 	10.0 mmol 

), 	1 , 	3 , 	5 — 	') 	1=11=1 	') 7 :')J (2.77 g, 	15.0 mmo 1.)atiegRt 	I) 

r,11, 	(2.12 g, 	20.0 mmo 1.) CE110, 	__-a*fN 1 LHat:.-_-al,, 	'k.1.1E-a 

t 0)AdtMt V41  AL-. 

__*-a*fN 2 1 

6 —1=11=1-4 — [4— (4 —1=ii=i7i=)1.) —4 —L K1=1*:>E'):') 

J -1 —4/1/1 —1, 	3, 	5 — P) 7-1:')-2 	(1 H) —7J- 

WO 2013/147183 113 PCT/JP2013/059589 

•t*\ (1.82 g, 86%J») 

zmtc „ 
[0240] 1 9 

3- (4-^gg^>y;U) -6- [4- (4-7MD7I-J1/) 

»>*>- 1 ->nn - 1 • 3. 5 - K U 3Py'>- 2. 4 ( 1 H. 3 H) 

y_ 

#;#n"J^c^J 1 8 T"nJ5c Ltc 6 — [4— (4 - 7MP7I-J1/) 

>- 1 ->Hl/] - 1 , 3, 5 - K 'J TVy-2, 4 ( 1 H, 3 H) -v^y 

(1.20 g, 4.12 mmoL) GO N, N - *>* ^JITSSJISAT $ K^tC^-eTKSllb 

'J^A (75 mg, 4.94 mmo I) N 4-?PP^>S''Jl/^PlJ h' (0.70 g, 4.1 

2 mmoL) ^b^ h'J ^ A (M$M) £2J50°Ce 8 0#^^ L/C0 

pH 3tCU Kg7 

^ U L/c0 01*6 £ 3IX L/cHH*£fe;b 
t!\ (280 mg, 15%J») £?#fc0 

[0241] #t^£0J2 0 

4- (4-^PP7iiJU) -1- (4. 6-S/^gg-l. 3. 5 - HJ 

> — 2 — )[/) b°^U S>'>-4-7h-JU 

4- (4-^PP7i-Jb) 'J Vy- 4 -^— JU (2. 12 g, 10. 0 mmoL 

), 1, 3, 5 - h 'J OUU K 'J TVy (1.11 g, 15. 0 mmoL)^t/^I|^- h 'J 

OA (2.12 g, 20.0 mmoL) #^-nJ5jc^ U 1 h lUitC-n J5c U iHS'fb'n 

[0242] 2 1 

6-^gg-4- [4- (4-^pp7i_Jb) - 4 - b Ka^-> U y 

>- 1 ->nn - 1 • 3. 5 - K U 3Py'>- 2 ( 1 H) -;fr> 
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[0243] 

[0244] 

[0245] 

-a*fN 2 0 ---e-a 	Lk-  4 — (4 — 	1=11=17 i=)1.) — 1 — (4, 	6— 

:') 	1=11=1 — 1 , 	3, 	5— P) 7:') 	— 2 — 4 )1.) 	E°'' 'J :') 	— 4 —7J- -)1.0) 

gl±!tt 	(10.0 mmol.)arf 1 MAKRIEt I- i) r,./„.7.Kgrf-y (120.0 mL, 	120 mmol 

) 	lEll kiN_O -a*fN 2 L PI 0 V: -L` 	1,, rfAlEalt (3.19 g, 93%117$) 	14' 

tc . 
_.-a*fN 2 2 a 

4— [4— (4 —1=11=17i=)1.) —4 —L KI=1*:>E/H):— 1 —4/1/ 

] —1, 	3, 	5 —P)7-1:')-2 	(1 H) 	—7J- 

-a*fN 2 2 b 

4— (4—LK1=1*:>-4-7i=)1/E'):')— 1 —4)0 — 1, 	3, 	5 

—P)7:')-2 (1 H) —7J- 

0-a*fN 2 1 ---e-a 	Lk-  6 — 	1=11=1 — 4 — [4— (4 — 	1=11=17 i=j1, 

) 	—4 —LKI=1*:>E ,):')-1-4)1/1 —1, 	3, 	5 — l- ,)77:')-2 

(1 H) 	- 7j-i (341 mg, 	1.00 mmol.) LAKRILi 7 	r, A3tftgftW (34.1 

mg) CE110. _-* -a*fN 3 L P100)51-C-a 	L. rfAlEaltTZ _O -L` 

WN 2 2 a L 	-E;*fN 2 2 bomat (424 mg, if joig) V4 tc: . 
-a*fN 2 3 

4 —  [ (4 — 7)1/A-  1=1 7 i=)1.) 7Z )1 E°,'') :') 	— 1 —t)l/tA31 	t 

e r t — Ys )l. 

2A'41-'#WF, 4 -77 Z) E''. '):'J— 1 —t/l/tR 	t e r t —.Ys  

JI. 	(1.00 g, 	5.00 mmol.) 	, 	4 —11=1 	— 1 —7/1/7J- 1=1 -ff J 	(0.500 mL, 

4.57 mmol.) , 	2' 	— 	(:>1=11N*:>J1/*7-f J) 	—N, 	N —)()1.— 

[ 1 , 	1 ' 	— E7  i=)1.] 	— 2 —7Z 	(360 mg, 	1.00 mmol.) , 	1) Z 

i.i::;')51 7-t I.1) 	::)/7::;',1-,. 	(0) 	(209 mg, 	0.250 mmol.) 	07*::/ 

1, 	.74,4-y (65 mL) 	.140 0c--e4Hircti-- Ltc_-. 	r,i.7*7 ,1. 	,n-Y -0Egi n 

L. 	')ti72 /1/t71.01=17177 -I - ('N*It 	/El/FRI)1/=100/0 

WO 2013/147183 114 PCT/JP2013/059589 

#^J$0!I2 0-e^L/c4 - (4-^PP7i-Jb) -1- (4, 6-

V?UU-1, 3, 5 - K 'J TVy-2-^JU) ^>-4 

(10.0 mmoL)S.t/1 M7KII^b^-K'J ^A7K;#^ (120.0 mL, 120 mmoL 

) mmitsm (3.19 g, 93%J») zm 
tC o 

[0243] #t^£0U 2 2a 

4- [4- (4-^pp7i_Jb) -4 -b Km^>u yy- 1 ->rJU 

] - 1 . 3. 5 - K U 7i/'>-2 ( 1 H) -*y 

[0244] #t^£0U 2 2b 

4- (4 - b KD^->-4-7x-JUb°^U S>'>-1 ~^JU) -1. 3. 5 

- MJ 7^>-2 ( 1 H) -;fr> 

2 1 T"n J^c L/c6—^PP —4 — [4- (4-^PP7i-ib 

) -4 - L KP^> 1 -^JU] - 1 , 3, 5 — h- 'J TVy — 2 

(1 H) (341 mg, 1.00 mmoL) tfrMit'^V 0 (34.1 

mg) #^-nj5c^lJ3 h|W|^i®^';iT-nJ55c Ls 

m\2 2 a £#t^£0J2 2 b©;^t) (424 mg, Sift) £?#*:„ 

[0245] #t^£0U 2 3 

4- [ (4 -DMUDJL— )\y) :P$7] u y>- 1 t 

e r t - 7"^^ 

4y 1 -tuistfym tert-7'f 

Jl/ (1.00 g, 5. 00 mmoL) N 4 - 7"P "E - 1 - 1M P^>iz > (0. 500 mL, 

4.57 mmoL) N 2' — (W 0 Ji/fcX 7 -f J ) — N, N — y ;><-^JU — 

[ 1 , 1 ' — tf 7 x ~JU] — 2 — T $. > (360 mg, 1. 00 mmoL) N h 'J X (^ 

s<yV 'J T^y Tiz K y) VJ^^VOA (0) (209 mg, 0.250 mmoL) (D^V 

isy'Mm (65 mL) ^]4rcxmmmwLtc0 Ki&mj&s 

U V1) P7h^77<— (/^^rHt>/M|x51>'U = 100/0 



WO 

[0246] 

[0247] 

2013/147183 	 115 	 PCT/JP2013/059589 

70/30 (v/v) ) -ClitlzW, rfAlEat (980 mg, 66%V$) V4i tc_-. 

-a*fN 2 4 

N— 	(4 — 7/1/7J- 1=17 i=)1.) 	— N —)( 	)1/L'i''):'JJ— 4 —77 Z 

E 

N 

mg 

2 

EIF 

— 

e 

e 

1=1  

A:: 

—

7 

0 -ah 1M2 3 --('-aLtc_-, 	4—  [ (4 —7/1/7f1=17i=)1.) 7Z J] 

i''):'JJ— 1 —t/l/tR 	t e r t —1/1/ (250 mg, 	0.850 mmol) a) 

, 	N —:'J)( 	)1/*/1/./A77 Z Kg'ff-Y (5 mL) 	(Z251:ST7EAtt 1')',11. (37 

, 	0.93 mmol, 	60%n) 	) 	EzVer,4E)()I. 	(58µ1, 	0.93 mmol) 	))1:1A_, 

2T15HilVIN 	Ltc. ariii.33 7,1, Mfilti1E77 =',1,.7.1<ga)iliA., 

IJI/TtEliffl„T7.KO,R7,1-x-etiM, AJER' 1,, 4—  [ (4 

7/1/7J- 1=17i=)1.) 	()()1/) 	77 Z)] 	E''''):— 1 —t/l/tR 	t 

r t -1)1,19)gatmt (286 mg) V41  Az-. e, 0 -c, 14 6 tt.tc 4 — [ ( 4 

)1/7J- 1=1 7 i =)1.) 	()( 	)1.) 	77 Z)] 	E''''):— 1 —t/l/tR 	t 

	

r t —1/1/ (130 mg, 	0.420 mmol) t:4 MitlEAKA/ 1 , 	4 —:'Jt*It'7.4 

'fa (2 mL) 	)ili A.25.01T 1 En 	I., tco  aR.,437.1, 	,f2tK 6E[y L„ 	,-) 

i=i)< ,9' 	TA349- 1, tc_-. 	14'6 tt.tc 	12tK 6::-.7.1< 	)ili A., 	1M7.KRIE t 	') r,1A7.1<gA 

--e pH 96:.= L„ 	I'M' 	)1.)3zrie 7 1=1 1=1*)i.L. --etEh ffl Lk-. 14' 6 tt.tcVNE 

7I<O,R7-:>r,i-x-MIlk, 	ifillIa'S1,, rfAlEat (62 mg, 72%4 $) 

14k-  . 

-a*fN 2 5 

(R) 	— 	PI — 	(4 —7/1/7J- 1=17 i=)I.) 	L''' '):-3-4/1.] t/l/i.z 

/ 	tert— Ys )l. 

(13 

3.5 

'2Arc#%,-F, 	(R) — E''' '):')— 3 --f/l/t/l//Z Jgg 	tert- 

1/1/ 	(500 mg, 	2.50 mmol) , 	4 —11=1— 1 —7/1/7J- 1=1 -ff J 	(0.250 

mL, 2.28 mmo I.) , 	2— 	(:'j— tert-1/1/7 7 4 1) 	E7i=)1. 

6 mg, 	0.500 mmol), 	1') Z 	(:')':')')5'77-tl) 	:'Ji7:'Jr,-/-,. 	(0) 

(104 mg, 	0.130 mmol.))3WetF ') r,11, 	tert-1 l*:> F 	(307 mg, 

WO 2013/147183 115 PCT/JP2013/059589 

^70/30 (v/v) ) -emmu mmi(980 mg, 66%J») £?#*:„ 

[0246] 2 4 

N- (4 -y May JL— ;u) — N — ;>< i-)\y tf ̂  lJ,y>-4-7$> 

#^^^|J2 3-e^L/c, 4- [ (4-7i^P7i-^) ^$7] tf 

1 — t e r t — y i)[/ (250 mg, 0.850 mmoL) CD N 

, N -^^U^UA^ (5 mL) IC^-CzK^b:*- K <J 0 A (37 mg 

, 0.93 mmoL, 60%M^) RtfB Oit,* 1~)\y (58/xL, 0.93 mmoL) ^ 

^-ei50#r^Ji^L/co It 

nx^u-eat^ My.MJBIISU 4- [ (4-
7MP7i-ji/) (P^JU) ^$y] tf^'jvy- 1 te 

r t (286 mg) £t#/c0 Wi^T, %btltcA- [ (4-

7MP7I-J1/) (*1-)\s) tf^'J 1 te 

r t -7'^U (130 mg, 0.420 mmoL) tC 4 Mi^bTKH/1 , 4-y^^rHt>;# 

& (2 mL) £jbnA^-ei UmWLtco J5J»7^ HH*£3IXU *>*?• 

• p< ^ >"£•&}# L/c0 iMTKII-fb^- K 'J 0 ATK;#>S 

T? pH 9tCU Mtx^JU&t/^PP^UAXffltJHL/co £& 

7KWv^t^>^A-e|g'J:#, MJBflsU mmib-&M (62 mg, 72%J») £ 
mtc „ 

[0247] #t^£0U 2 5 

(R) - [1- (4-7;u7l-a7x-;u) tf^u y>- 3 ->r;u] 
>lt t e r t - 7"^^ 

MSmgim~K (R) tert-
(500 mg, 2.50 mmoL) N 4-7"P;E-1 - 7>/U^ P'Olz > (0.250 

mL, 2. 28 mmoL) N 2 — (:£• — t e r t — ZfUiz/isXy -i J ) tf 7 x ~JU (13 

6 mg, 0. 500 mmoL)% K 'J X (V^yVj Tr>77"tzh>) (0) 

(104 mg, 0.130 mmo L)S.t/^" K 'J 0 A te rt-^h^^h* (307 mg, 3. 5 



WO 2013/147183 
	

116 	 PCT/JP2013/059589 

0 mmoo a) 1,)1,=.74,4-y (4 mL) 	100°C-C4HilVItt' Lk-. arz*7,1, J 

TVA-YffillEANL, 	) tit/l/t71.0 1=17 l'7 7 4 — (iN*It/Ei'FR 

IJI/=100/070/30 ( v / v ) ) --attka„ mit-at (550 mg, 	82%117 

$) 	cI 	tz-_-. 

[0248] _.-a*fN 2 6 

( R ) 	— 1 — 	(4 —7/1/7J- 1=17 i=)I.) E°,'') 	i-3-7ZJ YE YE 

-a*fN 2 5 --C-L` 	Lk-, 

'):'J— 3 —4 /I.] 	t/l/i.Z 

( R ) 	— [ 1 — 	(4 — 7 )1/7J- 1=17 i=)1.) 	E 

R 	t e r t —1/1/ (250 mg, 	0.85 mmol 

) 	I,: 441-11E*A/ 1 , 	4 — :'J7J-*1 474'ff-Y (2. 5 mL) 	))1:1A., 	25.E're18HilV 

Iti' L tc. 	r,-o3  7,l, 	12tK 6ER L, rfAlEat (220 mg, tin) 	''1'41  

tc. 

[0249] -a*fN 2 7 

(S) 	— 	[ 1 — 	(4 — 7/1/7J- 1=1 7 i=)1.) 	E''. ') :'J 	— 3 — 4 /I.] t)1./.z 

ilk 	t e r t —Vs )l. 

(S) —E, I):— 3 — 4 )1./ 	'  JR— t e r t-1/1/ (500 mg, 

[0250] 

2.50 mmo I.) 	JEll kiN 	e*"Ej*fN 2 5 L P100)51T-Eì L, rkillEat (4 

84 mg, 72%117$) V4tcc, 

__-a*fN 2 8 

(S) 	— 1 — 	(4 — 7/1/7J- 1=1 7 i=)1.) 	E' ,' '):'J 	— 3 — 77 Z YERYE 

-a*fN 2 7 --C-L` 	Lk-, 

') :'J 	— 3 — 4 )1.] 	t)I./...Z 

(S) 	— [ 1 — 	(4 —7/1/7J- 1=i7i=)1.) 	E 

R 	t e r t —1/1/ (250 mg, 	0.85 mmol 

CE111,\O-a*fN 2 6 LP100)51T-Ei'L, 	fltat (220 mg, Zi 

[0251] 

Fig) 	''ffitz-_- ,, 

_.-a*fN 2 9 

(R) 	— PI — 	(4 —7)1/7J- 1=17 i=)14 	El=1 '):'J— 3 -4)1,i t)i,/z 

WO 2013/147183 116 PCT/JP2013/059589 

0 mmoL) (4 mL) £ 100°C-e40tP^}i# Ltc0 K 

Vi)±l?)l'±)^At> P7h^77< - (A + t>/iSI 

x^;U = 100/0^70/30 (v/v) ) (550 mg, 82%]JX 

m) zmtc„ 
[0248] 2 6 

(R) -1- (4-7MD7izjl/) tf^U Vy-3-3P$ > i£jiBfei£ji 

#^^^|J2 5-e^L/c, (R) - [1- (4-7i^P7i-^) tf 

^ 'J V y — 3 — -f JU] JjJl//<$.y It tert —y'^JU (250 mg, 0.85 mmo L 

) tC 4 1 , 4-VX*-y-ymfe (2.5 mL) ^"ei80|^ 

„ J5J»7^ HH*£3IXU (220 mg, S*ft) £*§ 

tc0 

[0249] #t^£0U 2 7 

(S) - [1- (4 -7MU7JL—)1) tf^U S>'>-3--TJU] 

>B£ tert- 7"^JU 

(S ) — tf^ 'J Vy — 3 — -f >I| — tert— (500 mg, 

2.50 mmoD b mmit-&M (4 

84 mg, 72%JjX$) £?#fc0 

[0250] #t^£0U 2 8 

(S) -1- (4-7MD7izjl/) tf^U Vy-3-3P$ > i£jiBfei£ji 

#^J$$|J2 7 "e^L/c, (S) - [1- (4-7i^P7i-^) tf 

^ 'J V y — 3 — -f JU] JjJl//<$.y It tert - Jb (250 mg, 0.85 mmo L 

) 6 ^.Mibnty} (220 mg, SI 

ft) zmtc0 

[0251] #t^/£0IJ2 9 
(R) - [1- (4-7){,sj-n7JL-)i/) tf• uy>-3->nn 
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Ali 	tert -1/1/ 

(R) 	- El=1'):- 3 -4 JI/t/1./Z R 	t e r t -1/1/ (1.00 g, 

5.36 mmol.) 	EI10, 	-a*fN 2 5 LP10051--ea 	L. v14E-at (1 
.20 g, 80%117$) V41  tc: . 

[0252] _-a*M3 0 

(R) -1 - (4-7/1/7f1=17i=)1.) El=1')-3-7-1 -Z 	tine 

-a*fN 2 9Z-a) 	Ltc: (R) - (1 - 	(4 -7)1/7J- 1=17 i=)1.) 	El=1 

'):')- 3 -4)0 t/1./Z 	R 	t e r t -1/1/ 	(250 mg, 	0.89 mmol.) 

CE111,\O-a*M 2 6 L liA00)51--ea L. rfliEat (220 mg, t'ilY9 

) c14tco 

[0253] __-a*M3 1 

( S ) 	- [ 1 - 	(4 - 7 )1/7f1=17 i=)1.) %-3-4A.] 3 -4 A.] t/1./...z 

ilk 	t e r t -1/1/ 

(S) 	-E1=1'):-3-4/1/t/1./Z R 	t e r t -1/1/ (1.00 g, 

5.36 mmol.) CEIION 	-a*fN 2 5 LP10051"-C-Eì  	L. v14E-at (6 

69 mg, 45%117$) V4itc_-. 

[0254] __*-a*fN 3 2 

(S) -1 - (4-7/1/7f1=17i=)1.) El=1')-3-7-1 Z 	tine 

-a*M3 1 --e-aLtz-_- 	(S) 	- [ 1 - 	(4 -7)1/7J- 1=17 i=)1.) 	El=1 

'):')- 3 -4 A.] t/1./Z 	R 	t e r t -1/1/ 	(250 mg, 	0.89 mmol.) 

CE11 ki\O-a*fN 2 6 LTA00)51ea L,  rfAlEat (208 mg, t'ilY9 

) c14tco 

[0255] __-a*fN 3 3 

4 - 	[ 3 - 	( 	1) 7 )1/7J- 1=1)< 	)1.) 	- 1 H - E7 V-)1.- 1 -4 A.] L°'.') 

WO 2013/147183 117 PCT/JP2013/059589 

tert-

(R) —kfP'JS/y—3—-f >It t e r t-7'fib (1.00 g, 

5.36 mmo L) 2 5 U (1 

.20 g, 80%J») %mtzo 

[0252] #t^£0U3 0 

(R) -1- (4-7;U:T|-P7X—;u) bf P U y > — 3 — 3P $ > i£jiS&Eji 

#^J$0!I2 9-e^L/c (R) - (1- (4-7i^P7i-^) fcfP 

'J ^> — 3 — -f JU) ^JUA'$>It t e r t (250 mg, 0.89 mmoL) 

2 6 h|W|^i®^';iT-nJ55c U iHS'fb'n^ (220 mg, Sift 

) £?#*:„ 

[0253] #t^£0U3 1 
(S) - [1- (4-7ju7i-a7x-ju) b°p u 3->nn 

>B£ tert- 7"^JU 

(S) —kfP'JS/y—3—-f >It t e r t-7'fib (1.00 g, 

5.36 mmo L) 2 5 £|^©;&£-e^£ U ^M^b^ (6 

69 mg, 45%J») £?#fc0 

[0254] #t^/£0IJ3 2 

(S) -1- (4-^JU^P^X—;u) b°p u y>-3-7$ > j&fflifa 

#^J$0!I3 1 -e^L/c (S) - [1- (4-7i^P7i-^) fcfP 

'J ^> — 3 — -f JU] It t e r t— y'^JU (250 mg, 0.89 mmoL) 

6 ^.Mibnty} (208 mg, Sift 

) zmtc0 

[0255] #t^/£0IJ3 3 

4- [3- ( K U 7JU;fr P * 1-)\y) — 1 H — JU — 1 — -f JUl U 
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J- 1 -t/l/tft 	t e r t -1/1/ 

3— 	( 1') 7 JI/A-  1=1 )( 	Ji/) 	— 1 1-1 — E7 NI -)l. 	(272 mg, 	2.00 mmol) , 

4 — L KI=1*:>Ei'):— 1 —t/l/tR 	tert— 7/1/(402 mg, 2. 

00 mmol) atie 	') 7 i=)1/77 4 i (629 mg, 2.40 mmol) 05-  I7L F 

1=1 7 7 	74',,f-Y (1.0 mL) 	6:.:25E--e7NI:')t)i/tR -r v 7°CI EA/ (1.36 ml- 

, 2.60 mmol, 	Hi.' 	'74'frI) 	)iiiiA., 25E1-C2211%1M' L tc. aFt43 7,1a 

[0256] 

VA-Yrfilaaint.,3•Erff-Y14K 	1=1 7 	7 7 4 -Z a Tzl  LrfAlEalt (289 mg, 

45%11R$) 	''ffitz-_- c, 

-a*fM3 4 

4— 	[3— 	( 1')7/1/7J- 1=1)<)1.) 	—1 H—E7V—)1.— 1 —4 )1/1 	L''''') 

-a*M3 3 --e-aLtc_-, 	4— [ 3 — 	( 	1) 7 )1/7J- 1=1)< 	)1.) 	—1 H — 

E7V—)1.— 1 —4/1.] 	E''''):— 1 —t)1/ 7JR 	t e r t — Ys)l. (1 

50 mg, 	0.50 mmol) 	0):'J 	1=1 Q)( 9' 	'74'ff-Y 	(1.5 mL) 	6:.: 23'01Z Imo 	1=1 

EilFR (0.7 mL) 	))1:1A., 3Hinft 	Ltc. aFt43 7,1, aVA-Yr5-1)124161.„ 

7.1<)iiii7LMFRi)v-CtEliffl Lk. VCV, 	 - 

[0257] 

F 	r, -/ATtiVA, VERN L, rfAlEat (140 mg, if 'En) 	''f'41 7-c_- c, 

__*-a*fM3 5 

3— [ (4 —7/1/7f1=1/1.) 7t*:>] 7-1-ff— 1 —t/l/tft 	t 

e r t — Ys )l. 

3 — L KI=1*:>77-ff— 1 —t/l/tR 	t e r t — 1/1/ (87 mg, 

0.50 mmol) 05- F 7L K 1=1 7 5 	g,,,f-y (2.0 mo6:.-.0t-e*A1Et 1 1)r,11, 

(33 mg, 	0.75 mmol, 	55%n)) 	))1:1A.303•12m1114-' L AL-. 0,0-c, 	4 —7/1/7t 

1=1, )1/11=1Z F' 	(62.3µL, 	0.50 mmol) 	)iiiA., 	25EIT1911%111/4' L tc 

o aFt43 7,1, aZat:.:7.1KMA., 1,FRi)1/---e3EitEliffit.,tc. VMJN,Mf0 

WO 2013/147183 118 PCT/JP2013/059589 

Vy- 1 -tDlstfyIt tert -D'^JU 

3- ( h 'J DM • * ̂ Jls) (272 mg, 2.00 mmoL) N 

4-t KP^ri> 'J y>- 1 -±>)l/tfy II tert -7"51>'K402 mg, 2. 

00 mmo L) K 'J 7 x. ~ 7 -f > (629 mg, 2.40 mmo L) CD-^h^tlK 

• 7^>)#^ (1.0 mL) (1.36 mL 

, 2.60 mmoL, ^-C220^£# J5J»7&J5 

Is P?h ̂ 77 -f -"eltii (289 mg, 

45%J») £?#fc„ 

[0256] #t^£0U3 4 

4 - [3 - ( HJ 7JUT|-ay ^JU) - 1 H - bf^V'-JU- 1 --TJU] U 

v > 

#t^/£0!J3 3-e^L/c, 4- [3- ( h'J 7JU:*PP<?1JU) -1H-

;u- 1 --nu] 1 tert (1 

50 mg, 0.50 mmoL) (DV0 (1.5 mL) K 'J DM • 

Ml (0.7 mL) 3mmmWLtc0 J5J»7^ U 

Ltc0 #$ui £a&*a&j&zK-c2fc&u 

K'J7A-e|g^ MJBflsU Hmb£^ (140 mg, Sift) £?#fc0 

[0257] #t^£0U3 5 

3- [ (4-7JU;frn^<yV)\y) Tiz^yy- i -tui/TfiyM t 

e r t - D^JU 

3 — t K P ̂  T7 ii 51 > — 1 — tert — (87 mg, 

0.50 mmo L) 07^ K ^ tl K • 7 ̂  >/#/S (2. 0 mL) tc 0 "CT'TK^'fb^-h'J 7 A 

(33 mg, 0.75 mmoL, 55MJt) £2JDa.30#^iS# b/c0 l^T, 4-7JU:* 

P^>y;U7'P$K (62.3ML, 0.50 mmo L) £JP*., ^.S"ei90$IM# Lfc 

o JSJ^^TK^JP;^ ^x^;i/-e3Hiaai Lfc0 
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AYEAKTA349„T 7.1KORt 	') r, A TtVIA, WEAN L tc. 14' 6 t1.tcR3AT 

:>') tit/l/t 7101=17 I- 	7 4 — ('N*It/E1/FRI)14 —flit 	1,, 

	'k.'llEalt (68.8 mg, 	49%117$) 	V4i tc_-. 

[0258] -a*fM3 6 

3— 	[ (4 —7/1/7J-1=1//1.) 7*:>] 	77-ff:') 

0 -a*fN 3 5 -C-aLtz-_-, 	3— [ (4 —7)1,7j-i=i)1,) 7*>] 7 

-ff:'JJ— 1 —t/l/tR 	tert —V')I. (68.5 mg, 	0.24 mmol) 	CE11 

0, 	-a*fN 3 4 L P100)51T-Ei' 	L. rfAlEat (53.3 mg, tin) 

14 tc: . 

[0259] -a*fM3 7 

3— (4 —7/1/7J- 1=17i J *:>) 7 7 -ff:') 	— 1 —t/l/tA31 	tert— 

/ 

3— (1-:>)1/7f*:>) 77-ff:)— 1 —t/l/tR 	t e r t — 1/1/ (1 

64 mg, 	0. 50 mmo I.) , 	4 — 7/1/7J-  1=1 7 i ) — )1/(67.3 mg, 	0. 60 mmol) aVeg 

-t :> r, 11, 	(116 mg, 	0.60 mmol) 	0)N, 	N —:'))( 	)1/*/1/./A7-1 -Z Kg'ff-Y 	(1. 

5 mL) 	80°C-"e16Hircti-Ltc. aFt437,1. 	7.1<)iliAll'FRI)1/T3111#Eliffl 

L tc. VCV, 	Mflilft1-17.1<TA341„:,:VIKKOgrd- 	') r, IA TIM. WEAN L 

tc. 14' 6411L- R3AT 	') tit/l/t 71-01=17 I- 77-f — (iN*It/EilFR 

I)1.) Tlitt'L, rAlfa t (97.4 mg, 73%117$) V4I tc. 

[0260] -a*fM3 8 

3— (4-7/1/71=17i)*:>) 77-ff:') 

0 -L'*fM37 --eal,tc_- 3 —  (4-7/1/7m7i)*:>) 77-ff:'J- 

1 —t/l/tiR 	t e r t —1/1/ (97.4 mg, 0.36 mmo 0 	Ell 	_-*,-EA 

[0261] 

IN 3 4 L P100)51T-Eì1_,, 	'k.'llEalt (84.6 mg, 	tin) 	1141L- c, 

__*-a*fN 3 9 

WO 2013/147183 119 PCT/JP2013/059589 

mMtmi- K u MJ±)IISL/CO 
is 'J PV h^77 -T - U 

(68.5 mg, 49%J») £?#*:„ 

[0258] #t^/£0IJ3 6 

3 - [ (4 - 7JU;fr P^>y;u) TiLl-Vy 

#^•$0113 5-e^jSL^ 3- [ (4-7;u^p^>y;u) *3f*>] T7 

iz^'vV— 1 — tDi/TfiyWi tert — (68.5 mg, 0.24 mmoL) 

t\ #^-n J^c^J 3 4 h|W|^i©^';iT-nJ55c U iHS'fb'n^ (53. 3 mg, 

zmtco 
[0259] #t^£0U3 7 

3- (4-DMUDJLJ 5-is) 7H3-*/y-1 -tUltfyf® tert-

7"^JU 

3- ( K•yjU^t^Sy) 7izHs'y-l -jjJl/tfyM t e r t -7°fJb (1 

64 mg, 0.50 mmoL) N 4 — 7JU7f P 7 x. J — JU(67. 3 mg, 0.60 mmoL) 

I|-tzi>7A (116 mg, 0.60 mmoL) CO N, N - :7P< ^JU/I^UA;7 $ K;#>S (1. 

5 mL) ^80°C-ei60|^Ji^L/co J5J»7^ 

Ltca »W^K'J^A-e|g'J:#, MJ±)IlsL 

tco ?#£*lfc0lz6 £:> 'J P7 K7'^7 -r - (^^r+fV/MI 

x^PJU) (97.4 mg, 73%J») £?#fc0 

[0260] #t^£0U3 8 

3- (4-7;UTI-P7I7^» 

#^^^|J3 7-e^L/c3 - (4-7MP7X7^S/) 

1 — >I£ tert — -/Di/ (97.4 mg, 0.36 mmoL) l\ #^n"J5Sc 

0!I3 4 £|W]*§(OT;£--e£-J5£U ^kMib^ (84. 6 mg, £mft) £t#/c0 

[0261] #t^£0U3 9 
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4— (4-7)I/7J- i=17i=)I.) —3, 	4—:')LKI=1*:>EI):')— 1 —t 

)1/ 7JR t e r t —1/1/ 

[0262] 

[0263] 

3AT21) 

74 	1=1 t 7°.-t/l/lEngtlE7J- Z Z r, L. (753 mg, 	0.30 mmo I., 	10M  j% flilAn 

EzVeN —)( 	)1.)1/* ,) 	— N —7J- *:> F' 	(1.58 	13.5 mmol.) g, 

)I. 

O)7 -t I- 	— 7MIPLagat:.-. 4 — ( 4 — 7 )I. 7J-  1=1 7 i=JI/) —5, 	6 — 	L K 

DE,):')— 1 	(2 H) 	—)j)i/tR 	t e r t — l)l. (2.50 g, 	9.01 mm 

ol) 	))1:1A., 25 T Rem,  1--  I., tc: . al/C*7'16A L, 	6',1It:.-Afil7J-Kngt 

t F ') r,1A7.1<g',* 	A., 	I'M' 	)1/ -e3111#1Eliffl Lk. Vtil 	tiOilftiki7.1C-e 

A341-„R7.1(0,0gtt 	') r, IA TIM, 	ifillEIRS' L tc. 14' 6 tt.tc RI 	t it 

t 7 IA 	1=17 	5 7 4 — (,N*1J- /EIFOgtiJI/) TIM' L, rAlta 

t (2.45 g, 87%117$) V4Itc. 

__-a*M4 0 a 

4 — 	(4 — 7 )1/7J-  1=1 7 i=)I.) 	L''' ,):')-3, 	4—:')7J- -)1. 

-a*fM4 0 b 

4 — (4 — 7 )1/7J-  1=1 7 i=)I.) — 1 , 	2, 	3, 	6-5- 1-7LKI=IEI)J- 

3  — t —)I. 

.Z.,, 

o-a*fm 3 9 --e-a 	L, tc 4 — (4 —7)1/7J- 1=17 i=)1.) — 3, 	4 —L 

KI=I*:> E'' I) :') 	— 1 — t )1/t JOgt 	t e r t —1/1/ (1.45 g, 4.66 mm 

ol.) 	0):')I=11=1)( 9' 	'7•4'ff-Y 	(14 mL) 	t:.= I- I) 7/1/7f1=1E1/FR 	(14 mL) 	)J1:1A., 

25.E're4HilM 	Lk. arz*7laVra4 ml-AJEAN L, POOMVS7.1<))11 

AA/FRI 	11/23111#1Eliffl L tc. Vtil 	tiOilftilli7.1c-CA341-, 	: 7.1<0,0gtt 	') r, 

TIM, 	ifillEIRS' L tc. 14' 6 tt.tc RI 	') t it )I. ( 7 Z ) 	) t 7 ix 

Q7 	7 7 -I --Clit11 L, rfAlEatT 	ZO -EìWN 4 0 a (189 mg, 4 

8%115($) c14tco 

o-a*fm 4 0 a oazwrf-Y6 mL; lain 1,, 	p —  I- )1/i 	)1/ 7J 	Ogt7i< 

*U 	(420 mg), 	I- A/i 	(5 mL) 	)iriA_100°C---e4HirCti' Lk-. ar,t.337,1 

WO 2013/147183 120 PCT/JP2013/059589 

4- (4-yMnyjj-;u) -3. 1 

)\s^yIt tert -7"^^ 

7°iz>/U'fbll'fb^7v $ (753 mg, 0.30 mmoL, 10jfiil% 

K (1.58 g, 13. 5 mmoL) 

(DTiz K > - 7K;Fb"n tC 4 - (4-7i^P7i-^) -5, 6-^LK 

• t0|J^>-1 ( 2 H) -t)Jlstf> II te rt-7'^U (2. 50 g, 9.01 mm 

oD ^-e60i^^L/co £j»7^3i§u 

•f h 'J 0A7K)^t^iaX, ^X^;i/-e30aai Lfco #$Jf 

^ h 'J MJ±)IlsL/co t#bti/ca^^vU±)^ 

i^7A^P7h^77^ - (^^rt>/ftixfJL') "e^ U ^§Hb£-

$l (2.45 g, 87%J») £?#fc„ 

[0262] #t^£0J4 0 a 

4- (4-7i^P7i-^) 'J i/'y— 3, 4-i/J—)\s 

[0263] #t^£0J4 0 b 

4- (4—7 JUTI- • 7 x _ JU) -1. 2. 3. 6 -=j- V =j b K • b° U S/ > — 

3 -;fr—JU 

#^"nJ$$iJ3 9-e-^J55cL/c4 - (4-7i^P7i-^) -3, 4-^'t 

KP^r'V L0/^ 'J yy— 1 — 2j,IUtf\>|£ tert - 7*f Jb (1.45 g, 4.66 mm 

oL) (DVO (14 mL) tc K 'J DM PM£ (14 mL) 

^-e40|^Ji^L/co mLMJ±)IlsL, fSffittWTK^JP 

A^x^;i/-e30aai L/Co h 'J 0 

mi±)M^Lfc0 mbtifcmmz'yjtjvju (T<S%) 
P7h 7 -f —T'ltii LN 0 a (189 mg, 4 

8%J») £?#fc„ 

#^^^|J4 0 a mLMJ±)Ils Up- hJUx >7JU* >||TK 

(420 mg)N hJUx> (5 mL) ^j]UXim°CT:mmmWLtc0 J 
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[0264] 

[0265] 

[0266] 

aVrf-YrflaSin L. P01:1M27.1<)iliAll'FRI)1/T3111#Eliffl Lk-. VM1,1 

POO7 17.1KTA341„R7.1<KRJ-  I-') r, 1.,. TIM, AJEA'S' L tc. 14'6 tt.tcR 

31Ti ') t it)i. (7 Z i 	t 7 ix 	1=17 1- X7 7 7 -1 — - - ( 1 itl'  1, , rfAlLa 

lt--ezo-a*fm 4 0 b (82.6 mg, 15%J17$) V4i tc. 

-a*fN4 1 

1 —7Z 1 — 3 — (4 —7/1/7J- 1=r7i=)1.) 7°1=1— 2 —7J-  —)1. 	1-1R1-1 

1 —7')/1.-4-7/1/7J- 1=1 -ff 	(1.00 g, 	7.34 mmol.) 	0)1=11=1)(51  

',II 	(20 mL) 	6:.:0°C-C)< 51 	1=11=138,9_,Ngt 	(1.80 g, 	7.71 	mmol.) 	)JiiA. 

22 -e3 El ricti-Ltc. aFt43 7,1, PO I:10 R J-  I- ') r, 1,.7.1< g A 	)ilil A.. 	1=1 

1=1*)1.1ATAffl Lk-. VC1,:,:o.KO,R7 	,.Lx ---etiM:31, 	6318 Lk-. t 

-Ztt a) 	1=1 1=17J)1/1,-g',,a 	7 	=77.1<-)< 51  J —)142-agAt:.-.1i5T L. 	74 

D r, i — laFt4E--ei OM ---e30312411/4' Lk. aVrat:AYERA_All 

Mik' L. 14' 6 tt.tcRI 	i 	)1/i-5-)1.-)( ,9' J —)142-ag'ffITMia 	Z 

L TrfAlEalt (0.75 g, 50%115($) V4i tc. 

-a*fN 4 2 

2-11=1—N— [3— (4-7/1/ 7J- 1=17i=)1.) —2—LKI=1*:>7°1=1E 

)L1 7-t I-7Z K 

-a*fN 4 1 --C-L` 	Lk-  1 —7Z J — 3 — (4 — -7/1/7J- 1=1 -7 i =AA 7° 

Di 	—2— 7J-  —)1. 	tiRti (0.75 g, 	3.64 mmol.) 	0):'J 	1=1 1=1 )( 51 	SN.E'ff-Y 

(16 mL) 	6:.:0°CT 1- ')I)1/7-Z 	(0.92 g, 	9.10 mmol.) 	7xve7i=177-t 

)1/11=1Z F' 	(0.88 g, 	4.37 mmo l) 	)iriA.0.5Hiricti-Ltc. ait-,*7,/, 	7.K 

)iii A_ 	1=1 1=1*)1/1A ---etEh ffl Lk-. 	C1 	,:,:o.I<O,R7 	r, ATIV:31 L. 

ifillE&E'' LrfAlEalt (1.03 g, 07%115($) V41  tc. 

-a*M4 3 

6 — 	(4 —7/1/7J-1=1//1.) 	)1/* ,) 	— 3 —7J- e-< n ipin 17) -9 

£ [9920] 
(»%z.6 '6 00-L) ^q^nnssiffl^ 

vn v 6 * £ Am%WW% lit °-J- n w wa v w • • o •?3 
>£ mtIM °-yn^Sa#09"0"^D¥^ (lomm z.e> '6 88 "0) -H 

(1 omui 0[ -6 '6 26'0) < n H aOo0-1 (~|W 91) 

(1 omui t^9 '£ '6 gz.-0) ^f|l^f 1f-£-S-< Vl=l 

Z {^(-^cu^(c- p) -2-r^d.-i-yn^a L pum^^ 

TTTTWI~C'V 
a^7\-z- {<](=?: cnpvc- p) -sj -N-imz-s 

S P\m^^ [9920] 

°~rn^ (»%09 '6 9z. '0) 

A<$vn^ 
o^n#gf^0£aOo00iaM^mz-x6n£ 

>A vn /- £ t-Wd. - • ̂0^ 

^ 0=/ii5 vf|?iav6^^ZAW>f^^SfK °^iwiavwD 
• 4 v^«m^v6fH-Ali^rra mtiM ^n&gfEUBea^ 

(lOUIUJ iz.'L '6 08"D (~iw 02) $§£< 

£^••£^0) (louim p£' i '6 00"L) Kg-KwUflf L-p-^((\d- I 

^FII^F If—-£-S-r^tnjL {<](=?= Cn¥<](C- p) -£ - I 

I P\m^^ [W20] 

(«T%91 'Bui 9'28) q 0 

^q mm AD^v^c^ (f^z) 
°-+ n^avc-rH-Aiiw^ 

68S6S0/£I0ZdfAL3d £8UH/£I0Z OAV 
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[0267] 

[0268] 

[0269] 

-a*M42 --e-al,tc_- 2-11=1—N— [3— (4 —7/1/7j- i=i7= 

)1.) 	— 2 — L K1=1*:> 7°1=1 EA.] 77-t F 7 Z K (1.00 g, 	3.45 mmol.) 0)15' 

) —11474'fa (16 mL) 	6:.-ARt ') r, L. 	(715 mg, 	5.17 mmo 1.) 	))1:1A.80°C-e2. 5 

Hircv-Ltc. arto7,1avrf-Y-t 7 -( 	638 1,, 151  i — )1/ T A3411, L- 

. 	6A 	VIM'' L, 	1=1 1=1 7J)1/1,. 	)]p 7L 638 L, 	6A 	AJEA'n L tc: . 141  

64-LtcR31i')t it/l/t 71.,. J 1=17 I- 	77 4 — (,N*It 	/EI'FRi)i. 

=1/20E1IFRIJI//)< 51  i — )1.= 20/1 ( v / v) ) Tali  1.,, VAIL-a 

(100 mg, 	14%117$) 	V4tc_-,, 

__*-a*fN 4 4 

2 — 	(4 — 7 )1.7f 1=1/ 	:'J)1.) 	)1/7J 	') 

-a*fm 4 3 --e-a 	L tc 6 — (4 — 7 )1/7J- 1=1 	)1.) 	)1/* ') 	— 3 

- 7j-i 	(100 mg, 	0.48 mmo 1.) 	05 F 7 L K1=17 7 	'74'ff-Y (4 mL) 	6:.:0°C-C7K 

„iE7/1/1.-:: =r, ix') 	',1a 	(21.8 mg, 	0. 57 mmo 1.) 	)J11 A., 	4Hirmm 	Lk-. 

azat:.-7.KAIL7/1/Z=r,10) 	r,I.,. (20.0 mg) 	))1:17.25E--e1Hircti-  1, 

tt o  aFt*7,1, ot-emfuntd-1-1) ,,LAK .74',4-YA., 25E--e203rimm 

Lk-. azat:.-,omm7, ,, IA 	)ilil A.tVI L, VIM'' 	Z = L ---e 

l'AiLata)gatMt (84. 9 mg) V4i tc. 

-a*fN 4 5 

(R) — 1 — (4 —7/1/7J-1=1/1.) 	E1=1')-3 — 7Z 	YERVEI 

(R) 	— El=1 '):'JJ— 3 —4 JI/t/1./...Z 	R 	t e r t — Ys )l. (500 mg, 

2. 68 mmo 1.) 	07 	1=11=1*/1/./474a 	(2 mL) 	6:.= 4 — 7 )1/7J- 1=11/1/11=1 Z F 

(329µL, 2.68 mmol.) 	. ))11 A.251ET11E1M14-'1,tc. M\ -Cal/War,: 4W-11E* 

„/ 1 , 	4 — 	7i-*It'74'ffI (2 mL) 	))1:1A., 	1 El YAIT' L tc: . ar,t33 7,1, 

	

ffot 	6ER L, ff,IlltiM:31 -  Z a' LTrAttat a)gatMt 	1 '41 tc . 

-a*fN 4 6 

	

1 — 	(4 —7/1/7J- 1=17 	=)1.) 	El=1 '):')— 3 —7J--J1. 

WO 2013/147183 122 PCT/JP2013/059589 

$£#!] 4 2 T"n L 2 — 7" • — N — [3- (4-7MP7I-

JU) - 2 - L KP^P:>70P tfJU] T7-tz K T7$ K (1.00 g, 3.45 mmoL) 

(16 mL) (715 mg, 5.17 mmoL) £ JP^80°C-e2.5 

mmmwLtc0 &&&&*-£?4 h3i§u 
o <? uuftJlsAZmXZMLs 5^^MJ±)IlsL/co ?# 

btltc^yk £:> 'J t)?Jlst)^A? PV h?'^7 -f - (^^rt>/ftixfJL' 

= i/20^M|x^;u/p<^y-;u=20/i (v/v) ) -e*iiiu ^Mlbiir 

$] (100 mg, 14%JM) £?#fc0 

[0267] #t^/£0IJ4 4 

2- (4-7JU7|-p^>y>)U) "EJUz-tNUV 

#^-nJ5c^J4 3-e-^J55cL/c6 - (4-7Mw<yV)\s) =E)\yfr 'J y- 3 

— ^~y (100 mg, 0.48 mmoL) ©-^h^tl KP7 7>i#iS (4 mL) tC0°C"T:'7K 

mit7)\s$-OAV^OA (21.8 mg, 0.57 mmoL) *k1)WX, 4mmmWLtc0 

&ifcmz7mit7)\s$-0Av^0A (20.0 mg) %ap^^-cimmmwL 
tc„ rc-nmwitmi- K U 

(84.9 mg) %mtc0 

[0268] #t^£0J4 5 

(R) -1- (4-Z>MW<yV)\s) b°P U y> — 3 — 3P$ > i£jiBfei£ji 

(R) — tfP 'J Vy— 3 — >11 t e r t — ZfUi/ (500 mg, 

2.68 mmo L) © 0 P P /I^UA;#^ (2 mL) ^ 4 - M P^>y;U7"P $ K 

(329^L, 2.68 mmoL) £jbPa.^-C1 EMW Ltc0 m^T&Jtmz 4 Mi^bTK 

m/1, 4-y*(2 mL) £jbp*.N 1S£#Lfc„ J5J»7^ HI 

5IX Us 

[0269] #t^/£0lJ4 6 

1- (4-7;UTI"P7x— ;u) b°p u yy-3-$—;u 
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[0270] 

[0271] 

[0272] 

'7A'Ag-AttCF, 	1 — 7)1/A-  1=1 — 4 — 	— Ki -ffJ (2.00 g, 	9. 01mmo l) 

E 1=1 ') :J 	— 3 — 7J-  —)1. 	(785 mg, 	9.01 	mmo l) , 	I) Jgg0J I) r, A 	(3.83 g 

, 	18.0 mmo l) 	, 	r, fail (I) 	(343 mg, 	1.80 mmo l) 	, 	tP] 	(114 mg, 	1.80 mmo 

I.) a* ON, 	N—:'))<J1/ 7-1ZJI,91 )—)1, (100mg) 0)1 , 	4 — :'J 7J-  *It 

suur-y90°C-el El, 110tT5HirCti'' Lk-. ar,ii.337 ,1, azi-Y-t 74 

638 L, 	6'ffIAJEA'S' Lk-. RIt:.-..* 	)iliAli/FRI)1.--etEliffl Lk-. VM 

1,1 	,:,:K7IKKOgrd-  I- ') r, IA TIM L, Alla1--  Z a L-erfAlEaltoCt 

It 	14 tc: . 

-a*fN 4 7 

	

(S) — 1 — (4 —7)1/7J- 1=1))1.) 	°D')/-3 -7/lakii 

(S) — ED') :'JJ— 3 —4 )1/t)l./Z 	R 	t e r t —1/1/ (500 mg, 

2.68 mmo l) CE11 0, 	0-a*fN 4 5 L P100)51"-CaL, rfAlEat 

0)AdtMt V41  AL-. 

-a*fN 4 8 

3 — )< 	)1.— 1 — 	{ 	[ 	( 1 , 	1 , 	1 — I- ,) 7)1/7J- 1=1— 2 —) 	)1/ .7°1=1- 

2 —4 AA 7J-*] t)1/7J=)1/1 — 1 H-4 Z YV—)1.— 3 —4 r , L. 	r, 

Lit 

1 , 	1 , 	1 — I- I) 7 11. A-  1=1— 2 — )< 	)1/7°1=ii— 2 —7J--)l. 	(500 mg, 	3 

. 90 mmo l) 	0) 	1=1 1=1*)1,./Aga (10 mL) 	t:.-..25E1  T 1 , 	1 ' 	— t/l/t=)14)-1 

zi. 'Y's  `I— )1. 	(696 mg, 	4.29 mmo I.) 	))1:1 A.1 HI PAT-' I, tc_-,, 	arVi-y6,-.7.1K)NA_, 

1=11=1*)1/1,.--e2E1tEliffl Ltc. VMJN, 	,:,: 7.1KKOgrd-  I- I) r, IA TIM L, 	AJER 

S' L tz-_-  . 14'6 tt. tc RIO) 7 -t 1-= I- ') )1474a t: 	r, IL )< 	)1,  (2.21 g, 	15.6 

mmol.) 	)ililA., lip ammi-- Lk-. 311311EA'S' L -CrfAlEata)AdtMt V4, -t.  

0) 	a)a)ii.31,:.-..)Ellotz-_-  . 

__*-a*fN 4 9 

WO 2013/147183 123 PCT/JP2013/059589 

1 -7;U^P-4-a—(2. 00 g, 9. 01mmoL) 

, fcfp <J *>*>-3-tf-Jl/ (785 mg, 9.01 mmoL) N 'J >1 (3. 83 g 

, 18.0 mmoL) N 3 ^bH^Kl) (343 mg, 1.80 mmoL) N $|W] (114 mg, 1.80 mmo 

I) JkZf N , N — is Di/T J JL$> J —)[/ (100mg) 01, 4 - ̂  ̂  > 

»^^90°C-eiS, 110°C-e50|^Ji^L/co K 

3}§U 5^^MJ±)IlsL/co a>lOK£;!]P;iM£x^jUXffldi L/c0 

n K 'j oA-e&mu Mj±;iis"r^c 
mzmtco 

[0270] #t^£0J4 7 
(S) -1- (4-7ju7ha^>yju) b°p u »>*>-3 -

(S) — tfP 'J Vy— 3 — >I£ t e r t — ZfUi/ (500 mg, 

2.68 mmoL) #^"n4 5 hCD;£"£•"• J3c U iHS'fb'n^ 

[0271] #t^/£0IJ4 8 

3 - y 1-)\y- 1 - I [ ( 1 . 1 . 1 -MJ 7JU7I-D- 2 - y ^JU7°DA>-

2--TJU) 7|-^->] ^JUz-K-JU) -1 H —-T $ yV—)\s~ 3->T ^7 A 3^7 

lbli 

1, 1, 1 - K 'J DMU-2-p< 5L;U7°PA>-2-# — JU (500 mg, 3 

.90 mmo L) CD ^ p p /1NJUA;#>S (10 mL) 1 , 1' - tl )\stf-)\si/ -f 

$.yV—JU (696 mg, 4.29 mmoL) £jQ;i1 Sjfl# L/c0 JXJ^A^CTK^AQ;^ 

P P/1"N>iUA-e2[5]aai L/Co h 'J OA-e&m U MJ±)I 

ffiLfco (2.21 g, 15.6 

mmoL) 1®^Ji^L/co MJ±)Ils t 

(D££;X(Djx.fcslzm^tc0 

[0272] #t^£0J4 9 



[0273] 

[0274] 
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1 - 	(4 —7/1/7J- 1=17i=J1.) 	—3 —L KI=I*:>E1=I')-2-7J- 

3 —L KI=I*:>:')L KI=177-2 	(3H) —7J- i (5. 	00 9 , 	49. 

Ommo I) 	L 4 —7/1/7J- 1=177=') 	(6. 	53g, 	59. 	Ommo I) 0) 

m-alt 	1 5 0 t T 1 El ?Ai' L tc. arz*7,1, azat:.-_:-) 1=11=1)< ,9' 	a 

rie 1 0 M 7.1< ME t Imo ') r,1A7.1<gA 	MA_ --C 638 L tc . 	6'A t:.-.. 	CI CI)( '91 

R.VaVER 	))1:1A. p H 1 t: L. 14 6 tt.tc 	12tK 	6ER, 7K T A349. AlltV 

Z a'. L T rfAiLat ( 6 . 	7 8 9 , 	7 1 %11R$) V41 tc: . 

-a*fN 5 0 

3 — 7 7  Z ) — 1 — (4 —7/1/7f1=17i=)14 	EI=1'):')-2—J- 

o-a*fm 4 9 T1'41 6 tt. tc 1 - ( 4 — 7 )1/7J-  1=1 7 i =AA - 3 — L 'D 

:'./ Es' 1=1 1) :'.; 	- 2 —7f 	(500 mg, 	2.56 mmol) , 	') 7 i =)I/* 	7 -I i 	( 

805 mg, 3.07 mmol) ate:')— t e r t-1/1.--(zi:-;t)i,tm (667 

mg, 	3. 07 mmol) 	0):')I=11=1)( 9' i 	(10 mL) 	-77-t F. 	') )I. 	(2 mL) 	'PLE;g. 

at::25H----e7NI:'))j)1,7jR:')i)l. (1.34 g, 	3.07 mmol, 	1,)1,i 	w,4-y) 

)iriA.1 Ent' Lk-. :'J- t e rt-1/1.--( Z i:'Jt/l/tR (667 mg, 

3.07 mmo 0 arf 7`1:'))j)l/t Jgg:')i)l. (1.34 g, 3.07 mmol, 	Hi.' 

g',1-Y) 	)]QA_ -,'_ 6 6:.-..311%111/' L tc. arz*TlaVAIAJEfin L. 14' 641. 

tcRIt:.= 4 MitlE7.KA:')7t*It 	(15 mL) 	)ili A., 211%111#' Lk. MIMI 

)1/A.7.1c-e2111#Eliffl Lk-. 7.K1,1 t:Aflil*VS7.1<arf1M7.KRIEt 	') r,1A7.1<gA 

))1:1 A_ 	pH 13t: L. 	1=11=1*)I/IA T2111#Eliffl L tc. 	VMJE 	,K7.1<0,0grd- 	') r, 

L.--etVIA, AlEfial-Z a'. L TrfAlEat (145 mg, 25%11R$) 	''f'417-c_-. 

-a*fN 5 1 

4 — )< 	)1/1 	J/1/*J0g1 	[ 5 — 	( 	') 7 JI/t1=1)< 	)1/) 	7J-  7 i 

— 2 --I A.] )( 	)1/ 

5— 	(F I) 7 )1/7J- 1=1)( 	)1/) 	7J-  7 i 	— 2 — t/l/tR (196 mg, 	1.00 

WO 2013/147183 124 PCT/JP2013/059589 

1- (4-yjutuy JI—JU) - 3 - b U Vy-2-^y 

3-kh'P^>ykh'P77>-2 (3 H) -tfy (5. 0 0 g , 49. 

Omm o I) t. 4 — • T— 'J y (6. 5 3 g, 59. Ommo I ) ® 

Ma Witt 1 5 0TCU1 SS^L/co 

x? 1 o K 'J 0 5ii Lfc0 'bMzWu n*$y 
HCU mbtitcmw^h^ yk-zmfts 

(6. 7 8 g , 7 1 %®$) £?#fc„ 

[0273] #t^£0U 5 0 

3 - 7$ y - 1 - (4-7JUTl-a7x— )\y) hfa'j i/y-2-#y 

#^^^|J4 9Tl#^tl/c 1 - (4-7i^P7i-^) -3-tKP^r 

Ss bfn'J Ss'y — 2—?f y (500 mg, 2. 56 mmoL) N K 'J 7 x-Jl/^X7 -f > ( 

805 mg, 3.07 mmoL) RTfi? — tert — — ^ $ J >I£ (667 

mg, 3. 07 mmoL) <J)V9 UU^-^y (10 mL) -yiz K — K 'J JU (2 mL) 

(1.34 g, 3.07 mmoL, 

%1)WX\UmnLtc0 *J-t e r t II (667 mg, 
3.07 mmoL) S.t/77(1.34 g, 3.07 mmoL, hJUx> 

}§&) ^iPx^^tc30|^Ji^L/co %bti 

tcmmz4ui&{b&mvx*v-y (15 mL) mmmnLtc0 

;u;&iPx7K"e2[g]aai Ltzo TKHtctSffittWTKS.t/lMTKII'fb^- K 'J ^7 ATK;#^ 
pH 13td Ls ^••/1-N>iUA-e2[5]aaiL/co K 'J 0 

A-e&m, mi±)m^st^z(145 mg, 25%w) %mtc0 

[0274] 51 

4 -^^jis^y-tzyxjisftym [5- ( h u yjutu^^ju) -uyjiy 
— 2 — -j )[/~\ * -pi/ 

5- ( K 'J y • * 1-)\y) ^7i>— 2 — (196 mg, 1.00 
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[0275] 

[0276] 

mmo 0 05- F 7L K m 7 7 	.72/',4 (4 mL) 6:.:25.H.T7E„1E77 /1/Z = r, A ') 

r, IA (49.5 mg, 	1.20 mmo 0 	MA., 22T3Eirm11.14  Ltc. aFt43 7,1. 7.1< 

. EI,FRi)i/ave 1 miloWNAA,FRi)1/--e3EitEliffl Lk-. 	E1 	Mf1:11% 

1-17.1< TA341-„R7.KKRt I- ') r, IA TIM, 	ifillE&E'S' 1., , 	[ 5 — ( 	I) 7/1/7f 

1=1)< 	)1/)3- 7-2--')L]  J 	)< 51  J —11.0)gatMt 	(411 	mg, 	,1E1E1 

it t) V41  tc: . 0,0-c, 	[5 — ( 	') 7 )1.7f CI) 	)1/ ) 	t 7 i 	— 2 — 4 

J1.] )( g j —)1,0c±mt (411mg, 1.00 mmo 0 05- 	7 L K1=17 7 474',4-Y 

(4 mL) 	6:.-.22---e I-') i 	)1. 7 Z J 	(279µL, 	2.00 mmol) a rf p — 1-/l/i 

	

)1/7J.i RA0.M (392 mg, 	1.20 mmo 0 	)J11 A., 25ELI  T24HirAMI4' 1, tc . a 

VAI WEAN L Z. rfAlEalt (828 mg) oAdt Mt V41  tc: . -t.  a) 	a 
lii.74:1110tc_-. 

-a*fN 5 2 

4 — )< 	)1., 	J-ff 	)1/*Ak 	[4 — 	( I- I) 7 )1/7J- 1=1)< 	)1.) 	—1 H — E 

7 `i—)1/ — 1 — 4 )1.] )< 	)1. 

4 —  ( I- ') 7 )1, 7J-  CI) 	)1.) — 1 H— 17 `J—J1. 0 5-  I- 7 L K 1=1 7 7 	'74 

A (2 mL) 	6:.-.25E'T 1 , 	8 —7-11fE' 	1=1 	[ 5 . 	4. 	0] r, JT)j — 7 — 

i 	(10. 9 µI, 	0.07 mmo 0 1xrfi7*/1/1,.77/1/52 L F (43.8 mg, 	1.46 mmo 

0 	))1:1A., 60°C--e12HirCti', 251E11114-'1_,7-cc, aFt,a 	638L-C, 	6 

At:0°CZ I-') I/1/ 7 Z i (153µL, 	1.10 mmo I.) Ix' Ve p — 1-)1/i J/1/* 

JR,:,:;.7.10t 	(286 mg, 	0.88 mmo I.) 	. ))11 A., 	303•M#1. #1-'1,tc_-. 	ag.33.7,1. 	a 

VAIt:Afrangtt 1- 1) ,,IA7.1<gA))1:1A., ElIFOgti/l/TtEliffl Ltc. VAla 

: 7.KKOgtt I-') r, IA TtV31, 	ifillE&E'S'1_, tc. 14' 6 tt.tc RI 6:A/FR= 	/I/ 	)ilil 

A., 61, ifillE&E'S' 	Z a'. L TVAIL-at IOC tWt (232 mg) 	14 tc . 

._*-a*fN 5 3 

2— 	[3— 	( I- I) 7 )1/7J- 1=1)< 	)1.) 	—1 H — 	°7`J—)I.-1 — 4 )1/) EI/FR 

IJI. 

WO 2013/147183 125 PCT/JP2013/059589 

mmo L) ©Th7tKP77>M (4 mL) IC^-CzK^b -0 A 'J ?-

OA (49.5 mg, 1.20 mmoL) Z1NX, ^^30 MMW Ltc0 J7K 

m&m&i- K >J MJBIISU [5- (KU7J^ 
n*3-Jls) f^7i>-2 —r ^ y —(411 mg, 

t^) £?#fc0 i^lNTs [5- ( h 'J DM • * 7-JU) f^7i>-2-^ 

JU] P< 9 J — )\s(D%R^M% (411 mg, 1.00 mmoL) 0jh7t:h*P77 >/§/& 

(4 mL) K 'J JL^JlsTS: y (279ML, 2.00 mmoL) &£/p - hJUx> 

(392 mg, 1.20 mmoL) Z1NX, ^-C240^£# Ltc0 K 

j&fo%ME)M$feLTs ^M'fbn"^(828 m)(D%R^M^%tc0 

[0275] #t^£0U 5 2 
4 - jt+j^yizyxjisTisyM [4- (h> u ~>Mu* ^JU) -IH-L° 

^ V'-JU- 1 ->nn y 

4- ( K 'J • P< ^JU) -1 H-tf7V-Jb©Th7t KP77>i# 

& (2 mL) IC^S-ei, [5. 4. 0] Oy^t>-l~ 

x> (10. 9/xL, 0.07 mmoL) K (43.8 mg, 1.46 mmo 

I) £3J60°C-ei20|^Ji^ ^-eiSS^L/co 5 

^^0oC-e K 'J x^U;7^ > (153/AL, 1.10 mmoL) Rtf p - hJUx>7JU/1"N 

(286 mg, 0.88 mmoL) 30#^£#Lfc„ J5J»7^ J5 

h 'J OATk-fefcZiQA., Mtx^ju-effldi L/co MtikM*. 

m&m&i- K u ^A-e^ MJ±)IISL/CO mbtitcm^zmt^^hu 
X, 5ii, (232 mg) £?#fc„ 

[0276] #t^£0U 5 3 

2- [3- ( K U -JMU*3-)\s) -1 H-1^7'/-Jb-1 -^Jbl Ml 

x^U 
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[0277] 

3 — 	( 	1) 7 )1, 7j-  1=1 )( 	ji/) 	- 1 H — E7 V—)1. (68 mg, 	0. 50 mmo 1.) OD 

1=11=1*)1/./Aga (2 mL) 	(:.-ARt ') r,L. 	(104 mg, 	0.75 mmol.) arfl1=1E/F 

pi)i, (100 mg, 	0. 60 mmol.) 	))1:1A.70°C -C2HirAtti'' Lk-. 	r,lEt 	') 

r,IA 	LA RIM A., 	:5 6 t:.-.1 El 4,144-' L tc. aza6:1 -i)i, —3 — (3 —) 

)1/ 7 Z i 7 c =IE )I.) t )1 / 7J 	4 Z K YERVEI (147 mg, 0.77  mmo 0 . 	1 — L 

Ki=1*:>/js 1,1) 7 NI—)1, (AWE) az f i ,9' i — )I. (5041.0 	))1:1A., 2 

Himmi-Ltc. aFt437,1, azi-Yt:.-..7.KA.1=11=1*)1/1A TA ffl L tc . 

Wil 	,:,I0.<0,0grd- 	I) r, IA TM, AJERS1-  Z a' L-erfAlEaltoCt 

It141 , 	- - 10 	0 tt 0  

-a*fN 5 4 

4—) )j'31 	2— 	[ 3 — 	( 	') 7 )1.7f 1=1)< 	)1.) 	—1 H 

— E7 V—)1.— 1 — 4 A.] 1 	)1. 

[0278] 

_-* -a*fN 5 3 -e-a 	L tc 2 — [ 3 — ( 	') 7 )1/7J-  CI) 	)1.) —1 H — E 

7 NI—J1/— 1— 4 )1/) I'M' 	)1.0)AdtMt 05- 	7 L K1=17 7 	'74',1I (4 m 

L) 	t:=0°C-e7.KAiL77 /1/:-Z =',./--\ I) 	r,./--\ 	(40 mg, 	1.05 mmol.) 	.))11 .A., 	3Hirm 

111.14' L tc 0 aFt437•1, avrf-Yt:.-Afoomt 1- I) r, A 7.1< g 'AI 	)i u A_ „:,I0.1<0, 

R7 	r,IATIV:31, 6A L, 1464-Ltc 6A 	75-111SIS' L tco 0,0-C1'41 6 

4-Lk-RIO) 	fJ 1=11=1 )< 51 	'74,4-Y 	(2 mL) 	t:.= 	') =3J1.7 Z 	(80 m. I-, 	O. 57 m 

mot.) 	arf p — 	)1.iJ ZJI.t-JI.fJ1=11) F 	(300 mg, 	1.57 mmo 1.) 	))1:1A_, 

25E--e1Hirmm 	Ltco aFt‘AAJEANL, ,A 

-a*fN 5 5 

5— 	( 	1=11=1 )< 	)1.) 	—3— 	( 	I) 7 )1.7t1=1)< 	)1/) 	—1 I-1— E 7 V-11,  

3 — ( I,  I) 7/1/7J-1=1)< 	)1.) — 1 H — E7V—J1.— 5 — t/l/tAgi/l. 

(104 mg, 	0.50 mmol.) 	0)5- F 7 L K M 7 7 	.7.,/,4-y (4 Rio 	6:.:0°C -e7.KAIL:'J 

4 V IJI/7-1/1/Z =',.LI, 	(1.75 mL, 	1.75 mmol, 	HI/I 474,1-Y) 	))1:1A., 	211i 

ram 	#`-'L tc 0 a VAI t: M fil KR t 	I) r, IA 7.1<g',4-Y 	)iii A_ „:,:o.KKR 7 

WO 2013/147183 126 PCT/JP2013/059589 

3- ( h 'J DM • * ̂ )\y) ~ 1 H - \Z=?V—)\y (68 mg, 0.50 mmoL)®^ 

• (2 mL) (104 mg, 0.75 mmoL) 

I£x^JU (100 mg, 0.60 mmoL) Ltc0 3 ^b^ h'J 

oAzmmiNX, zbiziBmwLtco -JI^)\S-3- o-v* 
J 7°P tfJU) K±mll±m (147 mg, 0.77 mmoL) N 1 - t 

KP^>^>X/ K 'J 7s/-)\s (M£SM) &t/x^y-ju (500ML) 2 

K <J oArm^ 

[0277] IJ 5 4 

4-y 2- [3- ( S U DMU* ^JU) -1 H 

-bf^V'-JU-l ~^JU] x^JU 

#^^|J5 3U£>f$Ltc2 - [3- ( K 'J DMU*^-)l) — 1 H — tf 

"yV—JU— 1 — -Y JU] h "y t: KP7^>;#}S (4 m 

L) tC0°C"T:'7K^'fb;7>'U$ — 0 A 'J A (40 mg, 1.05 mmoL) *k~h\\X^ 30#^ 

JfJ^L/co K 'J 0 ATK^^^JP;^ 

9^S/ 0 AT'SIL ?>J/!LN t# <o tlfc L/c0 

HtcBW(Diy<Pnn*9y^M (2 mL) tC K 'J x^JUT7$ > (80M-L, 0.57 m 

moL) J&Zf p — hJUxyXJUfc—)\/0 P 'J K (300 mg, 1.57 mmoL) ^JPxN 

[0278] #t^£0U 5 5 

5- (^pp^fjl/) -3- ( I-'J DJUytU^^JU) - 1 H - bf^V'-JU 

3- ( K 'J P P< ^JU) - 1 H — tf^V-JU— 5-tUlstfyM^^Jls 

(104 mg, 0.50 mmoL) CD-^h^t: KP7^>/#/S (4 mL) tC0°C"T:'7K^'fb'>? 

^V7*Wi^-CA (1.75 mL, 1.75 mmoL, hJUx>;#}S) 20# 

^Ji^L/co K 'J 0 ATK^t^iP^-s 
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r,11.-CIVIA, AJERS' Lk-. 00-C1'41  6 tt.tcRli (28mg) 0):')1=11=1)< ,9,  

garCitiEt=)1. ((39.4 mg, 0. 33 mmol)

t 

	))1A.,

M 

 2

t

5Ee1 BM 	L, t: c  a 

Ft43 7•1, aVA-Yr-1)EANL, rAlEaloCtV41, -0) 	a) 

alii.74:.:1110 AL-. 

[0279] __-a*fN 5 6 

1 - 	( 	1=11=1) 	)1.) 	- 5 - 7 i=)1.- 3 - 	( 	') 7 JI/t1=1)< 	11/) 	- 1 H 

- E7 V-)1. 

5 - 7 i=)1.- 3 - 	( 	') 7 )1/7J- 1=1)< 	)1.) 	-1 H - E7 V-11/ (500 mg, 

2.36 mmol.) 0)5- 	7 L H=17 7 	'74,,,Ty 00 mL) 	(•:.:25EIT 1 , 	8 -:')771f E 

:>1=1 	[ 5 . 	4. 	0] 	r, 	52)J - 7 -IJ 	(35.2µL, 	0.24 mmol.) 1&oei7 

*A/11,7)1,5 L F' 	(142 mg, 	4.71 	mmol.) 	. ))11A., 	25Ea' --e119 1.114-' I., tc . 	az 

,,f-y6sliAt.,-c, 	6,4-yt-,:25,:si--evalE7J=)1, 	(1.26 mL, 	17. 2 mmol.) 	))1:1A_, 	1 

En 	Lk-. aFt‘V 7'1, aZ'ffYffillISIS'L, 	EA lEat a) Tba'ff-Y141, 

-t.a)a)ag.3t...)Ellotc_-. 

[0280] __-a*fN 5 7 

4 - )< 	)1/i 	J-ff 	)1/*JR 	[ 3 - 	( 	') 7 )1/7J- 1=1)( 	)1.) 	-1 H - E 

7 V-)1/- 1 - 4 )1.] )< 	)1. 

3 - 	( 	1) 7 )1.7f1=1)< 	)1/) 	- 1 H - E 7 `i - )I. (100 mg, 	0.73 mmol.) 	0) 

N, 	N -:'))< 	)1/*/1/./A 7 Z Kg'ff-Y (2 mL) 	6:.:25ET71KAIEt 	1) r,1-1. (35. 

3 mg, 	0.88 mmo 1., 	55%n)x) 	))1:1A.111irAtti4-' Lk-. 	/7*/1/11.77 /1/52L F 

(26.4 mg, 	0.88 mmol.) 	))1:1A_, 	1191114-' L, tc . 	0,0-z-, 	azat:.-.0t-ei-i) 

i 	)1, 7 Z J (204µL, 	1.46 mmo 0 atie p - HI/I 	)1/*=)1. 	C1') F ( 

230 mg, 	1.21 	mmol.) 	.))11 A., 	403•134111.14-' Lk-. 	lit.33 7•1aVrat:=7.111:1A. 

I'M' 	)1.--etEliffl L tc. VMJE 	Mfilftila7.1c-e5A341, 	,R7.1<0,0grd- 	1) r,1.1, 

TIM, 	ifil/EIRS1_,, rfAlEat (181 mg, 78%117$) V41  tc. 

[0281] __-a*fN 5 8 

WO 2013/147183 127 PCT/JP2013/059589 

MJ±)IlsL/co tcBW (28mg) (DVOUUt^y 

mmzikit(39.4 mg, 0.33 mmoL) £jbPa.N ^"eiSJi^L/co R 

[0279] 5 6 

1 - (0nn*3-)\s) - 5 -71-^-3 - ( K U DMn*3-)\s) - 1 H 
-b°^y-;u 

5 — 7 x —)[/— 3 — ( h 'J 7)ls?f • ̂  ̂ -)l) ~ 1 H - )\s (500 mg, 

2.36 mmoL) GD^ (10 mL) 1 , 8 -V7*f\f. 

•>"^7 • [ 5 . 4. 0 ] 0 y^rtl — 7 — x > (35. 2^L, 0. 24 mmo L) 

MA7^Tth* (142 mg, 4.71 mmoL) *k1)WX, ^-C1S£#Lfc0 J5J& 

-)\s (1.26 mL, 17.2 mmoL) 1 

amwLtc0 Ki&mj&s 
t(Dt.t.)'K(DK^zm^tc0 

[0280] #t^/£0IJ 5 7 
4-y +)\s'<y-\zyx)\s7isym [3- ( s u ^JUTl-gy^JU) -IH-L° 

^ V'-JU- 1 -^JU] y 

3 — ( h 'J 7Jls?f • ̂ 51)\y) — 1 H — \f=j V—)\/ (100 mg, 0. 73 mmoL) CD 

N, (2 mL) K 'J ^ A (35. 

3 mg, 0.88 mmoL, 55%M^) ^riP^.1 L/c0 /^tfUUAT'JU-rt: K 

(26.4 mg, 0.88 mmoL) £iP;iN 1 Elifl# L/c0 K 'J 

Ji^JUT^y (204/xL, 1.46 mmo L) Rtf p - hJUx y 7s)\y^—)\yO • 'J K ( 

230 mg, 1.21 mmoL) ^JPxN 40^^Jf££L/c0 SJ^AiltT^SJ^A)S^7K;&iP^-

% Mlx^;u-eaaiL/co »W^K'J^A 

T?S£4& MJBflsU ^M^b^ (181 mg, 78%J») £?#*:„ 

[0281] #t^/£0lJ5 8 
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[0282] 

[0283] 

[0284] 

)< q J/1/7JAli 	[ 5 - 	(2, 	2. 	2 - P)7/1/7J- 1=1I 	..:>) 	E' ,):') 

- 2 -4 A.] )( 	)1/ 

[ 5 - (2, 	2, 	2- P)7/1/7J- 1=1I1*:>) L"):)- 2 --OH )(5' 

J -)l. 	(138 mg, 	0.67 mmol.) 	0):')1=11=1)( '91 	.7.,v,4-y 	(2.8 mL) 	t:.:OtT F 	I) 

i)1/7-1 -Z J 	(468µL, 	3.33 mmo 0 ave)( ,9' J ZJI.t=JI.'Jm 1) F' (77. 4 µ, 

L, 	1.00 mmol.) 	. ))11 A., 	303A11.11--1,AL-c, ar,t337,1, 	azi-Ymfoir,i4E7 

=,,I.1.7.KgaBzVeMflilftiti7.KTA341L A:. VCV, 	,K7.KKR7 	r, 

11,-etIM, ifil/EIRS' L -CrfAiLata)gatMt (129 mg) 	Mk-. 

__-a*fN 5 9 

3- 	(t e rt- 7/1.) 	-5- 	(1=11=1)( 	)1.) 	- 1 H - E7 `1-)I. 

[3 -  (t e r t -1/1.) - 1 H - E7 `1-)1.- 5 -4 A.] )( '9' J -11. 

(617 mg, 	4.00 mmol.) 	CO 	1=11=1*)1/11, 	(20 mL) 	-1=11=1)( 51  J 	(10 mL) 

Magat:25131-eitiE7J- =)1. (577 µ, L, 8.01 mmol.) 	.))1:1A_, 22-e1 BM 

I' Lk. aFt437•1, azi-YmEgig--z a- Liz ctt,JVAIL-ala)Ct 

(931 m9) V4I  tz: . 

-a*fN 6 0 

4 -) 	)1/1 	J-ff J ZJI.t i 	[ 2 - 	( 	I) 7 )1/7J- 1=1)( 	)L) 	7"J-)1. 

- 4 - 4 A.] )( 	11/ 

[ 2 - 	( 	') 7J1.7J-  1=1 ) 	11/) 	7 `i-)1.- 4 -4( /I.] 	)( '91  J -J1. (42. 0 

mg, 	0.23 mmol.) 	0):')I=11=1)( 51 	'74',4-Y 	(1.7 mL) 	6:.:0°CZ 	')I/1/ 7-1 -Z 

(47. 9 µI, 	0.34 mmo 0 atie p - I- )1/i 	)1/ 7J.i R,K *It (89.8 mg, 	0.28 

mmol.) 	. ))1:1A., 22-e4Hirmm 	Ltc. azi-Y1-0Eiiaiirce-L, VAIL-ato 

t-ztt (191 mg) V41  A: . 

-a*fN 6 1 

3- 	(t e rt- 7/1.) 	-5- 	(1=11=1)( 	)1.) 	- 1-) 	)1.- 1 H - E o^i — H L L - (ir^*cm£) - g - (ir^z- * J 8 *) - £ 

L 9 [0$^# [17830] 

(em i6i) 

com&imm v"£« (10mm 
82 '0 'Bui 8 '68) - d M (louiui t7£-0 'Trf6 7.fr) 

< n H aOo0-i (~iui L'D (iomm e^-0 '6w 

0 ~ZP) M-r [ir>-i7-ir-/;z^ (ir^a-Mr*: fi H ) -3] 

[ir>-i7-

ir-/;z^ (ir^m^ir^ n H) -zj iFTWYvr^TTTvir^^nF 

0 9 [0$^# [8820] 

°^t^(6ui L86) M 

°--n& 

SPBia^ (louiui L0 "8 'irlLLS) 

(nui 01) flbtUUOCi- ("I1" 02) Virion OCD (1OUIUI 00 > '6U1 £19) 

M-r 6, yc [ir> - g -ir-A^0q -HI - (if^.£- 1 J 8 1) - e] 

ir-A £=7\ — H L - (1f* tuuo) - g - (ir^/: - 1 J © 1) - e 

6 g [2820] 

(Bui 62L) 

6<** ̂Ammm3mmw °~+ no~^< 
WMM °-.n ̂ifLU^e (louiui 00-L 'i 

^KZl) .H fi • (10U1U1 ££•£ '-\rl22p) 

(\ H i 0,0-1 (~|ui 8 mz) $§£< £ rca • OCiCD (10UJUJ z.9'0 'Bui 881) M—r 

[ir>-Z-<{* U7\ (<^H id-Mr£ (\ H - Z 'Z 'Z) -g] 

MS:* \AO-Z-

IC*UT\ (<^H -ru^tc n H -z 'z °z) - gj W^^rYTr^T 

68S6S0/£I0ZdfAL3d 2ZV £8UH/£I0Z OAV 
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7 `i—)1. 

[3 — (t e rt-1/1.) — 1 —)( 	)1.— 1 H — E7V—)1.— 5 --f )I. 

] )( q i—ji. (120 mg, 	0.71 mmol.) CE110, 	-ahc{ 	5 9 LP100)51T 

ah L, rfAiLata)gatMt (50 mg) 	1 47c . 
[0285] __-a*fN 6 2 

4 — )< 	)1./J-ffJ)1/*JR 	[ 2 — 	( 1- I) 7 )1/7J-  1=1 )( 	)1.) 	7"J—)1. 

— 5 --f A.] )3)L' 

[2 — 	(F ') 7)1.J 1=1)( 	)1/) 	77 `i—J1.— 5 --f /I.] 	)( 9' )-11, 	(49.7 

mg, 	0.27 mmol.) 	JEll 0, 	_.-a*fm 6 0 L Ip7# lo 	Z ah c L, 	I'llE -a It 

0 Ad t Mt V41  tc: . 
[0286] __-a*fN 6 3 

1 — 	( 	C11=1) 	)1.) 	—4— 	( P) 7 )1.7f1=1)( 	)1.) 	E ') :'JJ — 2 	( 1 H ) 

—7J- 

4 — 	(F 	I) 7/1/7J- 1=1)( 	)1.) 	L''):'J— 2 —7f—J1. 	(100 mg, 	0.61 	mmol.) 

ski`, e*-Ej*fN 5 6 LP]aa)51-C-a 	L, 	'k.1.4E-altogatmt (134 

mg) 	14 tc: . 
[0287] -a*fN 6 4 

3 —  [ (4 —7/1/7f1=17i=)1.) -J] Ti-ff— 1 —)J)1/ 7JR 	t e 

r t —1/1/ 

4 — 7/1/7J- 1=17 7 i J —)1. (94.0 mg, 0.73 mmol.) CE110, o -a*fm 

3 7 L FA01051--C-a 	L,  	1E-alt (139 mg, 80%117$) V41 7-c_-. 

[0288] __-a*fN 6 5 

3 — [ (4 —7/1/7f1=17i=)1.) 	7J- ] 77-ff 	YERVEI 

WO 2013/147183 129 PCT/JP2013/059589 

=?V-)\s 

[3 - (tert - 1 1 H-5 )\s 

] (120 mg, 0.71 mmoL) 5 9 £ 

£-J$U (50 mg) %mtc0 

[0285] 6 2 

4 -^^jis^y-tzyzjisftym [2- ( h u y Mu*3-)\s) f?7-ji/ 

— 5 — -f )[/~\ ^ 

[2- ( h 'J 7)ls?f • ̂  ̂ -)l) ^-7V~)\y-5-^JU] p< ^ 7-JU (49.7 

mg, 0.27 mmoL) J$$ij 6 0 t U ^H-fb"^] 

[0286] #t^£0U 6 3 

1 - (0 • • y ̂  JU) - 4 - (h'J7 M • y ^JU) b° U S/ > ~ 2 ( 1 H) 

4- ( K 'J y M • P< ^JU) fcf'J 2-^-JU (100 mg, 0.61 mmoL) 

#^^^iJ5 6 £|W]*§(OT;£-e£-J5£U (134 

mg) *k%tco 

[0287] #t^£0U 6 4 

3- [ (4-7;u7l-a7x-;u) ^^fr] Tif^Vy- I -tPU^yM te 

r t - y^JU 

4-7i^Pf^7iy-Jb (94. 0 mg, 0.73 mmoL) Ij 

3 7i:li0^-e^U ^M^b^ (139 mg, 80%J») £?#*:„ 

[0288] #t^£0U 6 5 

3- [ (4 - y )\y^n 7JL—)\S) Tiz^jyy 
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o-a*fm 6 4 --e-a 	Ltc 3 - [ (4 - 7)1,7J-1=17 ,=)1,) -J] 7-1-ff 

— 1 —t/l/tR 	t e r t —1/1/ (139 mg, 	0.49 mmol.) 	t:.-..4Mit4E 

7.KA/ 1 , 	4 — :')7f*Itga (1.0 mL) 	))1:17L, 0t -e30rm, 25 	2H 

[0289] 

	

NM 	Lk-. ar,ii.7*7,/, aVA-YAllalffi'L, 	'k.'llEalta)AdtMt (119 

	

mg) 	''f'47c_- ,, 

__-a*fN 6 6 

3— [ (4 —7/1/7J-1=1))1.) -J] 77-ff:)— 1 —t/l/tR 	t e 

r t —1/1/ 

4 —7/1/7J- 1=1))1.)01/t .7°' 	(68.8µ1, 	0.56 mmol.) 	CE110. 	0 

-a*fN 3 5 L P10051-C-Eì  	LrfAlEat (57.4 mg, 41%117$) V4i tc_- 0  

[0290] __-a*M6 7 

3 — [ (4-7/1/7f1=111.) -J] 77-ffi 	inlig 

	

0 -L'*fN 6 6 --C-L' 	Lk-  3 — [ (4-711.7j-  i=i, 	j)1,) 	7J-] 77-ff 

	

i— 1 —t/l/tIR 	ter t— Vs )l. (57.4 mg, 	0.19 mmo 0 	EI10, 

0-a*fN 6 5 L Hoopa--e-at.,rkillEatoctmt (51.2 mg) 	14' 

tc. 

[0291] __-a*fN 6 8 

6 — 	( 	1=11=1)< 	)1) "J  V [ d ] 	7-1 `i—)1. 

, J`js  [d] 	7  7'J—)L'-6--1')V? )—)L 	(60 mg, 	0.36 mmol.) 0) :' ) 

1=1 Q)< q 4.f4.4y 	(1.2 mL 	t:.-..25Evelia(EA-=)1, 	(53m,L) 	)iliA., 	1191,1 

/4-' 1, tc. ar,ii.7*7,/, aVAIAJEA'' 1,, 	'k.'llEalta)AdtMt 	4i tc_-. 

[0292] __-a*fN 6 9 

( 5 — 1=11=1/177 -2 -4/1.) 	)( '9 ' ) — 11. 

5 —1=11=1.i`177.i-2—t/l/tiNt (620 mg, 3.15 mmol) 05- F 7 £= H + (l OUIUJ g [ "g '6ui 039) Q1 - z - < ^ Cf, < VD • 0 - 9 

s\(-ft$7c e\(y-z-^QL/s^wttttO-9) 

6 9 n[2620] 

WMM °-yn& 
ItsL (n^£9) (-p 2'i) m(<4^mi=i£ 
/JGO (1 omui 90 -0 '6ui 09) if- r & 9-1f-/;Z^ [p] /x<v 

ir-/;z^ [pj A<w cir^min^) -9 

8 9[«M [ L620] 
°~J-

(Bui 2-19) 9 

3: (louiui 61'0 'Bui 79) - \ J © \ |l<X>1fCf:- I —<<<• 

+ l£r£r (^(^<wn^(C-p) ] -S^1^i99i^# 

Ifrlllfr ^ tL T-P5 [f^vHW^Tl ] — £ 
L 9 [0$^# [0620] 

(mnifr 'Bui fr-z.g) s 
(i ouiui gg-0 '^^8-89) < 6£ ££1f vQ -£1f£ - P 

K+A - 1 J 

9~i poj>irc£- (ir^<vn^ir^-p) j - e 

9 9 WW&&& [6820] 
°~m% (Bui 

6u) 
#02^^ va^0eaoo0 (~IUI 0• L) 'i/mw 
q>^i7ri (1 OUIUJ 617-0 '6ui 60D ^(-^A- * J 0 * llo^iro:- i -</$ 

[^ (ir-x^n^/ir^- p) ] - e^n^ai7 9^^# 

68S6S0/£I0ZdfAL3d OSU C8UH/CI0Z OAV 



— ((e_LirK) —E— ( 	-17 	' 	£) zy 1 w.3-D__ L L 1-14m:3-** 

[96301 

M301 

[E6301 

1(--r—E—Krii=i, 	(1ef.1(K) 	—17— 	(M7 	ic) 

3 LI-14M:3-*0 

°=-fay 	(EkliST„ 	'6w 869) Mi'.3-T 

V., 	 '11-ittla- ( (^/^) 	1./i0/1.=1(T01,11/K-4,*\/) —J-L„4 

-I 	1=1 4 v-i- 	c(1( ,(1c( ri 	11-447-:r4zi kJ; ° -7,-/ P1 grifgaIN 	'4tMD-->fa,141:1* 

wing-m c'zylm[pfa_1(Tod,i •yriv>fc-21)SX`N '*,.1N °D./P1 

,44#1E1 I YEIV 	(loww 0j •£ 	'6w 0L17) 	v7 6 (i coicioxv2w 	(loww 	19 .0 	'6w 8 

81) 	A —v76,=c11(,41-:1)4V_JrIN  °7-1/1 4141E1 I 	'YEIV 	(low 

w 0L'i. 	"PI EH) 	A 	1=1,4.1(K/D_TEX-21 	(1w 9'3) )4J .#N 	ef.',7-1(*ir 

?c,—N 	̀NI CO 	(l  oww 0C1 	'6w 009) '1(,4. — 1 -1  G 1 	ZICICZ*1(C( — I. 

—C,rgil=l c <-*1=1A 	--17 — 	(i 	.. ef. /1( i,C.) 	— E — 	(1-17 	‘O 1E) 

/1( 	4 — 1 -I 0  1- 	Mczgz1(c(— I 

—Kr:rii=i c :,*1=1A 	--17, — 	(i.- ef.irr.:c:/i) 	—E— 	( -17, 	'1E) 

I LI-14M:3-*0 

°7-:/,#,J;MaYT1RoMi'.3-TE, 

'1W.3-•)--WCOOL'IR 8 91-14M:3-** '0E1E1 	(loww ECO '6w 09) 1(- 

1 4,  )( (1(1--3 — KLIKI=11=14 — 9 ) =V P1V.3-a- 6 9 114M:3-** 

c:Lf.c:, (1(1=11=14) 	—3-1=11=14-9 

0 LI14M:3-** 

07-:/,#,J; 	(*91%L17  '6w 893) Mi'.3-TE 	 '11440-- ( (^/^) 

L/1,1,/c=i(Tod,i/c;_4-*\.) 	—1-c.„4-11=14\-7- c(i(,4c(ri< 	' 

o-glilEgrifiVaIND-YEIV1(—i4,)( 	'*;110MiN °7-:/r1F441EILD--EW__. ' 

g L20009 VaHED__,DEX 'YEIV 	()Y 8;r — G d 	G -i- 	loww 88 'L '1w 

88'0 44P4c: 	L1=1A 	-I s • c: Ggz2oc,0-21 Ow zi) )4J. 4  c: G L1=1A 

68S6S0/£10Zdf/13d 
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tl KP7 7>M (12 mL) > • ~r h t: K• 7 yffiafo (7.88 

mL, 7.88 mmoL, -x h ̂ t: K • 7 ̂ >;#>S) £JPX.N 60°CT'1 0 

, ^-eiSS^L/co J5J»7^ P<^y-;U^iPxTMJ±)Ils^3[5]tT^ 

s i/ 'J t) fJIst} =jW=?~? < — (^^rHt>/M|x51>'U=3/1-M/1 

(v/v) ) -e*ii^U ^bl^tl (268 mg, 47%J») £?#fc„ 

[0293] #t^£0U 7 0 

5-^gg-2- (^min^^u) ^<ys/y^y 

9~C-a$,Ltc (5-^PP^>X/7^>-2-^;U) p< ^ y 

—;U (60 mg, 0.33 mmoL) #^"n$$] 6 8 t ll*§ CD /£"£"• J5c U 

[0294] #t^£0U 7 1 

(3 R. 4 R) -3- -4 - b Km^>b°a u *Jy-

1 tert -7"^JU 

( 3 R, 4 R) -3- (^yy^U^^y) -4-tKP^r^tfP 

1 — ^JJU^N >I£ tert — y'^JU (500 mg, 1.70 mmoL) CON, 

K;#^ (2.5 mL) Cga^vyj^P^ K (203 VLL, 1.70 m 

moL) %1}n7Ls 1 0jS#Lfco h77*f^7>f-7Aa- K (18 

8 mg, 0.51 mmoL) 'J 0 A (470 mg, 3.40 mmoL) 1 BMW 

Ltc0 L/c0 

MEE/Jills L tco t# ̂ 'v 'J £) ^ T7 A ^ • V K 

^77-f" (^^Ht>/M|x5l>'U=1/0^1/1 (v/v) ) HI! 

-fb-n^ (698 mg, £ilft) *k%tcQ 

[0295] #t^/£0IJ 7 2 

(3 R. 4 R) -4- (^>j/'Jb7$y) b°g U 3-^-;u 

#t^£0J7 1 -e^L/c (3 R, 4 R) -3- (^^JUT^y) -
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[0296] 

[0297] 

[0298] 

4 — L KI=1*:>E1=1'):— 1 —t/l/tR 	t e r t —1/1/ (350 mg, 0 

.91 	mmol.) 	6:=4Mit4E7KA/ 1 , 	4 —:-;7J-*t- ff-y (3 mL) 	))1:1A_, 	25E're 

111.1 	Lk. 	alVtaffillEAN L, 	1464-LtcRli6::..1=11=17J/1/1,,)JFIA., 	Mflil 

MMETA341-  Lk. VMJE 	)K7.1<0,R7 	r,L, TIM L, 31 lEAS1-Z 

a.' L TrfAiLata)gatMt (258 mg) 	,/f'4I ttc. 

__-a*fN 7 3 

(3R, 	4R) 	—4— 	(i/1/ 7-1 -ZJ) 	— 1 — 	(4 —7/1/7J- 1=17i=)1. 

) 	ED') :') 	— 3 — 7J-  —11. 

-a*fN 7 2 Zah ot (3R, 	4R) —4— (:'Ji:'J/1/ 7-1 -ZJ) E 

1=1 1) :') 	— 3 —7J- -)l. 	(461 	mg, 	1.63 mmol.) 	JE111,N, 	-,h IN 2 5 Liqo 

O) J 55Z ah c L, VAIL at (380 mg, 47%115($) 	''f'41 t.c. 

_.-a*fN 7 4 

(3R, 	4R) — 4 —77 -ZJ —1— (4-711/t1=17i=114 El=1'):')J - 

3  —7f—)I. 

-a*fN 7 3 Zah ot ( 3 R, 	4 R) —4— (:')/:')/1/ 7-1 -Z J) — 

1 — 	(4 —7/1/7J- 1=17i=)1.) 	1'° l=1') 	— 3 —2t—)1. (230 mg, 	0.61 	mmol 

) LAKRIE i'7 : ' ) r , .Lx3tf MAW (23 mg) a),( ,9' i—/l/ENA (4.6 mL) 

7.K An# tCF, 50t T 1 El MI' 1., tc. a Pi.33  7,l, 1Z7 4 	63181.Z 6 A 	A 

	

JEAN L, VAIL at IOC tWt (146 mg) 	•/114Ittc. 

__-a*fN 7 5 

(3R, 	4R) 	—3— 	(:'Ji:'J)1/7-1 -Z)) 	—4 —7/1/7J- 1=1E1=1'— 1 

—t)1/ 7JR 	t e r t —1/1/ 

-a*fN 7 1 --e-aLtz-_- 	(3R, 	4R) 	—3— 	(:'Ji:')/1/ 7-1 -ZJ) 	— 

4 — L KI=1*:>E1=1'):— 1 —t/l/tOgt 	t e r t —1/1/ (320 mg, 	0 

.92 mmol.) 	0)1=11=1)(5' 	'74'tf-Y 	(8.7 mL) 	6:.-.0°CZ 	(:')Ill. 7 Z i ) 	It)l. 

WO 2013/147183 132 PCT/JP2013/059589 

4-L KP^fs> tfP 'J Vy- 1 -tl)\sfty II tert (350 mg, 0 

.91 mmo L) tC 4 MiH-fbTK^/ 1 , 4 - (3 mL) £iP;iN gmt 

Ji^L/co ?#£*lfc0lz6l;:?PP*Jl/A£j!jPa.s 

ttW7j<-e&}#L/c„ <?*isOALs MJ±;Iisl-£ 

£ (258 mg) £?#£„ 

[0296] 1 3 

( 3 R. 4 R) -4- -1- (4 -7MD7I-Jl> 

) b°p u »>*>-3-^-;u 

#t^£0J7 2-e^L/c (3 R, 4 R) -4- (^^JUT^y) tf 

P'J^>-3-^-;U (461 mg, 1.63 mmoL) ##£-J$0!J 2 5 ^ |W]*§ 

(OT;£-e£-J5£U (380 mg, 47%J») £?#fc0 

[0297] #t^£0U 7 4 

( 3 R. 4 R) -4-77$y~1 - (4-7JUT|-P7x—JU) bfPU^y-

3 -;fr—JU 

#^^|J7 3-e^L/c (3 R, 4 R) -4- (^^JUT^y) -

1- (4—7 P 7 x —)[/) \fUx)Vy-3-^—)\y (230 mg, 0.61 mmoL 

) (23 mg) (4.6 mD £ 

50°C-eiSJi^L/co J5J»7^ t7^f K5iiLT5^^M 

JBflsU (146 mg) £?#fc„ 

[0298] #t^£0U 7 5 

(3 R. 4 R) -3- (^>-y'Jb7$y) - 4 - 7>>U;fr P bfP U »>* >- 1 

tert -7"^^ 

#t^£0J7 1 XSf&Ltc (3 R, 4 R) -3- (^^JUT^y) -

4-L K P tf P 'J $/ > - 1 ~tl)\stfy II tert --}=$-){/ (320 mg, 0 

.92 mmo L) (DV 0 PP^>i§ift (8.7 mL) ^0°Ce (V x^JUT7 $ J ) "t^U 
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7 7— I-') 7)1.-') F (295 mg, 	1.84 mmo 0 )ililA.25E0'.-etti'Ltz-_-. 	ag.33 

7'1, 7.1<arfP00*M.KTA341- Lk. VMJE ,:,:K7.1<0,R7 r,IATIVIA 

ifillISEI al-  Z a.' L TVAIL-at OD Ad tWt (240 mg) 	T41, 	;aFt,t:.-_-t.0) 

JEllkiNtz-_-. 

[0299] -a*fN 7 6 

(3R, 	4 R) — N, 	N — :')/:')/1.— 4 —7)1/A- DE1=1 1):-3-7Z 

0-a*fN 7 5 ---e-a 	I., tc (3 R, 4 R) —3— (:')/:')/1/ 7-1 -Z )) 	— 

4 — 7 )1/7J-  1=1 E 1=1 ,) :) 	— 1 — t )I/t JOgr t e r t — l)l. (240 mg) 

jEll 0, 	-a*fN 7 2 L P10051-C-Eì  	L, 	 rfAlEatODAdtMt 4I, 

[0300] -a*fN 7 7 

(3 R, 	4 R) 	— N, 	N — :')/:')/1.— 4 — 7/1/7J- 1=1 — 1 — (4 — 7/1/7J- 1=1 

7i=)1.) ED ,):') -3 — 7Z 

-a*fN 7 6 ----e -E`A L tc ( 3 R, 4 R) — N, N — :'), :')/1. — 4 — 7 

)1/A- DEI=1 ,)')— 3 —7Z (177 mg, 	0. 62 mmo 0 	jEll ki\o-a*fN 2 5 

L P100)51-e-Eì  	L, rfAlEat (190 mg, 07%1175) 1141 7-c... 

[0301] -a*fN 7 8 

(3 R, 	4 R) — 4 — 7/1/7J-  1=1 — 1 — (4 — 7 )1/7J-  1=1 7 i=)1.) 	Ei=i 1) :') 

—3 —7Z 

-a*fN 7 7 ---e-a 	I., tc (3 R, 4 R) —N, N —:'), :')/1.— 4 —7 

)1/7 m — 1 — (4 — 7 )1/7J-  m 7 i=)1.) 	El=1 ') :') -3 — 7Z 	OH mg) 

PI 0 0 -a*fN 7 4 L FA0051--e-a 	L, 	 

) c14tco 

rfAlEat (57 mg, 	57%117$ 

[0302] __*-a*fN 7 9 

WO 2013/147183 133 PCT/JP2013/059589 

7 7 — h 'J 7 )\s^ 'J K (295 mg, 1.84 mmoL) Lfc0 

j&s 

, (240 mg) £f§N :Xfc1&lZt(D 

[0299] 1 6 

(3 R. 4 R) -N. N — j/s< y j/Jls — 4 — 7 P bf P U y > — 3 — 3P $ 

y_ 

#^^|J7 5-e^L/c (3 R, 4 R) -3- (^y^UT^y) -

4-7M P tf P 'J $/ > — 1 t e r t -7°fJb (240 mg) £ 

[0300] #t^£0U 7 7 

( 3 R. 4 R) -N. N-y^O^JU-4-7JU7|-a- 1 - (4-7JU?|-p 

7x_JU) tf • U S/ 3 - 3P$ > 

#t^/£0!J7 Q-CG&Ltc (3 R, 4 R) -N, N-^>yjU-4-7 

MU tfp 'J 3-T7^ > (177 mg, 0.62 mmoL) 2 5 

b-&M (190 mg, 97%}&m £?#*:„ 

[0301] #t^£0J7 8 

( 3 R. 4 R) —4—7 JUTI" P — 1 — (4-7MD7I~J1/) tfPUy'V 

— 3 — T7 $ > 

#t^/£0!J7 7-e^L/c (3 R, 4 R) -N, N-^>yjU-4-7 

;u^p-1- (4—7 P 7 x —)[/) tf P 'J Vy-3-T7^ > (190 mg) 

(57 mg, 57%w 

) £?#fc„ 

[0302] 7 9 
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[ 1 - 	(4 -711/A- 1=17 i =AA 	E 1=1 I) :') 	— 3 —4)1/i t)l./..-z jog, 	t 

e r t —1/1/ 

El=1')— 3 — 4/1/t/l./Z 	R 	t e r t — 1/1/ (254 mg, 	1.37 mm 

01.) CEllo, 	_.-a*fN 2 5 LFAeloa--e-EAL, rfAlEalt (217 mg, 6 

8%117$) 	''N tc. 

[0303] __-a*fN 8 0 

[ 1 — 	(4 —7)1.A-C17 i=)l.) 	Ei=i I) :')— 3 — 4 )I.] 	()( 3 )1/) 	t)l./ 

Z JOIr 	t e r t —1/1/ 

-a*fN 7 9Z-a) 	L tc: [ 1 — ( 4 — 7 )1/7J-  1=1 7 i=)1.) 	Ei=i I) :') 	— 

3 - 4 )1,i 	t)l./...Z 	R 	t e r t — 1/1/(195 mg, 	0.70 mmo I.) 	a) N, 	N 

—:'J)<)1/*/1/11.77 Z Kg'ff-Y (3.9 mL) 	6:.:0°C-e7.KAIEt I 1) r,./A 	(28 mg, 	0 

.70 mmol, 	60%nft) 	arier,4E)()I, 	(44m,L, 	0.70 mmol) 	)ililA.25Ea'--el 

EN 	L AL- . -,'_ 6 t:.:Pria)*A(Et 	1) r, ARV' 	r,lE)( 	)1/)illiA-. 	1  EN 

14-' Lk. ar,-,c*Twimi)1,A., 7.1<arfMRIMIVETA349- Lk. VA 

Jil 	,0.1<0 	7 	r, IA TIVIA L. WEAN L tc. 146 tt.tc RI. 	) J 

it)I/ (7Z i) t710 1=17 l'7 7 4 — ('N*It/El/FRIJI/=9/1) 

TatIL, rfAlEat (181 mg, 88%4 $) V4itz-_-. 

[0304] __-a*fN 8 1 

1 — 	(4-7/1/ 7J- 1=17i=)1.) 	—N—)(1I/E1=1'):)-3-77 Z 

-a*fN 8 0 --e -a 	l., it [ 1 — 	(4 — 7)1/7J- 1=17 i=)1.) 	El=1') :') 	— 

3 —4/1.] 	()()1/) 	t/l/i•Z 	R 	t e r t —1/1/ (84 mg, 	0.28 mmol 

) 	JEllkiN_*-a*fN 7 2 L P100 	T aJ 	1, VAIL at 104. t Mt 	41  tc_- 

. 

[0305] __-a*fN 8 2 

[1 — 	(4 —7/1/7J- 1=17i=)1.) 	L''''):')-4--1/1/1 t)l./Z Jgg 	t 
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fi - (4-yjutuy JI—JU) b°a u V y-3->r ;ul t 

e r t - 7"^^ 

tfP 'J 3 — >11 t e r t — (254 mg, 1.37 mm 

oL) #t^£0J2 5 £ll«(OT;£--ei=rJ$U t-&M (217 mg, 6 

8%J») zmtco 

[0303] 8 0 

[1- (4—7 JUTI" • 7 x _ JU) b°D U y>-3--HU] (^^JU) a>>UA' 

$ yM tert- y^)\y 

#^^^|J79 "e^L/c [1- (4-7i^P7i-^) 

3 — -f JU] tUls^ $ >I£ tert — 95 mg, 0. 70 mmo L) CON, N 

(3.9 mL) tC0°C-e7.KSHb:»- K >J 0 A (28 mg, 0 

.70 mmoL, 60%M^) RZFB (44^L, 0.70 mmoL) ^JP^.^;mT'1 

BmwLtc0 zbizmwfDfrmiti-^wjxjkzfavibtTJbziiux, ism 
WLtc„ &Rxf&m-kik&-e%tftLtzo mm 

MJ±)HSL/C0 nbtitcw^vut> 

?)\s (7^J%k) l)7A^P?h^77^ - (^^THt>/M|x5l>'U = 9/1) 

-zmmL, dsi mg, 88%J») zmtc0 

[0304] 81 

1- (4-y May JL—)\S) — N — ^ ̂ ubfa u V y-3 -7$ y 

#^"n $£#!] 8 0 T"n J5c L tc [1- (4-7i^P7l-^) bfp'jyy-

3— -1)1/] jjJl/S<$.yIt t e r t— y'^Jl/ (84 mg, 0.28 mmoL 

o 

[0305] #t^£0U 8 2 

[1- (4—7)\s^ • 7 x _ JU) U $/ >- 4 ->f ;u] t 
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e r t — Ys )1/ 

E°'') :'J 	— 4 — 4 JI/t /I./ Z 	R —t e r t — l)l. (1.00 g, 5.00 mm 

ol.) CE111,\ .-a*fN 2 5 LP100)51--  e ah C L, rfAlEat (495 mg, 37% 

115($) 	''f'47c_-. 

[0306] -a*fN 8 3 

1 — 	(4 —7/1/7J- 1=17i=)1.) 	L'''' '):-4 — 7Z 

o-a*fm 8 2 --e-at.,tc [1 - (4 - 7)1,7J-1=17 ,=)1,) 	E°,'')J- 

4  — 4 )1/1 	t /I./ 	...Z iR 	t e r t -1/1/ (130 mg, 	0.440 mmol.) 	CE111,\ 

_-* -a*fN 7 2 LP100)511,:.= ck(') -a 	L, rfAlEat (67 mg, 78%4 $) 

14k-  . 

[0307] _*-a*fN 8 4 

2, 	4 —1=11=1-6 — [4— 	(2, 	4 —:'J7/1/7f1=17i=)1.) 	E'/'7:'JJ 

— 1 —4 A.] — 1 , 	3 , 	5 — 	') 7-1:'J 

1 , 	3 , 	5 — I. ') 	1=11=1 	') T 	J (1.25 g, 	6.80 mmol.) L 1 — 	( 2, 	4 — 

7/1/7J- 1=17 i =AA 	1''i'7:'.)i 	(0.40 g, 	2.00 mmol.)C110, 	-a*fx 

1 LFA0051--e-al,, rfAlEatODAdtt (1.00 g) 	''1'41 tc.:. 

[0308] -a*fN 8 5 

6 —1=11=1-4 — [4— 	(2, 	4 —:'J7/1/7f1=17i=)1.) 	E'/'7:— 1 —

4/1.1 —1, 	3, 	5 —P)7-1 -2 	(1 H) —7J- 

_-* -a*fM8 4 --eal,tc_- 2, 	4 —1=11=1-6 — [4— (2, 	4—i7 

)1.7f 1=17 i =AA 	E°/'7 :'Ji — 1 —4 A.] — 1 , 	3 , 	5 — 	') 7-1:'J JODgat 

-Ztt (1.00 g, 	2.00 mmol.)CEIII,N, 	_.-a*fN 2 LP]at::_a 	L. 	'k'llE-a 

It (0. 59 g, 2RIN90%V$) V4itc_-. 

[0309] __*-a*fN 8 6 
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e r t -

ij i?y — 4 — -f $ >I£ — tert— (1. 00 g, 5. 00 mm 

oL) 5 t-&M (495 mg, 31% 

W) zmtco 
[0306] 8 3 

1- (4-7i^P7i-^) 'J Vy-4-T7^ y 

#^J$0!I8 2-e^L/c [1- (4-7i^P7i-^) 

4—^fJU] >|| t e r t—(130 mg, 0.440 mmoL) 

(67 mg, imjm* 

mtc „ 

[0307] #t^£0U 8 4 

2. 4-S/3PP-6- [4- (2. 4-y^JUTl-a^x—JU) v> 

- 1 —T~ 1 . 3. 5 - HJ 7i/'> 

1, 3, 5 - h <J OUU K <J T is y (L25 g, 6. 80 mmoL) t 1 - (2, 4-

>>'7il'7t'P7i-Jl/) (0.40 g, 2. 00 mmoL) #^-nJ5Jc^ U 

1 £|W|*§(OT;£-e£-j5£U (1.00 g) £?#fc0 

[0308] #t^£0U 8 5 

6-^PP-4- [4- (2. 4 -$/7;i/Tl-a7x— ;u) h°^v>- 1 -

-f ;u] - 1 . 3. 5 - K U 7^>~ 2 ( 1 H) -#y 

#^«J8 4-e^L/c2, 4 — y^PP — 6 — [4- (2, 4-^7 

MP7i-Jb) \f.^=79Jy- 1 ->Hl/] -1,3, 5 - h'J 

(1.00 g, 2.00 mmoL)£:ffil\ 2 U HH-fb-n 

$l (0.59 g, 2f£Pg90%J») £?#fc„ 

[0309] #t^£0U 8 6 
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[0310] 

[0311] 

4— [4— 	(2, 	4 —:'J7/1/7f1=17i=)1.) 	E'/'7:'JJ— 1 — 4 )1.] — 1 , 

3, 	5 — P)7-1 -2 	(1 H) —7J- 

-a*M8 5 --e-E; 	Lk-  6 — 	1=11=1— 4 — [4— (2, 	4 — 	-7/1/7J- 1=1 

7i=)I.) 	E'/'7:'JJ— 1 —4/1.] —1, 	3, 	5 —P)7-1 -2 	(1 H) 

—7J-i 	(0.59 g, 	1.81 mmol.) 	CE111,N, 	__-a*M3 LP]al,:=-E`AL„ 	'f,'AlE 

t (0.19 g, 36%V$) V41  tc_-. 

-a*M8 7 

4— [5 — (4 —1=11=1/:'J/1.) —4 —7f*V-4, 	5 —:'JL K1=1— 1, 

3, 	5 — 	') 7-1: 	— 2 —4 A.] E'/'7:'JJ— 1, 	3 —:'Jt/l/tA31 	1 — 

tert —1/1/ 	3 —)()I. 

	

1'''''7:') —  1, 	3 —:'Jt/l/tAg1 	1—t e r t —1/1. 	3 —)()I. 

(43 mg, 	0.17 mmol.) 	075- 	7 L K1=1 7 5 	.7.grf-y (2.3 mL) 	(Z. gRt 	1) r, 

A (37 mg, 0.35 mmol.) 	L 0 	a *fN 1 1 T-Eì  	Ltc: 4 — fJ 1=11=1— 1 — (4 

— 	1=1 i=i, 	'))1/) 	-1, 	3, 	5 — 	') 7-1:J 	— 2 	(1 H) 	—7J- J 	(45 mg, 

0.17 mmol) 	))1:1A., 	25E0. T1 Ellfii,i' L tc. 	ag.337,/, 	7.KA., 	i=ii=i* 

)1,1A ---e3111#Eliffl Lk. VMJE 	MfliftilEi7.1C-05A34„:,:0.KKR7 	r,I.,"Cl 

kA, 	lEAI n 1, , 	14' 641. tc RI I,: El'FR 1 	)1/ 	)ili A., 	14' 641. tc: 	12tK 	6 ER, 

f,',1 a tiM:31 	. a'. L t:.-.. ck (') VA lEat (34 mg, 42%4 $) V4i tc_-. 

-a*fN 8 8 

1 — [5 — (4 —1=11=1/:'J)1.) —4 —7f*v-4, 	5— -1,LI 

3, 	5 — 	') 7-1:'J 	— 2 —4 A.] 	E'/'7:'J 	— 2 — t/l/tAgi 	)()I. 

	

o-a*fm 8 7Z-a 	L tc 4 — [ 5 — (4 — 	1=11=1, 	)1.) — 4 —7J-* 

V — 4 , 	5—L K1=1— 1, 	3, 	5 —P)77 -2-4/1/1 E'/'7- 

1 , 	3 —:'Jt/l/tAg1 	1 — t e r t —1/1/ 	3 —)()I. (34 mg, 	0.07 m 

mot.) 	JEll ON _-* -a*fN 9 L Plet:::a 	L. rfAlEataAdtMt (42 mg 

WO 2013/147183 136 PCT/JP2013/059589 

4- f 4 — (2. Muy JL-)\y) 1 --r;ul -1. 

3. 5 - K U 3Py'>- 2 ( 1 H) -;fr> 

#;#'n J^c^J 8 5 T"n J5c L/C6-^PP-4 - [4- (2, 4-S/7MP 

7x-;U) 1 - 1 , 3, 5 — V- x) 7 V y — 2 ( 1 H) 

-*y (0.59 g, 1.81 mmoL) #t^/£0!J3 HMlb 

£•$) (0.19 g, 36%W) £?#fc0 

[0310] #t^£0U8 7 

4- [5- (4-^gg^>y;u) -4-^^7-4. 5-y'bKm-i. 

3. 5 - S U 3P^>-2 ~^;u] t°^^Vy- 1 . 3-y^JU/-K>fflt 1-

t e r t -7"^>)U 3 

3-y^;U/1f>I| 1-tert-m 3-^JU 

(43 mg, 0.17 mmo L) (DT~ h ̂  t: K • 7 ̂  >;#)S (2. 3 mL) K'J ^ 

A (37 mg, 0.35 mmo L) £#^"nJ5£$iJ 1 1 T"n J5c L/c 4 — 0 • • — 1 — (4 

- 1 , 3, 5 — h <J TVy-2 ( 1 H) —(45 mg, 

0.17 mmoL) *k1)WX, ^-C1S£#Lfc0 J5J»7^ 

;UA"e3[g]aai Ltc0 #$Jf IzRiSI^ 0 AT-lg 

'J^N MEE/Hlls t# ?)IX% 
(34 mg, 42%J») £?#fc„ 

[0311] #t^£0U8 8 

1- [5- (4-^gg^>y;u) -4-^^7-4. 5-y'bKm-i. 

3. 5 - h u 2 ->nn \f^yy-2-tu\,tfym 

#^^^|J8 7 -e£-J5£L/c4 - [5- (4-^7PP^>y;U) -4-^^r 

V — 4 , 5-ytKP-l, 3, 5 - h 'J TVy-2-^JU] t°^^Vy-

1 , 3 — >I| 1 — t e r t — 3 — p< (34 mg, 0. 07 m 

moL) (42 mg 
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) 	''f'41, 	--0) 	)a)7(,:.-.)EilkiNtt c. 

[0312] -a*fN 8 9 

4— [4— (4 —7/1/7J- i=i7i=)1.) —4 —L KI=1*:>E 1):— 1 — 4 

)I.] 	— 1 — 	{ [3 — 	( I- I) 7/1/7J- 1=1)< 	)1.) 	— 1 H — E7V—)1.— 1 —4 )I. 

] ))1/1 	—1, 	3, 	5 — P)7-1 -2 	(1 H) 	—7J- 

-a*fN 1 4 --e-E`A 1., tc 4 — [ 4 — ( 4 — 7 )1/7J-  1=1 7 i =)I.) — 4 — L 

K1=1*:>E 1):')— 1 —4/1.] 	— 1, 	3, 	5 —1-')77 -2 (1 H) 	— 

ti(426 mg, 	1.18 mmo 1.) 	L 1 — 	( 	Di=i)( 	)1.) 	—3— 	( I- I) 7 )1/7J- 1=1)( 

)1.) 	— 1 H — E7V—)1. (219 mg, 	1.18 mmo 0 	CE110, 	-- -al 8 LP] 

0)51-C-Ei'L, rAlfa t (158 mg, 30%117$) V4itc_- 0  

[0313] -a*fN 9 0 

4— [4— (4 —7/1/7J- 1=17i=)1.) —4 —L K1=1*:>E 1):— 1 — 4 

)1.] 	— 1 — 	{ [ 5 — 	( I- 1) 7/1/7J- 1=1)( 	)1/) 	7J-  7 i i — 2 —4 A.] 	)< 	)1. 

} 	—1, 	3, 	5 —1-')77 -2 	(1 H) 	—7J- 

-a*fN 1 4 --e-E`A 1., tc 4 — [ 4 — ( 4 — 7 )1/7J-  1=1 7 i =)I.) — 4 — L 

K1=1*:>E 1):')— 1 —4/1.] 	— 1, 	3, 	5 —1-')77 -2 (1 H) 	— 

7J- i (100 mg, 0.34 mmol.) L o-a*fm 5 1 Z ah c Lk-  4 —)( )1,, j-ffj 

)1/* 	[ 5 — 	( I- I) 7/1/7f I=1)< 	)1/) 	7J-  7 i i— 2 --(m )( 	)1. 

(558 mg, 	0.67 mmo 0 	lEll l,`, 	_-* -a*fN 8 L P100)51T-Eì  L. VAIL 

at (20 mg, 	13%117$) V4itc_- 0  

[0314] __-a*fN 9 1 a 

4— [4— (4 —1=ii=i7i=)1.) —4 —L K1=1*:>E 1):')— 1 —4/1/ 

] — 1 — 	{ [3 — 	( I- I) 7/1/7J- D)< 	)1.) 	— 1 H — E7V—)1.— 1 —4 )I.] 

)<)1/1 	—1, 	3, 	5 —1-')77 -2 	(1 H) 	—7J- 

0 -a*fN 9 1 b 
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[0312] 9 

4- [4- (4-yjiy^tuy - 4 - b Ka=fr*> u V y- 1 ->r 

;u] - 1 - I [3 - ( K u - 1 H - b°^V'->)U- i —r>>u 

] - 1 . 3. 5 - K U 3Py'>- 2 ( 1 H) -;fr> 

1 4-e£-J5£L/c4 - [4- (4-7i^P7i-^) -4-L 

KP^> 1 -^JU] - 1 , 3, 5 — h- 'J 7Vy— 2 (1H)-

jy (426 mg, 1.18 mmoL) t 1- (^••^JU) -3- ( h'J 7 Jl/# a * 

^JU) -1 H-t°^V-;U (219 mg, 1.18 mmoL) ##£-/£0!J 8 £|W] 

ffi(Djm?-£j$Ls (158 mg, 30%J») £?#fc0 

[0313] #t^/£0IJ9 0 

4- [4- (4-7JUTi-a7x—JU) -4-b Km^>uy>- 1 ->r 

JU] - 1 - I [5 - ( MJ -JMu* +J\S) ^^yjiy- 2 - ̂JU] y 

} - 1 . 3. 5-h'J7y>-2 ( 1 H) -;fr> 

1 4-e-^J55cL/c4 - [4- (4-7i^P7i-^) -4-L 

KP^> 1 -^JU] - 1 , 3, 5 — h- 'J 7Vy— 2 (1H) -

Tfy (100 mg, 0.34 mmoL) £#^"nJ5£$U 5 1 T"nj5c L/c4 — 

7JU/1N>H [5- ( K 'J 7)ls?f • ^JU) ^7i>-2-^Jb] stalls 

(558 mg, 0.67 mmoL) 8 U HMlb 

£•$) (20 mg, 13%JM) £?#fc0 

[0314] #t^£0U9 1 a 

4- [4- (4-^gD7i-Jb) - 4 - b Km^> U y >- 1 ->f )l> 

] - 1 - { [3 - ( K u -JMU*3-)\S) - 1 H - b°^V->)u- 1 ->nn 

*3-)\/} - 1 . 3. 5 - K U 3Py'>- 2 ( 1 H) -;fr> 

#t^/£0y 91 b 
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[0315] 

4— (4 —L I 	1 —4)0 — 1 — { [3 

— 	( 	') 7/1/7j- m)( 	)1.) 	— 1 H — E7V—)1.— 1 --1')L] 	)( 3 )1/1 	— 1 , 

3, 	5 —P)77:')-2 	(1 H) —7j- 

-a*fN 2 2 a T -Eì  	L it 4 — [ 4 — ( 4 — 	1=11=1 7 i =)1.) — 4 — L 

K1=1*:>E, '):— 1 —4/1/1 — 1, 	3, 	5 — P)7-1:')-2 	(1 H) 	— 

7J- L4— (4 —L I 	1 —4)0 — 1, 

3 , 	5 — 	') 7 :') 	— 2 ( 1 H) —7j- 	vg at (140 mg) , 	-a*fN 1 

5 --e-L` 	L tc: 4 — )( 	)1./J-ff 	)1/7JJR 	[ 3 — 	( 	') 7 )1/7J- 1=1 )< 	)1. 

) — 1 H — E7V—)1.— 1 —4 A.] )( 	)1. (282 mg, 0.91 mmol) atiegRt 

1) r,./_1, 	(252 mg, 	1.83 mmo I.) 	07N, 	N —:'))( 	)1/*/1/1~77 Z KSINA (1.4 

mL) 	80°C-"e3HirAtti' L tc: . ar,ii.7*7,/, 	7.K)JuAlliFogti)1,--etdiffiLtc_-. 

CV, 	tiOilftila7.1c-e5A341-„T 7.1(KOgtt 	') r, IA TIM, WEAN 1, tc. 14 

64-t.tcRli 	I) t it/l/t 71A 	1=17 	5 7 4 — (,N*It %/  

/4 ( v / v ) ) a tie3•ER 1-43VANK 	1=1 7 	7 7 4 ---Clitl' 1, rfAlEat T 

Z 	-a*fN 9 1 a 	(14 mg, 6. 8%11R$) ave _.-awN 9 1 b 	(7.4 mg, 

3. 9%11R$) 	14 tc: . 

_.-a*fN 9 2 a 

4— (4—t' K1=1*:>-4-7i=)1/E'):')— 1 —4)0 — 1 — { [5 

— 	( 	') 7 )1.7f 1=1)( 	)1/) 	t 7 i 	— 2 —4 A.] )( 	)1/1 	—1, 	3, 	5 — 

P)77:')-2 	(1 H) —7j- 

0 -a*fN 9 2 b 

4— [4— (4-1=11=17i=)1.) —4—L KI=1*:>E''):— 1 —4/1/ 

] 	— 1 — 	{ [ 5 — 	( 	') 7 )1.7f1=1)( 	)1/) 	7J- 7 i 	— 2 —4 /I.] 	)( 3 	1/1 

—1, 	3, 	5 —P)77:')-2 	(1 H) —7j- 

__*-a*fN 2 2 a T-Eì  	L it 4 — [ 4 — ( 4 — 	1=11=1 7 i =)I.) — 4 — L K 

WO 2013/147183 138 PCT/JP2013/059589 

4 - (4 — b K • — 4 — 7 X - )\y U V y — 1 - -f ;u) - 1 - I r 3 

- ( K u 7;UTl-a^51>'U) - i ;i/~ i- i. 

3. 5 - K U TVy-2 ( 1 H) -;fr> 

2 2a T"n J^c L /c 4 — [4- (4-^PP7i-Jb) -4-t 

KP^> Vy- 1 -^;U] - 1 , 3, 5 — h- 'J 7Vy— 2 (1H)-

jy£ 4- (4 - t KP^r^-41 -^^U) -1, 

3, 5 — h 'J 7Vy— 2 (1 H) -XXDM-SMl (140 mg) N 1 

[3- ( K 'J ^ ̂ -)i 

) —1 H — \f.=j V—)[/— 1 — -f JU] (282 mg, 0.91 mmoL) RZfjMMJj 

'JO A (252 mg, 1.83 mmoL) ©N, N — *>* fJl/^Jl/A7 $ h'llift (1.4 

mL) ^8Q°cxmmmw[,tc0 7K^ip^Mix5i;u-eaaiL/co 

MJ±)IISL/CO m 
btltcB^V 'J -hf)l>-h^A9 PV h 7 -f - (^^rHt>/M|x5l>'U=1 

/4 (v/v) ) PV h^7-r 

9 1 a (14 mg, 6. 8%J|X^) $.£/#:#"• IJ9 1b (7.4 mg, 

3.9%J») £?#fc„ 

[0315] #t^/£0IJ9 2 a 

4 - (4 - b K P »> - 4 — 7 x _)\y U ->* > ~ 1 ~ -f JU) ~ 1 ~ I [ 5 

- (hlJ7MP^f^) f^7x>-2-^Jl/l -1. 3. 5-

h U 7i/'>-2 ( 1 H) -;fr> 

#t^£0U 9 2b 

4- [4- (4-^PP7x_ ;u) - 4 - b KP^-> U $/ >- 1 ->r JU 

] - 1 - { [5 - ( K U 7;U^P^51>'U) f^7x>-2-^Jl/l 

- 1 . 3. 5 - K U 3Py'>- 2 ( 1 H) -;fr> 

#^"nJ$$iJ2 2a-e-^J55cL/c4 - [4- (4-^PP7xzjl/) -4-LK 
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[0316] 

[0317] 

[0318] 

1=1*:>E,,):')— 1 —4)1/1 	— 1, 	3, 	5 — I- ,) 7-1:')-2 	(1 H) 	—7J- 

L4— (4 —L I 	1 —4)0 — 1, 	3 

5 — I- ,) 7-1:)— 2 	( 1 H) —7J-  Ja)M-alt (100 mg) , 	-a*fN 5 1 

Zah 	1_, it 4 —) 	)1., 	J-ff 	)1/*JOgi 	[ 5 — 	( I- I) 7)l.A-  C1)( 	)1/) 

A-  7 i 	— 2 —4 A.] )( 	)1. (558 mg, 	0.65 mmol.))3WegRt ') r, ix (180 

mg, 1.30 mmol.) CEI10, 	_.-awN 9 1 L IAJ 	a 	51Z ah c LrfAlEat 

--CZO -a*fN 9 2 a a rf 9 2 b 07;ipLat(21 mg) V41  tc: . 

__-a*fN 9 3 

I- ,) 7 )I. A-  1=1 )( 5' 	)1/* iR 	5 — 	( L K 1=1* :> )( 	)1.) 	E') :') 	— 2 — 

. 

7.1KAIL7)1,z=r,1a1) 	r,./A (19.0 mg, 	0.450 mmol.) 05 F 7 L Ki=177 

'74'ffI 	(2. 0 mL) 	t:6 — 	{ 	[ 	( 	') 7 )1.7f1=1)( 	)1.) 	)1/*=)1/1 	7f*:>} 

= 	.iRI)l. (112 mg, 	0.375 mmol.) 	))1:1., 	0tT5311'11-1' Lk-. 	a 

Ft437•1, azi-w_11PERIEt 	') r,1A7.1<gA, -t 7 4 H MIFOgti 	)1/ 	)ilil 

Alti'-' L. 	-t74 	6318•1, 	6'ffI 	El'FOgt 1 	)1.--etEliffl 1, tc. 	til 	Mf1:11% 

Yri7.KTA34,7.1(KOgtt 	I) ',1A TIM. WEAN L. rfAlEat 	Adt 

(62.9 mg) 	L i j  --c .f4 tc:  . 

_*-a*fN 9 4 

I- ,) 7 )1/A-  1=1 )( 5' 	)1/7 	5— 	( 	1=11=1 )( 	)1/) 	E ,) :')— 2 — 4 )I. 

-a*fN 9 3 -C-Eì l., it 	') 7 )1.7f 1=1 )( 51 	)I/* JOgt 	5— 	( L K 1=1 

*::/)( 	)1/) 	E,)::;i— 2 —4 )I. (62.9 mg, 	0.245 mmol) CE110, s- 	—EA 

{l.16 8 L PI 0 OJ 5 	""e -Eì  	1, , 	'k.'llEalt 	41.t -Vt 	(64.4 mg) 	L 1, -C1'41  Az- 

. 

__-a*fN 9 5 

2 — 	( I- ') 7 )1/7J-  CI) 	)1.) 	V 7 5 J - 5 — tjl,/)1,52L F' .H q^ifviri*-g(ir^yc• ̂(L n H ) - 2 

3 6Ci[8L£0] 
o 

(Bui 17*179) vn^a?^0)ItlMI^8 9^ 

Ml? (iOUIUJ qpz "0 '6ui 6 *29) 1f >- 3 -<.<* fi 7\ (1f4r*<** 

• .H q) - s li< < £ * • -£ir £ rn ̂ n e 6 

ir>-z-<.<* (ir^*cm£) -g liTHMTYTT^n^iTZTrT 

*6 10$^# [Z.L00] 

°-yt^n ̂ (Bui 6 *29) m 

vnaifOT< ^avc-rH-AiiWw 

>^3- vn#gr* 

«ir^x|i^! VH >^3- fH -AqillXOUil^M 

gf °-yn^fita^9aOo0 V"£D¥? (1 °UIUJ 9Z.S "0 '6UI zil) ir^x|K^i= = 

[ir=ipir* (ifr£ycn -£ir^H) ] } -921 (nm 0^) $§£< 

(1 OUJUJ 0gi7-0 '6ui 0-6L) (\ V6 - £ir^qj-^>p 

irT 

^r^zr^n^~Tpi(TT^nW^Y~^9 liTHMTYTT^nwrTTT 
£6[^m [9100] 

(6U1 \zm^{CD q 3 6.•awe 3 6 

L 6^£N§^# (1 OUJUJ 0£" [ '6UJ 

08L) V6 fi ¥ll^fM(1 OUJUJ 99-0 '6UJ 899) ir^ * [1f > - 3 - < x £ .£-£ 

(ir^*a-Mr£ M) -s] IK^ir^/:.^/: vir^-

L S v (6u) 000 G^M<2><-£- (H L) 3-<^fiH-S ' 

s 'L - (ir>-Ln v0^ir-x^-i7-<^n.H q - 17) 

•£- (H L ) 3fi H - 3 '£ ' L - [1f>- L-<&fi V03<^D 

68S6S0/£I0ZdfAL3d C8UH/C10Z OAV 
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[0319] 

[0320] 

[0321] 

5 — 11=1 	— 2 — 	( 	') 7 )1/7J- 1=1)( 	)1.) 	s 7 7 	(587 mg, 	2.21 	mm 

o 0 	0)5- 1- 7 L K I=17 7 	'74',4-Y (12 mL) 	6:.=-78t -e n —1/1/ ') 	',ix 	('N 

*It 47-4',*, 	1.59 mol/L) 	(1.70 mL, 	2. 66 mmo I.) 	))1:1A.L103TAVA/4-' 1., AL-. 

azat:N, 	N —:'.;)( 	)1/*/1/1-,. 77 :.':. F' 	(257 	µI, 	3.32 mmo I.) 	. ))11A.251n1 

veggra,fse63HirAtti'Ltc. aFt437,/, azi-Y6:.-Afilli1E77=r, 

1a7.1<g'ff-YMA.-cEI/FRi)1.--etEliffl L, VMJN,Mfilftigi7J<TA341-1„R7.1< 

Kngrt 	') r, A --etVIA, 	rfillEdA'S' L tc_-. 146 tt.tcRli 	') t it ) I. t 71A 

I=17 1'7 7 4 — (iN*It 	/El/FRI)1.) TIM' L, VAILat (180 mg, 3 

9%115($) 	14 tc . 

0-a*fN 9 6 

[ 2 — ( P) 7 )1/7J- 1=1))1.) , J V7 7 i — 5 —4 )1.] )( 51  J -)1, 

o-a*fm 9 5 --e-a 	1, tc 2 — ( 	I) 7 )1/7J-  1=1 )( 	)1.) 	V7 5 	— 5 

— t)1///1/52 L K (220 mg, 	1.03 mmo I.) Oi'91 ) —Mga (2. 0 mL) I,: 7.1<„ 

IL*r,At 	') r,./A 	(115 mg, 	3.05 mmo I.) 	))1:1A.70°C-C1HilV3031.114-'1_,tc_- 

. aFt437,/, a WY 	2 Ai Ve A Afi L, EI/FR 	)iii A_ -c rfillEdgn L tc. 1416 

'LackI t:.-..* 	)iii A_ -c, 	1=1 Q)( ,9' JZAf L, 	VM1,1 	,T,71KKOgrd- 	I) 

r, IA TIM, 	ifillEAS1-  Z a.' L t:.-.. ct t') , rfAlEat (219 mg, 00%115($) V4I  

tc. 

0-a*fN 9 7 

5 — 	(1=11=1))1.) 	— 2 — 	( P) 7 JI/t1=1)< 	)1/) 	V7 7 

o-a*fm 9 6 --e-a 	Lk-  [ 2 — 	( 	') 7J1.7J-  C1)( 	)1.) 

5 —4M )< ,91 i —11. (30.0 mg, 	0. 139 mmo I.) 	CE11 I,N, 	__ -a*fN 

CO) i1ZahG L, rfAlEatAdtMt L LZAtc. 

0-a*fN 9 8 

[ 2 — 	( P) 7 )1/7J- 1=1)< 	)1.) 	—2, 	3— :') L K I=1/ 	V7 

`J75 	— 

6 8 LP] 

7 	— 5 — 4 )I. 

] 	)<5 ' i —11. 

WO 2013/147183 140 PCT/JP2013/059589 

5—2— ( h 'J DM • ̂ 3-Jl/) ^ys/0^y (587 mg, 2.21 mm 

oL) 07^ K ^ tl K • 7 ̂  (12 mL) tC-78°C"T:' n — 'J 0 A (^ 

1.59 moL/L) (1.70 mL, 2.66 mmoL) £jbPa.40#^i£# Ltc0 

N — i? t $ K (257 /xL, 3.32 mmoL) 

s-e^L^^^30i^^L/co Kmmz^mikityy^-O 
A^c^^JpAT^x^jiz-eaaiLs #$Jf « 
m&i- K 'j oAr-m^ M&MffiLfco 
P7h^77-f - (^^WMtx^JU^iiiU (180 mg, 3 

9%w) zmtco 

[0319] #t^£0U9 6 

[2- (h> u 7JU7i-ay ^JU) s<yVy=7y- 5->nn y^y-ju 

#^-n J$0!l 9 5 Ltc 2 - ( h 'J 7 JUTT • P< ^JU) ^ > x/7 ̂  - 5 

-^JUA'JUT1'^ K (220 mg, 1.03 mmoL) 01^7-JkM (2.0 mL) IZfrM 

(115 mg, 3.05 mmoL) £JP;L70oC-ei01^30^^ L/c 

o JSJfcJlUT^ J5Jfc$£^Si;"C>%£PU Ml^iPxTMJ±)IlsL/co 

tL^c^xStc^K^jpATs y?pp**>-eaaiu mwtmzwiMtiMi- K U 
•5A-em mmib-&M (219 mg, 99%J») %{§ 
tc o 

[0320] #t^£0U 9 7 

5- C^PP^Jl/) -2- ( h U 7JU;fr • t 3-)l/) s<ys/7^y 

#^J$0!I9 6-e^L/c [2- ( MJ 7Jl/*P*f1Jl/) ^>x/7^>-

5—^fJU] p< $ J —)[/ (30. 0 mg, 0.139 mmo L) #^n" $£#!] 6 8 £ |W| 

U LTt#/co 

[0321] #t^£0U9 8 

[2- ( h U 7JU;fr • ;>< 3-Jl/) -2. 3-ybKD^>V'77>-5-^Jl/ 

] 
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o -a*fm 9 6 --e-a 	Lk [ 2 — ( I- ') 7 )1/7J- 1=1)< 	)1.) 	̀J75 — 

5 —4 A.] )< q i —)1. (30.0 mg, 	0.139 mmo 1.) 0)i,9 ) —11474'fa (1. 0 mL) 

6:.:i7r,I.,.-3t'htg (15.0 mg) 	)J1i1A., *An # tCF25EIT3011%111/4' L 

tc. aFt43 7,1, avrf-y -t7-1 	638 L, 6 A 	1,',1112 	Z L.' L TVA 

IL-altgatmt (15.9 mg) LL-CA tc . 

[0322] __*-a*fN 9 9 

5 — 	( 	1=11=1))1/) 	—2— 	( I- ') 7 )1/7J- 1=1)< 	)1/) 	—2, 	3 — L KI=D  

Ni 7 5 

o -a*fm 9 8 --e-a 	Lk [ 2 — 	( I- ') 7 )1/7J- 1=1)< 	)1/) 	—2, 	3— L 

KI=1,s77 —  5 —OH )<51  i —11/ (15.9 mg) 0)CtMtCE110, 0 

-a*fN 6 8 L Rea)51--e-aL, rfAiLat 	gat Mt (15.8 mg) L L 

--(14 tc . 

[0323] 0-a*fN 1 0 0 

( 5 —11=1— 4 —) 	)1/ 7J-  7 i 	— 2 —4)0 ) < , 9 ' i — )I. 

5 —11=I 	— 4 —)< 	)1/ 7J-7i 	— 2 — t)1/7JR)</l. (100 mg, 0.4 

25 mmol.) CE110, 	-a*fN 9 6 L P10051-e-aL,  	1E-alt 

mg, 38%V$) V41  tc. 

(33.7 

[0324] __*-a*fN 1 0 1 

2 —11=1— 5 — (11=1) 	)1.) —3—) 	)1/7J-7i 

-a*fN 1 0 0 --e-a 	L tc ( 5 —11=1 	— 4 — ) 	)I. 	7J-  7i 	— 2 — 

-IAA 	)< 9' i —11. 	(33.7 mg, 	0.163 mmo I.) 	05-  F 7 L K1=17 7 	.7.,/,4-y (1.0 

mL) iznkfEgA (59.4 mg, 0.179 mmol.) , 	I-') 7 i =)I/* 	7 4 i (47.0 

mg, 	0.179 mmol.) 	. ))1:1A., 	25E--e20Hemm 	I., AL-. ar,ii.7*7,1. 	,n-Y6 

38 L. T416 tt.tc 6 'AI 	r5-11E&E1 -  z z: L TVA:IL-at 	g[tmt LL,--C A tc 

WO 2013/147183 141 PCT/JP2013/059589 

#^J$0!I9 6-e^L/c [2- ( K 'J DM • ̂ ^JU) ^>x/7^>-

5— -1)1/] ^ J —)[/ (30. 0 mg, 0.139 mmoL) CDx-$? J — (1.0 mL) 

^ (15.0 mg) £3jp*.N 7K^HHmT^-e300|^Ji^L 

tco h 3i§ U CI 

(15.9 mg) £ LT%tc0 

[0322] #t^£0U 9 9 

5- (0nn*3-)\s) -2- ( h u yj\y^ • ̂ ^JU) -2. 3-y'bKm^ 

yVy^y 

#t^/£0!J9 8X£:J&Ltc [2- ( K 'J DM • ̂ ^JU) -2, 3-VM 

KP^>x/7^>-5--r;u] p<^y-;u (15. 9 mg) # 

£*!£$$) (15.8 mg) ^ L 

X%tc0 

[0323] #t^£0U 1 0 0 

( 5 — 7"m — 4 — y 7i>-2-/f JU) ^ ̂  7-JU 

5-7"P;E-4 2 - (100 mg, 0.4 

25 mmoL) 9 6 £|^©;&£-e^£ U HM^b^ (33.7 

mg, 38%JM) £?#fc0 

[0324] #t^£0U 1 0 1 

2-7"DZE-5- (yg^^^^u) - 3 -j^y 

1 o 0 Ltc ( 5 - 7"P ̂  - 4 - p< 7 i > — 2 — 

-f JU) ^ ̂  J —)[/ (33. 7 mg, 0.163 mmo L) (DT~ K ^ tl K • 7 ̂  (1.0 

mL) tCEH-fbi^^ (59.4 mg, 0. 179 mmoL) N h'J 7 x ~ 7-f > (47.0 

mg, 0.179 mmoL) £iP;iN ^;mT'200|^JfW Ltca 

LTmtc 
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O 

[0325] 1 0 2 

[4-7"DZE-5- ( K U tt7 JL>- 2 —T* $ J 

-)\y 

3 — 7"• — 2 — ( K 'J 7 ^ 3-Jl/) ^^7x> (500 ixl, 2.08 mmo 

L) 0jh7bKP77>M (5.0 mL) tCMHIIgimT-40oC-e 'J ^ 0 JxV 

-f V7°P K (2.06 mL, 2.29 mmoL) £JP*., 3®%W\W$Ltc0 jxJfc 

K (68.8 mg, 2.29 mmoL) £JP^.30^^jf:^ LTcfil 

, -i0°ctc#i^LT40m 0°c-ei0i^^L/co 

Ltco #$Jf K 'J £ A*?§$-e2fc 

}#N K 'J ^A-e^ 

7A^P?h^77< - (^^rtV/iilfJL') HIHb^ (10 

6 mg, 20%J») £?#fc0 

[0326] #t^£0U 1 0 3 

3-7^^-5- (yg^y^JU) -2- ( s u 7JU7hgy^JU) 1-^7x 

y_ 

#^^^|J1 0 2tML/c [4-^gf-5- ( K'J 7;U^gp<51>'U) 

7 x > — 2 — JU] p< $ J —)[/ (106 mg, 0.407 mmoL) #^n" 

J$$J1 0 1 £|W|*§(OT;£-e£-J5£U LX%tz0 

[0327] #t^£0U 1 0 4 

2- (yg^^U) - 5 ~7 MU^-^7 

(5-7Mgf^7x>-2-^^) p< ^ y —;u (29.8 mg, 0.225 mmo 

I )£ffl^#t^£0U1 0 1 

LTt#/c0 

[0328] #t^/£0lj 1 0 5 
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[0329] 

[0330] 

[0331] 

[5 —  (5- 17LKI=177-2-4/1.) 	7J- 7i-2-4/1/] )<,9ii— 

)1. 

5 — (5-  I7L H=177-2-4/1.) 	7J- 7i-2—)j)1,//52 L F' 

(50.0 mg, 0.274 mmol) CE110, 	_.-awN 9 6 LITA0051--e -a h L, 	 

IllEat 	gdt -Ztt LL-CA tc: . 

0-a*fN 1 0 6 

2— [5 — 	(1=11=1)J1/) 	7J- 7i-2-4/1/1 5- 17L KI=177 

0-a*fN 1 05Zah L tc [ 5 — (5- 	7 L K I=17 5 	— 2 — 4 AA 

t 7 i 	— 2 —4 A.] )< 51  i —11/111 ON 0 -a*iN 6 8 L P100)51-ea 

1_,, 	rfAiLat'f'41--C, 	-t.0)aTit,"JEllkiNtc_-. 

__*-a*fN 1 0 7 

5 — (2, 	2, 	2— P)7/1/7J-DI..) 	7J-7i -2 — )JJI/tA3II 

2, 	2, 	2— 	') 7 )1/7J-  1=1 i,9' J —)1. 	(1.50 g, 	15.0 mmo I.) 	0)N, 	N —:') 

J1/*/1/1-1.7-1 Z Kg'ff-Y (30 mL) 	t:7KAIEJ-1,  I) r, A 	(655 mg, 	15.0 mmol 

) 	L 	5 — 	1=1 I=17f 7 i 	— 2 — t/l/tRI)1. (1.91 g, 	10.0 mmo I.) 

))1:1A.65°C-C6HilV, 25EIT1511i1V*, 65t-e4HilVINT' 1, tc. 	rt.,*7•1. 

aVA-Yt:=7.1c 	1 mitOWNA.-cm,FRi)1.--etEliffiLtc. VMM,MfilitilEt I-

') r, IA 7.1<gA T A341- L „R*KOgd-  Imo') r, IA TIM. AJEA'' 1, -C1'41  6 tat 

R3AT'Jti72)1/t71.01=17 I- 	‘‘7., 4 — (,N*It/EI/FRi)14 -clit 

li-z*--erfAlEalt (464 mg, 18%115($) V41  tc. 

-a*fN 1 0 8 

[ 5 — (2, 	2, 	2 — P)7/1/7J-DI 	..:>) 	7J-7i 	— 2 --OH )<51  

1 —J1. 

WO 2013/147183 143 PCT/JP2013/059589 

f 5 — (Th7bKD77y-2-^j[/) 2 ~^;ul 

1k 

5— (7^ h 7 t: K • 7 7 > — 2 — ^fJU) 5^7 x >— 2 — K 

(50.0 mg, 0.274 mmoL) 9 6 £ U I 

Lxmtco 
[0329] 1 0 6 

2- [5- (9 nU)L ̂ )\y) JLy- 2-4 )\s~\ Th7HKD77> 

#;#n" J^c^J 1 0 5 T"n J5c L TC [5 — (7- K ^ t: K • 7 7 > — 2 — -f JU) 51 

^7x>-2-^;u] p<$8 

[0330] 1 0 7 

5- (2. 2. 2-SU7JU7I-Dih^y) ^ 7 x > - 2 - a JU/-K>B£x 

±ik 

2, 2, 2 - K 'J 1M PX^ y — ;U (1. 50 g, 15. 0 mmo I) CON, N-V 

^ ̂ JlsTfcJl/AT $ K;#)S (30 mL) lZ7KM'lt,i~ h'J 0 A (655 mg, 15.0 mmoL 

) t 5-0 • n^^-y X y-2 (1.91 g, 10.0 mmo L) 

^ip^65°c-e60i^, ^-ei5Bip^ Q5°cxmmmW[,tc0 Kjtmjm 
1 Ltco K 

Y£A*}§$rc2fc&U h U 7ATtti MEE/HisLX%btitc 
t)?)l>t)^ A^7P7h^77^ - (^^rtV/ftilfJO -elf 

(464 mg, 18%J») £?#fc„ 

[0331] #t^£0U1 0 8 

[5- (2. 2. 2 - K U 7><U7|-ax K^->) f^7x>-2-^Jl/l 

J -)\y 
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[0332] 

[0333] 

[0334] 

[0335] 

-a*fN 1 0 7 Zahc L tc 5 — ( 2 , 	2, 	2 — 	') 7 )1/7J- Di I,  *:>) 

7J-7i 	— 2 —t/l/tRI)1. (254 mg, 	1.00 mmol) 	EI10-C, ova 

WN 9 3 L Holoa--e-a 	L, rfliEat (95.2 mg, 45%4 $) V4itc_-. 

-a*fN 1 0 9 

2— 	(11=1)</l.) 	—5— 	(2, 	2, 	2— P)7/1/7J-DI..) 	7J- 7 

0-a*fN 1 0 8 --e-a 	Ltc_- [ 5 — ( 2 , 	2, 	2 — 	') 7 )1.7f DI I*) 

7J-  7 i 	— 2 —4/1/])( '91 ) — 11. (95.0 mg, 	0.448 mmol) CE111,N, ova 
*N1 0 1 L P100)51-ea 	L, rfAiLatgatMt L L-CAtc. 

-a*fN 1 1 0 

[5— (2, 	2, 	2— P)7/1/7J- Mil*:>) E7%% -2--OH.] )< ,9ii 

—)1. 

5 — (2, 	2, 	2— P)7/1/7J-DI..) E7-2—t/l/tOgb< 

)1. (582 mg, 	2.46 mmo I.) 	CE111,N, 	__-a*fN 9 3 L P1# 0)51T-Eì  	L, 

rfliEat (73.9 mg, 14%V$) V4itc_-. 

__*-a*fN 1 1 1 

2— (1=11=1))1.) —5— (2, 	2, 	2— P)7/1/7J- Mil*:>) 	E7:'J 

-a*fN 1 1 0 --e-a 	Lk [ 5 — ( 2 , 	2, 	2 — 	') 7 )1.7f DI 	..:> 

) 	E7 :'Ji — 2 —4 A.] )( '91 ) —J1. (66.3 mg, 	0.319 mmo I.) CE111,N, ova 

*fN 6 8 L IpJ 	lo 	, zah L, rfliEat (39. 5 mg, 55%V$) V4itc_-. 

-a*fN 1 1 2 

2— (2, 	2, 	2— P)7/1/7J-DI..) 	77̀—)1.— 5 —t/l/tOgrb< 

WO 2013/147183 144 PCT/JP2013/059589 

#t^£0J1 o 7-e^L/c5- (2, 2, 2- h'J 7 JU:* • x h 

7 x > — 2 — Vllx^jU (254 mg, 1.00 mmoL) #^n" 

$0J9 3£ll^©;&£-e^£U mmit-&M (95.2 mg, 45%J») £?#*:„ 

[0332] 1 0 9 

2- (ym^^U) - 5- (2. 2. 2-hU7Maih^-» 5^7 

x > 

MMI?J1 0 8tML/c[5- (2, 2, 2-hlj7i^Pih^» 

^^7 x >—2 — ^JU]p<y —JU (95. 0 mg, 0.448 mmo L) #^n" 

J$$J1 0 1 £|W|*§(OT;£-e£-J5£U LX%tz0 

[0333] #t^/£0lj 1 1 0 

[5- (2. 2. 2 - S U 7JU7|-ax >-2->T JU] ^ 7 

-;u 

5- (2, 2, 2 - h 'J 7;U^PX h^>) 2-tj)l,tf>m* 

^JU (582 mg, 2.46 mmoL) #t^/£0!J 9 3 £U 

(73.9 mg, 14%W) £?#*:„ 

[0334] 1 1 1 

2- OnnXf-Jb) -5- (2. 2. 2 - h> u 7JU7l-ax s^>) h°7 v 

y_ 

MMi1 1 OtMLfc [5 - (2, 2, 2-h'j7MPih + ̂> 

) 2 — -f JU] p< *? J — JU (66. 3 mg, 0.319 mmoL) #^n" 

$0J6 8£ll^©;&£-e^£U (39.5 mg, 55%J») £?#*:„ 

[0335] #t^/£0IJ 1 1 2 

2- (2. 2. 2-hU7Maih^-» 5 
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[0336] 

[0337] 

[0338] 

* AIL t 	') r, L. 	(465 mg, 	11.6 mmo I.) 	L 2 , 	2 , 	2 — 	') 711. 7J-  i=ii q 

i —11. 	(1.70 mL, 	23.3 mmo I.) 0)5- 	7 L KI=17 7 	.74,,f-y (5.0 mL) 	t:.-.. 2 — 1 

1=17-1 V—)1.— 5 —t/l/tOgrb< X11. (517 mg, 	2.33 mmo0 	))11, 	25Ea' 

T2Hirmtv-  1., tc. aFt437,1, azat:.-.. 1 m7.KmiEt I-') r, L.7.1<gA 	)ili A_ 

--C1/FRI 	11/ T tEli ffl L tc. Vtil 	7.1C-05A341-  L, 	,;,7J<0,0 	F ') r, 1.,. TIM 

, ifillISIS1-  Z *T rfliE at 	Ad tWt (444 mg) L L -C141  tc. 

-a*fN 1 1 3 

[2— 	(2, 	2, 	2 — P) 7/1/7J- 1=1i 	..:>) 	-J7 N1—)1.— 5 —4/1/1 )< 51  

1 —11. 

( 2 , 	2, 	2 — 	') 7 )I. 7J-  1=1 i I,  * :> ) 

(413 mg, 	1.71 	mmo I.) 	EI10, 	#-EA 

(405 	mg) 	''f'41 7-zz- c. 

2, 	2 — P)7/1/7J- 1=li 	..) 	7 NI 

-a*M1 1 2 --e'a 	Lk-  2 — 

7-iNjs-11,— 5 — t)1,7j0gb( 	11, 

IN 9 3 L liA00)51T-Eì  	L, 	'k.l.'(Lata)AdtMt 

__*-a*fN 1 1 4 

5— 	(i=ii=i)<)1.) 	—2— 	(2, 

-11. 

— 	( 2 , 	2 , 	2 — 	') 7 )1.7f 1=1 i I- * :> 

(50.0 	mg, 	0.235 	mmo I.) 	E111,N, 

rfAiLatOpgatMt (50.3 mg) 	''f'41 t.z 

i 	..) 	)< 	)1/1 	= 	R )< 	)1/ 

'Ej*fN 1 1 3 --e ah L tc: [ 2 

) 	7-/N1—)1,— 5 — 4 )1,] )( q )-11. 

-aWN 6 8 LITA00)51T-E`A L, 

0 

-a*fN 1 1 5 

6 — 	[ ( 2 , 	2, 	2 — P) 7 )1/7J- 1=1 

6— 	(L I 	CI* /) 3 )1/) 	= 	Jggib( 	-)L' 	(500 mg, 	2.99 mmo I.) 	LI- 1 ) 

7 11.7J-  1=1 )< 5' J 	11.7JJR2 , 	2, 	2 — P) 7/1/7f 1=II)I. 	(518 	m,L, 	3.59 

	

mmo 0 a) N, 	N —:'))( 	)1/*/1/1-x 7 Z Kg'ff-Y (10 mL) 	6:.-.0t-e7.KAiEt 	') 

r, ix (179 mg, 4.49 mmo I.) 	)]p At., 	25E--e4Hirmmt-o-c_-. ar,t337,1, 	a 

WO 2013/147183 145 PCT/JP2013/059589 

zK^b^MJ^A (465 mg, 11.6 mmo L) t2, 2, 2 - h 'J DM • 

J—)[/ (1.70 mL, 23. 3 mmo L) (DT~ K 7 tl K • 7 7 (5. 0 mL) IZ2—D" 

• ̂^-ysJ—Jls— 5 - JjJlstfyM?1 (517 mg, 2.33 mmoL) 

x2mmmwLtc0 Ki&mj&s s^^iM7Ki^b^Kij^A7K;m^ipx 

TMix^^u-eaai Ltco #$ui mMfaMi- K u ^A-essjt 

s (444 mg) tLX%tza 

[0336] #t^£0U 1 1 3 

[2- (2. 2. 2-hU7Maih^-» ^7sJ-)\y-5 

y-;u 

#t^£0U1 1 2 T"n J5c L/c2 — (2, 2, 2-MJ7Jl/:tPiS**» 

^-ysJ—)\s— 5 — (413 mg, 1.71 mmoL) #^-nj5c 

0!I9 3 £|W|*§(OT;£-e£-J$U (405 mg) %mtc0 

[0337] 1 1 4 

5- (^••y^JU) -2- (2. 2. 2 - S U 7JU7I-DX S^->) ^3PX/ 

-;u 

MM^J1 1 3tML/c [2- (2, 2, 2— h'j7^Pih^> 

) ^ysJ—)[/— 5 — -1)1/] (50. 0 mg, 0.235 mmoL) 

£-J$$J6 8 £|W]*§(OT;£-e£-J5£U (50.3 mg) *k%tz 

o 

[0338] #t^/£0lj 1 1 5 

6- [ (2. 2. 2-hU7Maih^-» ^ ^JU] _ =l 51 >W£X ^)l> 

6— (t KP^r'v^ -^JU) — (500 mg, 2. 99 mmo L) £: h'J 

7;u^pp< ̂  >X;U/1N>I|2, 2, 2-h'j7MPXfJb (518 ^L, 3.59 

mmoL) GO N, N — :y;><-^JU^JUA T7 $ K;#)S (10 mL) tC0°C"e7K^'fb^- K 'J 

7A (179 mg, 4.49 mmoL) *k1)WX, JJ5 
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Vat:.=.7.1<)iliA., 	Ei'FRi11.--CtEliffl 1, tc. 	VM1,1 	,:,I0.1<0,0grd-  1- I) r,IATt' 

M. AJEANL-C1'41 64-LtcRII) th2)1/t 710 1=17 177-f - ('N 

*It 	/E1IFRI11/=5/1) -Clit- Z a'. L TrfAiLat (171 mg, 23%117$) 

14 tz-_-  . 

[0339] -a*fN 1 1 6 

f 6 - 	[ (2, 	2, 	2 - P) 7/1/7J-1=1I..) 	)3)L,] 	L'I) -3 — 4 

)1/1 	)( 5' ) —11. 

-a*M1 1 5 --e-a) 	Lk-  6 — [ ( 2 , 	2, 	2 — 	') 7 )I. 7J-  1=1 i H*:> 

) 	)< 	)1,] 	= 	Jggib< 	)1. 	(171 	mg, 	0.685 mmol.) 	E111,N, 	__-E;WN 9 

3 L P100)51-C-a 	1,, rfAlEat (134 mg, 88%117$) 	'f47z-_-. 

[0340] -a*fN 1 1 7 

5 - 	( 	1=1 1=1 )( 	)1.) 	-2- 	[ 	( 2, 	2, 	2 - 1- ') 7)1/7J-  1=1 i 1-*:>) )3  

Al.] 	El) 

-a*fN 1 	1 6Z-L`) 	1, tz-_- 	{ 6 - 	[ ( 2 , 	2, 	2 - 1- ') 7 )1/7J-  1=1 i 1- * 

:>) 	)( 	)1,] 	E i) :') — 3 -4)0 	)< ,91 ) —11/ (134 mg, 	0.604 mmol.) CE11 

kiN, 	-a*fN 6 8 L P100)51-C-a 	L. rfAlEalt41.tMt L 1, 

tz-_-  . 

--C1'41  

[0341] __*-a*fN 1 1 8 

3 — 	( 1 , 	1 —:'J7/1/7J- 1=1i)l.) 	— 1 H — E7V—)1. 

1 — ( 1 H — E7V—)1.— 3 —4 AA 1'91  J i (300 mg, 2.73 mmol.) , E 

(2 —)< F..:>i)14 	7Z J0 	-7' lEt (1.11 mL, 	5.99 mmol.) 

19) 	1=1 mi,9'Jier1y (6. 0 mL) 	:0°Ci 	J -)1. 	-AMA., 25.H.T1Hi 

rim3014-1_,tc_-. aFt437,1. a VAI 	Mfa 	*At   I-') r,1A7.1<gAi t:.-..0 

°C ---eAT L. 	:'J 	1=1 l=1)< 51 	))1:1A.tz-_- '16::AfilitlEt 1- ') r,1A7.1<gaTA349- 

1, tc. VM1,1 	,;,7I<0,0td-  1- ') r, IA TIM. WEAN 1., , 14'6 tt. tc RI t wvorn°-yn 
ililPvo n H £ * • • £.<* vni^aOo 

enym'^vc- fH mtig °-.n ̂fiK^ea 
V"^D?^— ?ir— ^^xaoj:] (n^ 0'9) ^#<<£xi=ii=i£/^a) 

(i OUIUJ 66 "5 '-|W L L • L) (ir^x<^H *-3) ^ 

7\ v (l0UJUJ ez."2 'Bui 000) <^£x (ir > - £-If-/, - H L) - L 

ir-A^cq-HL- (ir^xn^ir^/^-L ' i) - s 

8 L in[H700] 

vn^a?^a)itiMi^8 90^^# M 
a? (1 ouiui 1709 -0 '6ui t70 L) {1f>-£-</$ f,oq [1f^ (<* 

xn^ir^ fi H - 3 '3 '3) ] -9} -/1^i9 I \.UW^0 

<aho^ Lir 

^ K*dM Xd-IMfX fi H - 3 '3 '3) J - 3- (ir^^DD^) -9 

L I L [0$^# [01700] 

(»%88 'em frei) m&imm 
6UW°^ MEtf? (1 OUIUI 989 "0 'Bui LZ.L) ir^^|K^I=- [ir^ ̂ ( 

xm^ir£ n H - 3 '3 '3) ] -9-yn^as L I 

{if 

>-s-<^n0^ [ir^ «.+HxD^r^rH-3 '3 '3) j -9} 

9 L L fi[6880] 
°~m^ 

(mnzz 'Bui LLI) (L/9=ir^x|i^i//:-fr^ 

N/) ->A^H An^v^^ir^q:vtf 

savo rn o-yn wwair^xii^i 

68S6S0/£I0ZdfAL3d 9H £8UH/£I0Z OAV 
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71-01=17 177 4 — (iN*It/EIFRI/1/=3/1) --NittiZ L.' Lt:.-_,t 

-D --C" VAIL alt (145 mg, 41%V$) V41  tz-_-  . 

[0342] -a*fN 1 1 9 

[3 — 	( 1 , 	1 —:'J7/1/7J-1=li)l.) 	— 1 H — E7V—)1.— 1 —4 /I.] )< 51  

J-11. 

-a*M1 1 8 --e-aLtc: 3 — (1, 	1 —:')7/1/7J- Di/lA — 1 H — 

E7V-)i. (145 mg, 	1.09 mmol) 	0)i'91  J -)1474,,,f-y (1.0 mL) 	t:.: *)1/7 ') 

7.Kg,,,f-y (1.0 mL) 	)iri7_70t --e1Hircti--Ltc. ag.37•1, aV,IIAJEA' 

S' 	Z z: LTVAiLat gatMtL 1., -CAL-. 

[0343] -a*fN 1 2 0 

1 — 	(1=11=1)114 	—3— 	(1, 	1 —:')7/1/7f1=1I)14 	— 1 H—E7V 

—1L 

-a*fNi 1 9 Zahc Lk-  [3 — ( 1 , 	1 —:')7/1/7t1=II)14 — 1 H 

- E7V-)1.- 1 - 4 )1/i )( ,9,  J —11.0)CtMtn1 0. 0-a*iN 6 8 L 

P100)51-C-a 	L. rfAlEalt41.tMtL L.-C-14 tc: . 

[0344] __*-a*fN 1 2 1 

1 — [ 5 — ( P) 7 )1.7f I=1)< 	)1/) 	7J-  7 i i — 2 —4/1.] '51  J —)I. 

5 — 	( 	I) 7 )1/7J- 1=1)< 	)1/) 	7J-  7 i 	— 2 — t)1///1/5'L K 	(80.0 mg, 

0.444 mmol) 	05-  1-7 L H=177 	.74,,,Ty (2.0 mL) 	6:.-..0t--e9AL7:>,,./„. 

)1, (533 µI, 	0.444 mmol) 	))1:1A., 	25E--e53•12m11/4-'1.,tc_-. arZ*7,1 

. aVrat:.-4FRA.-crfil)E&E'S' L. 1464-LtcRIt:.-..7.KA.-cm,FRi)i, 

TA ffl t., tc. VNE 	rfil)Eik16-1-  z z.:. L --erktfEaltaAdtMt 	41  tz-_-  . 

[0345] -a*fN 1 2 2 

2 — 	( 1 — 	1=11=1I/1.) 	— 5 — 	( P)7/1/7f1=1)< 	)1/) 	7J-7i 

WO 2013/147183 147 PCT/JP2013/059589 

7A^P7h^77<- (^^THt>/M|x5l>'U = 3/1) XtmMt&ZtlZ£ 

•o X(145 mg, 41%W) £?#fc0 

[0342] 1 1 9 

[3- (1. 1 -y->MuiL^)\y) - 1 H-bf^y'-^u- 1 ->nn ^* 

y-;u 

1 1 8 T"nj3c L/c 3 — (1, 1 -VO -1 H-

t°7x/—)\y (145 mg, 1.09 mmoL) CDX-$? J — (1.0 mL) 'J > 

d.0 mL) ^irnxircximmmwLtc0 Ki&mj&s 
LTmtc0 

[0343] 1 2 0 

1- (Ouu^^)\y) -3- (1. 1 -y^JUTl-gx^JU) -1H-b°7x/ 

-;u 

#^^^|J1 1 9 T"nj3c L/c [3 - (1, 1 -VD JU^PX^JU) -1 H 

- 1 ->Hl/] #t^/£0!J6 8£ 

U ^kMiLTt#/co 

[0344] 1 2 1 

1 - [5- ( s u -JMU* +)\s) 2--rJU] x^y-ju 

5- ( K 'J • P< ^JU) W7i>-2-AJb/^Tth* (80. 0 mg, 

0.444 mmoL) (2.0 mL) £C0°C"T:'Ji'fbV V 0 A 

p<^U (533 ML, 0.444 mmoL) *k1)WX, ^^5^^^ Ltc0 J 

Ltc0 mm^mw}mmt^ztxm.m\t^%(D%^m^%tc0 
[0345] 1 2 2 

2- ( 1 -0 • DX^U) -5- ( h U 7 JUTF • ̂ ̂ JU) 
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[0346] 

[0347] 

[0348] 

	

-a*fm 1 2 1 Z ah 1., tc 1 — [ 5 — ( 	') 7 )1/7f 1=1 )< 	/I/ ) X77= 

— 2 — 4 )1/] 1 5' ) —)1/0`)CtMt (30.0 mg) 	PI S`. o-a*fm 6 8L 

P100)51T-E`A L. rfAiLata)CtMtV4tc. 

-a*fN 1 2 3 

5 — 	( 1 , 	1 — :'J7/1/7J- 1=1I11) 	7J-7i 	— 2 —t/l/tAll 	i)l. 

5 — 7 -t 	)1/7J-  7 i 	— 2 — t/l/tAgii)l. (74.1 mg, 	0.374 mmol) 

07 Hl/i 	(630 m,L) 	—i'91)—)l. (150 m,L) gat:.-..E 	(2—)( l* :> 

i)1,) 	7::::; JO, 	E7 v lEt (689 µI, 	3.74 mmo I.) 	))1:1 .A., 	70t-e4Hi 

rict 	Ltco aFt43 7"4, avrf-Ymfranto.KAt 1- 1) ,,A7.Kg,,,f-mt:.:OtT 

AT 1., 	1=11=1)( '9' 	6:.-.. --CtEliffl Lk-. Vtil 	1,',1112Z a.' L TrfliE 

alta)CtMtV41-C, --a)if'1^1EllkiNtc-- c. 

__*-a*fN 1 2 4 

5— ( 1 , 	1 — :'J7/1/7J- 1=II/1/) 	77i 	— 2 —t/l/tAk 

-a*fN 1 2 3 --e-a 	Lk-  5 — 	( 1 , 	1 —:'J7)1/7J-  1=1 i)1,) 	7J-  7= 

— 2 — t/l/tAti)l. (28.6 mg, 	0.130 mmol) 07)( 9' ) —11474a (1.0 

mL) 	t:.-..imAKRIEt 1- i) r,./A71Kgrf-y 	(312 	µI, 	0.312 mmo I.) 	))1:1A_, 	25E're1 

El It i'-' 1., tc. aFt43 7,/, avrf-YmEgint.„ 	1-)1,i-71<t:.-_ --c3aLtz: 

. *1,I6:.-.12mitogt 	p H 2 t::..tSZ 	-CNA., 	El'FRIJI/TtEliffl Ltc. VAla 

31 1124 -  Z a' L --erfAlEat oCtMt V41 --c , --m 	;Tfi ̂PI kiN  tt 

0 

-a*fN 1 2 5 

[ 5 — 	( 1 , 	1 — 	7/1/7J- 1=1I11/) 	7J-  7 i 	— 2 —4/1/] )( 5' J —11. 

-a*fN 1 24 Zah Lk-  5 — ( 1 , 	1 —:'J7/1/7J-Di/l4 	7J-7i 

- 2 - t)i/tAgtC,11 oz. o-a*fm 2 1 7 LFA60)51--e -al„ 	 

11. lEatoCt Mt V41  tc 0 

WO 2013/147183 148 PCT/JP2013/059589 

1 2 1 1 - [5- ( h 'J 7)ls?f • ̂ 3-Jl/) ^71 

>-2--r;U] (30. 0 mg) 6 8 t 

[0346] #t^£0U 1 2 3 

5 - (1. 1 -VyjutuJi^ju) JI>-2-tui/tfym x^u 

5 -T-tz^Jls^Jy ̂ y- 2 (74. 1 mg, 0.374 mmoL) 

OhJH> (630 nl) -X^y-;u (150 fxL) MCt'T, (2-p< h^> 

X^;u) (689 ML, 3.74 mmoL) 70°C-e40| 

K U ^A7K;§^^^0OCT-

1TL, VOnnttyizx^&Ltco #$Jf £"C^§Ifb 

[0347] 1 2 4 

5 - (1. 1 -y^JUTl-gx^JU) ^T|-7X>- 2 

#^-nJ5c^iJ 1 2 3 T"nJ5c L/c5 - (1, 1 - VP^7I 

>-2(28.6 mg, 0.130 mmoL) (D* 5> J -(1.0 

mL) izmfrmti- K 'J (312 ^L, 0.312 mmoL) £jQ;u ^T'l 

SS^L/co J5J»7^ K;ux>-7K^TMU/C 

o 7KH^12MJ^I|^ p H 2 L/Co #$ui£ 

o 

[0348] 1 2 5 

[5- (1. 1 -Vyjutuji^ju) ±y-2-4 )\sl 

#^^^|J1 2 4 T"nJ^c L/c5 - (1, 1 -^JU^PX^JU) ^71 

#t^/£0IJ2 1 7 H 



/1(,4. — 1 A o 1- 	40 K*1(c( — L —c: r ri 

[39E0] 

[ L9E01 

[09E01 

[617E01 

c <:,.*1=1A 	(,:--17, 	E— 	(1(=TL.1=1_11(L-17) 	—17— 	(St 	Se) 

6 3 L 1-14M:3-** 

°:-:/kiJ; 	($)91%6L 	'6 	10'1) 	*1,3-q),rE,D__R 

s_i-Ztla_ (91/989/96=1(T01/11/K-4*•/) — J- L. 	„4 -1 	1=1 4 \-7 

c(1(,4 	ri 	Wfg:-'-/Uczikil.)--1P-NPFaIN '11M)--c7 6 ri -1 -ociminv '1 

cwa-vii4no

c( 	

g 	'swim 	1 MEPfa_1(TZiciO1/11 'Y 1:1[01-c,7 6= 

K ef.T14-004:2P4X`24N '*;114`4N Or-V1414g ia-TEW__. 'Y UV 	(loww 08' 

17 	'6  L3 . L) 	1( ri 	/1( 	)1(,4.-1,1 01 OK 4zirK 4 )1=i_rirc. ri -1 R 	( 

1 oww 00 .9 	'VI 	9£8) 	K ..-_-'7e1.1(= ri -1 -21 	ow 0 .3) 	V.•.,Y4/1( ri -1 = -1 4ef. CD 

(1 0= 00 '17 '6w 038) '1(—1 4 	(1(= I L I=1 - r/l( L — 9 — 	D„.-3) 

c: 	<1()(c. 

(1(4. — 1 -I G 1) 	[” 	-f 	(11f//,SCI-'1(G —  9 — 	1=1,4. — 3 ) i 

8 3 1 1-14M:3-*0 

°-7.-/kiJ; 	(6  09 .0 *YT 

ROW.3-Tra 	 '1 W.3-2WCOO1IR 8 9 1-14M:3-*0 ','1 ELI 	(l oww 17£'£ 

'6w £178) 	1(=I L. (1 ( 	)( 	-* 1=1 A 	)-17' Zicigc:*1(YK 4,  )(1=1-11(L ri -1 

'1(==L 	(1()(1=11=1 0 	—17 	40K4z1(YK 4, 	Li _r1( c. ri -1 

L 3 L 114M:3-** 

°=-/kil.T1R(0*'.3-TE 	 '1 W.3-D--WCoe[gl R 8 

91-14W.3-** 'OEIEf 	(1 0= 199'0 '6w 001) 1(— i 4,  )( HO-- 3 —c: I 

L_Fc 	(i(Ti=i_r1(L— L 	' 1 ) 	— 9 1 =V'1 	( 	93 11-14M:3-** 

czTL_rcf 	(i(T1=1_1/1(L.c.— 1 	1) 	—9— 	(1( 	1=11=1 	) 	—3 

9 3 1 1-14M:3-** 

68S6S0/£10Zdf/13d 
	

6171- 	 £8ILtINIOZ OM 
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[0349] 1 2 6 

2- (0nn*3-)\s) -5- (1. 1 -V~> 

##£•$0111 2 5tML/c [5 - (1, 1 -V75^7 

x>— 2— -f JU] ^ $ J — )\y (100 mg, 0.561 mmoL) #^n"$£#!] 6 

8 £|W|*§(OT;£-e£-J$U 

[0350] #t^£0U 1 2 7 

h'J 7Jls?tn* $ >Z)ls7fc>m 4- (Quu*^-)\s) 7HJI/ 

h 'J DMU* $ 4-(t KP^ri>P<51>'U)7x-;U (843 mg, 

3.34 mmo L) 6 8 t U 

£/£$) (1.50 g) £?#fc„ 

[0351] #t^£0U 1 2 8 

[ (2-yg^E-5-DMu^yVJV) (te rt-7'fj[/) 

> 

(2-7Pf-5-7i^P7i-ib) J — )l (820 mg, 4.00 mmoL) 

CQ:P-tz h — h 'J (2.0 mL) iZ K 'J > (835 ixL, 6.00 mmoL 

) t K 'J DMU* $ tert-y^JU^^JU^ 'JJU (1.27 g, 4 

.80 mmoL) ^-C1S£#Lfco > 

L/co #$Jf 

U K "J ^A-e^ 

7A^P?h^77^- (^^pHt>/M|x5l>'U = 95/5^85/15) -eilt§!lt~£> 

c:i:-e^b^ti d.01 g, 79%J») £?#&„ 

[0352] #t^£0U 1 2 9 

(3 s. 4 s) -4- (4 -yjiy^tuy Ji—jiy) -3. 4-y'bKa^->b° 

1 -tDl/tfyIt tert -7"^^ 
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[0353] 

[0354] 

AD—m i x —a 	(8.10 g, 	77)1. K ') v 	±2'1 ) 	L )( '9' 	)1/ 7  A- 	7Z 

K(522 mg, 	5.49 mmol)Otert —1 51  J —11. (29 mL) 	—* (29 mL) grf-yt:.-..0 

°C-e4— (4-7/1/7J- i=17i=)14 — 1, 	2, 	3, 	6-5-  I7L KI=1E') 

— 1 	(2 H) 	—)j)l/tR 	tert-1/1/ 	(1.50 g, 	5.49 mmol) 	))1:1A., 

0t--e30rm, 25a--e2Hin30lm-Ltc_-. ar/03.7,1, aVrat:=7.111:1A_, 

i=11=1)( g ---etEliffl L, tc_-,, 	VAJW, 	1M7.1KR4Et 	I) r, A 7.1<g'ff-Ye 5 	349 L, 

,T 7.1<0,0td-  F I) r, A TIM, 	ifillEAS' 1., -C1'41  6 tt.tcRI 	I) t it/1.)J51A 

1=17 I- 	7 7 -I — (iN*It/EI/FRI)1/=4/11/1) --attii -Z a.' Lt:.= ck 

-D -CrfAlEat (1.66 g, 97%4 $) V4itz-_-. 

__-a*fN 1 3 0 

(3S, 	4S) —4— (4 —7/1/7J- 1=17i=)1.) —4—t' KI=I*:>-3— 

Eil=1-( )1/7t*:>) 	E''''):— 1 —t/1/ 7 031 	t e r t — .Ys)l. 

	

-a*fN 1 2 9 -e-Eì Ltz: (3S, 	4S) —4— (4-7)1/A- 1=17i= 

AA —3, 4—D '):'J— 1 —t/l/tR 	tert —7- 

ll. 	(1.66 g, 	5.33 mmol) 	L 4 —:'))( 	11/ 7-1 -Z ) L") :(33. 0 mg, 	0.270 mm 

ol.)0) 	D D)( 9' 474,,,a (17 mL) 	t:.:E//l/R,0.10t 	(1.29 g, 	6.93 mmol) 

L I. ') 1 	11.7 zi: 	(1.49 mL, 	10.7 mmol) 	. ))11 A.251ET18HilV3031.1/4-'1_, 

tco aFt43 7,1, aVrat:A/FRi)i/mA., Mf OWE 7 	=r, IA71<ga 

MfrailEt I- I) r,i,.7.1<gAT-11.T11.5A341•1, 	IMJE 	,:,:K7.1<0,0grd- 	I) r, 

.Z.,. TIM, 	ifillISIS' 1., -C1'41  6 tt.tcRI 	I) t it/1.)J 7/A 	1=17 I- 	7 7 4 

— (/•*It/EI/FRi)1/=9/1 3/1) --clitt -Zz:Lt::_ct-D -crfAlEalt ( 

2.07 g, 	98%117$) 	V4itc_-. 

-a*fN 1 3 1 

( R ) 	—4— 	(4 —7/1/7J- 1=17 i=)1.) 	—5— 	(E/1=14/1/7J- *:>) 	—5, 

6—D°')'-1 	(2H) —t/l/tft 	tert— Ys)l. 

__*-a*fN 1 3 OT-Eì Ltz: (3S, 	4S) —4— (4-7)1/ 7J-1=17i= 

WO 2013/147183 150 PCT/JP2013/059589 

A D — m i x — a (8.10 g, 7)[/ K 'J y t ?*• $> >7JU7 t 

K (522 mg, 5.49 mmo L) CO tert — $ J —)[/ (29 mL) — TK (29 mL) 

°Ce4- (4-7i^P7i-^) -1, 2, 3, 6-rh7bKPt1°'JV 

y— 1 (2H) — tert — (1.50 g, 5.49 mmoL) 

0oC-e30£f^ ^-e20|^30^Ji^L/co 

VOuu^^y HH L tc o #$Jf £ 1 K 'JO A7km)fcX)%& U 
m&m&i- K 'j oAx&m, msmmLxm^ntcB^sy>j t>?jut>^A 
^P7h^77^- (^^THt>/M|x5l>'U = 4/1^1/1) XtmMT&ZtlZ£ 

(1.66 g, 97%J») £?#fc„ 
[0353] #t^£0U 1 3 0 

(3 S. 4 S) -4- (4-7JUT|-a7x—JU) - 4 - b Km^>-3 - ( 

bfA'cK tf^'JVy- 1 tert -7"^>)U 

#^^^|J1 2 9 T"n J5c Ltc (3 S, 4 S) -4- (4-7MP7I-

Jly) -3, 4-y t KP^> tf^'J *>*>- 1 tert-^f 

JU (1.66 g, 5. 33 mmo L) £: 4 — S/p< $ J tf 'J ^ > (33. 0 mg, 0.270 mm 

o\.)(DV9 • pp< ^ >;#>S (17 mL) tC tf/<;H|te7X^ (1.29 g, 6.93 mmoL) 

£ h 'JX^U:P$> (1.49 mL, 10.7 mmoL) £jbPa.^-C180^30#i£# L 

, muikiti-^'jOAyKm^xtntnmms 
A-elg^ MJ±)Ils L T ?# btl tcW&k*/ 'J tl ?JUt! 7A^P7h^77< 
- (^^Ht>/Mix^;u=9/i^3/i) ( 

2.07 g, 98%W) £?#fc0 

[0354] #t^£0U 1 3 1 

(R) -4- (4-7;UT|-a7x-;U) -5- (bfA'cK ;U7|-^->) -5. 

6-»>* b Kg bf U yy- 1 (2H) tert-m 

#^-n^iJ 1 3 0 T"nj3c L/c (3 S, 4 S) -4- (4-7MP7I-
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)1.) —4 — L K1=1*:>— 3 — (E/1=1-(/1/7f*:>) 	E/''):)— 1 —t/l/t 

JOgt 	t e rt-1/1/ 	(2. 07 g, 	5.23 mmol.) 	0) I- )1/i 474'14-Y 	(40 mL) 	(,:.= 

N — 	(1 	')I)1/ 7-1 =7J- )1/*=)1.) 	t/l./Z JOgt 	)< 3 )1, 	(1.74 g, 	7 

.32 mmol.) 	. ))11 A.60°C-C3HirCti' Lk-. ar,t337,1. limi)1,.A., m 

fra Ogt 7.1< A t F ') r,1-1.7.1<gA, Mf OWE t 	') r, IA 7.1<gAT -t.  tt. TA-LA 341-1 

, 	A 1,1 	A:K*0,R t F ') r, IA TIM, AJERS' 1./"C 14' 6 tt. tc Rli 	') t 

it/l.t71-01=17 l'77 -I - (1N*It 	/E1IFOgtill/=9 /1 3 /1 ) Tall  

- Z Z: L t:.= ck .D ""C 	lirar 	t (1.47 g, 	75%117$) 	1'4' tc: . 

[0355] -a*fN 1 3 2 

°i)1/031 	( R ) —4— (4 — 7 )1.7f1=17 i =A.) — 1 , 	2, 	3, 	6 — 5- 

7L KI=1E')-3--f)l. 

-a*fN 1 3 1 Zah Ltc: ( R ) —4— (4 — 7 )1.7f 1=17 i=)1/) - 5 

— 	(E/i=i-f)1.7f*:>) 	—5, 	6 —:'JL KI=1E'):— 1 	(2 H) 	—t/l/t 

JOgt 	t e 	r t — Ys)l. 	(1.69 g, 	4.48 mmol.) 	0):'J 	1=11=1)( '91 	.7.,v,4-y 	(3.0 

mL) 	t: 	I) 7 )1/7J- 1=1EM 	(1.4 mL) 	.)iiiA.25ai---e2HirmItt-t_,tcc, 	ar,ii.337,1 

. 	azat:.-..mfri1 	ngt7KAt I- 1) ,,A7.1<g'ff-YMA., 	EI/FOgti11.--etEliffl Lk. 

VMJN, 	A:K*0,R t F ') r, IA TIM, rrRS  LT.  rfAiLat gat Mt L 

1., . -C 1 '41 tc . 

[0356] __*-a*fN 1 3 3 

(R) —4— (4-7/1/7j- i=17i=j0 — 1, 	2, 	3, 	6-5-17L K1=IE 

I) — 3 —7f —)1. 

-a*fN 1 32Zah 1., tc: Ei/l/ngt 	( R ) —4— ( 4 — 7 )1.7j-  1=1 7 i 

=11,) —1, 	2, 	3, 	6-5 F.7 L K1=1E') :'J 	— 3 --f )1.0)g.tWtO) 1 

, 

7.K)iriA., 

4 —:')7J- *It J 	(4.5 mL) 	—7.1< (2.5 mL) 34rf-y6:.-..7.KogtiE i) 	L. —*flit 

(229 mg, 	5.45 mmo 0 	.))11A_115°C -C3HilMtti-' 1, tc: . 	r,t337,1. 	azi- 

liFogti11,--etoiffiLtc. vcw,gamitre.-1,--0464-LtcRgi 

WO 2013/147183 151 PCT/JP2013/059589 

JU) -4-kKP^>-3 - (tfA'p tf^'J *>*>- 1 -tuistf 

>I£ tert — (2.07 g, 5.23 mmoL) CD hJUi >;#>$; (40 mL) \,Z 

N- ( h 'J — II (1.74 g, 7 

.32 mmoL) ^iPx60°C-e30|^Ji^ L/c„ Pa., IS 

K 'J ^ A7K;§}ts K 'J 0 A7_K;£}t~£ 

f)l>-h^A9 P7h^77-f - (^^rHt>/M|x5l>'U = 9/1^3/1) 

(1.47 g, 75%J») £?#fc0 

[0355] #t^/£0IJ 1 3 2 

bfA'JUfflt (R) -4- (4-7JUT|-a7x-JU) -1. 2. 3. 6 -=j- K 

7 b K • bf U V > - 3 - -f )\y 

#^-n^iJ 1 3 1 -e^L/c (R) -4- (4-7i^P7i-^) -5 

- M**/) -5, 6 — y L K • tf 'J Vy— 1 (2H) 

>11 tert (1.69 g, 4.48 mmoL) (DV0 PPp<^>;#^ (3.0 

mL) ^K'J7;U^PMI (1.4 mL) £jbPa.^-C20^i£# Ltc0 J 

s K 'J ^7 ATK^^JP;^ L/c0 

LTt#/c0 

[0356] #t^£0U 1 3 3 

(R) -4- (4 -7;UT|-a7x-;U) -1. 2. 3. 6-^K7bKDbf 

U Vy—3 — ̂  —)i> 

1 3 2 L /c tf A'JUlt ( R) - 4 - (4-7 JUTT P7I 

-;u) -1, 2, 3, 6-7LS7HKPtfljy>-3->rJl/©*I^jStl©1 

, 4-y^^r+f> (4.5 mL) -7K (2.5 mL) ;#^^7KI^b 'J ^ 0 A-**Q$l 

(229 mg, 5.45 mmoL) £JP;L115°C-e30|^Ji^ L/c0 J5J»7^ 

TK^JP;^ L/co #$Jf 
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[0357] 

[0358] 

I) t /72)1/t 71A 	i=i7 I- 	7 4 — (EfFRI)1//)< 5' ) —11.=49 /1 7/3) 

-Clit,Z a.' L t:.-.. ct -D -CrktfEat (640 mg, 	2RFig74%4 $) 	''f47-c_-. 

-a*fN 1 3 4 

(3 R, 	4R) —4— (4 —7)1/7J- i=i7i=)1.) —3, 	4—it' Ki=1*:>L°  

I) :') 	— 1 —t)l/tR 	tert—Ys )l. 

A D—m i x—(3 	(8.10 g, 	7)1/ K I) 	,%1 ) 	L )( 51 	1 - 01.7 A- 	7 

Z K(515 mg, 	5.41 	mmol.)0)tert —1 51  i —11. (29 mL) 	—* (29 mL) g,,,f-yt:.= 

ot---e4 - 	(4 -7)1,7j-i=i7i=)1,) 	— 1, 	2, 	3, 	6 —5- 1-7LKI=1E 1):') 

— 1 	(2 H) 	—)j)l/tR 	tert-1/1/ 	(1.50 g, 	5.49 mmol.) 	))1:1A.'-& 

2--e1Hirm3031114- Ltc. aFt43 7,1, aVrat:71K)NA., 	i=11=1)< ,9i --e 

A ffl Lk°  VN,1 	1 m7.KR IL t I- I) r, IA 7.1<gA T A3411.,, VM1,1 	,;.71K 

f I- I) r, 1,. --(IVA, 	ifillISE'S' 1, --C1'41  6 tt.tz-_-  RI 	:> I) t it)i. t 7/A 	1=1 7 I- 

77 4 — (/•*1J- 	/filFRI)l.=4/11 /1) ---OCIA - Zz: Lt::_ ct-D -c 

IllEalt (1.69 g, 	100%117$) V41 7-co 

-a*fN 1 3 5 

(3R, 	4R) —4— (4-7)1/7f1=17i=)1.) —4—LK1=1*-3— 

Eil=1-f/1/7f*:>) 	E°,'') :') 	— 1 —t)1/ 7 031 	t e r t —1/1/ 

-a*fN 1 3 4 -C'sal,i-z-_-  (3R, 	4R) —4— (4-7)1/A- 1=17i= 

AA —3, 4—it' Ki=1*:>Ei'):— 1 —t/l/tR 	tert —7- 

)L 	(1.69 g, 	5.43 mmol.) 	L 4 —:'))( 	)1/ 7-1 -Z)E1):(33.0 mg, 	0.270 mm 

ol.)0)1=11=1)( 9' 474,,,a 	(17 mL) 	6:.:E//1/0gt7101 	(1.31 	g, 	7.06 mmol.) 

L I.  I) i)1/7-1 -Z i 	(1.52 mL, 	10.9 mmol.) 	))1:1A_251:E""e2211i1V3031tt'L 

tco aFt43 7,1, aVra6:.-4FRi)i/mA., Mf OWE 7 	='J IA71<ga 

, 	MfilitilEt I- I) r,1,.7.1<g',*--e - - tt.T11.5A341•1, 	VM1,1 	,o.l<0,0grd-  I-') r 
A-MA, 	ifillE&E'S' 1, --C1'41  6 	tc R I I) t it)i. t 7/A 	1=17 17 7 4 

— (/•*It/EI/FRi)1/=9/1 3/1) --clitlI -Z z: L t:.-_,t-D-CrfAlEalt 

WO 2013/147183 152 PCT/JP2013/059589 

'J h^77 -f - ^ y-;U = 49/1^7/3) 

(640 mg, 2f£Pg74%J») £?#fc„ 

[0357] #t^£0U 1 3 4 

(3 R. 4 R) -4- (4 -yjly^tuy Ji—Jly) -3. 4-y'bKin^:>tf 

1 -tDl/tfyIt tert -7"^^ 

A D — m i x — jS (8.10 g, /'JU K 'J y ^^±M) t ?*• $> y X h )[/7 j y 7 

$ K (515 mg, 5.41 mmo L) CO tert — ~J $ J —)[/ (29 mL) — TK (29 mL) 

0°Ce4- (4-7i^P7i-^) -1, 2, 3, 6 -=r h =7 t K • tf 'J *J 

y—\ (2H) —t})[//Ssy$ji tert — (1.50 g, 5.49 mmoL) 

;^-ei0|^30^Ji^L/co VOuu^^yx 

aaiL/co ^n^iMTKi^b^K'j^ATK^-e^L, mmmzmimwi 

± K <j oAr-mgs mi±mmLrm'btircmm^y,jti^juti^A<7u^ K 

^77-f" (^^THt>/M|x5l>'U = 4/1^1/1) -Z'WMT&ZtlZ^-oZ^ 

(1.69 g, 100%J») ttmtc„ 

[0358] 1 3 5 

( 3 R. 4 R) -4- (4—7 JUTI- • 7 X _ JU) - 4 - b Km =£»>-3 - ( 

tfA'CK JU7|-^->) tf^'JS/>- 1 ~^JU/-K>lt tert -7'^JU 

1 3 4-e£-J5£L/c (3 R, 4 R) -4- (4-7^P7i-

)\y) -3, 4-y t KP^>tf^'J *>*>- 1 tert-^f 

JU (1.69 g, 5.43 mmo L) £: 4 — Vp< $ J tf 'J ^ > (33. 0 mg, 0.270 mm 

oDCD^^ • • p< $ (17 mL) tf A'JUIIMTK^ (1.31 g, 7.06 mmoL) 

£ h'Jx^JU:P$> (1.52 mL, 10.9 mmoL) £2JDa.^-C220^30#i£# L 

tco muMtyy^-OAyKm^. 

A-elg^ MJ±)Ils L T ?# btl tcW&k*/ 'J tl ?JUt! 7A^P7h^77< 

- (^Ht>/Mtx^u=9/i^3/D ( 
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[0359] 

[0360] 

[0361] 

2.04 g, 	95%16($) V4itc_-. 

-a*fN 1 3 6 

(S) -4 -  (4 - 7/1/7J-  1=1 7 i=)I.) -5- ( Eii=i 4 JI/A- *:>) -5, 

6 -:')L KDE,):')- 1 	(2H) -t/l/ 	/t 	tert-1/1/ 

-a*fN 1 3 5 --ea) 	Lk-  (3 R, 	4R) -4- (4-7)1/A- 1=17i= 

)1.) 	-4-F'D'-3- 	(E/i=i-()1/A- *:>) 	E''''):- 1 -t)1/7J 

Jggi 	t e r t -1/1/ 	(2.04 g, 	5.16 mmol) 	0) HI/I474',4-Y (40 mL) 	t:.-.. 

N - 	( I- 1) i)1/ 7-1 	=7J- 	)1/7J=)1.) 	t)1./..Z Jggib< 	)1, 	(1.72 g, 	7.2 

2 mmol) 	. ))11A.60°C-C3HirCti-' Lk-. arZ*7•1. arvat-,-A,FRi)1/11] 

A., MfliangV.KAt I- ') r,1A7.1<ga, Mf0±-114Et I- ') r,1A7.1<gaT -t. tt.T1-t. 

5A3444, 	IMJE 	,:,:K7.KKOgrd-  I- ') ',1A TIM, glEA' n 1./T1'41  6 tat RI 

> I) t it/l/t 7/A 	i=i7 I- 574-  (/•*It/EfFRIJI/=9/1 3/1) T 

al. -Za.'Lt:.:ck -D -C VA I Eat (1.82 g, 	93%115($) 	1'41 7-c_-  . 

-a*fN 1 3 7 

Ei)1/031 	(S) 	-4- 	(4 -7/1/7f1=17 i=)l.) 	- 1 , 	2, 	3, 	6-T I- 

7L KI=IL")-3-4/1/ 

_.*-a*fN 1 36 ZaJ 	Lk-  (S) -4- (4 - 7/1/7f 1=17 i=j1,) -5 

- 	(E/1=14/1/7f*:>) 	-5, 	6 -:')L Ki=1E,):')- 1 	(2H) 	-)j)1/7J 

Jggi 	t e 	r t -1/1/ 	(1.62 g, 	4.29 mmol) 	071=11=1)( 	' 	'7-4'ff-Y 	(32 m 

L) 	t:.-. I-') 7J1. 	CI 	(6.5 mL) 	))1:1A.25.H.T2011i1VIti'' Lk-. 	ag.33 7,1 

aFn-yt:AfrangVEAt l- i) r, A7.1Kg'ff-Y 	)iii A., MIFRi)1.---efEliffl Lk-. 

VM1,1,:,:o.KKOtd-  F ') r,11. TIM, WEAN 1., -CrktfEat 	gat Mt L 

1./Z1'41  tz-_-  . 

_.*-a*fN 1 3 8 

(S) -4 -  (4-7/1/7ti=17i=j1.) - 1, 	2, 	3, 	6-5- I-7L KI=IE 

I) 	- 3 - A-  -)I. 
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2.04 g, 95%J») „ 

[0359] 1 3 6 

(S) -4- (4-7;u7l-a7x-;u) -5- (tfA'p-nu;fr^:>) -5. 

6-V b Kg tf'J »>*>- 1 (2 H) ~ajl/df>BS tert-m 

#^^|J 1 3 5-e^L/c (3 R, 4 R) -4- (4-7^P7i-

JU) — 4 —LKP^-3- (tfA'P^JU;t^>) tf^'J *>*>- 1 -tuutf 

>I£ tert — (2.04 g, 5.16 mmoL) CD hJUi >;#>$; (40 mL) tC 

N- ( h 'J JL^)\yyy"E-^X)\y7is-)\y) ti )\s'< $ >I|p< (1.72 g, 7.2 

2 mmoL) ^iPx60°C-e30|^Ji^ L/c„ 

i, K 'J 0 A7K;#^ K 'J 0 

is 'J t) fJIst} 7A^7P7 h^77<- (^^rHt>/M|x5l>'U = 9/1^3/1) T? 

£ Z t IZ £ •? ~C(1.82 g, 93%J») £?#fc0 

[0360] #t^£0U 1 3 7 

tfA'JUfflt (S) -4- (4 -7){,Xn7 JL-Ji,) -1. 2. 3. 6 -=j- K 

7 b K • tf U ->* > ~ 3 - -f )\y 

#^-n^iJ 1 3 6 T"nj3c L/c (S) -4- (4-7i^P7i-^) -5 

- (tfA'p^JU;t^>) -5, 6 — ^ t K P tf 'J Vy— 1 ( 2 H) 

>11 tert (1.62 g, 4.29 mmoL) (DV0 PPp<^>;#^ (32 m 

L) (6.5 mL) £ JD ̂ ^^20^^^ Ltc0 

s K 'J Lfc0 

K>J0A?m?ks 

LTt#/c0 

[0361] #t^£0U 1 3 8 

(S) -4- (4 -7MP7I-J1/) -1. 2. 3. 6-^h7bK'Ptf 

U Vy—3 — ̂  — )l> 
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[0362] 

[0363] 

-a*fN 1 3 7Z-a 	Lk-  Ei)i,R 	( s ) —4— (4 — 7)i/7J- 1=17 i 

=)1,) —1, 	2, 	3, 	6-5 I- 7L KDE I) :' 	— 3 — 4 )1.0gatMta) 1 

4 —:'J7J-*1J- 	(11 	mL) 	-71K (6.5 mL) gA6:7.1KRIE ') 	r,./A-7.1<flirtt 	( 

1.54 g, 	36.7 mmol.) 	. )ipA_1150c--e3Hircti--  1, tc. ag.3.1,7,1, 	,n-Yt:71K 

)iii A., 	i=i1=1*)1,1A --etEhffl L tc . VCV, 	15-1112S1_, -CM 6 tt. tc Rgi 

') t it/l/t 7 IA 	1=17 	77 -I- 

-D -C VA I Eat (383 mg, 2RINL18%Ji7$) 	1'41 7-c_-  . 

__*-a*fN 1 3 9 

5 — 1=H=1-6 — )( 	..:> — 5' 	, 	6' 	—:')LKI=i— [2, 	4' 	— EE'):') 

1 — 1 ' 	(2' 	H) 	—t)1/t'31 	tert—Ys)l. 

6 —11=1— 3 —1=II=1— 2 —)( 	-.:>E'):') 	(1.98 g, 	8.90 mmol.) , 

4— (4, 	4, 	5, 	5 —5- 17))1.— 1, 	3, 	2—:')7J- *Itt1=17-2 

— 4)0 —5, 	6 —:')L KI=IE ,):')— 1 	(2 H) —)j)l/tR 	tert 

—1/1/ 	(2.50 g, 	8.09 mmol.) 	, 	gogid-  1,  i) r,11, 	(1.71 	g, 	16.1 	mmol.) 	0) 

1, 	4 —:'J7J-*1t 	(50 mL) 	—7.1< (10 mL) gat:.-..77 /1/14#%-F-e5-  

74 	( 	') 7 i=JI/* 	7 -I 	/7:')`,11. (0) 	(467 mg, 	0.400 mmo 0 

)iii A1 oot-e3HirmIti- 1., tz-_-  . ag.337,1, 	,n-Yt::_mfillefE7=',IA 

7.1<g'AIMA., El/FRIll/TtEliffl 1, tc. VMJE 	Mfliftigi7J<T5A341- L„:,:;,* 

Kngd-  F I) r, IA TtV31, 	ifillE&I'S' 1, -CM 6 tt.tc RI 	:> ') t it) l/ t 7 A 	1=1 

7 	7 7 4 — (/•*it 	/Ei1FRi)1/=4/1) --clit,z z.: L ---ermiLat 

(2.55 g, 	97%117$) V41  tc: . 

__*-a*fN 1 4 0 

(3S, 	4S) —4— (5 —1=11=1-6 —) I-* 	—4)0 — 

3, 	4—D ')I :')— 1 —t)I/tR 	tert —1/1/ 

__*-a*fN 1 3 9Z-a 	L tc 5 — 	1=1 1=1 — 6 — )( 	* :> — 5 ' , 	6' 	— :' 

WO 2013/147183 154 PCT/JP2013/059589 

1 3 7 (S) -4- (4-7i^P7i 

-;u) -1, 2, 3, 6-rh7t 

, 4-y^^r+f> (11 mL) -7.K (6.5 mL) ^tOKgHt 'J ^ 0 A-**Q$l ( 

1.54 g, 36.7 mmoL) £JP;L115°C-e30|^Ji^ L/c0 J5J»7^ 

£2JP^ 0 PP*JUA-effltJH L/c0 #$Jf 

'J i^7A^P7 h^77^ - (Mtx^JU/^ ̂  y-;U = 32/1^13/7) 

(383 mg, 2f£Pg46%J») £?#fc„ 

[0362] 1 3 9 

5-^PP-6-y h^r'>-5' . 6' -ybKD-[2. 4' -tftf'J^ 

>] - 1' (2' H) tert -7"^JU 

6-yP'E-3-^7 • • - 2-p< h^r:> tf'J (1.98 g, 8.90 mmoL) N 

4- (4, 4, 5, 5 -T h7^ 1 , 3, 2-y^^r+f^P7>-2 

-^JU) -5, 6-y L KP tf'J 1 (2 H) tert 

— (2.50 g, 8.09 mmoL) N h'J ^ A (1.71 g, 16.1 mmoL) CD 

1, 4-y^^rHt> (50 mL) -7K (10 mL) TJIs=fViitTtf K 

7^-7, ( K 'J 7 x ~ 7 -f >) A (0) (467 mg, 0.400 mmoL) 

^iPxi00°c-e30|^Ji^L/co 

TK^^JP;^ L/Co u » 

K 'J ^7 A-e$£'Jiu MJ±;Ils LxmbtitcWk^V A?u 

7h^7-r- (^^rHt>/M|x51>'u=4/i) 

(2.55 g, 97%J») £?#fc„ 

[0363] #t^£0U 1 4 0 

(3 S. 4 S) -4- (5-^PP-6-^ K^->tf U y'>—2 — ^;U) -

3. 4-y'b KP^>tf^U »>*>- 1 tert -7 

#^i13 9-e^Lfc5-^PP-6-^h^>-5' , 6' -*>* 
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[0364] 

[0365] 

[0366] 

L Km— [2, 	4' 	—EE ,):')] — 1' 	(2' 	H) —)J)1/ 7JR 	t e r 

t —1/1/ (2.10 g, 	6.47 mmol) CE111,`, o-a*fm 1 2 9 LP100)51-"e 

-L`L, 	'k.'llEaltt (2.19 g, 	94%117$) 	V4tc_-. 

-a*fN 1 4 1 

(3S, 	4S) —4— (5 —1=11=1-6—)( I-* 	—4)14 — 

4 —L Ki=1*:>-3— 	(E/i=i-()1/7J- *:>) 	L°, ' ,):')— 1 —)J)1/ 7JR 

t e r t —1/1/ 

-a*fN 1 40 -CaLtc: (3S, 	4S) —4— (5 — 	i=ii=i— 6 —)( 

-.:>E 1):-2 —4)14 —3, 	4 —:')L Ki=i*:>E ,):')— 1 —t)l. 

7j.iR 	t e r t —1/1/ (2.19 g, 	6.10 mmol) 	CE111,`, 	.*,-a*fm 1 30 

LP101051T-Eì L, 	'k.'llEat (2.98 g, tin) 	1'4' tc: . 

-a*fN 1 4 2 

(R) 	— 5 —1=11=1-6—)( I-*:>— 5' 	— 	(E/i=i-()1/7J- *:>) 	—5' 	, 

6' 	—:')L Ki=i— [2, 	4' 	—EE ,):')] — 1' 	(2' 	H) —t)l/tAk 

t e r t —1/1/ 

i_.-a*fN 1 4 1 Zah L, tc ( 3S, 	4S) —4— (5 — 	i=ll=i— 6 —)( 

-.:>E 1):— 2 —4)14 —4 —L Ki=i*:> — 3 — (E/i=i-()1/7J- *:>) 

E',' ,):')— 1 —)J)1/tAgr 	t e r t —1/1/ (2.80 g, 	6.10 mmol) 	CE11 

0, 0 -a*fN 1 3 1 LP101051T-EìL, rfAlEat (1.35 g, 52%117$ 

) c14tco 

__-a*fN 1 4 3 

Ei)l/R 	(R) 	— 5 —1=11=1-6—)( I-*:>— 1' 	, 	2' 	, 	3' 	, 	6' 	— 

5-1,7L Ki=i— [2, 	4' 	—EE ,):')] —3' 	—4)1. 

-a*fN 1 42 Zah L, tc ( R ) — 5 — 	im=i — 6 — )( I- *:> — 5 ' — 

( Ei 	1=1 4 )1/7J-*) 	—5' 	, 	6' 	—:')L Km— [2, 	4' 	—EL01):')] 

WO 2013/147183 155 PCT/JP2013/059589 

kh'P" [2, 4' -tft°'J^>] -1' (2' H) ter 

(2.10 g, 6.47 mmoL) 1 2 9i:ll^©^-e 

li^U (2.19 g, 94%J») 

[0364] #t^£0U 1 4 1 

(3 S. 4 S) -4- ( 5 - ̂  - 6 - ̂  K ^ bf U y > - 2 - ;U) -

4-bKD^->-3- (b°/<a^;u^^->) u »>* >- 1 

tert- 7"^^ 

1 4 0 L/c (3 S, 4 S) -4- (5-?PP-6-* 

h^> fcf'J Vy-2-^;U) -3, 4 -V t KP^> 'J 1 -t)Jls 

tert — y^Jl/ (2.19 g, 6.10 mmoL) #;#n"1 3 0 

t. J5c LS HH'fb'n^ (2.98 g, *&%tc0 

[0365] #t^£0U 1 4 2 

(R) -5-^mm-6-y s^>-5' - (b°A'p<<-5' . 

6' —i/\i Kg— [2. 4' -bfb°uy>] -1' (2' H) -±})\s7iiym 

tert- 7"^JU 

1 4 1 L/c (3 S, 4 S) -4- (5-?PP-6-* 

h^> fcf'J Vy-2-^;u) -4-kh'P^>-3 - (t°/<p^;u^^^) 

k?s<ij i/y— 1 — t e r t—(2.80 g, 6.10 mmoL) 

l\ #t^£0U1 3 1 £|i^©;&3re^£U b^ (1.35 g, 52%J» 

) £?#fc„ 

[0366] #t^£0U 1 4 3 

b°A';Ult (R) - 5-^PP-6-^h^->~1' . 2' . 3' . 6' -

fh7bh'p- [2. 4' -bfb0|jy>] -3' 

1 4 2 L/c (R) - 5- ̂ 7PP-6-p<h^>-5' -

-5' , 6' -$/*th'P- [2, 4' -tft°'J^>] 
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[0367] 

[0368] 

[0369] 

—1' 	(2' 	H) 	—)j)1,7JR 	t e r t —1/1/ (1.35 g, 	3.18 mmol) 0) 

9' )-11474a (1.0 mL) (Z4 MitlE*A/ 1 , 	4 —:')7f*It i (15 mL) 

MA.251101 T831241'1/4' Lk- o ag.337,1, 	,n-Yrfil)Edaii*.-L, MflilgOgV.K„ 

t I- ') r,1,.7.1<ga L7.1< 	)]QA., 	ElIFRi 	)1/TtEliffl 1, tc. Vtil 	ifillE&E'S'1_, 

--C VA IL at 	Ad t Mt (1.32 g) L I., -C1'41 7-c: . 

-a*fN 1 4 4 

(R) 	— 5 — 1=H=1-6 — )< I-*:> — 1' 	, 	2' 	, 	3' 	, 	6' 	— 5- 1-7LK 

1=1 — [ 2, 	4' 	—EL"):] —3' 	—7f —)1. 

	

-a*fN 1 43 Zah L tc Ei 	/R 	( R ) — 5 — 	I=11=1— 6 —) 1-* 

:>— 1' 	, 	2' 	, 	3' 	, 	6' 	— 5 I-7L Km — [2, 	4' 	—EE'):')] — 

3' —4/1/0)C±Mt (1.32 g) CE111X-CO -a*fN 1 3 3 LP100)51T 

-L`1,, rfAlEat (160 mg, 2R13821%117$) V41  tc_-. 

-a*fN 1 4 5 

5 -7/1/7J- D-6-)<)1.- 5' 	, 	6' 	-:')L Ki=i- [2, 	4' 	-EE'):'J 

] — 1' 	(2' 	H) -t/l/tA31 	tert -Ys)l. 

6-11=1-3-7/1/7J-D-2-)()I.E') 	(1.40 g, 	7.37 mmol) 

jEll 0, 0-a*fN 1 3 9 L Hoopa-e-a 	L. VAILat (1.89 g, 97%117 

$ ) c1Itco 

-a*fN 1 4 6 

(3S, 	4S) —4— (5 —7)1/7J-1=1-6 —)/l/E'-2 —4)0 — 

3, 	4—it' K1=1*:>E'):— 1 —t/l/tAgr 	tert —1/1/ 

-a*fN 1 45 Zah L tc 5 — 7 )1. t 1=1 — 6 — )< 	)1. — 5 ' , 	6' 	— 

L Km— [2, 	4' 	—EE'')] —1' 	(2' 	H) 	—)J)1/ 7JR 	t e r 

t —Ys )l. (1.38 g, 4.72 mmol) CEI10, o-a*fm1 2 9 L P100)51-"C 

ah L. rfAlEat (1.08 g, 70%4 $) V4itc_-. 

WO 2013/147183 156 PCT/JP2013/059589 

— 1 (2' H) t e r t (1.35 g, 3.18 mmoL) GO 

(1.0 mL) tC 4 Mi^bTKH/1 , 4(15 mL) £ 

•f K 'J 0 ATK/#/S£:TKJQa.N L/c0 L 

(1.32 g) £LT?#fc„ 

[0367] #t^£0U 1 4 4 

(R) - 5-^gg-6-^K^->-1' . 2' . 3' . 6' -f K 

• - [2. 4' -bflfU-y'Vl -3' -^~;U 

1 4 3 L/c (R) —5—^7PP — 6—p< K^r 

V-I' , 2' , 3' , 6' -Th7tKP- [2, 4' -tft0'jy>] -

3' - >ni/©*I£/£$] (1.32 g) £ffl^T#t^£0!J1 3 3£HJi©;££-e 

li^U (160 mg, 2|^b21%W) £?#fc„ 

[0368] #t^£0U 1 4 5 

5-7J\sJU-6-y ̂ JU-5' . 6' —i/\i KP— [2. 4' -bfbf'jy 

>] - 1' (2' H) tert -7"^JU 

6-yn^E-3-DMU-2i/> (1.40 g, 7.37 mmoL) £ 

#t^£0U1 3 9£HJi©;&£-e^£U (1.89 g, 97%J]X 

^) £?#fc„ 

[0369] #t^£0U 1 4 6 

(3 S. 4 S) -4- (5-7;u^g-6-^^UbfU i/>-2-4Jls) -

3. 4-y'b KD^-y^'J-yV - 1 tert -7r3-)\, 

1 4 5-e^L/c5 -DMU- 6 5' , 6' -V 

kh'p- [2, 4' -tft°'jy>] -1' (2' H) -t)Jlstf>II ter 

t -7>;U (1.38 g, 4.72 mmoL) 1 2 9 £ 

li^U HM^b^ (1.08 g, 70%J») £?#fc„ 
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[0370] 

[0371] 

[0372] 

-a*fN 1 4 7 

(3S, 	4S) —4— (5 —7)1/7J-D-6—))1/E-2-4/1.) — 

4 —L Ki=1*:>-3— 	(E/i=i-()1/7J- *:>) 	L°, ' ,):')— 1 —t)1/ 7JR 

tert —1/1/ 

-a*fN 1 46Zah Lit ( 3 S , 4 S ) —4— ( 5 — 7 )1/7J- D — 6 — 

JI/E ,):')-2-4)1.) —3, 	4—:')LKI=1*:>E ,):')— 1 —t)l. 

tip 	t e r t —1)141. (1.08 g, 3.31 mmol) CE110. o-a*fm 1 3 

0 LP]aa)51T -E`A L, rfAlEat (1.26 g, 93%117$) 	1'41 tc.:. 

__*-a*fN 1 4 8 

(R) 	— 5 —7)1/7J- D — 6 —)( 	J1.-5' 	— 	(E/i=i-()1/7J- *:>) 	—5' 	, 

6' 	—:')L Ki=i— [2, 	4' 	—EE ,):')] — 1' 	(2' 	H) —t)l/tAk 

tert —1/1/ 

	

-a*fN 1 47Zah L tc 	( 3 S , 	4 S ) —4— ( 5 — 7 )1/7J-  1=1 — 6 

—) 	JI/E ,):')— 2 —4)14 —4—It Ki=1*:>-3— (E/i=i-f )1/7J- *:> 

) 	L''''):') —  1 —t/l/tAgr 	t e r t —1/1/ 	(1.26 g, 	3.07 mmol.) 

)11 0. o-a*fm 1 3 1 LHOO)51--e-EAL, 	AIL-alt (488 mg, 40%1I7 

$) V4 tc. 

__*-a*fN 1 4 9 

L'i)l/R 	(R) 	— 5 —7)1/7J- D— 6 —)<)1.— 1' 	, 	2' 	, 	3' 	, 	6' 	— 

T 1-7L Km— [2, 	4' 	—E'E'):')] —3' 	—4)1. 

-a*fN 1 4 8 -C-a 	Lit ( R ) — 5 — 7 )1/7J-  1=1 — 6 — )< 	)1.— 5 ' 	— 

( Ei 	1=1 4 )1/7J-*) 	— 5' 	, 	6' 	—:')L Km— [2, 	4' 	—EL01):')] 

— 1' 	(2' 	H) 	—)j)1,7JR 	t e r t —1/1/ (488 mg, 	1.24 mmol) 

jEll 0, 0-a*fN 1 4 3 L [p7# op L, rfAiLata)gatMt (390 

mg) 	,/f14tc. 

WO 2013/147183 157 PCT/JP2013/059589 

[0370] 1 4 7 

(3 S. 4 S) -4- (56»>*>-2 ~^;U) -

4-bKm^>-3- u V y- 1 

tert- y^)\y 

#^-n J$0!l 1 4 6 L/c (3 S, 4 S) -4- (5-7 • - 6 -

*jy-2-^;u) -3, 4-y t 1 

tert —(1.08 g, 3.31 mmoL) #^"n$£#!] 1 3 

(1.26 g, 93%J») £?#*:„ 

[0371] #t^/£0IJ1 4 8 

(R) - 5-7JUJU-6-X +)\s-5' - -5' . 

6' —i/\i KP— [2. 4' -tftf'J^yl -T (2' H) -ftJl/dfyiE 

tert- 7"^JU 

#%^J14 7-eMLfc (3 S, 4 S) -4- (5-7;i/^P-6 

*>*>-2-4Jls) -4-kKP^>"3 -

) 1 tert -7>>IU (1.26 g, 3.07 mmoL) £ 

1 3 1 HM^b^ (488 mg, 40%J|X 

zmrco 
[0372] 1 4 9 

£°;<Jl>m (R) - 5 -DMU- 6 -*3-)\s- 1 ' . 2' . 3' . 6' -

T h7b Ka- [2. 4' -bfb0|jy>] -3' ->r;i/ 

MM^J1 4 8tML/c (R) - 5-7;u^p-65' -

(tfA-UKJU:*^) -5' , 6' -i/'th'p- [2, 4' -tft°'J^>] 

— 1 (2' H) — tert —~f^-)\/ (488 mg, 1.24 mmoL) £ 

#t^£0J1 4 3tli0^-e^U (390 

mg) £?#7co 
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[0373] 

[0374] 

[0375] 

[0376] 

__-a*fN 1 5 0 

(R) 	—5 —7/1/7J- 1=1-61.— 1' 	, 	2' 	, 	3' 	, 	6' 	—5- 17LK 

1=1— [2, 	4' 	—EE 1):)] —3' 	—7—)1. 

0 -a*fN 1 4 9 T-Eì  	LA:-  Ei/l/R 	( R ) — 5 — 7 )1/7t 1=1— 6 — )( 

	

)1.— 1' 	, 	2' 	, 	3' 	, 	6' 	—517LK1=1— 	[2, 	4' 	—EE'):')] 	— 

3' -4)1.0)CtMt (390 mg) CE110. o-a*fm 1 3 3 LP100)51-e 

	

-al.„ 	'k.1.1E-a!tt (208 mg, 	2R13880%117$) 	V41 7-c_-. 

-a*fN 1 5 1 

	

(3S, 	4S) —4— (6 —1=11=1E 1)-2-4/1.) —3, 	4—:')LK 

1=1*:>E''):')— 1 —t/1/ 7 031 	t e r t —1/1/ 

6-1=11=1— 5' 	, 	6' 	—:'JLK1=1— 	[2, 	4' 	—EE'')] 	—1' 	( 

2' 	H) 	—)j)l/tR 	t e r t —1/1/ (918 mg, 	3.11 mmol.) 	CE111,N, 	0 

-a*fN 1 2 9 LP10051---e-a 	L. 	'k.'llEalt (933 mg, 	93%117$) 	,/f'41  

tc. 

-a*fN 1 5 2 

	

(3S, 	4S) —4— 	 %-2 --(Jl.) —4—LK1=1*:> 

—3— (E/1=1-()1/7J- *:>) 	L''''):')— 1 —t/l/tA31 	tert —7- 

)l. 

-a*M1 5 1 --e-al.,tc_- 	(3S, 	4S) 	—4— 	(6-1=11=1E'):'J1 
— 2 —4/1.) —3, 	4—mot'. KI=1*:>E/H):— 1 —t/l/tAgr 	t e r 

t —1/1/ (930 mg, 2.83 mmol) CE111,N, 	-a*fN 1 3 0 LP100)51-e 

ah 	1.„ 	'k.1.1E-a!tt (1.14 g, 	00%1170 	V41 7-c_-. 

__-a*fN 1 5 3 

(R) 	—6 —1=11=1— 5' 	— 	(E/1=14/1/7J- *:>) 	—5' 	, 	6' 	—:'JLK1=1 

— [2, 	4' 	—EE'')] —1' 	(2' 	H) —t/l/tAgr 	t e r t —1 

WO 2013/147183 158 PCT/JP2013/059589 

[0373] 1 5 0 

(R) — 5 — 7 • — 6 — 1 , 2' , 3' , 6' — f h 7 b K 

• - [2. 4' -bflfU-y'Vl -3' -^-;U 

1 4 9 L tc (R) - 5- 7;U^P-6-p<51 

;u- 1 ' , 2' , 3' , 6' -Th7bKP- [2, 4' -tfL°'jy>] -

3' -4)\y(D%!£/£$) (390 mg) 1 3 3 |W|*§(OT;£-e 

1§rj3cU (208 mg, 2|£P»%J») 

[0374] #t^£0U 1 5 1 

(3 S. 4 S) -4- (6-^mmb0|jy>-2-^jU) -3. 4-^bK 

• 1 -±})\s7$yM tert -7"^>)U 

6 — ^7 • • — 5' , 6' -i/'th'p- [2, 4' -tft°'J^>] -1' ( 

2' H) — >I| t e r t—(918 mg, 3.11 mmoL) # 

2 9tmm<Di5^^L. (933 mg, 93%J») zm 

fCo 

[0375] 1 5 2 

(3 S. 4 S) -4- (6-^mmb0|jy>-2-^jU) -4-HKP=fr»> 

-3- (b°A'p-rjistfiri/) kf^'Ji/y-i -tui/tfyM t e r t-7"^-

2k 

#t^£0U1 5 1 -e&l&Ltz (3 S, 4 S) -4- (6-<$7PPkf'jy> 

- 2 - -f JU) - 3 , 4-y L h'p+i/ *>*>- 1 ter 

t (930 mg, 2.83 mmoL) 1 3 0 <>: |W|*§ ©;£;£-£• 

li^U HM^b^ (1.14 g, 99%J») £?#fc„ 

[0376] #t^£0U 1 5 3 

(R) -6-^PP-5' - (bfA'p^T-5' . 6' —V\i KP 

- [2. 4' -bfb°Uy'>] -T (2' H) -ftJl/dfyBS tert-7" 
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[0377] 

[0378] 

[0379] 

	

-a*fN 1 5 2 --e-al.,7-c (3S, 	4S) 	-4- 	(6 - 	i=11=1E 1):')1 

-2-4)0 -4 - L Ki=1*:>- 3 - (E/i=i-()1/7J- *:>) 	L',' ,):')- 1 

-)j)1/7JR 	tert -1/1/ (1.14 g, 2.76 mmol) CE110. o-a*fm 

1 3 1 	51ZahC  	1E -alt (340 mg, 31%117$) V4 AL-. 

-a*fN 1 5 4 

Ei)l.ft 	(R) 	-6 -1=11=1- 1' 	, 	2' 	, 	3' 	, 	6' 	-5- 1-7L Km- 

[2, 	4' 	-E'L°1):')] 	-3' 	-4)1. 

- 	(E/i=i-()1,7j- 

-1' 	(2' 	H 

cEllo-c- 	-a 

(248 mg) V41  Az- 

Km- [2, 	4' 

-a*fN 1 5 3 --eaLtz-_- 	(R) 	-6-1=11=1- 5' 

*:>) 	-5' 	, 	6' 	-:')L Ki=i- [2, 	4' 	-EE'')] 

) 	-)j )1/7J 	t e r t -1/1/ (340 mg, 	0.861 mmol) 

wN 1 3 2 LP100)51T -Ei' 	L, VA IL at 0)4. t Mt 

. 

__-a*fN 1 5 5 

(R) 	-6 -1=11=1- 1' 	, 	2' 	, 	3' 	, 	6' 	-5- 1-7L 

-EL01):')] -3' 	-7J--)1. 

i=ii=i- 1 ' 	, 	2' 

-3' 	--1)1/10g. 

	

 	1E 

-4)0 

-a*fN 1 5 4 --e-al.,i-c_-E//R 	(R) - 6 - 

, 	3' 	, 	6' 	-5- 1-7L Km- [2, 	4' 	-E'E,):')] 

± -Ztt (248 mg) CE111,\ -CO -a*fN 1 3 3 LP100)51--eaL, 

at (68.0 mg, 2RIN38%117$) V41  tc: . 

__-a*fN 1 5 6 

(3S, 	4S) -4 -L Ki=1*:>-4- (6 -)()I.E,):')-2 

-3 - 	(E/i=i-()1/7J- *:>) 	L°, ' ,):')- 1 -t/l/tft t e r t—Vs 

) l. 

WO 2013/147183 159 PCT/JP2013/059589 

^)\y 

#t^£0U1 5 (3 S, 4 S) -4- ( 6 - ? P P 

-2.-4 )\y) -4-kh'P^>"3 - 1 

— tert — (1.14 g, 2.76 mmoL) #:#"nJ5£$lJ 

1 3 1 £|i^©;&3re^£U (340 mg, 31%J») zmtz„ 

[0377] #t^£0U 1 5 4 

b°A';Ult (R) -6-^PP-T . 2' . 3' . 6' -f h7b KP-

f2. 4' -bfb0|jy>] -3' ~^;u 

#^-n J$0!l 1 5 3 -e-^j5c L/c (R) -6-^PP-5' - (tfA'p-f 

**» -5' , 6' -ytKP- [2, 4' -tft°'J^>] -T (2' H 

) — >I£ tert — ~?J-)[/ (340 mg, 0.861 mmoL) 

$0IJ1 3 2i:li®^-e^U (248 mg) £?#fc 

o 

[0378] #t^£0U 1 5 5 

(R) -6-^PP-T . 2' . 3' . 6' -fh7bKP- [2. 4' 

-bfbf'J^yl -3' -^-)l 

#^^^|J15 4 (R) - 6-^PP-T , 2' 

, 3' , 6' -rh7tKP- [2, 4' -tftfJ^V] -3' 

£$$) (248 mg) 3 3 £U HMlb 

&%} (68.0 mg, 2f£Pg38%J») £?#*:„ 

[0379] #t^/£0IJ 1 5 6 

(3 S. 4 S) -4-bK'P^>-4- (6y'>-2 ~^;U) 

-3- (£°s<U4 )lsJ*i/) kfl'JZ/y- 1 tert -7"^ 

;u 
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[0380] 

[0381] 

-a*fN 1 52Zah Lk-  ( 3 S , 	4 S ) — 4 — ( 6 — 	1=11=1 E ') :'J1 

—2-4)0 —4—LH=1*:>-3— (E/1=14/1/7f*:>) Ei''):— 1 

—t)1/7JR 	t e r t —1/1/ 	(2.30 g, 	5.57 mmol.) , 	2, 	4, 	6 —  Imo ') 

)1.— 1, 	3, 	5, 	2, 	4, 	6— P)7f*It P)t')J- 	(1.2 mL, 	13.4 

mmol.) , 	1, 	1' 	—E 	(:')7i=)1/7 7-f )) 	7i1=1-t—i7:'Jr,11, 

(I 	I) 	: fj 1=1') K—:') fJ 1=11=1)(51 A,642tK 	(915 mg, 	1.12 mmol.) 	, 	gRj-  I- 

1) r,11, 	(1.20 g, 	11.3 mmol.) 	0 1, 	4 —:')7J-*1j- 	(46 mL) 	—4K 	(12 mL) 

g'ff-Y 	7/1/14#%,-F88°C-e3HirAtti'' Lk. aFt43 7,1, aFnIt:.-Afriva 

1E77 =r,1x7.1<3e,,, )iii7., 	i=i1=1*)1,1,.--etdiffl L tc_-. 	VCV, 	Mfliftila 

7.1c-e5A341  L. VCV, 	AVEKR 7 	r, 1.,, TIM, VIM'' 1, -C1'41  6 tat 

R3ATI) t it)i/t 7.z.x1=17 	‘57 4 — (,N*It 	/ElIFRi)1/=4/1) 

--Clit11-Z z.: L t:.-..ck .D --C VA I Eat 	(1.50 g, 	60%117$) 	''f'41 7-c_-  . 

-a*fN 1 5 7 

(R) 	—6—)()1.— 5' 	— 	(E/1=14/1/7f*:>) 	—5' 	, 	6' 	—:')L K1=1 

— [2, 	4' 	—EE'):')] —1' 	(2' 	H) —t/l/tA31 	t e r t —1 

)1. 

-a*fN 1 56Zah Ltc: (3S, 4S) — 4 —L K1=1*:>— 4 — (6 

—)( 	%-2--f)l.) —4)0 —3— (E/1=14/1/7f*:>) 	Ei''):— 1 

—)j)1/7JR 	t e r t —1/1/ (1.50 g, 	3.82 mmol.) 	CE111,`, 	0-a*fx 

1 3 1 LP100)51"--ea 	L, 	'k.'llEalt (790 mg, 56%1175) V41  AL-. 

-a*fN 1 5 8 

Ei/l/R 	(R) — 6 —)( 	)1.— 1' 	, 	2' 	, 	3' 	, 	6' 	—5- 	7 L H=1— 

[2, 	4' 	—EE'):')] —3' 	—4/1/ 

-a*fN 1 5 7 --ea 	L tc: ( R ) — 6 — ) 	)1.— 5 ' 	— ( Ei 1=1 4 )1,7j- 

*:>) 	—5' 	, 	6' 	—:')L K1=1— [2, 	4' 	—EE'):')] —1' 	(2' 	H 

) 	—)j)1/7JR 	t e r t —1/1/ (790 mg, 	2.11 	mmol.) 	CE111,`, 	0-a 

WO 2013/147183 160 PCT/JP2013/059589 

#t^£0U1 5 (3 S, 4 S) -4- (6 - ? an hf'J 

-2.-4 )\s) -4-kKP^>-3 - 1 

— >I£ tert— (2. 30 g, 5. 57 mmoL) N 2 , 4 , 6 — h 'J 

3, 5, 2, 4, 6- h 'J**? K (1.2 mL, 13.4 

mmoL) N 1, 1' -tfX (i/7xzMX7^7) 7 x • *tz > - t\=j VO A 

(I I ) V 0 • 'J K — V 0 • • ̂ (915 mg, 1.12 mmo L) N K 

'J OA (1.20 g, 11.3 mmoL) GO 1 , 4-i/^^Vy (46 mL) -7K (12 mL) 

ityy^-OAyKm^-hux, ^gg*juA-effltt L/C0 

7j<-e&}#u mw,m%wntWL^ ?*vo AXM*. m^m^Lxmbtitc 
01*6 £s> 'J -hf)l>-h^A9 PV h^77^ - (^^rHt>/M|x5l>'U=4/1) 

(1.50 g, 69%JM) *mtz0 

[0380] 1 5 7 

(R) -6-y^JU-5' - (b0/<g^JU7h^->) -5' . 6' —i/\i Kg 

— [2. 4' -e'b0|jy>] -T (2' H) -tiJlstfym tert-7" 

±ik 

#t^£0U 1 5 6 Xn$, L/c (3 S, 4 S) -4-kh'g^>-4- (6 

Vy-2-4Jls) -3 - (£°s<U4 JlsJ^is) tr^'jyy-1 

— JjJl'tfyM tert — Zf^)\y (1.50 g, 3.82 mmoL) #^-nJ5jc^U 

1 3 1 mmit-&M (790 mg, 56%J») £?#fc„ 

[0381] #t^£0U 1 5 8 

b°A';uit (R) — 6 — ^ ^JU— 1 ' . 2' . 3' . 6' -fh7b Kg-

f2. 4' -bfb0|jy>] -3' ~^;u 

#^^|J1 5 7-eMLfc (R) -6-^JU-5' - (¥J<U4M 

**» -5' , 6' -$/*th'g- [2, 4' -tft°'J^>] -1' (2' H 

) — tert — Zf^)\y (790 mg, 2.11 mmoL) #^-nj5c 
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[0382] 

[0383] 

[0384] 

[0385] 

IN 1 3 2 L Ip7# 0) 	31Zah L, rfAiLatOpgatMt (576 mg) 	1 '41 tc . 

__-a*fN 1 5 9 

(R) 	—6—)3)l.-1' 	, 	2' 	, 	3' 	, 	6' 	—517LK11— 	[2, 	4' 

— EL"):] —3' 	—7J- -)1. 

0 -a*fN 1 5 8 T-Eì  	LA:-  Ei/l/R 	(R) — 6 — )< 	)1.— 1 ' 	, 	2' 

, 	3' 	, 	6' 	—5- 17LKI=i— [2, 	4' 	—EE'') 	J ] —3' 	— 411/0C 

± -Ztt (576 mg) CE111,N, 	-a*fN 1 3 3 LP100)51--ea 	L, rfliE 

at (226 mg, 2RIN56%117$) 7T4i tc_-. 

__-a*fN 1 6 0 

4— 	(4-7)1/ 7J-1=1-21.7i=)1.) 	—5, 	6—:'JL K1=1E'):- 

1 	(2 H) 	—t/1/ 7 031 	t e r t —1/1/ 

1 —11=1 	— 4 —7)1/7J- 1=1— 2 —)( 	)1., J-ff 	(1.20 mL, 	9.70 mmol.) 

E110, 	-"Ej*fN 1 3 9 LP100)51--ea 	L, VA IL at (1.95 g, 83% 

J-17$) 	cI 	7-z-_- . 

-a*fN 1 6 1 

(3S, 	4S) —4— (4-7/1/7f1=1-2-1.7i=)1.) —3, 	4—:'J 

L K1=1*:>E' 	'):'J— 1 —t/l/tA31 	tert —1/1/ 

o-a*fm 1 6 0 --e -a 	L tc 4 — ( 4 — 7 )1/7J-  1=1 — 2 —) 	)1.7i=)1/) 

—5, 	6—D°')'-1 	(2H) —t/l/tA 	tert —Vs )l. 

(1.48 g, 	5.08 mmol.) 	E111,N, 	-a*fN 1 2 9 L P100)51--ea 	L. 	 

IllEat (695 mg, 42%117$) V4itc_-. 

-a*fN 1 6 2 

(3S, 	4S) —4— (4-7/1/ 7J- 1=1-2-1.7i=)1.) —4—L K1=1 

*:>— 3 — (E/1=14/1/7J- *:>) 	%— 1 —t/l/tAgr 	tert- 

1 	)I. 

WO 2013/147183 161 PCT/JP2013/059589 

Gin 3 (576 mg) £?#&„ 

[0382] 1 5 9 

(R) - 6-**JU- 1 ' . 2' . 3' . 6' -f h7b Ka- [2. 4' 

-eb°Uy'>] -3' 

1 5 8-C&I&Ltc&<)l>M (R) , 2' 

, 3' , 6' -Th7kh'g- [2, 4' -tft°'jy>] -3' 

£/£$) (576 mg) #t^£0U 1 3 3 U HMlb 

^ (226 mg, 2f£Pg56%J») 

[0383] 1 6 0 

4- (4-7JU7hg-2-y ̂ JU7X_JU) -5. 6b Kg b°u 

1 ( 2 H) -±}J\s7$y at tert-^fib 

1 -7"g;E-4-7MU-2-p< (1.20 mL, 9.70 mmoL) 

#t^£0U1 3 9£ll*§(OT;£--ei=rJ$U mmit-&M (1.95 g, 83% 
M) zmtco 

[0384] 1 6 1 

(3 S. 4 S) -4- (4-7JU7|-g-2-y ̂ JU7x~JU) -3. 4-S/ 

b K'g^-> U y 1 tert -7'^JU 

##£•$0111 6 0 T"n J5c L/c 4 — (4-7Mg-2-/fJb7xz^) 

-5, 6-V t Kg fcf'J 1 (2 H) te rt-7"fil/ 

(1.48 g, 5.08 mmoL) 1 2 9 U H 

M^b^ (695 mg, 42%J») £?#fc„ 

[0385] #t^£0U 1 6 2 

(3 S. 4 S) -4- (4-7>>U:7|-g-2 -^fj[/7i-;u) -4-bK'g 

4=-^—3— (bfA'g -f U y>-1 tert-
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[0386] 

[0387] 

[0388] 

-a*fN 1 6 1 Zah Lk-  (3S, 	4S) -4- (4 - 7/1/7J- 1=1- 2 - 

)1.7i=)1.) -3, 	4 -:'JL KI=1*:>E''):- 1 -t/1/ 7JR 	t 

e r t -1/1/ (695 mg, 2.14 mmol) CE111,N, 	_*-a*fN 1 3 0 L Plea) 

51--eaL, rAttat (856 mg, 98%V$) V4itc_-. 

-a*fN 1 6 3 

(R) -4- (4 -7/1/7J- 1=1- 2 -))1.7i=)1.) - 5 - (E/1=14/1/7f 

(:>) -5, 	6-D°')'-1 	(2H) -t/l/tft 	te r t- 

1/1/ 

- 2 - 

ova 

''ffitc.:. 

2, 

-a*fN 1 62Zah Lk-  ( 3 S , 	4 S ) -4- (4 - 7 )1/7J- 1=1 

) 	)1/7 i=)1.) -4 -L KI=I*:>-3- (E/1=14/1/7f*:>) 	E''''): 1 

- 1 -t/l/tR 	t e r t -1/1/ (856 mg, 2.09 mmol) CEI10, 

wN 1 3 1 L HOOD 	,1zah L, rAttat (649 mg, 79%117$) 

-a*fN 1 6 4 

°i)1/031 	(R) 	-4- 	(4 -7/1/7f 1=1- 2 -)( 	)1.7i=)1.) 	- 1, 

3, 	6-5- 17LKI=1E')-3-4/1/ 

J1.7 

1 	(2 

V41  AL-. 

6 -5- 

-a*fN 1 63Zah L tc ( R ) -4- (4 - 7 )1/7J-  1=1 - 2 - ) 

i=)I.) -5- (E/1=14/1/7f*:>) -5, 	6 -:'JL KI=IE'):')- 

H) 	-)j)1/7JR 	tert- l)l. (649 mg, 	1.66 mmol) 	CE111)\ -C.4 -a 

wN 1 3 2 L P100)51"--ea 	L, VAILat (455 mg, 94%117$) 

-a*fN 1 6 5 

(R) 	-4- 	(4 -7/1/7J- 1=1-2 -)<)1.7i=)1.) 	- 1, 	2, 	3, 

17LKI=1E'):')-3-7J- -11. 

CI-2 

)I. 	(4 

	

o-a*fm 1 64 Zah L tc Ei 	/R 	( R ) -4 -  (4 -7/1/7f 

- ) 	)1/7 i=)1.) - 1 , 	2, 	3, 	6-T 	7 L K 1=1 E ') :'J 	- 3 -4 p) ir>-s-<^r 's '3 ' L — (ir-x^ir^ — 

2 — n^KC-p) -p- (y) |lir>/0q^n* 9 L 

ir-^- e-</$ n0q CLH 

^-9 '£ '3 'L- C^\(-^yC-Z-n^(L-V) -p- (y) 

3 9 L [0$^# [8800] 
(«r%t76 '6u) 9917) m&imm vn^a?^mm^zz 

(iouiui 99 • [ '6ui 6179) 1 J 9 1 |l<x>iro:- (H 

Z) I-<a U7\ n.H ^C*~ 9 's- >•>/;}) - g- (irrx 

£ir^*-z-ci-Mr*:-*) -*- (a) =n^i£9 L 

ir>-s-<^ri0^n.H ^-9 *e 

'2 'L- {i(=^ CK+t-z-np^t-p) -p- (y) inr>/0q 

P 9 L [0$^# [Z.880] 
(mmL 'em 6179) m&imm i e 

MK? (1 ouiui 60 "2 'Bui 998) 1 J © 1 ^Kjpiri*- L -

<^fiv0q >•>/;}) - sq - 17-

-Z-tt¥<\(C-p) -P- (SP 'SS) =/1^i2 9 lUW°^ 

- 1 j 9 1 (H3) L-<a (\7\ n.H ^C*~ 9 '3- (<** 

•£ir>in>/0q) -g- L^+t-z-u^L-p) -p- (y) 

e 9 L [9880] 

(»%86 'Bui 998) W^Wm vn£N§^¥< 

%-CDItlMRO e L MK? (l°ww WZ 'Bui 969) 1 J © 

1 ll<>j>irc£-i-</$nv0^<^n.H q/$-p *e-

-2-a^ir^-17) -17- (s 17 'ss) L 9 L 

68S6S0/£I0ZdfAL3d 39 V C8UH/C10Z OAV 
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[0389] 

[0390] 

[0391] 

[0392] 

55 mg, 	1.56 mmo I.) CE111,\ -Co -a*fm 1 3 3 L P100)51--e-a 	L, rEA 

tat (295 mg, 91%V$) V41  AL-. 

__-a*fN 1 6 6 

6 —)( 	i-5'Ii 	, 	6' 	—:'JL KI=1— [2, 	4' 	—EE') :'JJ] — 1' 	( 

2' 	H) 	—t/l/tAll 	t e r t — .Ys)l. 

2 —11=1— 6 —)( 	-:'./E'').i 	(1.34 g, 	7.12 mmol) 	EI10, 	ova 
*N1 3 9 LP100)51--ea 	L, 	'k.'llEaltt (1.86 g, 99%1170 V4itc_-. 

-a*fN 1 6 7 

(3S, 	4S) —3, 	4 —:'JL KI=1*:>-4— (6 —)( 	-.:>E'):')— 2 

— 4 )14 	E'' '):'J— 1 —t/l/tA31 	t e r t — .Ys)l. 

-a*fN 1 6 6 T-Eì  	L tc 6 — )( l*:> — 5 ' , 	6' 	— :') L Km— [ 2 

, 	4' 	—EE'')] — 1' 	(2' 	H) 	—t/l/tAgr 	t e r t —'7 	)L' (1 

. 20 g, 4.13 mmo I.) CE111,N, 	-a*fN 1 2 9 	;1ZahG 	rfl 

to 	(1.13 g, 84%117$) V41  AL-. 

__-a*fN 1 6 8 

(3S, 	4S) —4 —L KI=1*:>-4— (6 —)( 	-.:>E'):-2-4/1/ 

) —3— (E/1=1-f )I/7J- *:>) 	L°'') :'JJ — 1 —t/l/tA31 	tert —1 

)1. 

-a*fN 1 6 7 T-Eì  	L tc: ( 3 S , 	4 S ) —3, 	4 — :'J L KI=I*:> — 4 

— ( 6 —)( Imo.:> E') :'Ji — 2 — 4 )I.) 	E°''') :'JJ — 1 — t/l/tAgr 	t e 

r t —1/1/ (1.12 g, 	3.45 mmo I.) 	CE111,N, 	-a*fN 1 3 0 L P101051 

-C-L`L, 	'k.'llEaltt (1.12 g, 	79%117$) 	V4itc_-. 

__-a*fN 1 6 9 

(R) 	— 6 —)( Ii 	:>— 5' 	— 	(E/1=1-f/1/7J- *:>) 	— 5' 	, 	6' 	—:')L K 

1=1— [2, 	4' 	—EE'')] — 1' 	(2' 	H) —t/l/tAt 	t e r t — 

WO 2013/147183 163 PCT/JP2013/059589 

55 mg, 1.56 mmoL) 1 3 3 t U 

itSM (295 mg, 91 %J») £?#*:„ 

[0389] 1 6 6 

6-^h^>-5' . 6' -y'bKD- [2. 4' -bfb0|jy'>] -T ( 

2' H) tert 

2-yn^E-6-p< K^r^t(1.34 g, 7.12 mmoL) 

J$0!J 1 3 9£l!^©;&3re^£U b-&m (1.86 g, 99%J») £?#fc„ 

[0390] #t^£0U 1 6 7 

(3 S. 4 S) -3. 4-ybKm^>-4- ( 6 - ̂  b° U »>* > - 2 

-4)\y) - 1 -±i)\s7$yM tert -7"^>)U 

#t^J1 6 6"e^Lfc6-y h^>-5' , 6' -i/'th'P- [2 

, 4' -tft°'J^>] -T (2' H) te rt-7°fib (1 

.20 g, 4.13 mmoL) #t^£0U 1 2 9 t U 

it-Sty} (1.13 g, 84%J») £?#fc„ 

[0391] #t^£0U 1 6 8 

(3 S. 4 S) -4-bKm^>-4- (6 *Jy- 2 -^JU 

) -3- (b°A'|=K M*i/) U S/ y- 1 tert-7" 

#t^J1 67-e^Lfc (3S, 4 S) -3, 4-^'tKP^>-4 

- (6 —2-^JU) 1 te 

r t -7>;u (1.12 g, 3.45 mmoL) 1 3 

T?1^£U (1.12 g, 79%J») £?#fc„ 

[0392] 1 6 9 

(R) -6-*s^>-5' - (b°/<a^;u^^->) -5' . 6' —i/\l K 

• - [2. 4' -eb°Uy'>] -1' (2' H) tert-
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[0393] 

[0394] 

[0395] 

-E`A1 6 EiTaLtz-_-  (3S, 	4S) -4-LKI=1*:>-4- (6- 

..:>E''):- 2 -4)0 	- 3 - 	(E/1=14/1/7J- *:>) 	E'' '):')- 1 

-)j)1/7JR 	t e r t -1/1/ (1.12 g, 2.74 mmol) CE110, o -a*fm 

1 3 1 LP100)51--eaL, rfAlEalt (616 mg, 58%117$) V4tc_- 0  

__-a*fN 1 7 0 

Ei/l/R 	(R) 	-6-)( Ii 	:>- 1' 	, 	2' 	, 	3' 	, 	6' 	-5 I7L KI=1 

- [2, 	4' 	-EE'')] -3' 	-4/1/ 

-a*fN 1 6 9 --eaLtz-_- 	(R) 	-6-)( 	..:>- 5' 	- 	(E/i=i-()i, 

7f* :>) -5' 	, 	6' 	-it H1- [2, 	4' 	-EE'')] -1' 	(2' 

H) 	-)j)1/7JR 	t e r t -1/1/ (615 mg, 	1.57 mmo 0 	E110-C 	-a 

wN 1 3 2 LP100)51-"Ca 	L, rfAlEalta)CtMt (530 mg) 	V.,: 

0 

__*-a*fN 1 7 1 

(R) 	-6-)( F 	'- 1' 	, 	2' 	, 	3' 	, 	6' 	-5- 17LKI=i- 	[2, 	4 

' 	-EL"):1 -3' 	-7J- -)1. 

-a*fN 1 7 0 T-Eì  	Lk Ei/l/R 	( R ) - 6 - )( 	..> - 1 ' 	, 	2 

' 	, 	3' 	, 	6' 	-5- 17LKI=i- 	[2, 	4' 	-EE'') :] 	-3' 	-4/1/0) 

± Mt (530 mg) CE110-CO -a*fN 1 3 3 LP100)51--eaL, VA 

tat (217 mg, 2R13866%V$) V41  tc: . 

-a*fN 1 7 2 

4- (3-7/1/ 7J- 1=1-4-1.7i=)1.) -5, 	6-:'JL KI=IL"):- 

1 	(2 H) -t)1/ 7JR 	t e r t -1/1/ 

4 -ID 	- 2 -7/1/7J- 1=1- 1 -)()I.,-ff 	(1.35 g, 	7.12 mmol) 

WO 2013/147183 164 PCT/JP2013/059589 

6 (3 S, 4 S) -4-bKP^>-4- (6-

h^> fcf'J Vy-2~4Jls) -3 - (£°s<U4 bf^'jyy-1 

— t})l/7$y 1| tert —73-)l> (1.12 g, 2.74 mmoL) 

1 3 1 £|i^©;&3re^£U b-&M (616 mg, 58%J») £?#*:„ 

[0393] 1 7 0 

b°A';uit (R) -6-*S*»>-1' . 2' . 3' . 6' -fh^bh'D 

- [2. 4' -eb°Uy'>] -3' -4)1 

#^0lJ1 6 9-e^Lfc (R) -6-*S**>-5' - (tfA'uKjU 

***» -5' , 6' -i/'tKP- [2, 4' -tft°'jy>] -1' (2' 

H) — >I| tert — (615 mg, 1.57 mmoL) 

J$0!J 1 3 2i:li0^-e^U (530 mg) £?#fc 

o 

[0394] #t^£0U 1 7 1 

(R) -6-y K^v-1' . 2' . 3' . 6' -fh7bh'P- [2. 4 

' -bfb°Uy>] -3' -7h-JU 

#t^£0U17O(R) -6-p<h^>-r , 2 

' , 3' , 6' -jh7bh'P- [2, 4' -tft°'jy>] -3' 

*!£/£$) (530 mg) 3 3 U 

(217 mg, 2fS«6%J») £?#*:„ 

[0395] #t^/£0IJ 1 7 2 

4- (3-7;i/7l-a-4 -^fji/7i-;u) -5. 6-y b Ka b°U V y-

1 ( 2 H) -flJl/dfyBfe te rt-7'fil/ 

4-yP'E-2-7>/U^P- 1 -P< (1.35 g, 7.12 mmoL) £ 
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[0396] 

[0397] 

[0398] 

jEll 0, 0 -a*fN 1 3 9 LP100)51--eal.,, rfliEat (1.91 g, ifil  

rlig) 	''1'41 7-co 

-a*fN 1 7 3 

(3S, 	4S) —4— (3 —7/1/7J- 1=1-4 —))1.7i=)1.) —3, 	4 —:'J 

L KI=1*:>E,  '):J— 1 —t/l/tAlr 	tert-1/1/ 

o-a*fm 1 7 2 --e-a 	L tc 4 — (3 — 7/1/7J- D— 4 —)( 	)1.7i=J1/) 

—5, 	6 —:')L KI=IE'):')— 1 	(2H) —)j)i/tR 	t er t —1/1. 

(1.20 g, 4.12 mmol) CE110, 	,E;*fN 1 2 9 LFAeloa-e-a 	1.,, 	 

l'AiLat (1.06 g, 	79%115($) 	V4itz-_-. 

-a*fN 1 7 4 

(3S, 	4S) —4— (3 —7/1/A- 1=1-4 —))1.7i=)1.) —4—t' ICI 

*:>— 3 — (E/1=1 4 )I/7J- *:>) 	L°' 'J :'JJ — 1 —t/l/tA31 	tert— 

/ 

-a*fN 1 7 3 --e-a 	Ltz-_-  ( 3 S , 	4 S ) —4— ( 3 — 7 )1/7J-  1=1 — 4 — 

) 	)I. 7 i =)1.) —3, 	4 —:')L KI=1*:>E/H):')— 1 —t/l/tAg' 	t 

e r t -1/1/ (1.05 g, 3.23 mmol) cEll 0. o-,A,fm 1 3 0 	0Oj  

51Zahc 	VAILat (1.27 g, 96%115($) V4itz-_-. 

-a*fN 1 7 5 

(R) 	—4— 	(3 — 7/1/7J- 1=1— 4 —)( 	)1.7i=)1.) 	—5— 	(E/1=1-()1/7J- 

*:>) — 5, 	6—D°')'-1 	(2H) —t/l/tAlr 	tert- 

1/1/ 

-a*fN 1 7 4 --e-a 	L tc ( 3 S , 	4 S ) —4— ( 3 — 7 )I. 7J-  m — 4 — 

) 	ji. 7 i =)1.) 	—4 — L KI=1*:>— 3 — 	(E/1=i-()1/7J- *:>) 	E'/' '):)1 

— 1 —t/l/tAgr 	t e r t —1/1/ (1.26 g, 3.08 mmol) 	EI10, ova 

*fm 1 3 1 L P100)51--e-a 	1,, rfAlEalt (861 mg, 71%115($) V4itz-_-. 

WO 2013/147183 165 PCT/JP2013/059589 

3 mmibl=r^ (1.91 g, 

[0396] 1 7 3 

(3 S. 4 S) -4- (3-7Jl/:fra-4 -yfj^7xzji/) -3. 4-jJ 

b Ka^-> U $/>- 1 tert --?+){/ 

##£•$0111 7 2 T"n J^c L/c 4 — (3-7J^P-4-^fJb7i-^) 

-5, 6-V t KP fcf'J *>*>- 1 (2 H) te rt-7"fil/ 

(1.20 g, 4.12 mmoL) #t^£0U 1 2 9 £ II *§ CD ;£;£"£• "nJ$ U H 

M^b^ (1.06 g, 79%J») £?#fc„ 

[0397] #t^£0U 1 7 4 

(3 S. 4 S) -4- (3-7JU7|-a-4-y f^7xz JU) -4-bK'D 

^ v - 3 - (bfA'g -f U y >-1 tert-

7"^JU 

#t^/£0!J1 7 3tMLfc (3 S, 4 S) -4- (3-7JU:*P-4-

*^Jl/7x=Jl/) -3, 4-y t KP^>L°^'J 1 t 

e r t — y^JU (1.05 g, 3.23 mmoL) #^n" J5c$|] 1 3 0£:|W|£S©^ 

}£?'£)$ Ls mmib^ (1.27 g, 96%J») £?#fc„ 

[0398] #t^£0U 1 7 5 

(R) -4- (3-7;U:T|-|=1-4 -^fj[/7xz JU) -5- (b°A'|=K jU;fr 

*is) -5. 6-»>* b K'D b°u »>*>- 1 (2H) tert-

#t^/£0!J1 7 4tMLfc (3 S, 4 S) -4- (3-7JU:*P-4-

^fJb7i-Jl/) - 4 - L KP^>-3 - (tfA'p-f M^ris) 

— 1 — >I£ tert — y?-)[/ (1.26 g, 3.08 mmoL) #^n" 

$001 3 1 £ll*§(OT;£--ei=rJ5£U mmib-&m (861 mg, 71%J») £?#fc„ 
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[0399] 

[0400] 

[0401] 

[0402] 

-a*fN 1 7 6 

L'i)l/R 	(R) 	— 4 — 	(3 — 7)1/7J- 1=1— 4 —) 	)1.7i=)1.) 	— 1, 	2, 

3, 	6-5- 1-7LKDEI)-3-4)1. 

-a*fN 1 7 5 ---ea 	L tc ( R ) —4— ( 3 — 7 )1/7J-  1=1 — 4 — )< 	)l.7 

i=)i.) 	—5— 	(E/i=i-f)1/7t*:>) 	— 5, 	6 —L Ki=1E 1)— 1 	(2 

H) 	—)j)1/7JR 	t e r t —1/1/ (850 mg, 	2.17 mmol) 	CEIlk,\ ---C 	-a 
wN 1 3 2 LFA00)51--eaL, VAlEata)gatMt (643 mg) 	V.,: 

0 

-a*fN 1 7 7 

(R) —4— (3 —7)1/A- 1=1-4 —)<)1.7i=)14 — 1, 	2, 	3, 	6 -5- 

1-7LKI=1E 1)-3-7J--)l. 

o-a*fm 1 7 6 Z-a 	LtzE//R 	(R) — 4 — (3 — 7)1/7J- D— 4 

—))1,7i=)i.) —1, 	2, 	3, 	6-5- 1-7LKDE ,):-3-411.0) 

± -Ztt (643 mg) CE110-C-* -a*fN 1 3 3 L P101051"--ea 	L, VA 

tat (398 mg, 2RE88%117$) V41  tc: . 

__*-a*fN 1 7 8 

4— 	(3-1=11=1-4-7)1/7J- 017i=)1.) 	—5, 	6—:')L KI=IE ,):')- 

1 	(2 H) —t)l/tR 	t e r t —1/1/ 

4-11=1-2-1=11=1— 1 —7)1/7J- 1=P -ff 	(1.49 g, 	7.12 mmol) 

jEll 0, 0 -a*fN 1 3 9 L P100) 	51Z ah L, VAlEat (214 g, t2 

ri ig ) 	14 tc: . 

__*-a*fN 1 7 9 

(3S, 	4S) —4— (3-1=11=1-4-7)1/7J- i=17i=)1.) —3, 	4—:') 

L Ki=i*:>E ,):')— 1 —t)l/tR 	tert-1/1/ 

WO 2013/147183 166 PCT/JP2013/059589 

[0399] 1 7 6 

bfA'JU It (R) -4- (3-yfj^7xzji/) -1.2. 

3. 6 — K 7 bl K • bf U y > — 3 — -f JU 

#^^|J1 7 5TML/c (R) -4- (3-7;U^P-4 

x-JU) - 5- (tfA'P^JU;t^>) -5, 6 —Vt. K P tf 'J Vy — 1 (2 

H) — tert — (850 mg, 2.17 mmoL) 

J$$|J1 3 2 £|W]*§(OT;£--e£-J5£U ^M\t^ty(D%R^ty (643 mg) *k%tz 

o 

[0400] IJ 1 7 7 

(R) -4- (3-7JU?|-p-4-y ̂ JU7x~JU) -1. 2. 3. 6-^ 

KP bf U Vy-3-7h-JU 

1 7 6 -ei^c L fc tf A'JUlt (R) -4- (3—7 • — 4 

-^JU7x=,iU) -1, 2, 3, 6-^ KPtf'jy>-3-^;U® 

(643 mg) l\T#^^^iJ 1 3 3 t U HH 

it-Sty (398 mg, 2$«8%J») £?#*:„ 

[0401] #t^£0U 1 7 8 

4- (3 -3 • • - 4 -7JU?|-p 7 x— JU) -5. 6 - */ b K • bf U V y -

1 ( 2 H) -tiJltfy It te rt-7'fil/ 

4-7"P;E-2-^PP- 1 —7;U^P^>-tf> (1.49 g, 7.12 mmoL) £ 

#t^£0J1 3 (2.14 g, 

W) 
[0402] 1 7 9 

(3 S. 4 S) -4- (3P P - 4-7;UTI'P 7 x—;U) -3. 4-V 

b KP^-> bf^ U V y- 1 -^;U/K>lt tert -y^)\y 
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[0403] 

[0404] 

[0405] 

-a*fN 1 7 8Z-a) 	Lk-  4 — ( 3 — 	Dm — 4 — 7)1/A- 1=17 i =)1,) 

—5, 	6 —:')L Km Ei) :'J 	— 1 	(2 H) —)j)i/tR 	ter t —7)1. 

(1.20 g, 	3.85 mmol) 	CE111,N, 	-a*fN 1 2 9 L Piaa)51---ea 	1,, 	 

IllEat (1.25 g, 94%117$) V41  AL-. 

__-a*fN 1 8 0 

(3S, 	4S) —4— (3 —1=11=1-4 —7)1/7J- i=i7i=)1.) —4 —L Ki=i 

*:>— 3 — ( Eii=i 4 )1/7J- *:>) 	L', ' ,):')— 1 —t)l/tAgr 	tert- 

1/1/ 

-a*fN 1 79Zah Lit (3S, 4S) —4— (3 —1=11=1-4-7 

)1/7J- i=i7i=)1.) —3, 	4—D '):')— 1 — fJ )1/7J 	t 

e r t —1/1/ (1.24 g, 	3.59 mmol) 	CE111,N, 	-E`AIN 1 3 0 L 	cO j  

51T-Eì  	1, 	'k.'llEalt (1.31 g, 	85%117$) 	V41  AL-. 

__*-a*fN 1 8 1 

(R) 	—4— 	(3 — 	i=11=1-4 —7)1/7J- i=i7i=)1.) 	— 5 — 	(E/i=i-()1/7J- 

*:>) — 5, 	6—D°')'-1 	(2H) —t)l/tA31 	tert— 

/ 

-a*fN 1 80Z-a 	Lit (3S, 	4S) —4— (3 —1=11=1-4-7 

)1,7J-  1=1 7 i=)i.) 	—4 — L Ki=i*:>— 3 — 	( Eii=i 4 )1/7J- *:>) 	E''''): 1 

— 1 —t/l/tAgr 	t e r t —1/1/ (1.30 g, 3.02 mmol) CE110, ova 

wN 1 3 1 L P100)51--ea 	1.,, rfAlEalt (845 mg, 68%117$) 	''ffitc.:. 

-a*fN 1 8 2 

Ei)l.ft 	(R) 	—4— 	(3 — 	i=11=1-4 —7)1/7J- i=i7i=)1.) 	— 1 , 	2, 

3, 	6 — T1 	3I Ki=1E ,):')-3 —4)1. 

-a*fN 1 8 1 Zah L tc ( R ) —4— (3 — 	Dm — 4 —7)1/A- 1=17 

i=)i.) 	—5— 	(E/1=14)1/7J- *:>) 	— 5, 	6 —:')L Ki=1E ,):')— 1 	(2 

WO 2013/147183 167 PCT/JP2013/059589 

#^-n J$0!l 1 7 8 -e-g-jS Ltc 4 - (3-^PP-4-7 P7i - JU) 

-5, 6 — ^ t K • tf 'J Vy — 1 (2 H) -tlJlstfym tert-^Jb 

(1.20 g, 3.85 mmo L) 1 2 9 t U I 

(1.25 g, 94%J») 

[0403] 1 8 0 

(3 S. 4 S) -4- (3-^7 • • - 47 x—;U) — 4 — b K • 

^rV—3— (bfA'D -f Jly^-^rV) tl°^<'J V y — 1 — tl Jly^ yM tert — 

y^)\y 

1 7 9 L/c (3 S, 4 S) -4- (3-?PP-4-7 

Jb^P7i-ib) -3, 4-i/k K • bf ̂  'J ^ - 1 — > It t 

e r t -7>JU (1.24 g, 3.59 mmoL) #t£-/£0!J 1 3 0^11^0^ 

;£-e£-J5£U mmib^ (1.31 g, 85%J») £?#fc0 

[0404] #t^£0U 1 8 1 

(R) -4- (3 -3 • • - 4 -7JU7|-a 7 x— JU) - 5- (bfA'D -f JUTf" 

*»>) -5. 6-V L KP bf U Vy- 1 (2 H) -ftJl/dfyiE tert-

7"^JU 

#t^£0J1 8 0tMLfc (3 S, 4 S) -4- (3-^gg-4-7 

;u^g7x~;u) -4 - t: Kg^r:>-3 - (tfA'g-fM^v) tf^'j^v 

— 1 — tert — ~?J-)[/ (1.30 g, 3.02 mmoL) #^c 

$001 3 1 £|i^©;&3re^£U b-&M (845 mg, 68%J») £?#*:„ 

[0405] 1 8 2 

bfA';ui£ (R) -4- (3gg-4-7;U7l'g7x—;u) - i. 2. 

3. 6 — K 7 bl K g bf U y > — 3 — -f JU 

1 8 1 Ltc (R) -4- (3-^7gg-4 - y M g 7 

x-;u) - 5- M*v) -5, 6 - y b: Kg bf 'j Vy — 1 (2 
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[0406] 

[0407] 

[0408] 

H) 	-)j)1/7JR 	t e r t —1/1/ (830 mg, 	2.02 mmol.) 	cEll kiN --c 	-a 

wN 1 3 2 LP100)51-  - e -E'l 	L, rfAiLatOpgatMt (649 mg) 	V.,: 

0 

-a*fN 1 8 3 

(R) 	-4- 	(3 -1=11=1-4 -7/1/7J- 1=17i=)1.) 	- 1, 	2, 	3, 	6 -5- 

17L KI=1E')-3-7J- -)1. 

3 -4 )1.0) 

VA 

- 1' 	( 

1=11=1- 4 -

7/1/7J-  

-a*fN 1 82Zah Lit Ei/l/R 	(R) - 4 - (3 - 

1=1 7 i=j1.) - 1 , 	2, 	3 , 	6-T 	7 L K1=1E'):'J- 

± Mt (649 mg) CE110--00a*fN 1 33 5L.. 	 

lEat (370 mg, 	2RIN78%115($) 	''1'41 tcc. 

__*-a*fN 1 8 4 

6 -)( Iii-5' 	, 	6' 	-L K1=1- [2, 	4' 	-EE'')] 

2' 	H) -t/l/tAk 	t e r t — .Ys)l. 

0 -a 

V41  AL-. 

Ei''):'J 

2 -11=1-6 -)( 	-:'/E'')i 	(1.34 g, 	7.12 mmol) 	CEI10, 

*fN 1 3 9 LP100)51-  - e a 	L, 	'k.'llEalt (1.89 g, if RYg) 

__-a*fN 1 8 5 

3, 	4 -:'JL K1=1*:>-4- (6 -)( 	..:>E'):-2 -4)0 

- 1 -t/l/tAgr 	t e r t —1/1/ 

H=1- [ 2 

— .Ys)l, 	(1 

-a*fN 1 84Zah L tc 6 - )( 	* :> - 5 ' , 	6' - 	L 

, 	4' 	-EE'')] - 1' 	(2' 	H) 	-t/l/tAgr 	t e r t 

.00 g, 	3.44 mmol.) 	0)77-t 	(10 mL) 	-4K 	(1.0 mL) 	g,,,f-oz.. if 1E1E10'3HE 

7J- Z Z r, A (276 mg, 	0.102 mmol., 	7J- 	--.Z r, Agi0. 4%, 	flilYag3Aill) 

L N -) 	)I. 	)I/*' ) i - N -7J- *:> K (1.20 g, 	10.3 mmol.) 

T6EININT' Lk-. 	t., 	7, 	aVrf-Y 	638 t.„ 	6At:.:Ei'FRI/l/A., 

MR11-11E7 	=',./.1.7.1<g'ta, Mf oft±171<t: -ca341-  L tc. VMJN, 

. ))11A., 	25.fi'. 

A:K*0,R 

WO 2013/147183 168 PCT/JP2013/059589 

H) — tert — (830 mg, 2.02 mmoL) 

J5£$iJ1 3 2 £|W]*§(OT;£-e£-J$U (649 mg) %mtc 

o 

[0406] 1 8 3 

(R) -4- (3-0UU-4-7 MUD JL—)\S) -1. 2. 3. 6—^ 

K^b Kg b°U Vy-3-^-)\y 

#t^/£0yi 8 2-e^L/ct0/<;H| (R) -4- (3-?gg-4-

-?MU 7x-;u) -1, 2, 3, 6 -71 h7 t: Kg bf'J Vy- 3 -4)ls(D 

(649 mg) 1 3 3 £ |W]*§(OT;£-e£-J$ U 

<b^$l (370 mg, 2f£Pg78%J») £?#fc„ 

[0407] #t^£0U 1 8 4 

6-yK^->-5' . 6' -^bK'g- [2. 4' -bfbf'JVyl -T ( 

2' H) tert -7"^JU 

2 -7'Pf- 6-* K^>tf'J (1.34 g, 7.12 mmoL) ##£• 

J$0!I1 3 9 £|W]*§(OT;£-e£-J5£U ^kMib&ty} (1.89 g, Sift) £?#fc0 

[0408] 1 8 5 

3. 4-yn Kg^rS/-4- (6-y K^->b°U S>'>-2-^JU) U »>* 

>- 1 -flJl/dfyBfe tert -7"^^ 

#t^J1 84-e^Lfc6-y h^>-5' , 6' -yUKg- [2 

, 4' -tft°'J^>] -T (2' H) II te rt-7°fib (1 

.00 g, 3.44 mmoL) (DTizh> (10 mL) -7k (1.0 mL) ^t^mSMIHb 

(276 mg, 0.102 mmoL, ^X$^7A#M9.4%, mMtMJlMM) 

t N — ^ 'J >— N — ^%-V K (1.20 g, 10.3 mmoL) 

T'60 L/co 
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[0409] 

[0410] 

[0411] 

[0412] 

t 	') r,./ATtVIA, AJERZ a.' LTVAILat (1.01 g, 01%117$) 	''1'41  

tc. 

__-a*fN 1 8 6 

4 -LH=1* -4 - (6-)< 	..E'')-2--f)l.) -3- (E/i=i 

-1/1/7f*:>) 	L''''):- 1 -t/l/tft 	t e r t -1/1/ 

-a*fN 1 85Zah Lit 3, 4 —:')L I 	— 4 — ( 6 — )< 1-*> 

E ,) :) 	— 2 —4 )I.) 	E',' ,):')— 1 —)J)1/ 7 R 	t e r t — 1/1/ (1.0 

1 g, 3.11 mmol) CEIlk,N, 	_.-a*fN 1 3 0 LFAeloa-e-a 	L,  	1E 

at (950 mg, 75%117$) V4itc_-. 

-a*fN 1 8 7 

6 —) 	1-*:>— 5' 	— 	(E/i=i-()1/7J- *:>) 	— 5' 	, 	6' 	—:')LKI=i— [2 

, 	4' 	—EE,):')] — 1' 	(2' 	H) —t)l/tA31 	t e r t — 1/1/ 

__-a*fN 1 8 6Z-a 	Lit 4 — L Ki=1*:> — 4 — ( 6 — )< 1-*:>EI):') 

- 2 -4)0 — 3 — (E/i=i-f)1/7J- *:>) 	L'''''): — 1 — t/l/tAgl 

t e r t — 1/1/ (844 mg, 2.06 mmo0 CEIlk,N, 	-a*fN 1 3 1 LP100) 

i1Zahc 	'k.'llEalt (538 mg, 87%117$) V47-c_-. 

__-a*fN 1 8 8 

Ei)l/R 	6—)(1-*:>— 1' 	, 	2' 	, 	3' 	, 	6' 	—51-7LH=1— [2, 

4' 	—EL01):] —3' 	—4)1. 

-a*fN 1 8 7 ---ea 	L tc: 6 —)( 1-*:>— 5' 	— 	(E/i=i-( )I/7J- *:>) 

—5' 	, 	6' 	—:')L Kl=i — [2, 	4' 	—EE 1):] —1' 	(2' 	H) 	—t 

)1.tAgi 	t e r t — 1/1/ (50.0 mg, 0.128 mmo0 CEllo, 	-a*fN 1 

3 2 L liA00)51T-Eì L, rfA1EataAdtMtV41-C, -t-a)ar,i.3 

• )EilkiNtz-_-. 

__-a*fN 1 8 9 

WO 2013/147183 169 PCT/JP2013/059589 

-f v 'j oAxmgs rnrnmrnta.01 g, 91%®$) zm 
tc o 

[0409] 1 8 6 

4-b K • S/ - 4 - (6h^>bfu »>*>-2 ~^;u) -3- (b°A'g 

4 M*cV ) bfl'JVy- 1 tert -J'^Jls 

1 8 5 T"n J5c Ltc 3, 4-ykKP^>-4- ( 6 - * S 

tf'j 2-^;u) t?s<>jvy-i -tuistfyII t e rt-7^ (1.0 

1 g, 3.11 mmoL) 1 3 0 t H;f§ (TO ;£"£"• U HH-fb 

&W (950 mg, 75%J») £?#fc„ 

[0410] #t^£0U 1 8 7 

6-ys^>-5' - (b°/<a^ju^^->) -5' . 6' -yuKa- [2 

. 4' -e'b0|jy>] -T (2' H) te rt-7'fJb 

1 8 6 Ltc 4-bhW-4- ( 6 - p< K tf 'J V 

y-2-4)\y) -3- M**/) bf^'jvy- 1 -^;U/^>II 

tert — (844 mg, 2.06 mmoL) #^n" J5c$|] 1 3 1 £:|W|£iCD 

£3rC^£U HM^b^ (538 mg, 67%J») £?#fc„ 

[0411] #t^£0U 1 8 8 

bfA';uit 6-^S^rS/-T . 2' . 3' . 6' -f h7bKa- T2, 

4' -bfbfuy'>] -3' ~^;u 

#^^|J1 8 7TJ£rl$Ltc6-* h^>-5' - (tfA'p-fM*V) 

-5' , 6' -i/'tKP- [2, 4' -tfbf'jyy] -1' (2' H) -*j 

;U^>II tert —~?3-)[/ (50.0 mg, 0.128 mmoL) #^n"$£#!] 1 

3 2 £|W]*§(OT;£-e£-J$U ^§Ifb^l©3|fi£j$$]£?#"C\ 

[0412] 18 9 
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[0413] 

[0414] 

[0415] 

6—)( I-*:>— 1' 	, 	2' 	, 	3' 	, 	6' 	—51-7LKM— [2, 	4' 	—EE 

'):')] —3' 	—7f —)1. 

o-a*fm 1 88Zah 1., tc: L'i/l/R 	6 — )( I- *:> — 1 ' 	, 	2' 	, 	3' 

, 	6' 	—5-  I-LL Km— [2, 	4' 	—EE''):] —3' 	— 4/1/0)gatMt 

CE111,N, 	__-a*fN 1 3 3 L Plea)51---e-a 	L, 	'k.1.1E-alt (20.0 mg, 	2 

fR 13876%117$) V4itc. 

__-a*fN 1 9 0 

(3S, 	4R) —3, 	4—:')LKI=1*:>-4— (4—)()1/ 7J-7i-2 

— 4/1/) 	E''''):— 1 —t/l/tA31 	t e r t —1/1/ 

4— (4—)()1/ 7J- 7i-2-4/1.) —5, 	6—:')L KI=IL"):- 

1 	(2 H) 	—)j)l/tR 	t e r t —1/1/ (700 mg, 	2.51 mmol) 	CE111,N, 

0-a*fN 1 2 9 LFA60)51--e-ah L, rAllah (570 mg, 73%117$) 

174 tc . 

-a*fN 1 9 1 

(3S, 	4R) —4—LKI=1*:>-4— (4—)()1/ 7J-7i-2-4/1/ 

) —3— (E/1=14)1/7J- *:>) 	L''''):— 1 —t/l/tA31 	tert —1 

-a*fN 1 9 0 ---e-a 	Ltc: (3 S, 	4 R) —3, 	4—it' KI=I*:> — 4 

— (4 —) 	)1/ 7J- 7 i 	— 2 —4 )I.) 	E',' ,):')— 1 —t/l/tAgr 	t e 

r t —Vs )l. (570 mg, 	1.81 mmol) CE111,N, 	-a*fN 1 3 0 L P10051 

--e-a 	t.„ rfAlEalt (615 mg, 85%115($) V4i tc. 

-a*fN 1 9 2 

(R) — 4 —  (4 — ) 	)1/ 7J-  7 i 	— 2 —4)14 —5— (E/1=1-( )1/7J-* 

:>) —5, 	6—:')L KI=IE'):')— 1 	(2H) —t/l/tAgr 	te rt —1 

)1. 

WO 2013/147183 170 PCT/JP2013/059589 

6-^K^>-1' . 2' . 3' . 6' -f h7b Ka- f 2. 4' -bfb° 

'jy>l -3' -X-)\, 

#t^£0U1 8 6-p<K^>-r , 2' , 3' 

, 6' -Th7bKP- [2, 4' -3' -

3 3 £|W|*§(OT;£-e£-J$U Hmb£^ (20.0 mg, 2 

®wmm) zmtc„ 
[0413] 1 9 0 

(3 S. 4 R) -3. 4 -Vt Kg ̂ ->-4 - (4 - ̂  7 x > - 2 

-4)\y) - 1 -±i)\s7$yM tert -7"^>)U 

4- (4 -^fJbf^7x>- 2 -^JU) -5, 6 —->* t KP fcf'J Vy-

1 (2H) — >I£ tert — (700 mg, 2.51 mmoL) 

#t^£0J1 2 mmit-&M (570 mg, 73%J») £ 

mtc „ 

[0414] #t^£0U 1 9 1 

( 3 S . 4 R) -4-bK'IH^>-4- (4-y ̂ JU^7h7x>-2-^JU 

) -3- (b°A'l=K M*i/) U S/ 1 -tiJl/tfyM tert-7" 

±ik 

#t^J1 9 0t?^Lfc (3S, 4 R) -3, 4-i/*bKP^>-4 

- (4 -^fjbf^7x>- 2-^;u) 1 te 

r t — (570 mg, 1.81 mmoL) #:#"• J5£$|] 1 3 0 £: 

T-nJ^cLs iHS'fb'n^ (615 mg, 85%J|X^) *k%tz0 

[0415] #t^/£0IJ1 9 2 

(R) -4- (4 2 ~^;u) -5-

->) -5. 6-V b K'D b°u »>*>- 1 (2H) tert-7" 
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[0416] 

[0417] 

[0418] 

*fN 1 91Zah Lit (3S, 4R) —4 — L KI=1*:>— 4 — (4 

—)( 	)1/ 7J-  7 i 	— 2 —4)0 —3— (E/1=14/1/7J- *:>) 	i°' 'J :JJ — 

1 — t/l/tR 	t e r t —1)1/ (615 mg, 	1.54 mmol) CE110. o-EA 
IN 1 3 1 L Ip7ea)51-C-a 	L,  	1E-alt (338 mg, 58%V$) V4 tc: . 

-a*fN 1 9 3 

Ei/l/ft 	( R ) — 4 — (4 — )( 	)1/ 7J-  7 i i — 2 — 4 )14 — 1 , 	2 , 	3 

-a*fN 1 9 2 T-Eì  	Lit (R) —4— (4—) 	)1/ 7J-  7 i 	— 2 — 

4)0 —5— (E/1=14/1/7J- *:>) —5, 	6 —:'JL KI=IE'):)— 1 	(2 H 

) 	—)j)1/7JR 	t e r t —1/1/ (338 mg, 	0.891 mmol) 	cEllo-c- 	-a 

*fN 1 3 2 LP100)51-C-a 	L, VA I E -a It 0)4. t Mt (219 mg) V41  Az- 

. 

-a*fN 1 94 

(R) —4— (4—)()1/ 7J- 7i-2-4/1.) — 1, 	2, 	3, 	6-5 

7 L K 1=1 Ei): -3 — t —)1. 

	

-a*fN 1 93Zah Lk-  L'i/l/R 	(R) —4— (4 — ) 	)1,7J-  7 

i 	— 2 — 4 )I.) —1, 	2, 	3, 	6 — 5- 	7 L K 1=1 E ') :') 	— 3 — 4 )1.0)g. 

± -Ztt (219 mg) CEIlliv-CO -a*fN 1 3 3 LP101051--C-al, ,  	1E 

at (112 mg, 2RIN64%117$) V47-c0  

__-a*fN 1 9 5 

4— (5 —)()1/ 7J- 7i-3 —4)0 —5, 	6—:')L KI=IE'):)— 1 

(2 H) —t)1/ 7JR 	t e r t —1/1/ 

4 — 	{ [ 	(1 	') 7/1/7f I=1)< 	)1.) 	)1/7J=)1/1 7J-*} 	— 5 , 	6 — 	L F 

	

1=1 E'):')— 1 	(2 H) 	—)j)1,7JR 	t e r t —1/1/ (1.66 g, 	5.00 mm 

WO 2013/147183 171 PCT/JP2013/059589 

1 9 1 -e&I&Ltc (3 S, 4 R) -4 —LKP^-4- (4 

2-4)\y) -3- (tfA'cKJu;*^) tf^'jyy-

1 —t})[//SsyWi tert — (615 mg, 1.54 mmoL) #^-nj5c 

00 1 3 1 (338 mg, 58%J») £?#fc„ 

[0416] #t^/£0lJ1 9 3 

bfA';Ult (R) -4- (4-yfJ^7i>-2-^^) -1. 2. 3 

. 6 — -^ h 7 b: K • bf U y > — 3 — -f )\y 

#t^/£0!J1 9 2tMLfc (R) -4- (4-p<51;U51^7x>-2-

-fJU) - 5- (tfA'CKJU:*^) -5, 6 — ^ t K • bf 'J Vy — 1 (2H 

) —t})[//fiyWi tert — (338 mg, 0.891 mmoL) 

J$0!I1 3 2 £|W]*§(OT;£-e£-J$U (219 mg) 

o 

[0417] #t^£0J1 9 4 

(R) -4- (4-y 2-^JU) -1. 2. 3. 6 K 

7b Kg bf u 3-7h-JU 

#t^/£0!J1 9 3 T"nj5c L/c tf A'JUlt (R) -4- (4-^^1/^^-7 

x > - 2 --f JU) -1, 2, 3, 6-T h7b KPtf'J^y—3—-< JUCDH 

£$$) (219 mg) ^T#^J$0!l 1 3 3 U ^§Hb 

^ (112 mg, 2fS«4%J») £?#fc„ 

[0418] 1 9 5 

4- (5-yW^7i>-3-^^) -5. 6 -V L K'D bf U »>*>- 1 

( 2 H ) -flJl/diyBfe te rt-7'fil/ 

4- { [ ( K 'J XJU/IN-JU] -5, 6-^blK 

• bfjy>-1 (2 H) -tlJlstfym t e r t-7>Jb (1.66 g, 5.00 mm 
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[0419] 

[0420] 

[0421] 

00 , 	4, 	4, 	5, 	5 —5- 1-7)<)1.-2— (5 —))1/7J-7i-3 — 

4 AA — 1 , 	3, 	2 —7J- *Itti=170)gatMt (3.40 g) CEIllivr, 0 

-a*fN 1 3 9 L Hoopa--e-al.,, rfAiLata)CtMt (970 mg) 

114 tz-_-  . 

-a*fN 1 9 6 

(3S, 	4S) —3, 	4—it' Ki=1*:>-4 — (5 —))1/7J-7i-3 

—4)1/) 	L'' ,):)— 1—)J)1/t't t e r t —1/1. 

_-* -a*fN 1 9 5 -C-a 	Ltz-_-  4 — ( 5 

5, 	6 —:')L KDE,):')— 1 	(2H) 

gl.±Mt (970 mg) CE110, _.0-a*fN 

tatoctmt (415 mg) V4I  tc . 

-a*fN 1 9 7 

(3S, 4S) —4—LH=1*:>-4— 

— ) 	)1/ 7J-  7 i 	— 3 —4)0 — 

—)j)1/7JR 	tert— IJI/O) 

1 2 9 LFA60)51-e-aL, rEA 

(5 —))1/7J-7i-3-4)1. 

) 	—3— 	(E/i=i-()1/7J- *:>) 	L°, ' ,):')— 1—)j)1.7 	tert —1 

4 S ) —3, 	4 — :'J L K 1=1 * :> — 4 

E°,'') :')i — 1 —t)l/tAgr 	t e 

ON _-* -a*fN 1 3 0 L Hoop 	a 

mg) 	,/f4tc.:. 

—4)0 —5— (E/i=i-()1/A-* 

_.0-a*fN 1 96Zah I., tz-_-  ( 3 S , 

— ( 5 —)( 	)1/ 7J-  7 i 	— 3 —4)0 

r t —1 /1/0)gatMt (415 mg) CE11 

Zahc 	rfAiLata)gatMt (310 

__*-a*fN 1 9 8 

(R) — 4 —  (5 —))1/ 7J-7i-3 

:>) —5, 	6—D°')'-1  	(2H) —t)l/tAgr 	te rt —1 

JI. 

4S) —4 — L Ki=i*:> — 4 — ( 5 

(E/1=1 4 )1/7J- *:>) 	E'' ,):)— 

-a*fN 1 9 7 -e-a 	I., tz-_- 	(3S, 

— )< 	)1/ 7J-7i 	— 3 —4)0 —3— 

WO 2013/147183 172 PCT/JP2013/059589 

oL) N 4, 4, 5, 5-T- 2 — (5-^j^7i>-3-

4)1) -1,3, (3.40 g) # 

m&mn 3 9tii©^t?Mu (970 mg) £ 

[0419] #t^/£0IJ1 9 6 

(3 S. 4 S) -3. 4-y'b KD^->~4 - ( 5 - * 7 x > - 3 

~4)\s) if^lJVy- 1 -JjJl/tfyIt tert -7"^^ 

0^-a^ScM 1 9 5tMLfc4- (5-p<51;U51^7x>-3-^;U) -

5, 6 — ^ t K • tf 'J Vy — 1 (2 H) tert-^fJl/ffi 

(970 mg) 1 2 9 t U HH 

(415 mg) £?#£„ 

[0420] 1 9 7 

(3 S. 4 S) -4-bKm^>-4- (5-y ̂ JU^Th7x>-3-^JU 

) -3- (tfA'm-rjistfiri/) tf^'JVy-i-tui/tfyM tert-7" 

±ik 

#t^J1 96-e^Lfc (3S, 4 S) -3, 4-^'tKP^>-4 

- (5 Jiy-3-4)\y) tf^'J Vy- 1 te 

r t - 7"^U©*I£JM (415 mg) 1 3 0 £|W|*§(OT;£ 

(310 mg) %mtc0 

[0421] #t^£0U 1 9 8 

(R) -4- (5-^51;U51^7x>-3-^>iU) -5- (tf A'CK ;U;fr ^ 

V) -5. 6-»>* b KP tf U »>*>- 1 (2H) tert-7" 

#^0IJ1 9 7-e^Lfc (3 S, 4 S) -4-^'P^>-4- (5 

^y-3-4)D -3 - (¥/<n4 M*v) ^'jvy-
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1 —t/l/tR 	tert— 7)1/0)gatMt (310 mg) CE110. o -a 

IN 1 3 1 L Ip7# 0) 	31Zah L. VAILatoDgatMt (233 mg) 14' tc: . 

[0422] -a*fN 1 9 9 

Ei/l/R 	(R) — 4 —  ( 5 — ) 	)1/ 7f 7' 	— 3 — 4)0 — 1 	, 2, 	3 

, 	6-5- 17LKI=1E'-3-4/1/ 

-a*fN 1 98 Zah Lk-  (R) —4— ( 5 —)( 	)1/ 7J-  7 i — 3 — 

-( )1/) 	— 5 — 	(E/i=i-()1/7J- *:>) 	— 5, 	6 —:')L Ki=1E ,):)— 1 (2 H 

) —)j)1/7JR 	t e r t —1 /1/0gatMt (233 mg) CE111,\ --CO -a 

IN 1 3 2 LP100)51--ea 	L. VAILatoDgatMt (185 mg) 14' tc: . 

[0423] -a*fN 2 0 0 

(R) —4— (5 —)J1/ 7t7i-3-4/1.) —1, 	2, 	3, 	6-5 

5 L K 1=1 E'):')-3 —7—)1. 

-a*fN 1 99 Zah Lit Ei/l/R 	(R)-4—(5— --7 

i 	— 3 —4)0 — 1 , 	2, 	3, 	6-5- 	7 L KI=1E ,) :')— 3 —4 )1.0)g. 

± -Ztt (185 mg) CE111,\ --CO -a*M 1 3 3 	55ZahC 	 

at (101 mg, 5RIN10%V$) V41  tc: . 

VAIL 

[0424] __*-a*fN 2 0 1 

5— ( 1 , 	3 —:'J7J-*Nl 4 `) 4 	K ,)— 2 —4)14 —4— (4 — 7)1/7J- 1=1 

7i=)I.) — 5, 	6 —:')L Km E ,):')— 1 	(2 H) —t/l/tR t e r 

t —7s/l. 

_- -a*fN 3 54 Zah L tc 4 — (4 — 7)1,7j-  1=1 7 i =AA — 5 — L F'1=1 

-i-5, 	6 —L Ki=1E ,):')— 1 	(2H) —)j)1/7JR 	tert —1 

)1. 	(1.00 g, 	3.41 	mmol) 	, 	1')7i=)1/ 7 7 4 i 	(0.894 g, 	3.41 	mmol 

) , 	7 ,91/1/4 Z K (0.501 g, 	3.41 mmol) 	0)5- F 7 L K C17 7 '74',4-Y (10 mL 

) 

	

6:.-..77 `1:'Jt/l/tR:')-f `l7° =1E)l. 	(1.9 MI-)1/474'/I-Y) 	(1.97 mL, 	3.7 

WO 2013/147183 173 PCT/JP2013/059589 

1 —t})l/7$yII tert — (310 mg) 

®|1 3 1 £|W|*§(OT;£-e£-J5£U (233 mg) *k%tz0 

[0422] 1 9 9 
bfA'^Um (R) -4- (5-yfJ^7i>-3-^^) -1. 2. 3 

, 6 — -^ h 7 b: K • bf U y > — 3 — -f )\y 

#t^/£0!J1 9 8tMLfc (R) -4- (5-p<51;U51^7x>-3-

-fJU) - 5- (tfA'CKJU:*^) -5, 6 - V L K • tf <J V > - 1 (2H 

) -^;U/^>II tert - (233 mg) 

0!I1 3 2 £|W]*§(OT;£--e£-J5£U (185 mg) *k%tz0 

[0423] #t^£0U 2 0 0 

(R) -4- (5-*+)\s+*7 ±y-3-4 )\s) -1. 2. 3. 6 K 

7b Kg bf U Vy-3-7h-JU 

#t^/£0!J1 9 9-e^J55cL/ctf/<;H| (R) -4- (5 -^JU^;t7 

x > - 3 --f JU) -1, 2, 3, 6-^ h7b KPtf'J^>-3-^JU©ffi 

(185 mg) 1 3 3 ^ |W]*§(OT;£-e£-J5£ U 

&yu (101 mg, bmm%Mm zmtc0 

[0424] #t^£0U 2 0 1 

5 - (1. 3v>r > KU >-2-4)\y) -4- (4-7;u^g 

7 x_JU) - 5 . 6-V b Kg bf U »>*>- 1 (2 H) ter 

t - 7"^^ 

#;#'n J^c^J 3 5 4 T"n J5c L /c 4 — (4-7i^g7i-^) - 5- th'g 

^>-5, 6 - y b: Kg bf 'J Vy — 1 (2 H) -tlJlstfym tert-7" 

(1.00 g, 3.41 mmoL) N K 'J 7 x ~ 7 -f > (0. 894 g, 3.41 mmoL 

) % 7-S7 $ K (0.501 g, 3.41 mmoL) 07^ K 7 bl K g 7 7 (10 mL 

) lZ7VVtl)l/tfymV4 VfU tfJU (1.9 M K;UX>;#>S) (1.97 mL, 3.7 



WO 2013/147183 
	

174 	 PCT/JP2013/059589 

[0425] 

[0426] 

5 mmo 0 	?i5-F1,25'01T1Ellti' Lk-o arZ*7,1, 	in-Yia'int.„ :>i)t 

)72)1/t 71A 	1=17 1'7 7 4 ---Clittl-  Z a L-erfAlEalt (1.21 g, 84%4 

S) 	cI 	tc.:. 

-a*fN 2 0 2 

5 —7Z) —4— (4-7)1/ 7J- 1=17i=)1.) —5, 	6—:'JL K1=1E'):- 

1 	(2 H) 	—t/l/tft 	t e r t — Ys )l. 

-a*fN 2 0 1 -C-Eì  	Lk-  5 — ( 1 , 	3 — :'J7J-  *`J 4 `J 4 	K 1) 	— 2 

—4)0 —4— (4-7)1/7J- 1=17i=)1.) —5, 	6—:'JLK1=1E'):— 1 

(2 H) 	—)j)1/7JR 	t e r t —1/1/ (500 mg, 	2.36 mmol.) 0)i ,9' J — 

)1474,,,f-y 	(5.0 	mL) 	t:.-.. I K7:-7.101:11t 	(177 	mg, 	7.08 mmol.) 	))1:1A_ ---C, 	))1:1 

	

3m51  -F5Hirmt114-  L, tc. a )7t43  7'1, a Ft‘',-4 	6A L, 	6 A 	ITI1E&E'S' 1, --C 

146 tt. tc RI 1,:.= 	1=1 1=1 *)1. IA 	)J[1 A_ --C. 	rf 6 iiki, 	ifil 11S' n 1, , 	14'6 tt. tc RI 

') t it/l/t 71A 	1=1 7 1-7 7 4 --Clitt1-Z a LI,: ct t') rfAiLat (1 

50 mg, 22%117$) V47-c_-. 

__*-a*fN 2 0 3 

4— 	(4 —7)1/7J- 1=17 i=)I.) 	—5— 	()( 	)1.)1/7JJ-Tis.Z K) 	—5, 	6 — 

L K1=1E'):'J— 1 	(2 H) —t/l/tA31 	tert—Ys)l. 

-a*fN 2 0 2 --e-a 	L tc 5 — 7 Z J — 4 — (4 — 7 )1/7J-  1=1 7 i =)I,) 

— 5, 	6 —:'JL K1=1E'):'J— 1 	(2 H) —)j)l/tR 	tert— Ys )l. 

(100 mg, 	0.342 mmol.) 	075-  I- 7 L H=177 	'74,,,Ty 	(2.0 mL) 	t: Imo ')i)l. 

7Z 	(52.0 µI, 0.374 mmol.) , 	N, 	N-0)1.-4-77 Z)E'): 

(2.00 mg, 	0.0170 mmol.) 	))1:1A.0°C-CIA 	LtSe6)( '9' .i/1/*=)1/ 1=1') 

F 	(29.0 	µL, 	0.374 mmol) 	)iliA.-C2HirAltt.14-'1_,tc_-. 	art,*7,1, 	rtAIt:.-.. 

mfrivalE7=r,IA7.1<g',4-Y)inA., 	EI/FR= 5-)1.---etEliffiL,tc. VM1,1,R7.1< 

0,R7' ,,, IA TIM, AJEAS1-  Z a' L-erfAlEaltAdtMtL L, -c 

Mk-. 

WO 2013/147183 174 PCT/JP2013/059589 

5 mmoL) J5J»7^ V >J tl 

y;i/ii7A^P7 ^(1.21 g, 84%JJX 

m) zmtc„ 
[0425] 202 

5 -7$ y -4 - (4 Muy JL-)D -5. 6-y'b Km tf u y'>-

1 ( 2 H) -jjJlstfy It te rt-7'fil/ 

#^^J2 0 1 - (1, 3-y^^v>ry<y KU >-2 

--r;u) -4- (4-7i^P7i-^) -5, 6 -*/ t KP tf'J 1 

( 2 H ) —jjJl/tfyIt tert— (500 mg, 2. 36 mmoL) CDX-$? y — 

(5.0 mL) iZtl P^-y'y—7(177 mg, 7. 08 mmo L) £flPx.T\ flP 

^M)tT50|^Ji^L/co J5J»7^ J5^£3i§U 5^^MJ±)IlsLT 

u U/isJUA^:tnXX^Zf?)Ms MS-M^sL^ %btitc^yM. 

*ky*)-hf)\s-h^AOu^ h^77 -r(1 

50 mg, 22WM) £?#fc0 

[0426] #t^£0U 2 0 3 

4- (4-yju^-uy Ji-JU) -5- (y ^JUX>)U/-tN> K) -5. 6-

Vk: Kab0|jy>-1 (2 H) -^]JU/-K>lt te rt-7'fj[/ 

##£-J$0!l2 0 2 T'-n J5c L7c5—T^y — 4 — (4-7i^P7i-^) 

-5, 6 —Vt: K • tf 'J Vy — 1 (2 H) tert-7"H 

(100 mg, 0.342 mmo L) 07^ K 7 tl K • 7 7 (2. 0 mL) tc K 'J x-^JU 

7 $.y (52.0 JU.L, 0.374 mmo L) N N, N - V* ̂ -)\y-4 - 7 $ J tf 'J V y 

(2.00 mg, 0.0170 mmoL) £jbn*0t)^# = •'J 

K (29.0 VLL, 0.374 mmoL) £jbPa.T20^£# L/c„ J5J»7^ 

ISffi^b77>;E-^A7K;#^;&iPXs L/Co 

f#fc„ 
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[0427] 

[0428] 

[0429] 

[0430] 

_04a  *M 2 0 4 

N- [4- (4-7)1,7J- D7i=)1,) - 1, 	2, 	3, 	6 -5- 17LKI=1E') 

J-3 --OH )<'91 /1/ 7 7-1:-Z K 

-a*fN 2 0 3 --e-al., tc 4 - ( 4 - 7 )1/7J-  1=1 7 i =AA -5- ( )< 

)1.)1/7 77 :-Z K) 	- 5, 	6 -:'JL KI=IE'):- 1 	(2 H) 	-t/l/tR 

t e rt- Vs )l. (140 mg, 	0.378 mmol) CE110 --C- -a*fm 1 3 2 LP] 

1051-C-Eì  	L, rfAlEalt 	41.t -Vt L 1./V4i tc_-. 

_04a *M 2 0 5 

2- [4- (4 -7)1/7J- 1=17i=)14 - 1, 	2, 	3, 	6 -5- 17L KI=IE') 

J-3--(ll.] 4 V 4 	K ') 	- 1 , 	3 -:'J7J- 

-a*fN 2 0 1 --e-a 	L tz-_-  5 - ( 1 , 	3 - :'J7J-* V 4 ) 4 	K 1 ) 	- 2 

--OW -4- (4-7/1/7J-1=17=)1.) - 5, 	6-fJL KI=IL")fJ>- 1 

(2 H) 	-)j)1,7JR 	t e r t -1/1/ (350 mg, 	0.829 mmol) 	CE111,N, 

_04-E`AIN 1 3 2 LFAeloa-e-a 	L, rfAlEalt (90.0 mg, 34%V$) 

Mk-  . 

_04a*M 2 0 6 

4 - 	(4 -7/1/7J-  1=1 7 i=)I.) 	- 1 , 	2, 	3, 	6-5- 17L KI=1E'- 

3 -7Z 

-a*fN 2 0 5 --e-al,tz-_-  2 - [4- (4 -7)1/7f 1=17 i=)1.) -1, 

2, 	3, 	6-5-  1-7 L KI=1E')-3-4/1.] 4 V 4 	P) 	- 1 , 	3 - 

(90.0 mg., 	0.278 mmo I.) 	CE111,N, 	__-a*fN 2 0 2 L Plea)a--e 

ah 	LT., rfAlEalt (60.0 mg, 	ti019) 	''f'41 t.c. 

_04a *M 2 0 7 

5 -7-t17Z K-4- (4-7)1/7f1=17i=)1.) - 5, 	6 -:'JLKI=1E') 

:'JJ— 1 	(2 H) —t/l/tR 	t e r t —1/1/ 

WO 2013/147183 175 PCT/JP2013/059589 

[0427] 2 0 4 

N- [4- (4;U) -1. 2. 3. 6-^K7bK'mtf'J 

Vy-3-4 )\A * * yx)\s7isy7$ K 

#;#'n J^c^J 2 0 3 T"n J^c L /c 4 — (4-7i^P7i-^) - 5-

K) -5, 6 -V t KP tf'J Vy- 1 ( 2 H) 

tert —~?3-)[/ (140 mg, 0.378 mmoL) 1 3 2£:|W| 

*§<TO;£-ei=^U ^bl^tl £*!£/£$) £ LT?#fc„ 

[0428] #^^J5JC^IJ 2 0 5 

2- [4- (4-7JUT|-a7x-JU) -1. 2. 3. 6-^K7bK'mtfU 

vy-3->rji/i >rv>r> Ku >-i. 3-y^> 

#t^£0J2O 1 tf^Lfc5- (1, 3-y^^rV^V^>K'J>-2 

--OU) -4- (4-7JU^"P7x-JU) -5, 6L KP tf'J $/>- 1 

(2H) — t})[//Ssy$ji tert — ~?J-)[/ (350 mg, 0.829 mmoL) 

#t^/£0IJ1 3 2i:li®^-e^U (90.0 mg, 34%J») 

zmtco 
[0429] 2 0 6 

4- (4 -7JUT|-a7x-JU) -1. 2. 3. 6 -=j- h7 t: K'D tf U S>'>-

3 — 7 $> 

#;#'n J^c^J 2 0 5 T"n J^c L/c2 - [4- (4-7i^P7i-^) -1, 

2, 3, 6-^ K^t KPtf'J^>-3-^;U] ^ K'J >-1 , 3-

V^y (90.0 mg., 0.278 mmoL) 2 0 2 t 

•nJ^cLTs (60.0 mg, Sift) *k%tc0 

[0430] 2 0 7 

5 -T-tz K7$ K-4 - (4-Z> MUZ> JL—)\y) -5. 6-S/EKCItf'J 

Vy- 1 ( 2 H) te rt-7'fib 
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[0431] 

[0432] 

[0433] 

-a*fN 2 0 2 --e-a 	L tc 5 — 7 Z J — 4 — ( 4 — 7 )1/7J-  1=1 7 i =)I,) 

—5, 	6 —:'JL KI=1 E ,) :'J 	— 1 	(2 H) 	—t)1,7iR 	tert— Ys)l. 

(100 mg, 	0.342 mmol.) 	05- 	7L KI=17 7 	.7.g ,,f-y 	(2.0 ml.) 	(,:.= F 	')I)I. 

7Z J 	(52.0 	µ,1_, 	0.374 mmol.) , 	4 —:'J)( 3 )1/ 7-1 -Z J 101) 	,(2.08 mg, 

0.0170 mmol.) 	))1:1A_0tTI'll'-'1_,1:4;e6„ 	AKE/FR 	(26.0 	/1,1_, 	0.374 mmol 

) 	))1:1A_OtT2Hil'Alt 	Lk. aFt43 7,/, awl 	%') tit)i,t 710 1=1 

7 	7 7 -I --Nitlzi 	Z a'. LTVAlEat (119 mg, 87%115($) 	''f'41 t.z. 

-a*fN 2 0 8 

N— [4— (4-7/1/7f1=17i=)1.) — 1, 	2, 	3, 	6-5- 17L KI=IE') 

J— 3 —4/1/1 7-t H7 Z K 

-a*fN 2 0 7 --e-a 	Lk-  5 — 7-t H7 Z K — 4 — (4 — 7 )1/7J- 1=17 i 

=)I,) — 5, 	6—D°') '-1 	(2H) —)j)l/tR 	tert- 

1/1/ (119 mg, 0.356 mmol.) CE111,\ -Co -a*fm 1 3 2 LP100751-ea 

L, rAlfa t 	41.tMt L 1, -C1'47c. 

-a*fN 2 0 9 

(S) — 5 — (1, 	3 —7J-*`) 4 V 4 J K ,) 	—2-4)0 —4— (4- 

7/1/71=17i=)1.) 	— 5, 	6—:'JL KI=IE'):— 1 	(2H) 	— t/1/7 031 

t e r t -1/1/ 

o -a*fm 3 64 Zah Lk-  ( R) -4— (4-7J1.7J-  1=1 7 i =AA — 5 

—L KI=I*:>— 5, 	6—:'JL KI=IE'):— 1 	(2H) —)j)l/tR 	to 

r t —1/1/ (387 mg, 	1.32 mmol.) CE111,vt, # -,A,fm 2 0 1 L Plea) 
51-C-Eì 1,, rAlfa t (250 mg, 45%4 $) V4itc_-. 

-a*fN 2 1 0 

(S) —2— [4— (4-7/1/ 7J- 1=17i=)1.) — 1, 	2, 	3, 	6-5 I7L 

KI=IE ') :'J 	— 3 — 4 A.] -f V -f 	K ,) 	— 1 , 	3 — 	, 

WO 2013/147183 176 PCT/JP2013/059589 

!I2 0 2 T'-n J5c L/c5—T7^^ — 4 — (4-7i^P7i-^) 

-5, 6 — ^ t K • tf 'J Vy — 1 (2 H) -tlJlstfym tert-7"H 

(100 mg, 0. 342 mmoL) (DT~ K 7 bl h*P7 7 (2. 0 ml) tC K 'J x-^JU 

T7 $ > (52.0 ^L, 0.374 mmo L) N 4 - *>** ^JUT7 $ 7 bf 'J V > (2. 08 mg, 

0.0170 mmo L) £ jQpL0°C-e}i# ttMt (26.0 ixL, 0.374 mmoL 

) ^TiWcximmmwLtco • 
V ^(119 mg, 87XJR$)£?#fco 

[0431] #t^£0J2 0 8 

N- [4- (4-7JUT|-a7x-JU) -1. 2. 3. 6—^K^b^ Knbf'J 

Vy- 3-4JU1 7 iz h7 $ K 

#^^|J2 0 7 T"n J5c L /c 5 — T7 iz K T7 $ K-4- (4-7i^P7i 

-Jly) -5, 6-V L KP bf 'J 1 (2 H) tert-

7>JU (119 mg, 0.356 mmoL) 1 3 2 £ |W]*§(OT;£-e£-

^bl^tl £*!£/£$) £ LT?#fc„ 

[0432] #t^£0U 2 0 9 

(S) -5- (1. 3-V**V>f V>T > KU >— 2 —^JU) -4- (4-

7>)U7|-a7x-JU) -5. 6 -V \l K'D bf U S>'>- 1 ( 2 H) 

tert- 7"^^ 

#;#'n J^c^J 3 6 4 T"n J5c L 7C (R) -4- (4-7i^P7i-^) -5 

-th'P^-5, 6-y L KP bf 'J 1 (2 H) te 

r t —~?J-)[/ (387 mg, 1.32 mmoL) #^n"J5c$ij 2 0 1 £|W|£S©^ 

3rC^/£U HM^b^ (250 mg, 45%J») £?#*:„ 

[0433] 2 1 0 

(S) -2- [4- (4-7MP7izjl/) -1. 2. 3. 6-fh7b 

Kmbfuy'y-3-^u] -f V> K U > — 1 . 3-y'^> 
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-a*fN 2 0 9Z-a 	Lit ( S ) — 5 — ( 1 , 	3 —:'J7J-*`l 4 V 4 	K 

') 	— 2-4)0 —4— (4 — 7)1/7f 1=1 7 i =AA — 5, 	6 —:'J L KI=IE') 

J— 1 	(2 H) 	—)j)l/tR 	t e r t —1/1/ (0.250 g, 	0.592 mmoi.) 

Epk,\ -c, 0-a*fN 1 3 2 LP100)51T-E'AL, rfliEaltgatMt 

LL -CM it . 

[0434] __-a*fN 2 1 1 

(S) — 4 —  (4-7)1/7f1=17i=)1.) —1, 	2, 	3, 	6-5- 17LKI=IE 

'):')-3-7Z 

-a*M2 1 0"-eaLtz-_-  (S) —2— [4— (4 —7)1/7f1=17 i=j1, 

) —1, 	2, 	3, 	6-5-  I7L KI=IE')-3-4/1/1 4 V 4 	K') 	— 

1 , 	3 —:'J7J-  i 	(170 mg, 	0.402 mmol) 	0)i,9ii—)l. (1.0 mL) gat:: L K 

7-7.1<flirtt 	(150 mg, 	3.00 mmoi.) 	)ii-JA.-C, 	)iFINIAM-F2Hirb11114 	Lk- 

. ar,ii.7*7 ,/, aliii.746318 1,, 	6',TYAJEA'S'l, --Cl'41 641.7-cRlYt:.-.1FRi 

)1/ 	)ilil 7.Z 	•Ve 638, 	AlEAS1-  Z a'. L t:.-.. ck (,) 	'k.l. tat (46.0 mg, 	59% 

117$) 	cI 	7-z-_-. 

[0435] -a*fN 2 1 2 

(R) —5— (1, 3 — 	A -*`) 4 `) 4 	P) 	— 2 —4)0 —4— (4 — 

7)1/7f1=17i=)1.) 	— 5, 	6—:'JL KI=IE'):— 1 	(2H) 	—)j)l/tft 

tert —1/1/ 

__-a*M3 6 5Z-a 	Lk-  (S) —4— (4-7)1/7J- 1=17 i =AA —5 

—LKI=1*:>— 5, 	6—:'JL KI=IE'):— 1 	(2H) —)j)l/tR 	t e 

r t —1/1/ (387 mg, 	1.32 mmol) CE110 -C, o -,AIN 2 0 1 L 	OOJ  

i1ZahG 	'k.'llEalt (100 mg, 20%117$) V41 7-c_-. 

[0436] __*-a*fN 2 1 3 

(R) —2— [4— (4-7)1,7j- i=17i=j1,) —1, 	2, 	3, 	6-5-17L 

WO 2013/147183 177 PCT/JP2013/059589 

-e&I&Ltc (S) - 5- (1, 3-y^^rV^V^>K 

U>-2--fJU) -4- (4-7i^P7i-^) -5, 6-$/fcKPfcfU 

Vy — 1 ( 2 H) — tert— (0. 250 g, 0. 592 mmoL) 

#t^£0U1 3 2i:li®^-e^U £*!£$$) 

LTt#/c0 

[0434] 2 1 1 

(S) -4- (4-7MD7izjl/) -1. 2. 3. 6-fh7bKDb° 

U y > - 3 - 7 $ y 

##£-J$0!l2 1 O-e^L/c (S) -2 - [4- (4-7MP7x-Jb 

)-1, 2, 3, 6-^ K^L KPt°U^>-3-^JU] KU >-

1, 3— V^y (170 mg, 0.402 mmoL) CDx-^y — JU (1.0 mL) 

(150 mg, 3.00 mmoL) P^T, iP$tiI3fc~F20^i£# L/c 

o LN LTt# 

£ £ £ tC <£ U HH-fb"^ (46.0 mg, 59% 

M) zmtco 
[0435] 2 1 2 

(R) -5- (1. 3V>T > KU >-2-4)1) -4- (4-

7;u7l-a7x-;u) -5. 6 -*J b Ka b°U yy- 1 (2H) 

tert- y^)\y 

#^Mi3 6 5 "e^L/c (S) -4- (4-7i^P7i-^) -5 

-th'P^-5, 6-y t KP tru *>*>- 1 ( 2 H ) —tUlstfyWi te 

r t —~?J-)[/ (387 mg, 1.32 mmoL) #^n"J5c$|] 2 0 1 <>: IH^©^ 

(100 mg, 20%J») £?#fc0 

[0436] #t^£0U 2 1 3 

(R) -2- [4- (4 -7UD7i-Jb) -1. 2. 3. 6-fh7b 



[0437] 

[0438] 

[0439] 
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KI=1 E ') :'J 	— 3 — 4 /I.] -f V -f i K ') 	— 1 , 	3 — :'J7J- 

-a*fN 2 1 2 Z-a 	L tc ( R ) — 5 —  ( 1 , 	3 — :J7J-  * V 4 `) 4 	K 

') J — 2 — 4 )14 — 4 — ( 4 — 7 )1.7f C17 i =AA — 5 , 	6 — :'J L KI=1 E ') 

J— 1 	(2 H) 	— t)i/tR 	t e r t — l)l. (100 mg, 	0.237 mmol.) 

JEll kivr, 0-a*fN 1 3 2 L Hat:.-_-a 	L, 	Alfa t 	Ad t Mt L 1, -C1'41  

tz-_-  . 

-a*fN 2 1 4 

(R) —4— (4 —7)1,7j- i=i7i=j14 — 1 , 	2, 	3, 	6 —5-  I7L KI=IE 

'):-3 —7Z 

-a*fN 2 1 3Z-a) 	Lk-  (R) —2— [4— (4 — 7/1/7J- 1=17 i=)1. 

) —1, 	2, 	3, 	6 — T I-7L KDE1):') -3 --OH -( V -f 	K') 	— 

1 , 	3 —:'J7J- i (72.0 mg, 0.224 mmol) CEI10-C, o-a*fm 2 1 1 L He 

O) J 55Zah L, rAlfa t (23. 0 mg, 53%4 $) V41 7-c_-. 

-a*fN 2 1 5 

(R) 	- 1 - 	(4 - 7 )1/7J-  1=1 7 i =A.) 	- 5 - 	( L K 1=1*) 	)1.) 	E 1=1 ') 

- 2 -7J- 

	

(S) — 5 — (L KI=1*)<J14 	L KI=177-2 	(3H) —7J- 	(5 

00 mg, 	4.31 	mmol) 	6:4 — 7/1/J- 1=17= ') i 	(574 mg, 	5.17 mmol) 	)]L L., 

150°C-e3EININT 	Lk-. 	alt‘07,1, 	1=1 1=1 7J)1.1.,. L I/ER 	)ill A., 	1=1 1=1 7J 

)1/1,. TtEli ffl I., tc. VMJN, 	,:,:0.1<0,0grd-  I-') r, 1.,. TIM, 	AJEA' S' I., --C.  VAIL 

at (990 mg) 	41.t -Ztt L I., -CM/L- 0 

-a*fN 2 1 6 

(R) — 5 — (7Z J)( 	)1.) — 1 — (4 —7/1/7f1=17i=)14 	El=1'): 

— 2 — 7J- 

WO 2013/147183 178 PCT/JP2013/059589 

K• b°u Vy-3-4;ul -f v> K'J > — 1. 

#f^J2 1 2TML/C (R) - 5- (1, 3-y^^rV^V^>K 

'J > — 2 — JU) -4- (4-7i^P7i-^) -5, 6-^t KPt°'J 

Vy—"\ (2 H) —t})\/'ftyIt tert — (100 mg, 0.237 mmoL)^: 

#t^£0U1 3 2£|i^ll;:^£U £*!£$$) £LTf# 

tc o 

[0437] #t^£0U 2 1 4 

(R) -4- (4 -yjjstnyjL-J^) -1. 2. 3. 6-fh7bKDb° 

'J7>-3-7$> 

#^^^|J2 1 3 T-nJ^c Ltc (R) -2 - [4- (4-7MP7x-Jb 

)-1, 2, 3, 6-^ KPt°'jy>-3-^JU] -f K U >-

1 , 3-y^> (72.0 mg, 0.224 mmoL) 2 1 1 tmB 

U Hmb£^ (23.0 mg, 53%M) ^k%tca 

[0438] #t^£0U 2 1 5 

(R) -1- (4-7ju7l-a7x-ju) -5- (b Km^>y^JU) b°m u 

2 -7h> 

(S) -5- (LKP+i'^ib) i/'tKP77>-2 (3 H) (5 

00 mg, 4.31 mmoL) IZ 4 — 7 JU?I~ U 7 —'J y (574 mg, 5.17 mmoL) 

150°C-e30^Ji^L/co ^PP/I^UA^It^JP^ 0 UU* 

;i/A-eaai Ltco #$Jf K 'J ^A-e$£'Jiu MEEilis LTHH-fb 

^ (990 mg) £*!£/£$)£ LT?#fc„ 

[0439] #t^£0U 2 1 6 

(R) -5- (:P$ y ^>>1/) -1- (4-7;u7l-a7x-;u) b°puy> 

- 2 -;fr> 



r., 	 '1W.3-2Wcoe[gIR 9 L 31-14M1.3-** '0E1E1 	(loww Luv '6w 00 

9) cZ-f— 	(He) 	3 —c:LCIA 	r, 	(1( -*1=1A 	) 	—9— 	(1) 

[Lvv01 

[011701 

cZ-f —  3 — Ki. 

ri Lic 	(i()(% ,-*DA 	) 	—9— 	(1(=ILI=1-11(L-17) 	— L — 	(S) 

8 L 3 114M1.3-** 

.°7-Y,#,J;21RWYTRW.3-TE=1 

Mai r 'EaHED__000LyriVir—  i 4 r_-2psniN 	*;licmiN ozyl 

EIL2000L2111M 	(1w 0'0 44,Wic:LDA 	-1-—c:gz '*;7-1/1 

•RELEaHLD_EXYLIV 	(l oww 03L •0 	"1w 09L '0) 	()'Pr4c: G L1=1 A 

-1 L%9 '8) 	44 	c: L 1=1 A 	-1 	— c: 	fz":21 	(lw 0 ' 0 V''.,Y4 c: 	L1=1 A 

GPI LCD (loww On .0 	'6w 0'09) 	K-r— 3 — K 	ri i=ic 	(1(==L1=1-r(L 

— 17) — L — (1() i 	e-L) — 9— (2I) =V 1 W.3-D__ 9 L 3114y 	1.3-** 

c: 

ef.c:4, )( [10--3 —fziri I=Ic 	(1(=TLI=i_rci(L-17 ) 	_ Li 	_ 	(I) 

L L 3 114M1.3-** 

.°7-Y,V;.2.1RWYT1# 	(6w EL) 

*.3-TVE, 	Ill' -21 R .7_,  s _-N "Fair 'IgMl \--T 6 ri -I -Pcial>ry 	EOM ° 

7-v1 MEpf2v71(4z1=1 1=1 4 .2.yliV )sX*.,Y0fc7-  6 ri -1 -TZ,51)1-zim L :4E* 	'*,.4;N 

21lrTZ.541,11.2.yrivirT01,11 	'XL 	'*,,LicKIN .°7-Y1F0,41E1LxliV 	(1 

w 9 'L) )4.,Y4c: 4-* -ri. — 17 	' L / 	*TEM -17 	"-_-2magzyuc:1,#,J;21RNEvaf 

r )s,J. ‘2,/iN 	*;11cryiN °7-Y1 	4#•REL,EaHLxliV 	(loww L8 .3 '6  93 .0 

(VP,_4c:T1H UV) 	if 	Tr,4igc:gzi(C(rW.ef. 	(loww L8 .3 '6w 939) '( 

.4.— 1 -1  G 1 —(4igc:gzirc(r. I 	..- i- 	' (loww L8 .3 	'6w ESL) 	K J- L. Y* 

1(= IL ri -1 27,..W.:-21 )K.,Y4 (1w 0 .3) 	1(6 -1 = -1 4e1.— 	(1w 01) 	K4,)(1=11=I 

4i,C0 	(loww 6£ .3 	'6w 009) 	cZ- —  3 — Ki rii=ic 1 	(1(%,-*LIA 	) 	— 

9 — 	 1(L 	— L — (1) 7-:/1:3-a_ 9 L 31-14M1.3-** 

68S6S0/£10Zdf/13d 
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1 5 T"n Ltc (R) -1- (4-7iWP7i-^) -5 

— + tfP 'J Vy— 2 — ^ y (500 mg, 2.39 mmoL) (DVO 

nn^fy (10 mL) -Til K- K 'J )\s (2.0 mL) K 'J 7i-JU 

Tfcxy-i y (753 mg, 2. 87 mmoL) N -f $ J VtUlstf yWiV — t e r t — 7"-?1 

)\y (626 mg, 2.87 mmoL) N T VV tl J^y^V (40% hJUx>;#^) 

(1.25 g, 2.87 mmoL) £jbPa.10^30#£# 

4Mi^b7KH /1, 4-V**-y-ymfc (7.5 m 

L) %1}\\7LlumWLtc0 7K 

TKHtC 1 K 'J 0 • P/1-N>iUA-efflai Lfc 

o ^n^MTKW^K'j^A-eig'j:#, 

(120 mg) £*!£/£$)£ LT?#fc„ 

[0440] #t^£0U 2 1 7 

(R) - [1 - (4-7ju7i-a7x-ju) tf • u y>-2--nu] fpyy 
$ > 

#t^£0U2 1 6-e^L/c (R) -5- (T^y^JU) - 1 - (4-

7MP7I-J1/) tf • 'J ^ — 2 — ^ > (50. 0 mg, 0.240 mmoL) 0rh7 

t KP77>i§iS (1.0 mL) > — 7^ K 7 t: K • 7 7 Visfr (8. 5%-^ h 

7bh"P7 7>M) (0.760 mL, 0.720 mmoL) £jbPa.^-C10^30#£# 

L7c?j|N > — 7^ K 7 t: K • 7 7 >isfr (1.0 mL) £j!tiP LT70OCT'1 EUH 

WLtc„ &j»7^ j5^tcp<^y-;u^jpx70oc-e30|^ji^ MJBfis 

£*!£/£$) £ LTt#/c„ 

[0441] #t^/£0lJ2 1 8 

(S) -1- (4—7 JUTI" • 7 x _ JU) -5- (t:KP^r'>yf^) tf • U 

»>*>- 2 -;fr> 

(R) -5- (LKP+i'^ib) i/'tKP77>-2 (3H) -^> (5 

00 mg, 4.31 mmoL) 2 1 5 t H;f§ (TO U 
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tatogatmt (1.15 g) L L -C1'41 tc: . 

[0442] -a*fN 2 1 9 

(S) — 5 — (77 Z J)<)1.) — 1 — (4 —7/1/7f1=17i=)1.) E1=1'):/ 

- — 2 — 7Ji 

-a*fN 2 1 8 Z-a 	Lk-  ( S ) — 1 — (4 — 7 )1.7f 1=17 i=j1,) —5 

— 	(L K1=1*:>)( 	)1/) 	ED') ::; 	— 2 —7f 	(500 mg, 	2.39 mmol) CE110 

0-a*fN 2 1 6 L Hoop , zah 

) c14tco 

L, rfAiLatOpgatMt (114 mg 

[0443] -a*fN 2 2 0 

(S) 	— 	[ 1 — 	(4 —7/1/7f1=17i=)1.) 	E=1 ,)-2--1)1.] )< ,9'77  

—5— (7 ' . 3-)I.) — 1 — (4- -a*M2 1 9 ---eaLtz-_-  (S) 

7 )1/7J- 1=1 7 i=)1.) 	ED') ::; 	— 2 —7 J 	(50.0 mg, 	0.240 mmol.) 	CE110, 

0-a*fN 2 1 7 L Hoopa--e-a l,, VAIL-at a) nth t v4 tc. 

[0444] __*-a*fN 2 2 1 

') 711.7f 1=1)( 5' 	)1/* A31 K 	J — 

2--NI.) 

 

 :>1=191 — 1 —I— 1 —4/1/ 

2— 	(3 —7J- *`):>1=1/1.) 4 ̀ J - J K ,) J — 1, 	3 —:'J7J-i 	(1.0 

8 g, 	4.71 	mmo 0 	0):'J 	1=11=1)( 9' 	'7-e'ra (30 mL) 	(ZOtT 	') 7 )1/7J- 1=1)( 5' 

)1,7JR,K7Elt 	(1.16 mL, 	7.06 mmo 0 L N, 	N —:'J-( ̀ ) 7°1=1 1'°)l/= 

A/7 :-.-i-. i 	(1.16 mL, 	9.42 mmol.) 	))1:1A.o.c--ei Eitti- L, tc_- ,, 	arz*7,1, 	a 

zr-Yrfilamirel,141 6 tt. tc RI 	I) t it)i. t 7 IA 	1=1 7 I- 5 7 4 — (,N 

*It 	/E1IFRi)1/=2/1) CEllo-clitl'z' LrfAlEalt (780 mg, 46%117$) 

14 tc: . 

[0445] __*-a*fN 2 2 2 
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(1.15 g) tLXmtc0 

[0442] 2 1 9 

(S) -5- (:P$ 7 ^>>1/) -1- (4 tfpuy> 

- 2-ty 

MMi2 1 8 -e^L/c (S) -1- (4-7i^P7i-^) -5 

- (bh*P^>/H) tfP'J 2-;*> (500 mg, 2.39 mmoL) 

s #^^^IJ2 1 6 £|W]*§(OT;£-e£-J5£U (114 mg 

) zmtco 
[0443] 2 2 0 

(S) - [ 1 - (4 - 7ju7i-a7x-ju) t°u 'J Vy - 2 - 4 jul fpyy 
$ > 

#t^£0J2 1 9-e^L/c (S) -5- (T^y^JU) - 1 - (4-

7MP7I-J1/) tf • 'J ^ — 2 — ^ > (50. 0 mg, 0.240 mmoL) 

#^J$$|J2 1 7 £|W]*§(OT;£--e£-J5£U 

[0444] 2 2 1 

HJ 7>>u;frpy ^ >7JU/-ft>B£ 3 — (1. 3y>r > Ku >-
2-^TJU) v ̂  ^ ^ - 1 -x>-i - ̂  JU 

2- (3 -TI" + VS>^ P^y-^JU) -f V > K 'J > — 1 , 3-y^> (1.0 

8 g, 4.71 mmoL) (DV0 (30 mL) tC0oCe K 'J yM • * $ 

(1.16 mL, 7.06 mmoL) t. N, N —V 4 V 7° • tf JUx 51 

JUT^y (1.16 mL, 9.42 mmoL) £jQ;L0oC-ei Ltc0 JJ5 

Is Lt# £ *lfc0lz6£ *> 'J £ 7A^P7h^77^" (^ 

^Ht>/M|x^;U = 2/1) (780 mg, 46%J») £ 

mtc „ 

[0445] #t^/£0IJ 2 2 2 
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[0446] 

[0447] 

2— [3— (4 —7)1/7J- i=i7i=)I.) :>1=1 ,9' —2 —I— 1 — 411/i 

4 V 4 	K ') 	— 1 , 	3 —:'J7J- 

-a*fN 2 2 1 --(141  6 tt.tc I- ') 7 )1/7J-  1=1 )( 5' 	)1/*JR 	3— 	( 1 , 

3 —:'J7J-*`l 4 `l 4 JK'JJ —2-4)0 :>1=191 — 1 —I— 1 — 4 

JI. (100 mg, 	2.77 mmo 1.) 	0):'))( 	*:>I'9'J 	(2. 0 mL) 	—4K (1. 0 mL) g 'AI 

6:.:4 — 7)1.7i-  m 7 i=)l/tm JOgr 	(46.5 mg, 	3.32 mmo 1.) , 	5 F 7* 	( 

') 7 i=)1/7 7 4 	) 	/7:')r,1x 	(0) 	(16.0 mg, 	1.38 mmol.), 	7 viE-t 

:> ',Ix (84.1 mg, 	5.54 mmol.) 	))1:1A_70°C -C1 BR41-' L tc: . az*7,1, az 

A 	ifillE&E' S' 1, -C1'41  6 tt. tc RIi ') t it )I. t 71a fJ 1=17 	7 7 4 — ('N 

*It 	/ElIFRi)1/=3/1) -NM' L,---crfAlEat (64.0 mg, 75%117$) 	,/f'41  

tz-_-  . 

-a*fN 2 2 3 

3— (4 —7)1/7J- i=i7i=)14 :>1=1 ,9' —2 —ItZ 

-a*fN 2 2 2Z-a 	L tc 2 — [ 3 — ( 4 — 7 )1.7j-  1=1 7 i =)1.) :> 	1=1 

i' 	'9' — 2 —1 J — 1 —4 )1.] 4 ̀ l -(J K ') J — 1 , 	3 —:')7J- J (10.0 mg, 

0.0325 mmol.) 0)I '9' J —11474a (0.50 mL) t: i 	K7 :') 	—*Mt (3. 16µL, 

0.0651 	mmo 1.) 	. ))11A. --C251[ST119#1.14-'1,7-co 	%t:.-_, 	arVA-Y70°C--e6HilVM 

Lk-1, 251 Ellt 	Lk-. az437,1, az'ff-Yrfil)Egin, 	i=11=1*)1, 

1.1. z; ;41, -TVAtat 	gat Mt L I., -CM tc . 

__*-a*fN 2 2 4 

5 — (4 — 7 )1/7J-  1=1 7 i =AA 	E:> 	1=1 [3. 	1. 	0] 'N*1J- -2-77 -Z 

-a*fN 2 2 3 --e-Ei 	Lk-  3 — (4 —7)1/7J- i=i7i=)14 :>1=1'9' 

— 2 —it Z 	(55.8 mg, 	0.315 mmol.) 	0):')I=11=1)( 9' 	.7.g,,f-y 	(0.28 mL) 

t:.:.:')IJI/AEM 	(15% IJI.I.474',4-Y) 	(162 	µI, 	1.78 mmo 1.) 	))1:1A.0°C TR 
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2- f 3 — (4-yjutuy JI—JU) VP - 2-x>- 1 ->nn 

-f v>r > KU >- 1. 3-my 

2 2 1 T?f# ^ tl/c K U 7 JU:* • * 9 > 7JU* >11 3 - ( 1 , 

3 - $/;fr 7 >f 7 >f > K U > - 2 - >Hl/) ^ P ̂  > ̂  - 1 - x > - 1 - >f 

JU (100 mg, 2.77 mmoL) COiJ^ K^r'>X-$'> (2.0 mL) —7j< (1.0 mL) 

tC4-7>/U^P7x-;U/1fP>I| (46.5 mg, 3.32 mmoL) N J- K^^rX (K 

U 7 x ~;U^f\7v7 -f >) (0) (16.0 mg, 1.38 mmo L)% 7 •vfb'tz 

(84.1 mg, 5.54 mmoL) £jQ;L70oC-ei EMW Ltc0 JJ5J& 

UA^1)7A^P7 h^77-f - (^ 

^Ht>/M|x^;u = 3/1) (64.0 mg, 75%J») 

tc o 

[0446] 2 2 3 

3- (4—7 JUTI- P 7 x _ JU) P^>^ - 2-X> 

#^"n $£$] 2 2 2 T"n J^c L/c2 - [3- (4-7i^P7i-^) */<?U 

^ > p - 2 - x > - 1 - -f Jl/] -f 7 -f > K U > - 1 , 3 - V# y (10. 0 mg, 

0.0325 mmoDCDx-^ J — (0.50 mL) \,Z t K^ V >—(3.16/xL, 

0.0651 mmoL) ^JPxT^"ei L/c0 UK, J5^^70°C-e60|^Ji 

#L/c^ ^-eiSJi^L/co J5J»7^ t>nn*)\s 

AtMLTt#/co 

[0447] 2 2 4 

5- (4—7 JUTI" • 7 x _ JU) b'f>^P [3. 1. 0] ^^-fr>-2~:P$ 

y_ 

#;#'n J^c^J 2 2 3 T"n J^c L /c 3 — (4-7i^P7i-^) :>^P^>^ 

— 2—x^-$> (55.8 mg, 0.315 mmoL) ©,y^PP^^>;#iS (0.28 mL) 

Kyx^Jl/m$a (15%K;UX>;#>S) (162 ^L, 1.78 mmoL) ^JP^0°C-eJi 
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14--'1_,,-se6:')—K)(q 	(127µ1, 	1.58 mmol.) 	))1:1A.251,1-e11Ellti'ljtc_- 

. art, 	7,1. arin-wAfrizifE7= ,,L.7.Kgrf-YA., 	i=ii=1*)1,1., 

TA ffl L tc. VAN, 	A JE'alifi" L --C rkl. IL at 	g. t Mt L L --C 141  AL-. 

[0448] -a*fN 2 2 5 

2 —, :'J)1.— 5 — 	(4 — 7 )1/7J- 1=17 i=)I.) 	7 	'9' L K 1=1 E 1=1 1=1 	[3, 	4 

— c ] 	El=1—)1. 

2 —, 	:'J)1/7J- 	51  L K1=1 E1=11=1 	[3, 	4 — c ] 	El=1—)1. 	(50.0 mg, 	0.24 

7 mmol.) 	L 1 —11=1— 4 —7)1/7J- 1=1 -ff 	(33.0 	µ.1_, 	0.303 mmol.)Lt 

I-I) r,./_a tert-1 l* :> K 	(144 mg, 	1.50 mmo 1.) 	cEllo-c, 	o-,A,fm 2 3 

L P100)51-C-Ei -Z a.' L TrfAlEat (52.0 mg, 70%117$) 	''f'41 7-c_-. 

[0449] -a*fN 2 2 6 

2— 	(4 —7/1/A- 1=17i=)14 7'9' L K1=1E1=11=1 	[ 3, 	4— c] 	E 1=1— )I. 

0 -a*fN 2 2 5 T-Eì  	Lit 2 —i 	:'J)1.— 5 — (4 — 7A/7j- 1=17 i =j1, 

) 	7 	'91  L H=1E1=11=1 	[3, 	4 — c ] 	El=1—)1. (52.0 mg, 	0.175 mmol.) 	0)1 

51  i —Mga (3.0 ml-) 6:=7ER1Li 7 	r,I.,.3tftglIIPI (AWE) 	)Jii A., 

7.1‹ A TS- # tCF T 22 T2 El rA It i' L tc: . arz*7,1, ar,n-y-t7-1 	638 L 

--C1'41  6 tt. tc 6A 	Alla' al-  Z a.' LT, rfAiLata)gatMt (25.0 mg) 

14 tc: . 

[0450] -a*fN 2 2 7 

r a c — (3 S, 	5S) —5— (4 — 7 )1/7J-  1=1 7 i=)1.) 5- 	7 L K 

I=177— 3 —4 )I. 

*fN 2 2 8 

r a c — (3 R, 	5S) —5— (4 —7/1/7J- 1=17i=)1.) 5-  17 L K 

I=177— 3 —4 )I. 

1 — 	(4 —7/1/7J- 1=17i=)1.) 	751 -3 —i— 1 —7J- -)I. (1.66 g, 	10. 

WO 2013/147183 182 PCT/JP2013/059589 

(127 /x L, 1.58 mmoL) Bmn Ltc 

o J5JfcJlH7^ ^PP^A 

-eaaiL/co LTmtc0 

[0448] 2 2 5 

2-SQ5/JI,- 5 - (4 -yjutuy JI—JU) ;fr^^bKP b°pp [3. 4 

-c] b°p—;u 

2s? t KP fcfP • [3, 4 — c ] L°p— JU (50. 0 mg, 0.24 

7 mmoL) £: 1 — 7"P — 4 — 7JU7f P^>iz > (33.0 ixL, 0. 303 mmoL) ^ 

K'J^A tert-7" K ^r:> K (144 mg, 1.50 mmoL) #^n"J5c$|] 2 3 

(52.0 mg, 70%J») ttmtc„ 

[0449] #t^£0U 2 2 6 

2- (4—7 JUTI- P 7 x _ JU) ;fr^ ̂  b KP b°P P [3. 4-c] b°P—JU 

#^"nJ$$iJ2 2 5 T"nJ^c L/C2 5 - (4 -7^P7i-Jb 

) ^ ̂ L KP tfP P [3, 4-c] L°P— )\y (52.0 mg, 0. 175 mmoL) COX 

$ (3.0 mD mum.) 
7K^HHmT-e^-e20^Ji^L/co J5J»7^ K5iiL 

X%btltch^)§,W}m^t^ZtX\ (25.0 mg) £ 

f#fc„ 

[0450] 2 27 
BEBfe rac — (3 S, 5 S) — 5— (4-7J^P7xzjl/) f h 7 b K 

P77>-3-fJl/ 

#t^£0U 2 2 8 

BEBfe rac — (3R. 5 S) — 5— (4-7J^P7xzjl/) f h 7 b K 

P77>-3-fJl/ 

1 - (4 -7i^P7i-Jl') 7"^ - 3 -x>- 1 -^—;U (1. 66 g, 10. 
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0 mmol.) 	6:.-1 -ff 	:')7-t'9'-1 	(4.18 g, 	13.0 mmol.) 	, 	El/FR 	(2.0 

mL) , 	') 7/1. 	Q)(giZ1Lti gt (44.2 µI, 	0.500 mmol.) 	))1:1A.50°C 

T4Hi rm 1/14-- 1, tco aFt437,1, azi-Yain L. RIt:Afrangt*At 	') 

r, IA 7.1<gA 	))1:17-, 	ElIFRIJI/Ttlilffl L tc. VMJE 	,K7I<Kngtt 	') r,IAT 

tilfg, 	ifillISIN L -C1141  6 t. tc R I ') t it/1.)J 7 IA 	1=17 	7 7 -I — 

^*It 4F  R' 	11.=3/1) TIM' LT., rfAlEalt-Czo -awm 2 2 

[0451] 

7 (645 mg, 290/01marfo-awN 2 2 8 (503 mg, 22%117$) V4 tc c, 

-a*fN 2 2 9 

2— [r a c— (3R, 	5 S) — 5 — (4-7/1/ 7J- 1=17i=)1.) 5-  I7L K 

I=17 7 	— 3 —4/1.] - f V-( 	K') 	— 1 , 	3 -:-;7J- 

-a*fN 227 --e-E; 	L, tc M 	rac— (3S, 	5S) —5— (4- 

7/1/7J- 1=17 i=)1.) 5-  F 7 L K1=17 7 	— 3 —4 11. (645 mg, 	2.88 mmol.) 0) 

1 , 	4 —:')7f*It 474,4-y (2. 0 mL) t: 1 M *NHL t 	./A 1) r, 	71Kgrf-y 	(5.76 mL 

) 	))1:1AjililfAM5A-F, 8HilVINt' L tc. arz*7,1, 	,n-Yi=11=1*)1,./A--e 

Affl L. VCV, 	,K7I<Kngt7 	r, IATIVA, WEAN L -C14 6 tt.tcRI 

CE110 ---C.-a*M 2 0 1 L P101051-C-Eì  	L. rAlfa t (623 mg ,70% 

117$) cI 	tz-_-. 

[0452] __-a*fN 2 3 0 

rac— (3R, 	5 S) — 5 — (4-7/1/7J- 1=17i=)1.) 5- 17L K1=177 

— 3 — 7 Z 

__*-a*fN 2 2 9 T-Eì  	Ltc2— [rac— (3 R, 	5S) —5— (4 —

7/1/7J- 1=17i=)1.) 5-  F 7 L K1=17 7 	— 3 — 4 /I.] 4 V 4 	s") 	— 1 , 

3 —7 	(611 mg, 	1.96 mmol.) 	1E111,N, 	__-a*fN 2 0 2 LITA00)51T 

aJ 	L. rAlfa t (344 mg, 97%117$) V4Itz-_-. 

[0453] __*-a*fN 2 3 1 

2— [r a c— (3S, 	5S) —5— (4-7/1/7J- 1=17i=11.) 5-  I7L K 

WO 2013/147183 183 PCT/JP2013/059589 

0 mmoL) tC 3 — yVTizP — h (4.18 g, 13. 0 mmoL) N I'Flt (2.0 

mL) N K 'J DMU* $ (44.2 IJLL, 0.500 mmoL) £JQPL50°C 

-zmmmwistco mmzmummmi- K >J 
^ Lfc0 mMmzMMimJ- K 'j ^At 
$£'Jiu MJ±)§ls L Tt# £> :> 'J t> fllst} 7A^7P7 h^77<- ( 

^^>/Mtx^U = 3/1) -eltiiLT, 2 

7 (645 mg, 29%W)^t/#^^iJ 2 2 8 (503 mg, 22mm) *%tc0 

[0451] #t^/£0IJ2 2 9 

2 — [rac — (3R. 5 S) —5 — (4—7 JUTF D7I —JU) 7^ K 7 bl K 

• 7 7 > - 3 - -f JU] -f V-f > KU > - 1 . 3 - V ir y 

M^J2 2 7tML/cii rac- (3S, 5S) -5- (4-

7MP7I-J1/) rh7t KP77>-3-^^ (645 mg, 2.88 mmoL) GO 

1 , 4.-yx*-y-y*&fo (2.0 mL) tC 1 M TKIMb± K 'J ^ATK;#>S (5.76 mL 

) s^t^pp/i^uA-e 

tttti u. mmm^xmbntcmm 
£ffl^T#t^£0J2 0 1 mmib&M (623 mg ,70% 

W)*mtc0 

[0452] #t^£0U 2 3 0 

rac — (3R. 5 S) — 5— (4-7J^P7xzjl/) f h7b KP7 7 

y—3—T^.y 

#t^£0J2 2 9-e^L/c2- [rac - (3R, 5S) - 5- (4-

7J^P7i-Jl') rh7t:KP77>-3-^Jb] -f V > K U > — 1 , 

3-y^> (611 mg, 1.96 mmoL) 2 0 2 t 

1§rj3cU mmib-£M (344 mg, 97%J») £?#*:„ 

[0453] 2 3 1 

2 — [rac — (3 S, 5 S) —5 — (4—7 JUTF P7I —)[/) 7^ K 7 bl K 



WO 2013/147183 
	

184 	 PCT/JP2013/059589 

[0454] 

[0455] 

[0456] 

I=177 	— 3 —4 )1.] - f V-( 	K') 	— 1 , 	3 —:'J7J- 

*fN 2 2 8 T-Eì I.,tc_l/FR 	rac— (3R, 	5S) —5— (4 — 

7 )1/7J- 1=1 7 i =)I.) 5-  F 7 L K1=17 7/ —  3— 4 )I. (593 mg, 	2.24 mmo I.) 

JE111,N, 	-a*fN 2 2 9 L P10051-C-Eì L, 	'k.1.1E-altt (404 mg, 	58%J 

$ ) 	''N tc: . 

_ ,E;*fN 2 3 2 

r a c — (3 S, 	5 S) — 5 — (4-7)1/ 7J- 1=17i=)1.) 5- 17L K1=17 7 

— 3 —7Z 

o-a*fm 2 3 1 --eaLtc_-  2 — [rac— (3S, 	5S) —5— (4 —

7/1/7J- 1=17i=)1.) 5- 	7 L K1=177 	— 3 —4 /I.] -V -( 	K') i — 1 , 

3 —:')7J- J (393 mg, 	1.26 mmol.) CE111,N, 	-a*fN 2 0 2 L P100)51-"e 

-L` 	L, rfAlEat (212 mg, 93%115(S) V4itc. 

__-a*fN 2 3 3 

2— [ r a c — (2S, 	4S) —2— (4 —7/1/7J- 1=17i=)1.) 5-  I7L K 

1=1— 2 H — E7 	— 4 — 4 /I.] -f V -( 	K') 	— 1 , 	3 — :'J7J- 

r a c — (2 S, 	4R) —2— (4 —7/1/7J- 1=17i=)1.) 5-  I7L K1=1- 

2 H — E7 	— 4 —7f —)1. (1.96 g, 	10.0 mmol) 	)EI10, o-,A,fm 2 0 1 

LP100)51--eaL, rfAlEat (2.63 g, 81%115($) 	''14tc_-. 

-E`AIN 2 3 4 

r a c — (2 S, 	4S) —2— (4-7/1/ 7J- 1=17i=)1.) 5-  I7L K1=1-2 

H — E 7 — 4 —7Z 

-a*fN 2 3 3 T-Eì  	Lit 2 — [rac— (2S, 4S) —2— (4 — 

7/1/7J- 1=17 i=)I.) 5-  F 7 L K1=1— 2 H— E7 	— 4 —4M -f`i-(K') 

— 1 , 	3 —:')7J- J (2.62 g, 8.08 mmol.) CE111,N, 	-E`AIN 2 0 2 LP10 

1051--e-Ei'L, rfAlEat (1.55 g, 99%115($) V4itc. 

WO 2013/147183 184 PCT/JP2013/059589 

• 7 y - 3 - >r ;ui -< v >r > K U > - 1. 3 - y 
#^«IJ2 2 8-e^LfcSi rac - (3R, 5S) - 5- (4-

7MP7I-J1/) rh7t KP77>-3-^^ (593 mg, 2.24 mmoL) £ 

#t^/£0J2 2 9 £ll^©;&£-e^£U (404 mg, 58%J]X 

m) zmtc„ 
[0454] 2 3 2 

rac — (3 S, 5 S) — 5— (4 — 7JUTF • 7 x ~)[/) f h7b KD77 

y—3—T^.y 

#t^£0J2 3 1-e^L/c2- [rac - (3S, 5S) - 5- (4-

7MP7I-J1/) Th7tKP77>-3-^Jb] -f V > K 'J > — 1 , 

3-y^> (393 mg, 1.26 mmoL) 2 0 2 t 

SltiLs b^ (212 mg, 93%J») £?#fc0 

[0455] 2 3 3 

2 - [rac - ( 2 S . 4S) -2- (4-7 M • 7 x ~ JU) fh7bh' 

• - 2 H — b°7 > — 4 — -f Jlsl 4 V -f > K U > - 1 . 3 - ->*> 

rac - (2 S, 4R) -2- (4-7iWP7i-^) fh7b KP-

2 H - L°7>-4(1.96 g, 10.0 mmoL) 2 0 1 

t-&M (2.63 g, 8UJ») £?#&„ 

[0456] #t^£0U 2 3 4 

rac - (2 S. 4S) -2- (4-7MP7I~J1/) fh7bh'a-2 

H - b°^>-4 - y^y 

#^«J2 3 3-e^L/c2- [rac- (2S, 4S) -2- (4-

7MP7I-J1/) xh7t K• — 2H — t°7> — 4—^T;U] -fV-f>K'J 

>-1, 3-y^> (2.62 g, 8.08 mmo L) 2 0 2 t 

(D^)iT^Ls b^ (1.55 g, 99%J») £?#fc0 
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[0457] 

[0458] 

[0459] 

-a*fN 2 3 5 

N— [r a c— (2S, 	4R) —2— (4-7/1/ 7J- 1=17i=)1.) 5- 17L K 

1=1-2H—E7-4-4/1.] 7-t HJ7 Z K 

4 —7/1/7J-1=X7/1/52 L K (421 	µI, 4.00 mmol.) L 3 —IT- 	— 1 

- 7J-  —)1. (679 	ill, 	8.00 mmol.) 	07-t 1= 	') )1474A (4.0 mL) 	t:.-.0,0'3t (4 

27 µL) 	))1:1A., 25EIT2HirCti'Ltc. alt*T1, I'M i 	)1., 11PKRIE 

t 1- I) r,1,.7.1<gA)irlAll'FOgti)1.--etEliffl (, tc. VCV, 	,o.KO,Ogrd-  1- I) r, 

.t.,.--etM 	ifillE&E'S'1_, ---C1'41  6 tt.tcRI 	I) t it)i. t 71A 	1=17 	7 7 4 

— (ffFngti)i.) ---eal1-Z L'. L -erfAlEalt (382 mg, 40%117$) V41 7-c_-. 

-a*fN 2 3 6 

[ r a c — (2 S, 	4R) —2— (4 —7/1/7J- 1=17i=)1.) 5- 17L K1=1- 

2 H— E7 	— 4 —4 A.] t)1./Z Ak 	t e r t -1)1, 

__*-a*fN 23 5 T-Eì l.,tc_- N —  [rac— (2S, 	4R) —2— (4-

7/1/7J- 1=17i=)1.) 5- 	7 L K1=1— 2 H — E7 	— 4 --OH 7-t 	7Z K 

(382 mg, 	1.61 	mmol.) 	05- 	5 L K1=17 5 	'74'ff-Y (2.0 mL) 	6:.-_=g0gt:')—te 

rt-1/1/ (703 mg, 	3.22 mmol.) 	L 4 —:'))( T )1/ 7-1 -Z J L") 	J 	(7.80 mg, 

80.0 ,u.mol.) 	))1:1A_, 	))1M-A5A,T2HilEM114-'1_,tc_-. aTVAIAJEANL-T1'41  

6 tt,tc WM:: )< ,9' I — J1. (5.0 mL) 	L L K7:-7.101:11t (403 mg, 8.05 mm 

ol) 	))1:1A., 25E1-C211MM' Ltc. aFt43 7,1, aVAIr5-1)EANL-CMfli 

zit 7 	= r, L.7.1<g'AI 	)J11 A., 	EI/FOgti)1.---etEliffl 1., tc. VM1,1 	A:K*0,R 

t 1- I) r,./A -CIVIA, AJEAN 1, -CM 6 ttd-cRI 	:> I) t it)i/t 71,. 	1=1 7 I- 

7 7 -I - (1N*It 	/E1/FOgZI)1•=6/1) -NittizI ij, rktiLat (408 mg, 8 

6%117$) cIItco 

-a*fN 2 3 7 

r a c— (2S, 	4R) —2— (4-7/1/ 7J- 1=17i=)1.) 5- 17L H=1-2 

H — E7 — 4 — 7 Z 

WO 2013/147183 185 PCT/JP2013/059589 

[0457] 2 3 5 

N - [rac - ( 2 S . 4R) -2- (4-7 M • 7 x —;U) fh7b K 

• - 2 H — —4 ->nn 3P-tzh:P$K 

4 — 7JU7I" K (421 A<,L, 4.00 mmoL) ^3-7"7^>-1 

-^-;U (679 A<,L, 8.00 mmoL) 0T^-tz K- K 'J (4.0 mL) (4 

27 juL) ^-e20|^Ji^L/co J5J»7^ M£x^Jk 1M*®Hb 

K 'J 0 A^K^^ijpA^x^;i/-eaai L/co #$Jf K 'J 0 

A-e&tik* Ml±)m$fs L T ?# 'J tl ?JUt! 7A^P7h^77< 

- (M|x^;u) (382 mg, 40%J») zmfco 

[0458] #t^£0U 2 3 6 

[rac - ( 2 S . 4R) -2- (4-7 M • 7 x _ JU) fh^bKD-

2 H — b°7> —4 — >T JUl >B£ tert -7'^JU 

#^^|J2 3 5-e^L/cN- [rac- (2S, 4 R) -2- (4-

7MP7I-J1/) 7^ KP-2 H-t°7>-4--T;U] T7 iz K T7 $ K 

(382 mg, 1.61 mmoL) ©f h 7 t: K• 7 7 (2.0 mL) — te 

rt — y^Jls (703 mg, 3.22 mmoL) t. 4 — V ̂  ̂ )\/T $ J tf 'J V > (7.80 mg, 

80.0 MmoL) JP^M;tT20tP^# L/c„ Is LTt# 

$ y — JU (5.0 mL) £: L (403 mg, 8.05 mm 

oL) £jbn^ ^-e20|^Ji^L/co J5J»7^ J5^^MJ±)IlsLTM[] 

Mtx^ju-effldiL/c0 

^ K 'J ^A-e^ ^*ib^7A^P7 K 

v=7 7-r- (^^THt>/M|x5l>'U = 6/1) -e*iiiU HIHb^ (408 mg, 8 

6%J») zmtc„ 

[0459] #t^£0U 2 3 7 

rac - (2 S. 4R) -2- (4~7MP7I~J1/) fh7bKD-2 

H-bf^>-4-77$> 
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[0460] 

[0461] 

-a*fN 2 3 6 T-Eì  	L tc [ r a c — (2S, 	4R) —2— (4 —7 )1. 

7t1=17 i=)I.) 5 	7L K1=1— 2 H — E7 	— 4 —4/1/i t/l./..Z Jgg 	t 

e r t — Vs)l. (408 mg, 	1.38 mmol.) CE111,\ -CO -a*M1 3 2 L Piaa) 

;1--ea 	L, rAlfa t (260 mg, 96%117$) V41 7-c_-. 

-a*fN 2 3 8 

3 —i:'J)1.-6 — 	(4 —7/1/7f1=17i=)1.) 	—3 —7-11fE:>1=1 [3. 	1 

- . 	0] ,N*It-2-7J i 

	

(E) 	— 1 — 	(3 — 	1=11=1 .7°1=1/— 1 —i 	— 1 —4)0 	—4 —7)1/7J- 1=1 

/J-ffJ 	(2.40 	g, 	14.0 	mmol.) 	071=11=1)('91 	'74,,,Ty 	(40 	mL) 	6:.:1=1:') ,,./A 

( I 	I) 	7-t,9, — 1- 	(57.7 mg, 	0.140 mmol.) 	))1:1A_, 	25',:retti4-'1_,fse6:') 

7 AIM' 	)1, (1.92 g, 	16.8 mmol.) 	0):')1=11=1)( 9' 44'ff-Y (20 mL) 	18 

Hi12475\ 0' -C A T L it. arZ*7,1, arin-Y2SA„ N, 	N —:J)( 	)1/*)1. 

- A7 Z F 	(20 mL) , 	, :')/1/7-1 -Z J 	(1.50 g, 	14.0 mmol.) , 	gR7.1KAJ F 

I) r,./_1. 	(1.18 g, 	14.0 mmol.) 	))1:17L, 	150t-e2HirCti4-' Lk-. 	arZ*7,1, 

MIFRi)1/)iiiiA., 	1 leaR, MfoillEt 1-') r, IA 7.1< gaTA Ai L, VC1 

,;.*EKR t 	') r, A TtiMIA, g JEAN L, AL-. 14'6 tt.tc R1it: MIMI 	)1/ 	)ili 

A. .--C 638 1_,, 	6'farfillEA'S'1_,-C, 	i ,) th2)1/t 71.01=17 l'7 7 4 — 

'N*It 	/E1IFRI11/=3/1) -Clitlzi-Z a'. L TrktfEat (956 mg, 24%117$ 

) c14tco 

c{ 23  2 3 9 

3 —, :'J)i. — 6 — 	(4-7J1.7J-  1=1 7 i=)i.) 	—3 —7-11fE:>1=1 [3. 	1 

. 	0] ,N*It 

	

-a*fN 2 3 8 --e-a 	1., tc 3 —, 	:'J)i. — 6 — ( 4 — 7 )1,7j-  1=1 7 i=j1, 

) 	—3 —7-11fE:>m [3. 	1. 	0] ,N*1J- -2-7J- 	(956 mg, 3.40 mm 

ol) 	075 I- 7 L K 1=1 7 7 	74,,,Ty (40 mL) 	t:.-..0°C ---e7.KAIE ,) 	r,i.x77)1/Z =r, 

WO 2013/147183 186 PCT/JP2013/059589 

3 6-e^L/c [rac - (2S, 4 R) -2- (4-7JU 

^•7x-;u) xh7t K• — 2H — — 4—^r;u] t 

e r t — (408 mg, 1.38 mmoL) 1 3 2£|W|£SCD^ 

;£-e£-J5£U (260 mg, 96%W) £?#fc0 

[0460] 2 3 8 

3-^>y';u-6- (4-^JUTt-g^x—;u) - 3-7-tf • [3. 1 

. Q] ^Jr+fy-2-j-y 

(E) -1- (3 -OUUfUJ^- 1 -Jiy- 1 ~4Jls) -4-7)\SJU 

^yify (2.40 g, 14.0 mmoL) CD VP • • ̂ $ >;#)S (40 mL) [ZUVOA 

(II) yizp— h (57.7 mg, 0.140 mmoL) 

(1.92 g, 16.8 mmoL) (DV0 (20 mL) £18 

ftffifrttTffiTLtco N, 

AT7^ K (20 mL) N /Ns>,v>'U77$> (1.50 g, 14.0 mmoL) N h 

'J-^A (1.18 g, 14.0 mmoL) *k1)WX, IbrC^mmW Ltc0 J 

1 mfflikiki- K 'J OAykmtitr-tt&L, #$Jf£ 

m&m&i- K 'J ^A-e^ MJ±)IlsL/co 

*.T3i§U 5^^MJ±)IlsLT^ :> 'J t) fJIst) 7A^7P7 h^77<- ( 

^*+ty/mmx?Jl> = 3/1) (956 mg, 24mm 
) £?#fc„ 

[0461] #^^IJ2 3 9 

3-s<y*/)i-6- (4 -yjutuy JI—JU) - 3-y+f • [3. 1 

. o] ^^-y-y 

#^"nJ$$iJ2 3 8 T"nj3c L/c 3 -s<yV)\s-6 - (4-7MP7x-Jb 

) —3—7+f[3. 1. 0] ^^V'y— 2— J$y (956 mg, 3.40 mm 

oL) ©T h 7 t: K • 7 7 (40 mL) tC0oCT'7j<^'fb 'J ^0 ATJIy$. — 0 
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b 	(258 mg, 	6.80 mmol) 	)ililAiirlfgt,M5A-F3ormrA14--  Ltc. aFt43 7,1, 	0 

°C -e 1 M7.KRiEt I- ') r,1.7.1<gailil A., 	1=11=1)( 51  J ."-etlil ffl L tc . VAla 

:>'))Ji72)1. (77 Z i) t7101=171-77 4 — ('N*It/E1IFRIJI. 

= 15/1 	.10/1 ) -Clitlzi  L, rfAlEat (593 mg, 66%J17$) V4i tc_-. 

[0462] -a*fN 2 4 0 

6— 	(4 —7)1/7J- i=i7i=)I.) 	—3 —7-11fE:>1=1 	[3. 	1 . 	0] ,N*1J- 

0 -a*fN 2 3 9 --C-L' 	Lk-  3 —, 	:')/1.— 6 — ( 4 — 7 )1,7j-  1=1 7 i=)1, 

) 	—3 —771fE:>1=1 	[3. 	1 . 	0] ,N*1j- 	(593 mg, 	2.26 mmol) CE110 

, 0-a*fN 2 2 6 L Hoopa--e-a 	L, VAILat (331 mg, 83%117$) 

14 tc: . 

[0463] -a*fN 2 4 1 

2— 	{ [t r a n s-1 —i:'J)1.— 4 — 	(4 —7/1/7J- 1=17i=)1.) El=1 ') 

— 3 --f )1.] 	)( 	)1/1 	-f V -( 	K ') 	— 1 , 	3 —:'J7J- 

[t r a n s-1 —i:')/1.— 4 — 	(4 —7)1/7J- 1=17 i=)1,) 	Ei=i i):') 

— 3 — 4 )1,] )< g j —)L. 	k,`, 	-a*fN 2 0 1 L Ip7# 10 	51Zah L, 

VAIL-at (4.83 g, twig) 	141  tc: . 

[0464] __*-a*fN 2 4 2 

t rans— 3 — [ ( 1 , 	3 —:'J7J-*V -IV -( J K') 	— 2 —4)0 )( 	)1. 

] —4— 	(4 — 7/1/7J- 1=17 i=)1.) 	El=1 1):')— 1 — t JI/t JOgr 	tert 

— Vs JI. 

o -a*fm 2 4 1 Zah L tc 2 — { [ t rans— 1 —i:'J)1.-4— ( 

4 — 7 )1/7J-  1=1 7 i=)1.) 	El=1') :'J 	— 3 --f A.] 	)( 	)1/1 	-( V -I 	K ') 	— 

1 , 	3 — :'J7J- 0)I51 J-11474',1-Y (50 mL) 	t:.=.=gR:')—tert — Ys )l. (5.06 

g, 	23.2 mmol) 	Li 7 : ' ) , , A —3tftg (1.00 g) 	))1:1A_, 	25E,,i, 	*Agtt,, 

-F T1611i 1%1 It 	L tc: . ar,ii.7*7,/, ar,n-y 	-t 7 4 1`638 L, 	6 'fa g )12 

WO 2013/147183 187 PCT/JP2013/059589 

A (258 mg, 6.80 mmoL) £jbD A2JD$tiI3rF30#^i£# L/c„ 0 

°ce 1 MTKSHb^ K 'J oLtc0 ̂WtM 

%V'J}j/f)l' (7<J%) ^7A^P?h^77< - (^^rtV/iltlfJL' 

=15/1^10/1) ?m&Ls mmi(593 mg, smm zmtc0 

[0462] #t^£0U 2 4 0 

6- (4 -y May JL~ ;u) -3 -7*f\iVOu [3. 1. 0] ^*+fy 

#^"nJ$$iJ2 3 9 T"nj3c L/c 3 -s<yV)\s-6 - (4-7MP7x-Jb 

) — 3 —y-ifkfSs 0 • [3. 1. 0] (593 mg, 2.26 mmoL) 

s ^m^m\2 2 6 tmm(Di5^^L. (331 mg, 83%J») 
zmtc „ 

[0463] 2 4 1 

2 - { [ t r a n s - 1 -^yt/JV-4 - (4 - y M • 7 x_JU) b°D U 

y>-3-^JU] -f V -f > K 'J > - 1 . 3-^^> 

[ t r a n s - 1 -s<yV)\s~ 4 - (4 -7MP7i-Jl/) fcfP 'J 

-3- -r;u] 0^m\\2o i 

mmi(4.83 g, Sift) £?#fc„ 

[0464] #t^£0U 2 4 2 

t rans-3 - [ (1. 3 — V* ̂  V -f V -f > K U > — 2 — -f ;U) ^ 

1 -4- (4;u) b°a u y >-1tert 

- 7"^^ 

#^-nj5c'($J 2 4 1 T-nJ^c L/c 2- { [t rans-1 — ^yV)[/ — 4 — ( 

4-7i^P7i-^) t:°u'j Vy - 3 - 4 Jls] -f V ^ > K 'J > -

1, 3 — V~% y(DJL$> J — (50 mL) — tert —(5.06 

g, 23.2 mmoL) (1.00 g) £2JD^ ^ TKHHIiim 

~F-C160^£#Lfco J5J»7^ K3i§U 
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[0465] 

[0466] 

[0467] 

[0468] 

N'L-C141 64-LtcRI ,Jth2)1/t 71.01=17 I7 7 4 — (,N*It/ElIFR 

i)1/=4/1) -NM L, -f V 7°CI EA/i-5-)1/CE110 ---CMia -  Z L.' L ---e 

I'llEalt (1.31 g, 43%115($) V41  tc. 

__-EAIN 2 4 3 

t r a n s-3— 	(7Z )))1.) 	—4— 	(4 —7/1/7J- 1=17i=)1.) 	El=1') 

— 1 — t/l/tR 	tert— Vs /l. 

[ (1, 	3— :')7J-  * V -I V 

7 )1.7f 1=1 7 i=)1.) 	ED') 

mg, 	2.00 mmo 0 	E11 0, 	-_- 

rfl tat (648 mg, tin 

mmo 0 05- 	7I 	K 1=1 7 7 

5 -:-;)()I,Ly 

tc. 	r,t337,1, ar,n-yg 

-111241-  Z z: L TVA 

1 H — El=1—)I. 

-a*fN 2 4 2 T-Eì  	L it t r a n s —3— 

-( 	K , ) 	— 2 --( )1.) ) 	)1/1 —4— 	(4 — 

.i— 1 — t/l/tIR 	t e r t — Vs )l. (849 

-a*fN 2 2 3 L Hoopa --e-a -z a- L --e, 	 

) c14tco 

__-EAIN 2 4 4 

2 —11=1-4 —= H=1— 1 H—E1=1—)1. 

3 —= IUD— 1 H — El=1—)I. (520 mg, 4.64 

g'ff-Y (10 mL) 	6:.-_-78°C-e 1 , 	3— :')11=1 	—5, 

(730 mg, 	2.55 mmo 1.) 	. )JU A.25E're1B1.114-' L 

JEA'N' L7.1< 	)ililAA'FOgti)1.---etEliffl L tc. VCV, 

to 	g[tmt L L -CM tc . 
-a*fN 2 4 5 

2 — (4 — 7 )1/7J- 1=17 i =AA — 4 —= H=1— 

o-a*fm 2 4 4 T-Eì  	L it 2 —11=1 	— 4 — = 	CI— 1 H — El=1—)1. (8 

86 mg, 	4.64 mmo 1.) , 	4 — 7 )1/7J- 1=17 i=)1/ti=i Jogt (779 mg, 	5.57 mmol.) 

E11 0-c, o-a*fm 1 3 9 LP101051--C -a -  Z z: LTVAiLat (383 

mg, 40%) V4I  tto 

__*-a*fN 2 4 6 

WO 2013/147183 188 PCT/JP2013/059589 

tcffifeZV 'J PV h^77^ -
X^;u=4/1) -zmmL, -f V7°p z> z 

(1.31 g, 43%J») £?#fc„ 

[0465] #t^£0U 2 4 3 
t rans-3- (3P $ 7 ;< ^>>1/) -4- (4~7MP7I~J1/) b°P U 

Vy- 1 tert -7"^^ 

#^-n J^c^J 2 4 2 T"n J5C L/ct rans-3 - [ (1, 3 —V^^V -Y V 

-f > K'J >- 2 -;u) ^JU] -4- (4-7i^P7i-^) b?n'JV 

y— 1 — tert — (849 mg, 2.00 mmoL) 

^r^iJ2 2 3,>:|W|«0^;i-e^t-^C(>:T\ b^tl (648 mg, 

) £?#*:„ 

[0466] #t^£0U 2 4 4 

2-7^^-4-— hP-1 H-b°P— JU 

3 -- KP - 1 H- L°P — )l (520 mg, 4.64 mmoL) (DT~ K 7 t: KP77> 

mfe (10 mL) K-78°C-e 1 , 3 —V~?U^ — 5 , 5 - V * ̂ )\y t V y K -f > 

(730 mg, 2.55 mmoL) £ JPx.^m"P1 SH W Ltca JxJ 

j±)iiiL^K^:ijDA^xfi;i/-eaai u/c0 #$JI ac:£"e^ii 

it&mzmzLi&mii LTmtc0 

[0467] IJ 2 4 5 

2- (4—7 )\y^ P 7 x —)[/) - 4-_ K P ~ 1 H - b°p—;u 

##nJ$®|2 4 4-e-^J55cL/c2-7"P;E-4-~ KP- 1 H-tfP-JU (8 

86 mg, 4.64 mmoL) N 4 — 7JU7f P 7 x ~JU^\P >!£ (779 mg, 5.57 mmoL) 

#t^£0U1 3 9tmm<Dl5fe-e'&J&tZZ.£-e3km<b'&M (383 
mg, 40%) %r%tc0 

[0468] #t^£0U 2 4 6 
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[0469] 

[0470] 

[0471] 

2 - (4 - 7 )1/7J- 1=17 i=)1.) - 1 - )( 	)1.- 4 - a H=1- 1 H - E1=1-)1. 

-a*fN 2 4 5 --e-aLtc_- 2 - ( 4 - 7 )1/7J-  1=1 7 i a )1,) - 4 - a 1,  1=1 

- 1 H - El=1-)1. 	(10.0 mg, 	O. 0485 mmol.) 	ON, 	N-:'))( 	)1/*/1/1-,.77 Z F 

g'ff-Y 	(0.50 mL) 	(,:.:OtTAKAIEJ-  F 	1) r, _LI, 	(2.50 mg, 	0.0582 mmol.) 	)N1 A1 

HirCti-'1,7L-1, 	r,lE)( 	)1. 	(18.8 	ill, 	0.0582 mmol.) 	)iriA_25E---e7Iii 

rm303Ainti--LAL-c, arz*7,1. azat:.-.7}CA., 	1-)1,i--etdiffl Lk-. 

vcw, 	ricEiimi-z a- L T, rfAlEat AdtWt L L --CA tc. 

-a*fN 2 4 7 

5 - 	(4-7/1/7J- 1=17ia)1.) 	- 1 -)()I.E1=1'):')-3 -77 Z 

-a*fN 2 4 6--ea 	Lit 2 - (4 - 7)1/7J- 1=17 ia)1.) - 1 -)c 	)1. 

- 4 - a 	1=1 - 1 H - El=1-)1. (200 mg, 	1.03 mmol.) 	(ZEIFR (2. 0 mL) , 

ILIE1 	(20.0 mg) 	)]QA., 7.1KA'41-AttCF25E'T3E11Mi'Ltz-_-. 	,t337,1 

. azi-y-t7-1 	638, 	ifillEIRS1_, --C 14641. tc Rli 	') t it )1. ( 7 Z ) 

) t71-x1=17177-f - ('11=11=1*A/1x / ) ( 51  ) - )1, =1 /01 /1) -en 

l' - zz._-.Lt:.-_,t.D -crfliE-alt (15.0 mg, 	7%117$ ) 	1'41 7-c_- c, 

-a*fN 2 4 8 

1 - (4 - 7 )1/7J-  1=1 7 i =A.) - 3 -= 1-1=1- 1 H - ED -)1. 

3 -= I- m ED -)1, (200 mg, 	1.78 mmol.) , 	4 - 7/1/7J- 1=17 ia/l/t1=1 

	

(499 mg, 	3.57 mmol.) 	, 	E/FOgdii] I 	I ) 	(486 mg, 	2.68 mmol.) 	07:'J 	1=11=1 

51 	'74'ff-Y 	(4. 0 mL) 	(,:.= N, 	N -:')-( ̀ ) 7°1=1E11/i11.7 -1  Z i 	(606 	µ,1_, 	3. 

57 mmoL) 	))1:1A.25 '01 -C1 Hsi`-' Lk- o ag.337,1, 	,n-y-t7-1 	638, 

ifillISINI., --C1'41 64-1.tcRli'Jtit/l/t 71-01=17 l'77 4 - (,N*It 

/EI/FRi)1/=1/1) ---atta„ 	'k'llE-alt (131 mg, 36%117$) V4tcc, 

__-EAR 2 4 9 

1 - (4 - 7/1/7J-  1=1 7 i=)1.) - 1 H - E 1=1 -)I.- 3 -7Z 

WO 2013/147183 189 

2- (4-yjutuy JI-JU) — 1 — ^ ̂ Ji/— 4 — 

PCT/JP2013/059589 

_ K • - 1 H - b°p — )\y 

#;#'n 2 4 5 T"n L/c2 - (4-7i^P7i-^) -4-~KP 

— 1 H —tfp —)[/ (10.0 mg, 0.0485 mmoL) CDN, N — V ̂  ̂ JU7i\JUAT $ K 

(0.50 mL) tC0°C"T:'7j<^'fb^" K 'J 0 A (2.50 mg, 0.0582 mmoL) 

nmmnLtcm a^b^JU (18.8 fjul, 0.0582 mmoL) £iPx^-e70| 

m3®fimmwLtc0 Ki&mj&s Kjux>-eatti L/C0 

Lxmtco 
[0469] #t^£0J 2 4 7 

5- (4-y Muy jL~)\y) - 1 -x ̂ jub°g u y >-3 - :P$ > 

#;#'n J^c^J 2 4 6 T"n J^c L/c2 - (4-7i^P7i-^) -l-^JU 

-4-~ KP - 1 H-fcfP —;U (200 mg, 1.03 mmoL) CiSf (2.0 mL) N I| 

Ibfi# (20.0 mg) 7K^HHmT^-e30^Ji^L/co J5J»7& 

s K5^ MJ±)Ils 'J tjfJls (7<S 

^) i7A^P7h^77< - (^pp^jbA/^^y-^=i/0^i/i) -elf 

0X^^^1(15.0 mg, 7%J» ) £?#fc0 

[0470] #t^£0J 2 4 8 

1 - (4 -7JU7I-P 7 x—JU) -3-_KP-1 H - b°P—JU 

3 — ~ K P tfP—JU (200 mg, 1.78 mmoL) N 4 - yM P 7 x -Jl/jtf P > 

It (499 mg, 3.57 mmoL) N Ml;® I I ) (486 mg, 2.68 mmoL) ©y^PP 

(4.0 mL) CN, N-yr;^P^H^7$> (606 /JLL, 3. 

57 mmoL) £2jn*.^-C1 SS# L/c0 J5J»7^ K5ii^ 

'J P V h^77^ - (^+f 

>/M|x^;U = 1/1) mmib-&M (131 mg, 36%J») £?#*:„ 

[0471] #t^£0J2 4 9 

1 - (4 -^JU^P^X—;u) - 1 H - b°p—;u- 3 -7$ > 
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-a*fN 2 4 8 --e-a 	L tc 1 — ( 4 — 7 )1/7J- 1=1 7 i =AA — 3 — = 	1=1 

— 1 H — El=1—)1. 	(131 	mg, 	0.635 mmol.) 	Oozy ) —)14.74,4-y 	(2.6 mL) 	t:.-../. 

7:')',1,.-3tftg (13.1 mg) 	))1:1A., 7.KATS-#WF25'3.T1EIMI'Ltc. a 

FLT., 7'1, av,4-y-t 5 4 	638, 	ifilllaIN L -Crfli Eat 	gat-zttL L 

--C 14 tc: . 

[0472] __-a*fN 2 5 0 

2 — [ c i s — 3 — 	(4 — 7 )1/7J- 1=17 i=)I.) :> 1=1711/] -f`i-(K') 

- — 1 , 	3 —:'J7J i 

t 	rans— 3 — 	(4 —7/1/7J- 1=17i=)1.) 	:>1=11,91 )-11/ (239 mg, 	1 

.44 mmol.) CE111,N, 	_,E;*fN 2 0 1 LFAeloa-e-a 	L -C, rfAlEat 

[0473] 

(266 mg, 62%117$) V4 tc c, 

-a*fN 2 5 1 

c i s —3— 	(4 —7/1/7J- 1=17i=)1.) :>1=115' J-T1-Z 

-a*fN 2 5 0 T -Eì  	L tc 2 — [ c i s — 3 — ( 4 — 7 )1/7J- 1=1 7 i =j1, 

) :> 	1=17)1/] 4 V 4 	K ') i — 1 , 	3 —:'J7J-  J (266 mg, 	0.899 mmo 0 

1,  Z, __-a*fN 2 2 3 LFAeloa-e-a 	1, Z, VA tat (51.3 mg 

35%117$) V41 tc: . 

[0474] -a*fN 2 5 2 

2 — [ t r a n s — 3 — 	(4 — 7 )1/7J- 1=17 i=)I.) :> 	1=17s /1/1 4 V -(J 

K')— 1 , 	3 —:'J7J- 

c i s —3 — 	(4 —7)1/7J- 1=17 i=)I.) 	:>1=11,91 )-11. (166 mg, 	1.00 

mmol.) 	EI10, _.-a*fN 2 0 1 LP10051-e-EAL-c. valEat (140 

mg, 48w$) 	14' tc: . 

[0475] __-a*fN 2 5 3 

WO 2013/147183 190 PCT/JP2013/059589 

#^aj$0!l2 4 1 - (4-7i^P7i-^) -3-~hP 

— 1 H — tfp—)[/ (131 mg, 0.635 mmoL) CDx-$? J — (2.6 mL) iZ/^ 

(13.1 mg) *fil#0m~F^-C1 SMW Ltc0 K 

i&mj&s K5ii, 

xmtco 
[0472] 2 5 0 

2- [c i s — 3 — (4-7;u7l-a7x-;u) -fy-r>KU 

y — 1 . 3 -y';fr > 

t rans-3 - (4-7 P7i —JU) *> £ • 7"^ 7 — JU (239 mg, 1 

.44 mmo L) 2 0 1 t mffiaJjfeX&tii LT, 

(266 mg, 62%JM) *mtz0 

[0473] 2 5 1 

c i s — 3 — (4—7 JUTI- • 7 x —)[/) ->^D7"^>77$> 

##•$#!! 2 5 0-e-^J55cL/c2 - [c i s - 3 - (4-7MP7X-JI/ 

) ^7 • y^^U] 1, 3— V~%y (266 mg, 0.899 mmoL) 

%m^Xs 2 3 tmB(Dj5)t;X-gj&LXs (51.3 mg 

, 35%J») Zmtzo 

[0474] 2 5 2 

2 - [t rans-3 - (4~7MP7I~J1/) ^a^^U] -f 

K'J > — 1. 3-my 

c i s - 3 - (4 -7MP7I-J1/) P7"^ 7 —;U (166 mg, 1.00 

mmoL) 2 0 1 £LT, (140 

mg, 48%J») £?#fc0 

[0475] #t^£0U 2 5 3 



[0476] 

[0477] 

WO 2013/147183 191 	 PCT/JP2013/059589 

t ran s-3— (4-7/1/ 7J- 1=17i=)1.) i'J CI7gi7'- i  

-a*fN 2 5 2 --e-a 	Lk 2— [t rans-3— (4-7/1/7J-D7i 

=JO :> 	1=11/1/] 4 `) 4 	K ') i — 1 , 	3 —:')7J- i (140 mg, 	0.475 mmo 

I.) CE110, 	__-Ej*fN 2 2 3 LP10051"--ea 	L-C, rfAlEat (59.2 m 

g, 	75%117$) 	''f'47c_- c, 

-a*fN 2 5 4 

c i s —  1 — 	(4 —7/1/7f1=17i=JI.) 	—3 —L KI=1*1=11'91 )J/I. 

7JJR 	)( 	JI. 

2— 	(4 — 7)1/7J- 1=17 i=)1.) E/FR (1.90 g, 	12.3 mmo I.) 05 F7L K1=1 

7 7 	'74',.f-Y (5.5 mL) 	6:.:25EI T 2M-( V 7°1=1E11/ 7 	,:> r , JO 1=1 I) K 	(13.5 

mL, 	27.1 	mmol.) 	))1:1A., 	40°CZ703 1,1 Ltz-_1, 	2 — 	(fj m i=i)( 3 )1.) 	A- 

* '7 J 	(1.74 mL, 	22.1 	mmol.) 	))1:1A.251E-C311i1V3031.1 	Ltz-_-,, 	%t:.-.., 	2 

M-1 V .7°1=1E/1/7 :>r,1-01=1') K-5-  I7 L K 1=17 7 	'74',1I (12.3 mmol., 

24.6 mmo l) 	))1:1A.11E1 Mt' L AL-. ar,t337,1, azat: 1 migip),QA_, a 

ttmttt:.-.. L-climi)1,--etdiffl Lk. VAN, 	AlEdalifi- 1./T1'41 6 tt.tcRI 

(,:.=, 	)< ,9' I —)1. 	(30 mL) , 	SIAR (2.0 mL) 	))1:1A_, 	))1:1MM5A-F1HirAtti' 

Ltc. aFt437,1, a VAI 	VERSA', 3.1(7.1< 	)ili A_ "T 	) Ve A ffl 1., 

tc. VAla 	,:,IK7.1KKOgrd- 	I) r, IA TIM, WEAN 1./T1'41 6 tt.tcRI 	') 

t it/1.)J 7 IA 	1=17 	77 -I - (1N*It 	/E11FRIJI/=3/2) Tall 	Z 

a.' LTVAILat (1.83 g, 66%J17$) V4I  tc: . 

__-a*fN 2 5 5 

t rans— 3 — ( 1 , 	3 -:'J7J-*V-f 'l-( 	K ') 	— 2 —4)0 — 1 — ( 

4 —7/1/7J- 1=17i=)1.) 	:>1=115' J)JJ1/ 7JJR 	)()I. 

-a*fN 2 5 4 T-Eì  	1., tc c i s - 1 - (4 — 7A/7j- 1=17 i=j1,) —3 

—L Ki=1*D7g j)j)1,7jR 	)( 	)1, (1.83 g, 	8.16 mmol.) 	CE111,\ (1 OUIUJ 9L "8 '6 E8"L) 7\ -

£- LU^( L - P) -L-s | o^n^a.17 S ZUW^0 

m<#w:6£i=i6<- {^(-^ cn^( L- p 
) - L - (ir > - s - < n .H <> A > A - £ L ) - e - s u e J 1 

SS2 ILL 170] 

(»%99 '6 £8' L) G^q>g^a:?2 

<2£Mmz. (2/e=ir^x|i^i//:-fr^N/) ->AD 

r.lasiay c.r.H-^iiwi^sff^ °-y 
°-yn 

v"£» (n^ 0'2) Mf< v ("F 08) ir-A4^ vn 

°^n wwair^xii^ixn m-n^i-
$ v^D¥?|im^l L mtIM °^n^SL^D¥? (louiuig-^ 

'1 OUJUJ £'Z[) fi • Airoq noA A >fll 

s vnM °-yn^^0ea#0ea^^"^D¥^ (1 OUJUJ rzz 'HUJ • L) 

•£ (ir^^DD^) -S vfpyn^f^0Z.aOo0t7 (1 OUJUJ tYZ 'HUJ 

g-£i) ,H (\ • m0£ A (iw g-g) 

• .H (1 OUJUJ £-21 '6 06 "L) IM (1f=x£i=i_prif£- p) - z 

wm<f 
ICQ:/; $£_u 3 - s - ^(—^LU^MC-P) - i - s | o 

P9Z [9Z.t70] 

(mmL #B 
>"z-69) ^i\wm ^^^¥^mm?£zz\\m^!rn^ d 
OUJUJ gz.17-0 'BUJ 0t7l) <£^-£ 'l-<fiK>A> [1f^.£IH£^ (ir-

x^n^ir^-i7) -e-suej i] -z-J-^^^-^z 9 zUW^-^0 

< (ir—17) -£-SUBJ i 

68S6S0/£I0ZdfAL3d 161 £8UH/£I0Z OAV 
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[0478] 

[0479] 

[0480] 

-C, 0 -a*fN 2 0 1 L P100)51T-Eì  	L, VAILat (2.21 g, 77%V$ 

) c14tco 

-a*fN 2 5 6 

t rans-3— (1, 	3 —:')7J-*'l 4V 4 	K') 	—2-4/1.) —1— ( 

4 —7/1/7J- 1=17i=)14 :>1=11'91 t/l/tR 

*fN 2 5 5 T-Eì  	L tc t r a n s —3— (1, 	3 — :'J7J- *'/-f V 4 

K 1) 	— 2 — 4 AA — 1 — (4 — 7 )1.7f1=17 i =AA :> 	1=11'91 )JJ1/ 7J 

Jggi 	)< 	)1. 	(353 mg, 	1.00 mmol) 	O5 	7 L K 1=1 7 7 	.7.,/,4-y 	(5.0 mL) 	t: 

t I) r, .L.,, 	I. I)) 	)14./7 ) V— 	(257 mg, 	2.00 mmol) 	. ))11A., 	25Ea'-e2 

Hirmtv- L tc_1, 	4 MillE7.KA/ 1 , 	4 —:J7J- *It i (10 mL) 	)iii A_ --C25fo'. 

T11E1 , mm-ht m-F-e2Hircm- Lk-o ag.337,1, azat::_mfuziEt I-') 

r, 11.7.1<ga 	)J11A-• 	ElIFRI)1/Ttlil ffl L tc. VM1,1 	„c,7IK0,0grd-  I-') r,IAT 

tilfg, g a 24161-  Z a' L-erfAlEaltAdtMtL L -CA tc. 

-a*fN 2 5 7 

t rans-3— (1, 	3 —:')7J-*'l 4V 4 	K') 	— 2 — 4 AA — 1 — ( 

4 —7/1/7J- 1=17i=)14 :>1=1151 t/l/t*ItZ K 

*fN 2 5 6 T-Eì  	Lk-  t r a n s-3— (1, 	3 — :'J7J- *'/-f V4 

K 1) 	— 2 — 4 AA 	— 1 — 	(4-7J1.7f 1=1 7 i=)I.) :>1=11'91 )JJ1/ 7J 

n'3W)CtMta)1=11=1)(  51 	'74',,a 	(5.0 mL) 	t:.:1-14E7t*It 1))1. 	(171 	i,.i.L 

, 	2.00 mmo 0 	L ftPria) N , 	N—  :')))1/*/1/1_1.77 1::: K)J1:1A.. 	25E--e2Qi 

rimm 	LL-1, 	Mf1:177 =r,I.,.7.1<g',TY (3.0 mL) 	)iliA. --c, 	30311i1VIti' 

Lk- o aFt437,/, 	azat:.-.. 1 mitiogrA., 	i=ii=i7J)1/1-x -CtEliffl Lk-. VM 

1,1 	AK7.1<0,0grd-  1- I) r,L. TIM, WEAN L -C1'41  6 tat RI 	I) t h2 /1/ t 

71A 	1=1 7 I- 	7 7 4 — (,N*It 	/E1IFRi)1/=2/3) --clit,z a.' L --e 

MAiLat (234 mg, 69%4 $) V41  tc: . 

__*-a*fN 2 5 8 

WO 2013/147183 192 PCT/JP2013/059589 

T, #t^£0lJ2O 1 mmib^tl (2.21 g, 77%J» 

) £?#*:„ 

[0478] 2 5 6 

t rans-3- ( 1 . 3 V>f > K U >- 2 ~^;U) - 1 - ( 

4-7;u7l-a7x-;u) • 7"^ 

#t^/£0!J2 5 5-e^L/ct rans-3 - (1, 3-VX*V4V4 

> K'J >-2--r;u) -1- (4-7i^P7i-^) VOuy^yh)Vts 

>|| p< (353 mg, 1.00 mmoL) (D^r h 7 t K• 7 7 >/#/S (5.0 mL) tc 

K 'J fJk>7y b — K (257 mg, 2.00 mmoL) PxN ^"£2 

0tP^#L/c^ 4M^b7K^/1, 4-y^^r^> (10 mL) £jbPa.T^ 

-eis, ip^M)tT-e20i^ji^L/co h >J 

0 A*?§$£j!jpa.N L/Co K 'J ^At 

urmfc0 

[0479] #t^£0U 2 5 7 

t rans-3- ( 1 . 3V>T > K U >- 2 -^JU) - 1 - ( 

4—7 JUTI- • 7 x _JU) ->^7 D7"^ K 

#;#n" J^c^J 2 5 6 T"n J5c L/ct rans — 3 — (1, 3 — 4 V 4 

y K'J y- 2 -4)is) -1- (4-7i^P7i-^) vouy^yh)Vts 

(5.0 mL) izt&it^^luu (171 ^L 

, 2.00 mmo L) N - ->* p< ^JU/INJUA;7 $ K£2JP^ ^S"C20$ 

mmnLtcm muyy^-o^m (3.0 mL) ^wxx, 30^01^^ 
Ltzo J5J»7^ 1 

H£»W^ K 'J -5A-em 'J 

7A^P?h^77^- (^^THt>/M|x51>'U = 2/3) 

(234 mg, 69%J») £?#fc„ 

[0480] #t^£0U 2 5 8 
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[0481] 

[0482] 

t r a n s —3— (1, 	3 —:'J7J- *`/ 4 V-f JK')J— 2 —4)0 — 1 — ( 

4 — 7/1/711=1 7 i=)14 :> 	1=1 15' J)JJI/t= 	')/l. 

-a*fN 2 5 7 -C-Eì  	Litt r a n s —3— (1, 	3— :'J7J-  * V -I V-f 

K 1) 	— 2 —4)0 — 1 — (4 —7/1/7J- 1=17i=)14 :>1=115' J)JJI/t 

*ItZ K(102 mg, 	0.300 mmol6:±114E7J- =)1. 	(2.0 mL) 	))1:1A., 	)iliSM5A-F 

T2Himmi-  L tc. aFt43 7,1, aZat:.-.. Hi,' 	)irl A_ --C VIMS' L, 14'6 

'Lt :R3AT 	,) t )72)1/t 71A 	i=i 	l'77 4 — (,N*It/E1IFRi)1/=2/ 

1) -Clit,11-Z a.' LTVAiLat (86.0 mg, HMV 	''f'41 t.c. 

-a*fN 2 5 9 

t ran s-3-7Z)— 1 — (4-7/1/7J- 1=17i=)14 :>1=1151)J)1. 

7J= 	' 	)I. 

a*fN258Zah Litt r a n s —3— (1, 	3 —:')7J- *`i 4 V-f 

K 1) 	— 2 —4)0 — 1 — (4 —7/1/7J- 1=17i=)14 :>1=115' J)JJI/t 

= I,  1) )I, (86.0 mg, 	0.268 mot.) 	CE111,N, 	__-E`AIN 2 2 3 L Plea)51--e 

-at.,-crfliE-alt 	(50.3 mg, 	00%117$) 	,/fi4it.c. 

__-a*fN 2 6 0 

6, 	6 —:')7)1/7J- D — 4 — 	(4 —7/1/7J- 1=17i=)14 	— 1, 	4 —:'J7-1.-ff 

— 1 —t/l/tft 	tert-1/1/ 

-a*fN 2 6 1 

6, 	6 —:'J7)1/7J- 1=1-4 -7 i=11/-  1 , 	4 —:'J7-1.-ff— 1 —t/l/tR 

t e r t —711. 

1 — 7/1/7J- 1=1— 4 — 	— KiJ-ff 	(62.6 mg, 	0.282 mmol) 0) HI/I'74 

'fa (2.0 mL) 	t:.-.. 6 , 	6 —:')7)1/7J- D— 1 , 	4 —:'J77-ff— 1 —t/l/tR 

t e r t —1/1/ (100 mg, 	0.423 mmol) , 	gR-t:>',./A 	(184 mg, 	0.564 

mmol) , 	2, 	2' 	—E' 	(:')7i=)1/ 7 7-f )) 	— 1, 	1' 	—EJ-7/1/ 

WO 2013/147183 

t rans — 3 — 

193 PCT/JP2013/059589 

CI. 3V4 > KU >-2-4)1) -1- ( 

4 - yjutuy JI-JU) vo D7"^ ytuUT^- K u;u 

#t^/£0!J2 5 7 -e^L/c t rans-3- ( 1 , 3 ~V^*V4 V4 

>KU>-2--T;U) -1- (4-7i^P7i-^) VOuPpyh)Vts 

K(102 mg, 0.300 —J\y (2.0 mL) JPS&ll/jitT 

x2mmm^Ltc0 
U • V h^77^ - (^^rHt>/M|x51>'U = 2/ 

1) (86.0 mg, 89%JM) %mtzo 

[0481] #t^£0J2 5 9 

t rans-3-7$;~1- (4 - 7JU;fr • 7 x_ JU) ->^D7"^>^>)U 

TK— K U JU 

#t^/£0!J2 5 8-e^L/ct rans-3 - (1, 3-VJ*V4 V4 

>KU>-2--r;u) -1- (4-7i^P7i-^) VOuy^yh)Vts 

— K U JU (86.0 mg, 0.268 moL) 2 2 3 £ 

(50.3 mg, 99%Mm*%tz0 

[0482] #t^£0U 2 6 0 

6. 6-VyMU-4 - (4—7 JUTI- • 7 x _ JU) -1. 4 - ̂  3P-tz A > 

- 1 tert -7"^^ 

#t^£0U 2 6 1 

6. 6 P-4-7i-JI/~ 1 . 4-y^-tzAV-1 

tert- 7"^^ 

1 -7>/U^P-4-3—K^V-tzV (62. 6 mg, 0.282 mmoL) CO KJUx>;§ 

$ (2.0 mL) C6, 6-VDMU-\, 4-V'TH/ty- 1 -tUlstfyM 

tert — y'^JU (100 mg, 0.423 mmoL) N j^I£iz:> ̂  A (184 mg, 0.564 

mmo L) N 2, 2' -t'7, (i/7xzMX7^7) -1, 1' -£'±7 ̂ )l> 
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[0483] 

[0484] 

[0485] 

(23.3 mg, 	0.0423 mmol.), 	E/FOW7:'),, A I 	1 ) 	(6.30 mg, 	0.0282 mmol.) 

)iliA_, 2Arc#%,-F110t-e4HilV11#1-' Lk- o ar,ii.7*7,/, avrf-y:> i) t 

it/l/t 71-01=17 177 -I - ('N*1  t J/ 	RI 	11/ = 4 / 1) -Nittii 	Z 

LTVAILatT 	ZO -a*fN 2 6 0 (10.2 mg, 11%117$) arfO -Eì  

R 2 6 1 	(6.30 mg, 7%117$) V4tcc, 

__*-a*fN 2 6 2 

6, 	6 —:'J7)1/7J-1=1— 1 — 	(4 —7/1/7J-1=17i=J1/) 	— 1 , 	4 —:')77-ff 

I) 7 )1.7f 1=111FRit 

a cfN26OZah L tc 6 , 	6— :') 7J1.7J- 1=1 — 4 — ( 4 — 7)1/7J-1=17 

i=)14 	— 1 , 	4 —:'J77-ff 	— 1 —t)1/ 7JR 	t e r t — 7)1. (10.2 

mg, 0.0309 mmo 0 CE110-c, o-a*fm 3 5 9 LFA60)51--e-a 	- z a-  L 

T, rfAiLata)gatMt (6. 60 mg) V4I tc. 

__-a*fN 2 6 3 

6, 	6 —:'J7/1/7J-1=1— 1 — 7 i=J1.— 1 , 	4 —:')7-1-ff 	P) 7/1/7t1=1F1IF 

211  

a cqN261Zah L tc 6, 	6 —:')7)1/7J-1=1— 4 — 7 i =)1.— 1 , 	4 

—:')77-ff— 1 —t)1/ 7JR 	t e r t —7s)1. (6.30 mg, 	0.0202 mmol 

E111,vr, 	__-a*fN 3 5 9 LITA01051T -Ei 	- Z a.' LT , 	Alfat 

07gatMt (6.40 mg)T tc.:. 

__*-a*fN 2 6 4 

4— 	(4 —7/1/7J-1=17i=)14 	—4, 	7 —7-11J2E1=1 	[2. 	5] 7J-'91/ 

— 7 —)J)1/ 7JR 	t e r t — 7)1. 

4, 	7 —:')771J2E1=1 [2. 	5] t 	'J— 7 —t/l/tR 	te r t— 

js)1/1-1R115 (100 mg, 	0.402 mmo0 0) HI/I474',4-Y (2.0 mL) 	t: 1 —7/1/ 

7J-1=1— 4 — 	— K1J-ff 	(446 mg, 	2.01 mmo0 , 	t 	') r , L. tert-1 F. 

WO 2013/147183 194 PCT/JP2013/059589 

(23.3 mg, 0.0423 mmoL)% Ml/~7 V 0 A I I ) (6.30 mg, 0.0282 mmoL) 

ZiM^HHmT110°C-e40|^Ji^L/co KJ&mZV'Jtl 
f)l>-h^A9 P7h^77-f - (^^rHt>/M|x5l>'U = 4/1) XttWkt&Z. 

2 6 0 (10.2 mg, 11%1|X$) &£/#;#"• J5& 

0IJ2 6 1 (6.30 mg, 7%J») £?#*:„ 

[0483] #t^£0U 26 2 

6. 6-VyMu-i- (4-yjutuy JI—JU) - i. 4-y':p-tzA> 

K U 

#^"n $£#!] 2 6 0 T"n J^c L /c 6 , 6-y'7^P-4- (4-7^1=17 

x-JU) - 1 , 4-y>-tzA>- 1 -tiJlstfyII tert -7"^ (10.2 

mg, 0.0309 mmoL) #^"n J3c$ij 3 5 9 t IHCD^CI £: 

T\ (6.60 mg) £t#/c0 

[0484] 263 

6. 6-y^JUTl-g-1-7x_JU-1. 4-yj7-tfA> \-x)yMuW 

Mik 

#^"nJ$$iJ2 6 1 -e-£-J5£L/c6, 6-y7MP-4-7x-Jl/-1, 4 

— 1 It tert — (6.30 mg, 0.0202 mmoL 

(6.40 mg) £t#/c0 

[0485] #t^£0U 2 6 4 

4- (4-7;u7l-a7x-;u) -4. 7-yy-tfxbfa [2. 5] a-<y$y 
- 1 -JjJUtfy It tert — y ̂ J[/ 

4, 7-VT+fXtfU [2. 5] -XO^y- 1 -tlJlstfym tert-

y^)\yikMik (100 mg, 0.402 mmoL) (2.0 mL) tc 1 -7JU 

^ • — 4 — 3 — y~t?y (446 mg, 2.01 mmoL) N j~ h'J 0 A tert-7" h^r 
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[0486] 

[0487] 

[0488] 

:> F 	(77.3 mg, 	0.804 mmol) , 	E' 	( 	') —t e r t— Vs/l/* 	7 -I 	) 

/7:'Jr,./_1, 	(0) 	(41.1mg, 	0.0804 mmol) 	))1:1A. -C, 	110t-e1HilV3031t.  

L tc . arti*T1, arit-A-Y 	,) tit/l/t7101=17 I- ‘‘77-r — (,N*1J-

/E/FRi)1/=1/04/1) --attk. -zz:L --emilEat (116 mg, 94%117$ 

) c14tco 

-a*fN 2 6 5 

4— 	(4-7/1/71=17i=)1.) 	—4, 	7 —7-11fE1=1 	[2. 	5] 7J- '91  

	

-a*fN 2 6 4 ""C -Eì  	L tc 4 — (4 —7/1/t 1=1 7 i =)I.) —4, 	7 —:') 

71fEi=i [2. 	5] t 	51 	— 7 —t/1/ 7JR 	tert —1/1/ (20.0 

mg, 65.3 µmot.) cEllo-c, 0 -a*iN 1 3 2 LP10051--e-aL, rfl 

lEaltoAdtMt (13.3 mg) V41 7-c_-. 

-a*fM2 6 6 

6—)< F 	'— 1' 	, 	2' 	, 	3' 	, 	6' 	—5 I7L KI=1-2, 	4' 	— EE') 

±10311 

-a*fN 1 8 4 ""C -Eì  	L tc 6 — )< l*:>— 5' 	, 	6' 	—:'JL Ki=i — [2 

, 	4' 	—EE'') :1 —1' 	(2' 	H) 	—t/l/tR 	tert-1/1/ (1 

00 mg, 0.344 mmol) CE110-C, 0 -a*fN 2 6 LP100)51-C-Eì Z a.' L 

TrfAiLata)gatMt (49.3 mg) V41  tc: . 
-a*fN 2 6 7 

5 —1=11=1-6—)( 	..:>— 1' 	, 	2' 	, 	3' 	, 	6' 	—5- 17LKI=1-2, 

4' — E E ') :)J 	Rti 

-a*fN 1 3 9 --C-Ei 	Lk-  5 — 	1=11=1— 6 — )( l*:> — 5 ' 	, 	6' 	—:'J 

L K CI— [2, 	4' 	—EE'):')] —1' 	(2' 	H) —t/l/tR 	t e r 

t —1/1/ (100 mg, 0.308 mmol) CE110-C, o -a ,fm 2 6 LP]ea)51 

Zahc 	z z.:. LTVAILata)gatMt (70.4 mg) 	1'41 7-c_-  . 

WO 2013/147183 195 PCT/JP2013/059589 

i/ K (77. 3 mg, 0. 804 mmoL) N t'7, ( K 'J — t e r t — -f >) 

(0) (41. 1mg, 0.0804 mmoL) 110°Cei0|^30^Ji^ 

L/Co 'J ti f)\sti 7A^7P7 h^77<- (^+f 

>/M|x^;U = 1/0^4/1) (116 mg, 94%J» 

) £?#*:„ 

[0486] #t^£0U 2 6 5 

4- (4-7;u7l-a7x-;u) -4. 7-yy-tfxbfa [2. 5] 

#;#'n J^c^J 2 6 4 T"n J^c L /c 4 — (4-7i^P7i-^) -4, 7-$/ 

77+fXt°P [2. 5] 7t e r t-7*fJb (20.0 

mg, 65.3 ixmoL) #^"n1 3 2 £H *§ CD ;£"£"• U 

(13.3 mg) £?#£„ 

[0487] #t^£0U 2 6 6 

6-yh^>-1' . 2' . 3' . 6' -fh7bKD-2. 4' -bfbf'J 

i£sSfei£s 

#t^J1 84-e^Lfc6-y h^>-5' , 6' -i/'kKP- [2 

, 4' -tftf'J^>] -1' (2' H) te rt-7°fib (1 

00 mg, 0.344 mmoL) #^"n $$] 2 6 t CI £: 

(49.3 mg) £t#/c0 

[0488] 2 6 7 

5-^gg-6-^K^->-l' . 2' . 3' . 6' -Th7bKa-2, 

4' — bf bf U y > 

#t^0lJ1 3 9^^c5-^PP-6-y h^>-5' , 6' -V 

kh'p- [2, 4' -bfbf'jyy] -r (2' H) ter 

t— (100 mg, 0.308 mmoL) #^"nJ3c$ij 2 6 £: 

^ (70.4 mg) %mtc0 
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[0489] __-a*fN 2 6 8 

4— (3 —7/1/7J-1=1-4-1.7i=j1.) — 1, 	2, 	3, 	6-5- 17LK 

o-a*fm 1 7 2 --e-a 	Lk-  4 — ( 3 — 7 )1/7J-  1=1 — 4 — ) 	)1/7 i =AA 

— 5, 	6 —:'JL K1=1E'):')— 1 	(2H) —)j)l/tR 	tert —1/1. 

(100 mg, 0.343 mmo 1.) 	E110 -C, o -a*fm 2 6 LFAloa-e-a-z 

a.- LTVAiLata)gatMt (57.9 mg) 	''14t.c. 

[0490] __-a*fN 2 6 9 

4— 	(3-1=11=1-4-7/1/ 7J- 1=17i=)1.) 	—1, 	2, 	3, 	6-5- 17LK 

1=1 E') :') 	tined 

-a*fN 1 7 8 --ea) 	Lk-  4 — ( 3 — 	1=11=1— 4 — 7 )1.7f 1=1 7 i =j1,) 

—5, 	6—D °')'- 1 	(2 H) —)j/l/tR 	tert —1/1/ 

(100 mg, 0.321 mmo 1.) CE110-C, 0 -a*fN 2 6 LFAeloa-e-a-z 

a.- LTVAiLata)gatMt (77.5 mg) 	14t.c. 

[0491] __*-a*fN 2 7 0 

4— (4—))1/ 	7J- 7i-2-4/1.) — 1, 	2, 	3, 	6-5- 17LK1=1 

4— (4—))1.7f7i-2-4/1.) — 5, 	6—:'JL K1=1E'):- 

1 	(2 H) 	—)j)1/7JR 	tert-1/1/ (10.0 mg, 	0.358 mmo 1.) 	CE110 

-C, 0-a*fN 2 6 L I 010 	51Z ah LtcAdtWtt:, MfliangVIKAt 

') r,1,.7.Kga))11 A_ --C EMI 	)1/ TtEli ffl 1, tc. VCV, 	7.1C-057L341-1,„T 7.1<0, 

Rt 	') r, ATtiMIA, AJEAS1-  Z a'. L TrfAlEataAdtMt V41  AL-. 

[0492] __*-a*fN 2 7 1 

4— 	(2— 	{ [ (t e r t-1)14))( 	)1.:> ')/1/) 7J- * :>i )( 	)1/1 	— 4 

—7/1/7J- 1=17i=)1.) 	—5, 	6 —:'JL K1=1E'):')— 1 	(2H) 	—)j)l/t 

WO 2013/147183 196 PCT/JP2013/059589 

[0489] 2 6 8 

4- (3 -7JU*n-4 -1. 2. 3. 6-fh7^K 

• bf U v > 

##£•$0111 7 2 T"n J^c L/c 4 — (3-7J^P-4-^fJb7i-^) 

-5, 6 — ^ b: K • bf 'J Vy — 1 (2 H) tert-7"H 

(100 mg, 0.343 mmoL) %m^X, 2 6 £ 

£ (57.9 mg) £t#/c0 

[0490] 2 6 9 

4- (3-^gg-4-7>)U7|-a7x-JU) -1. 2. 3. 6-^K^blK 

• bf U v > iSsSfeiEs 

#^"n J$0!l 1 7 8 -e^ L/c 4 — (3-^PP-4-7 P7i —)l) 

-5, 6 — ^ b: K • bf 'J Vy — 1 (2 H) tert-7"H 

(100 mg, 0.321 mmoL) %m^X, &%&tiiM2 6 

Z (77. 5 mg) £t#/c0 

[0491] #t^£0U2 7 0 

4- (4-y 2-^JU) -1. 2. 3. 6-f h7bKD 

bf U y > 

4- (4 2 -^JU) -5, 6 -V L KP bf 'J Vy-

1 (2 H) — tert — ~f^-)\/ (10.0 mg, 0.358 mmoL) 

Xs #^«J2 6tmmoj5)ikX'£j$[.tcm±j$mzs 

')0A7kl&m%:1)\\7LXmt^3-)\sX^&Ltco #$Jf U 

m± K u 
[0492] 211 

4- (2- { [ (te r t -zf3-)\sV *3-)\sV\) )\s) t^Vl * ̂ )\y) -4 

-7UD7xzjb) -5. 6 -V \l K'D bf U V y- 1 (2H) -fljl/dfy 
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[0493] 

[0494] 

a 	tert-1/1/ 

-a*fN 1 2 8 ---e-a 	Lk-  [ ( 2 — ID 	— 5 — 7 )1/7J- 1=1 	:'J/1.) t 

*:>] 	(t e r t —1/1.) 	:'))( 	)1.:>7 	(115 mg, 	0.360 mmol.) 	CE11 

0 --C.0-a*fN 1 3 9 LP100)51T -E` A L, rfliEat (68.0 mg, 54%117 

$ ) 	''N tc: . 

-a*fN 2 7 2 

[5 —7/1/7f1=1-2— 	(1, 	2, 	3, 	6-5- 17LK1=1E'-4-4/1/ 

) 	7 i=)1/1 )< 51 i —)1. 

	

-a*fN 2 7 1 -C-Eì  	Ltc: 4— (2— { [ (t e r t —1)14J) 	)1. 

:>')/1.) 7t*:>] )< 	)1/1 	—4 —7/1/7f 1=17 i=)1.) 	—5, 	6—L K1=1 E 

'J 	J— 1 	(2 H) 	—t)1/7JR 	tert-1/1/ (68.0 mg, 	0.161 	mmol. 

) 	JE111,\ --C_*-a*fN 1 3 2 L P10051--e-Eì  	1., -CM 6 tt.tc_114tMt t: i 

51  ) —)l. 	(2.0 mL) 	L 1 MAKRIEt I- ') r, 1,.7.1<3ea 	(1. 0 mL) 	)ilil A_ --C 25'070' --e 

2HimIti-  Lk- o aFt43 7,1, aZat:.-.. 1 MYER (1.0 mL) 	m A., 	1=11=17J 

11/1,, T A ffl L tc. VMJE 	,:,:K7.1KKOgrd- 	') r, 1.,. TIM, AJER 	Z a' L T 

'k.1.1E-alt 0)AdtMt V41  AL-. 

__*-a*fN 2 7 3 

3 — )< 	11/ — 4 — 	{ [ 	( 	') 7/1/7f 1=1) 	)1.) 	)1/7J=)1/1 7J-*} 	— 2, 

3 —:'JL H=IE 1):— 1, 	3 	(6H) —:'Jt/1/ 7JR 	3—)i ll. 	1 — 

tert —1/1/ 

') 	r,I.,,-( V 7°1=1 EA/7Z K105- 	7 L K 1=1 7 7 	'74',1-Y KO ml-, 	7.19 

mmo 0 6:.:2A'41-A:M1-78tT 3 —)< 	)1.-4 —7f * V 1'°,''J %%— 1 , 	3 

—:'Jt)1/7JR 	3 —)<)1. 	1 —tert-1/1/ 	( 	1.63 g, 	5.99 mmol.) 	)J1:1 

A., 	303•rict, 	Lit. a,n-y6:.= 1- I) 7 )1/A- 1=1)< ,9,  J/l/*JR,T *It (1.28 

mL, 	7.78 mmol.) 	. ))11 .A.303•124#1. 	1, tc '1, 	2 A t:.= rF' A 1, ---C 1 5 Eli Mt 	1, tc . 

WO 2013/147183 197 PCT/JP2013/059589 

It tert-

##£•$0111 2 8 T"n J5c L/C [ (2-yP^E-5 -y Mu^yVll) J 

^r:>] (tert —~??-)[/) V^^)\/V^y (115 mg, 0.360 mmoL) 

1 3 9 Ls iHS'fb'n^ (68.0 mg, 54%X|X 

zmtc0 

[0493] 2 7 2 

[5-7;U^D-2- (1 . 2. 3. 6-=r KP t°'J Vy-4-4)l> 

) 7x~jU] J—)\s 

#t^/£0!J2 1 1 -C&I&Ltc 4- (2- { [ (t e r t - -?=S-)\,V* 

U >/U) ^^ri>] *3-)\s} -4-7MP7I-^) -5, 6-$/fcKPfcf 

'J^y— 1 (2H) — tert - Jb (68. 0 mg, 0.161 mmoL 

) 1 3 2 

^y-JU (2.0 mL) t 1 M7Kll^b^- K 'J 0 (1.0 mL) £2jna.T^"C 

2mmmwLtc0 Ki&mj&s Kitrnzimm (1.0 mD ?PP* 
juA-effltti u/co K 'j OA-e&m, mi±)m^tzz tr-

[0494] #t^£0U 2 7 3 

3 -*3L)ls-4- { [ ( K U yjly^t • ̂ ^Jls) TJUfr-jU] -2. 

3-Vt K'P b°U y>- 1 . 3 ( 6 H) -y'^;U/^'>lt 3-*3-)\s 1-

tert- 7"^^ 

'J AV 4 V 7°P tf>'U77$ KCDT1 K 7 tl KP 7 7 >/#/S (6.47 mL, 7.19 

mmoL) [zmMmm%l:-180CX3-^^-)\y-4-^^y\f^i)Vy- 1 , 3 

— >I£ 3—1 — tert —( 1.63 g, 5.99 mmoL) 

wfiW\¥kWLtc0 K 'J DMU*^(1.28 

mL, 7.78 mmo L) £jbDa.30#F^# LXimmmW Ltc0 
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[0495] 

[0496] 

art., 	7, 	rvat:AfiliklE7=',11.7.1<ga)NA_, E'FRi)l/--e#E1i 

ffl 1, tc. VMJE 	,:,:0.1<0,R7 	r, IA TIM, WEAN 1, -C1'41  6 tat RI 

'))Ji72)1.)J 71-01=17 177 4 — (,N*It 	/ElIFRi)1/=4/1) -clit 

T' L. VAILat (714 mg, 30%117$) V41  AL-. 

-a*fN 2 7 4 

4— (4 —7/1/7J- 1=17i=)1.) —3 —)<)1.-2, 	3 —:'JL K1=1E'- 

1 , 	3 	(6 H) 	—:'Jt/l/tR 	3 —)()I. 	1 — tert — Ys)l. 

0 -a*iN 2 7 3 Vi4 6 tat 3 —)( 	)1/ —  4 — { [ ( 	') 7/1/7f 1=1)( 	)1. 

) 	)1,*=)1,] 7J- *:>1 	— 2, 	3 —:'JL K1=1E 1):— 1 , 	3 	(6 H) 	—:') 

t/l/tR 	3 — )( 	)1. 	1 — t e r t —1/1/ (300 mg, 	0.743 mmol.) 0) 

:'J)( 1*:>I'917-4',1-Y (6. 0 mL) 	6: 4 — 7 )1/7J- 1=1 7 i=)1/t1=1R (347 mg, 

2.14 mmol.) , 	5 17* 	( 	') 7 i=J1/ 7 7 4 	) 	/7:'Jr,./-,. 	(0) 	(1 

02 mg, 	0.0880 mmol.), 	itt 1) 	r,./_1. 	(321 	mg, 	7. 57 mmol.) 	, 	2 MgRj-  F 1) 

r,11.7.1<gA (2. 5 mL)))11A.90°C-C3HilVINT-' Lko ag.33 7,1, aZat:.-..* 

)iliA., 1,Fogti)1.---etoiffl Lk. VMJE 	,K7.1<0,0gt7 	r, IA TIM, g 

JEANL-C1464-LtcR3AT'Jtit/l/t 71-0 1=17 177 4 — ( ,N*1J- / 

EI/FOgti)1/=5/1) -NM' 1,, 	'k.'llEalt (207 mg, 80%V$) V41  AL-. 

-a*fN 2 7 5 

1— (t e r t —1 	*:> t )1/t=)1.) — 4 — (4 — 7/1/7J- 1=17 i=J1/) — 

3 —)<)1.— 1 , 	2, 	3, 	6-5- 	7L K1=1E 1) :'J 	— 3 — t/l/tOgt 

-a*fN 2 7 4 Vi'41 64-Ltc 4 — (4 —7)1/7J- 1=17 i=)1.) — 3 — )< 	)1. 

—2, 	3 — :'JL K1=1E'):— 1, 	3 	(6H) 	—:'))j)1/tOgt 	3—) 3 )L. 

1 — tert -1/1/ (207 mg, 	0. 590 mmol.) 	07 1 , 	4 —:')7J- *it 474,,,f-y 

(2.0 	mL) 	t:.-..7.KRILI) 	r,./_x 	(75.0 	mg, 	1.77 	mmol.) 	, 	7.1< 	(0. 50 	mL)))1:1A_ 

00t T — WE/1i' 1., it. arZ*7,1, 	lit.VA-WARIZIET1 =',./A7.1<ga 

)in A., 	El/FRI)1/TE111#11iffl Ltc. VMJE 	),:;,7.1<0,0gt7 	IA TIVIA, 

WO 2013/147183 198 PCT/JP2013/059589 

HH L/C„ mmm^xmbntcmm 
%VJ tl fjlst} 7A^7P7 h^77<- (^^THt>/M|x51>'U = 4/1) "elf 

§UU ^bl^tl (714 mg, 30%J») £?#fc„ 

[0495] #t^£0U 27 4 
4- (4 -yjiy^tuy Ji—jiy) -3-x 7-)\s- 2. 3-y b Ka b°u y >-

1. 3 (6 H) -yajl/diyBS 3-^^;i/ 1-tert-m 

#^^|J2 7 3Tl#^tl/c3-^^;U-4 - { [ ( K 'J 7JU^t • ̂ i~)l 

) 7JU*-JU] ***>} -2, 3-V L KP tf'J Vy- 1 , 3 (6H) -*>* 

tillssfiyWl 3—^^)1/ 1 — t e r t — y^)l/ (300 mg, 0.743 mmoL) CD 

V* K^>X^>;#>S (6.0 mL) IZ 4 - DM • 7 x —)\si$• >I| (347 mg, 

2. 14 mmoL) N jh 7^7, (h'j7x-Jl'/t\7,7'f >) /^7^0A (0) (1 

02 mg, 0.0880 mmoL)% iH-fb 'J 51 ^ A (321 mg, 7.57 mmoL) N 2M^lt^"K'J 

^ATK;#>S (2.5 mL)£Jp^90°C-e30|^Ji^L/c„ J5J»7^ 

£2JP^ L/co M 

j±;IlsLTt#^ti/c^)f£:>u AM7A^• v h^7^- (^*y-y/ 

M£x^JU = 5/1) "e^U mmit-&M (207 mg, 80%J») £?#*:„ 
[0496] 27 5 

1- (tert-7"K *Vt))l/tf—)l/) -4- (4 - ~> M • 7 x ~jU) -

3-^^;i/-1. 2. 3. 6-^ K^b Kab0|jy>-3-^>iU^'>lt 

#^^^|J2 7 4Tl#^tl/c4 - (4-7i^P7i-^) -3-^Jl/ 

-2, 3-V t KP fcf'J 1 , 3 ( 6 H) -Vt)l>tfy II 3-^JU 

1 — t e r t — y^Jl/ (207 mg, 0.590 mmoL) CD 1 , 4 — Vtf ^r"t >/#/S 

(2.0 mL) tCTKIt'fb 'J 51 ^ A (75.0 mg, 1.77 mmoL) N TK (0.50 m\-)Jk~hW%. 

90°c-e-^^L/co JSJ»7^ Kj&mz&m&fcTy^=i?A7kmfcz 



[0497] 

[0498] 

[0499] 

WO 2013/147183 199 	 PCT/JP2013/059589 

)EIRS1-  Z :. L -erktiLat (130 mg,  66%117$) 	1'41 7-c_-. 

-a*fN 2 7 6 

4 — 	(4 —7/1/7f1=17i=)1.) 	— 5 — [ ()< 	..t)1/7J=J1.) 7Z ii — 

5 —)()1.— 5, 	6 —:'JL KI=IE'):— 1 	(2H) —t/l/tR 	t e r 

t —7')I. 

-a*fN 2 7 5 Z141  6 tttc: 1— (t e r t —1 	*:> t )1/t=)1.) —4 

— 	(4 — 7)1/7J- 1=17 i=)1.) 	— 3 — )( 	)1.— 1 , 	2 , 	3 , 	6 —5- 	7 L K 1=1 

I° ') 	i — 3 —)j)l/tR (130 mg, 	0.387 mmol) 	0) 1,)1,=.74,4-y (15 mL) 

t:.:**J1/ 77:'J KR:'J7i=)1. (500 µI, 	2.32 mmol) , 	')IJI/7-1 1::: 

(809 µI 5.80 mmol.)MA_100°C-e3031'114-'Ltc_-. aza6::_)( ,9,  J —11. (15 

mL) 	. ))11 A.211i1V1V-'1_, AL-. 	,t33 7,1, arin-Ygamitifi-L-C1464-LtcR 

31i 	') t it/l/t 71-01=17 I- 	'‘77 4 — (,N*It/El/FOgti/1/=2/1) ---e 

M11 1,, rfAlEat (120 mg, 85%117$) V41  tc. 

-a*fN 2 7 7 

[4 —  (4 —7/1/7f1=17i=)1.) —3 —)<)1.— 1, 	2, 	3, 	6 —5- 17L 

KI=IEI):'J— 3 —4 A.] t/l./...z Ak 	)< 	)1, 

-a*fN 2 7 6 --(141  64-Ltc: 4 — (4 —7/1/7J- i=i7i=)1.) —5— [ ()< 

..t)1/7J=J1.) 	7Z i] 	— 5 — )< 	)1.— 5 , 	6 —:'JL K 1=1E 1) :'J 	— 1 

(2 H) 	—)j)1/7JR 	tert-1/1/ (120 mg, 	0.329 mmol) 	CEIIIXT 

, 	-a*fN 1 3 2 LPlat:-Eì l,-Ci'41 641.7-cRli:> ') t it/l/t 71-1. 	1=1 

7 17 7 -f - ( 	1=11=1*/1/117)< '91  J —11.=4/1) -NMI L, 	AIL t0) 

CtMt (120 mg) V41  tc. 

-a*fN 2 7 8 

4— (4-7/1/ 7J- 1=17i=)1.) —3 —)()1.— 1, 	2, 	3, 	6-5- 17LK 

1=1L"):-3-77Z 

WO 2013/147183 199 PCT/JP2013/059589 

(130 mg, 66%J») %mtc0 

[0497] 2 7 6 

4- (4-yjutuy J1-JU) -5- [ (* 3P$7] -

5-^^JIy-5, 6-V b K'P bf'J »>*>- 1 (2 H) -ftJl/dfyBS ter 

t - 7"^^ 

#^^lJ2 7 5 "TM# £> tl/c 1 — (tert - 7" K *Vtl )\stf=)\s) -4 

- (4-7i^P7i-^) - 3-yi^)\y- 1 , 2, 3, 6-jh7kh'P 

tf 'J Vy— 3 — (130 mg, 0.387 mmoL) CD KJUX >;#>$; (15 mL) 

iZTisXTisJlsTV Kll^7x-;u (500 AtL, 2.32 mmoL) N K 'J > 

(809 ML 5.80 mmoL)£JPx100°C-e30^Ji^L/co Jxlfomz * $ J -)\s (15 

mD ^imx2mmrnwLtc0 Ki&mj&s K^m^rn^mrnLxmbtitcm 
yk^tv 'J ±) 7A^7P7 h^77<- (^^THt>/M|x5l>'U = 2/1) T? 

mmL, (120 mg, 85%J») zmtc0 

[0498] 2 7 7 

f4 — (4-7JU7ha7x-JU) -3-y^JU-1. 2. 3. 6-f h7^ 

KDbfUyy-3-^JU] ;bjUA'$>B£ 

#^"nJ$$iJ2 7 6-et#^tl/c4 - (4-7i^P7i-^) - 5- [ (p< 

K^^JUtf-JU) ^$y] - 55, 6-V t KP tf 'J vy- 1 

(2 H) — >I| tert — ~?3-)[/ (120 mg, 0.329 mmoL) 

7h^77-f - (^PPdxJl/A/^y—Jl/ = 4/1) 

*!£/£$) (120 mg) £?#fc„ 

[0499] #t^£0U 2 7 8 

4- (4 -7MP7I-J1/) - 3 1 . 2. 3. 6-fh7^K 

n¥lJVy-3-7$y 
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[0500] 

[0501] 

-a*fN 2 7 7 T1'41  6 4' t. tc [4 — (4 — 7)1/7J- 1=1 7 i =AA —3 —)<)1. 

—1, 	2, 	3, 	6-5- 17LK1=1E'):')-3-4/1/] t/l./..-zAg, 	)< 

)1.0)gatMt (120 mg) 	t:.:4 V 7°1=1E/1/ 7-1/1.—)1/ (10 mL)  , 	*ME J') r, 

L. 	(0.38 g, 	6.70 mmol.) 	. ))11A.90°C---e—ER,11.14-' L, tc_-. 	ar,03.7,1, 	arvi-y6: 

illEt F ') r,1A7.1<gA 	)ilil A_ --C 	i=ii=i)( 51  JZtiElif L tc. VCV, 	A:K*0 

7 	‘-:'/',1-,..-MIlk, 	ifilllaIN 1,Z, rfAlEat (10.0 mg, 	11%4 $) 

14k-  . 

-a*fM2 7 9 

4— (4 —7)1/7J- 1=17i=)1.) —4-1t K1=1*:>-2 —)</l/E/H):- 

1 —t/l/tAk 	t e r t —1/1/ 

1 —11=1-4-7/1/7J-1=1i.-ffi 	(492 mg, 	2.81 mmo 0 05-  17LKI=17 

7 	.7.ir.f-y 	(10 mL) 	6:.=-78°CZ n —1/1/ 1) 	r,./_x 	(1.62 M ,N*it..-6.%) 	( 

1.73 mL, 	2.81 	mmol.)))1:1A., 	403•12mtli-Ltc. 	azat:.-.. 2 —)( 	)1.— 4 —7t 

*VE'i 	'):) 	— 1 —t/l/tAgr 	t e r t —1/1/ (500 mg, 2.34 mmol.) 

0)T 	7 L K 1=1 7 7 	'74'ffY 	)irl A., 25E1 T1 El ?Ai' L tc . aFt437,1, az* 

6:.-..7.KmAllimi)1,--etoiffl L tc. VMJE 	,:,' 7.1KKOgrd- 	I) r, IA TIM, g 

JEAN L-CrfAiLata)gatMt (729 mg) 	''141 tc. 

__-a*fN 2 8 0 

4— (4-7)1/ 7J- 1=17i=)14 —2—)<)1.— 1, 	2, 	3, 	6-5- 17LK 

DE I) :)J 	F ') 7 )1.7f 1=1EfFRit 

4— (4-7)1/ 7J- 1=17i=)14 —6—)<)1.— 1, 	2, 	3, 	6-5- 17LK 

DE I) :)J 	F ') 7 )1.7f 1=1EfFRit 

-a*fN 2 7 9 --e-a 	L tz-_-  4 — ( 4 — 7)1/7J- 1=17 i =AA — 4 — L K1=1* 

—2—)°'')i—J— 1 —t/l/tAgr 	t e r t — Ys )l. (50.0 mg, 

0.162 mmo 0 	EHON _-* -a*fN 3 5 9 P100)51T-Ei' 	L. rfAlEatT 

Z4— (4-7)1/7f1=17i=)14 —2—)<)1.— 1, 	2, 	3, 	6-5-17 

WO 2013/147183 200 PCT/JP2013/059589 

##nJ$0IJ2 7 7 [4- (4-7i^P7i-^) -3-^^)1 

-1, 2, 3, 6-^ KPt0|J^>-3-^;U] ^ 

(120 mg) K-f 7 7°P tfJU^JUP-JU (10 mL) N 7KIUtt) >J 0 

A (0.38 g, 6.70 mmoL) ZlNXWCX-mmW Ltc0 J 

Wcf K 'J ^7 P PP< ^ yeaai L/c0 #$Jf 
I£v^^>^A-e$£'Jiu MJ±)IlsLT, (10.0 mg, 11%®$) £ 

f#fc„ 

[0500] #t^£0J 2 7 9 

4- (4-7>>U:7|-P7x—JU) - 4 - b K'p^f>-2U y >-

1 tert -7"^JU 

1 -7"P;E-4-7;U^P^>-tz> (492 mg, 2.81 mmoL) (DT~ h7tKP7 

(10 mL) C-78°C-en-y^^U'J^^A (1.62 M 's *-?>}§&) ( 

1.73 mL, 2.81 mmoL)£jbn*.N 4J5«2-^fib-4-^ 

1 — >I£ tert — (500 mg, 2.34 mmoL) 

©fh7tKP77>M^iO^ ^S"C1 SS^L/co 

L/Co K 'J OAX-m^ M 

(729 mg) *mtc0 

[0501] #t^£0J2 8 0 

4- (4 -7MP7I-J1/) ~ 2 1 . 2. 3. 6-fh7bh' 

P b° U $/ > K U 7 M P BEBfeiEji 

4- (4—7 )\y^ P 7 x —)[/) - 6 - X ^)l~ 1 . 2. 3. 6-fh7bh' 

P b° U V y K U 7 M P ffEBfeiSji 

#^"n $£#!] 2 7 9 T"n J^c L /c 4 — (4-7i^P7i-^) -4-tKP^r 

— 2 — p< 'J 'V>— 1 — t})\stfyWi tert - 7"H (50. 0 mg, 

0.162 mmoL) 3 5 9 U 

£>£4— (4-7i^P7i-^) - 21 , 2, 3, 6-rh7 
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[0502] 

[0503] 

[0504] 

I 	K1=1 E ') :')J 	F ') 7 )1.7t 1=1EIFRYE7xVe 4 — 	(4 — 7)1/7J- 1=17 i=)1.) 	— 

6 — )< 	)1.— 1 , 	2, 	3, 	6 — 5- 	7 L K1=1E') :') 	') 7/1/7t1=1E1Mit 

VFLat 	'f47-c.:. 

-a*fN 2 8 1 

4 — 7 )1/7J- 1=1— 4 — 	(4 — 7 )1.7f1=17 i=)1.) 	—2— ')'— 1 

—t/l/tR 	t e r t —1/1/ 

-a*fN 2 7 9 --e-a 	L tz-_-  4 — (4 — 7)1/7J- 1=17 i=)1.) — 4 — L K1=1 

—2— ')i— 	JE°'JJ— 1 —t/l/tOgt 	t e r t —1/1/ (60.0 mg 

, 	0.194 mmol.) 	0):')I=11=1)( 9' 	'74'ff-Y 	(2.0 mL) 	6:.=-78°C -CE Z 	(2 —)( l* 

:>i)1.) 	7'Z)0, 	E7 v lEt (46.9 mg, 	0.291 mmol.) 	)jliA, 	25E're 

1 Fitt 	L tc. ag.337,/, azi-oz_mframt 1- I) r,I.,.7.1<ga)JFIA., 	1=1 

1=17J)1/1ATtlilffl L tc. VMJE 	,K7.1<0.0gtt 	I) r, 1.,. TIM, WEAN L ---C. 	 

l'AiLata)gatMt (54.4 mg) V4I tc. 

__*-a*fN 2 8 2 

4 — 7)1/7J- 1=1— 4 — 	(4 — 7 )1.7f1=17 i =A.) 	— 2 — )( 	)1. L'/' ') :'Ji 

-a*fN 2 8 1 zah 1, tc: 4 — 7 )1/7J-  1=1 — 4 — ( 4 — 7 )1/7J-  1=1 7 i =)I, 

) 	—2—)L°'')'— 1 —t/l/tOgt 	t e r t —1/1/ (54.4 mg, 

0.175 mmol.) 	CE111,N, 	-a*fN 1 4 3 LP101051-e-Eì  	L, 	'k.'llEalt 

Adt -Ztt L L -C1'41  tz-_-  . 

-a*fN 2 8 3 

4— (4 —7/1/7J- 1=17i=)1.) —4 —L K1=1*:>-3 —)</l/E''):- 

1 —t/l/tOgt 	tert-1/1/ 

3 —)( 	)1.— 4 —7J- *`)E,1):'J— 1 —t/l/tOgt 	t e r t-1/1/ 

(100 mg, 	0.469 mmol.) 	CE111,N, 	-a*fN 2 7 9 L IAJ 	lo 	; 	Z ah c 1,, 

VA IL at (148 mg, 	)Eir119) 	141  tc . 

WO 2013/147183 201 PCT/JP2013/059589 

LKntf'JVy K 'J - (4-7i^P7i-^) -

6-^JU-l, 2, 3, 6-jh7kh'PtK 'J 7;U^PMI±^ 

©;Fb^^£t#/c0 

[0502] #t^£0U 2 8 1 

4—7 JUTI" • — 4 — (4;u) - 2 U V y- 1 

tert -7"^^ 

#;#'n J^c^J 2 7 9 T"n J^c L /c 4 — (4-7i^P7i-^) -4-kh'P 

^•V — 2 — ^ 10/>< 'J — 1 — >I£ tert— (60. 0 mg 

, 0.194 mmoL) (DVO (2.0 mL) C-78°C-etfX (2-p< K^r 

^ifJb) E7ytt (46.9 mg, 0.291 mmoL) gmt 

is£#Lfc„ K 'j OATKmm^iaXs ou 
p/i-N^uA-efflai Ltco #$ui K 'j OA-e&m, MJ±)IISLT^ 

(54.4 mg) %mtc0 

[0503] 28 2 
4—7 JUTI- P — 4 — (4—7 JUTI- P7I — JU) - 2 - ̂ U V > 

#^^^|J2 8 1 -e£-J5£L/c4 - 7>/U^P-4 - (4-7MP7i-Jb 

) - 2 -p< 'J Vy- 1 te r t -7°fJb (54.4 mg, 

0.175 mmoL) 1 4 3 £|^©;&£-e^£ U 

LTt#/co 

[0504] 2 8 3 
4- (4-7;UTI"P7X— ;u) - 4 - b KP^rS/- 3-* ̂ )lyt°^< u V y-

1 -flJl/dfyBfe tert -y^Jls 

3 4 + v kf^'J */>- 1 tert -^JU 

(100 mg, 0.469 mmoL) #t^/£0!J 2 7 9 £U 

iM^b^ (148 mg, £»ft) £?#*:„ 
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[0505] 	-a*fN 2 8 4 

[0506] 

[0507] 

4— (4-7/1/ 7J- 1=17i=)1.) —3 —)()1.— 1, 	2, 	3, 	6-5- 17L K 

1=1E ') 	YERVEi 

4— (4-7)1/ 7J- 1=17i=)1.) — 5 —)()1.— 1, 	2, 	3, 	6-5- 17L K 

1=1E ') 	YERVEi 

-a*fN 2 8 3 --C-L` 	1., tc: 4 — ( 4 — 7 )1/7J-  1=1 7 i =)I.) — 4 — L K1=1* 

:>— 3 —)( 	J1/E°' ') :J 	— 1 — t)1/ 7JR 	tert—Ys)l. (37.6 mg, 

0.122 mmo l) 04 MillEAKA/ 1 , 	4 —:')7J-*t- 474,,,f-y (2.0 mL) 	-k-5E,' -e111i 

rimIttLtc_-1, 	1 2MYER (0.60 mL) 	)iriA.-k-mi --e2Ellam#1,14-'1,tc_-. 	%t:.-.., 	1 

2M±R (1.0 mL) 	))1:1A. -C2E1rAtti' Lk. aFt43 7,1, aVrfYVE&Eigg 

i., -cra.talt-ezzi-- (4-7)1,A- 1=17 i=)I.) — 3 —)( 	)1.— 1 , 	2 

, 	3, 	6-5- 17L K1=1E') 	J 	YERitarf4 —  (4-7/1/7J- i=17i=)l. 

) — 5 — )()I.—  1, 	2, 	3, 	6-5-  17L K1=1E'):)J 	mikomalt 

14 tc: . 

__-a*fN 2 8 5 

4— 	(4 — 7)1/7J- 1=17 i=)I.) 	— 3 —)( 	)1/E,'') :')— 4 —7f —)I. 

	

-a*fN 2 8 3 --e-Ei 	Lk-  4 — ( 4 — 7)1/7J- 1=17 i =)I.) — 4 — L K1=1 

,-3—) 	) 	°' ') 'J —  — 1 — t)1/ 7JR 	t e r t — Ys )l. (30.0 mg 

, 	0.0970 mmo l) 	CE111,N, 	-a*fN 1 3 2 LP101051-e-Eì h 	L, 	'k.1.1E-L` 

Itt 	AJ.tMt L 1./Z1'41  tc_-. 

__-a*fN 2 8 6 

1 — ( 5 —)( 	)1/ 7J-7i 	— 3 —4)0 Ei'7:'JJ 

L°1 7:') —  1 — t)1/ 7JR 	t e r t — Vs )l. (559 mg, 	3.00 mmol.) , 

4 — li=i— 2 —)( 	)1/ 7J-  7 i 	(354 mg, 	2.00 mmol.) , 	2, 	2' 	—t':' 

(:'j7 i=)I/* Z 7 4 1) — 1 , 	1 ' 	— Et7 	)1. (37.4 mg, 0.0600 mmo 

WO 2013/147183 202 PCT/JP2013/059589 

[0505] 2 8 4 

4- (4 -7UD7i-Jb) - 3 -^5^- 1 . 2. 3. 6-fh7^K 

• bf U v > 

4- (4 -yjutuy Ji-JU) - 51 . 2. 3. 6-fh7l:h' 

• bf U v > 

#;#'n j5c$U 2 8 3 T"n J^c L /c 4 — (4-7i^P7i-^) -4-blKP^r 

— 3 — ^JUbf^ 'J — 1 — tert - 7"H (37. 6 mg, 

0.122 mmoL) 0 4 Mi^KH/1 , 4 - ̂  ̂  >)#>S (2. 0 mL) £^-£105 

1 2Mi*I£ (0.60 mL) £mmW Ltc0 IC, 1 

2Mi*I£ (1.0 mL) ^1mXX2BmmWLtc0 J 

LT^M^b^"efe^4- (4-7i^P7i-^) - 3 ~^^-)\y- 1 , 2 

, 3, 6-T h7t K • bf 'J ^ > ±^II±^S.t/4- (4-7MP7x-Jb 

) — 5—p<^JU-1, 2, 3, 6-T h7t K • bf 'J ^ > ±^II±^©;Fb^ 

[0506] #t^/£0lj 2 8 5 

4- (4 -7JUT|-a7x— )\y) - 3-y ̂ JUbf^ U y >-4-Tl-—JU 

#;#'n J^c^J 2 8 3 T"n J^c L /c 4 — (4-7i^P7i-^) -4-blKP 

— 3 — p< bf^ 'J Vy— 1 — >I£ tert— (30. 0 mg 

, 0.0970 mmoL) #t^£0U 1 3 2 U 

LTt#/co 

[0507] 2 8 6 

1- (5-yfJ^7i>-3-^^) t°^^vy 

bt^-pVy— 1 — tert — (559 mg, 3.00 mmoL) N 

4-yP'E-2 -^J^7i> (354 mg, 2.00 mmoL) N 2, 2' - tf 

X (Vy x ~JU^\7v7 -f y ) —1, 1' — tf^^-^JU (37. 4 mg, 0. 0600 mmo 
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[0508] 

[0509] 

[0510] 

I.), 	I-') 	(:')/:')1) 52  1 7 -t 1):')/7:')',./-x(0) 	(36.6 mg, 	0.0400 mm 

o 0 arft 1,1) r, A tert-11-*:> F (481 mg, 5.00 mmo 1.) 0) Hi,' 474,4-y 

(3.0 mL) 	7-( 	Dr,' —1(,::.:T120tT303Allti' L tc: . arz*7,1, a 

TitAIS'' L, 	') t it/l/t 71.01=17 1‘7 7 4 — (iN*It 	/E1IFRI)1. 

=10/1) Tali  L tc. 14' 6 tt.tcAdtMt t:. F ') 7 )1.7t1=1EM (2. 0 mL) 	)iriA. 

, 2501 T 53Mt 14-  L, AL- o arz*7,1, aVAIAJEfin L, 1M7.KRiEt Imo ') 

r,1A7.1<gA 	)ili A., 	1=1 1=1 7J)1/1,. TA ffl L tc . VMJE 	,0.1KKR 7 	r, 

AZIMIA, AlEfial-  Z a'. LTVAlEat (111 mg, 30%117$) 	1'41 7-c_-. 

-a*fN 2 8 7 

1 — 	( 5 —1=11=1-6—)< 	..E1)-2--1/1.) 	E','7 

6 — 11=1 	— 3 — 	I=11=1— 2 —)( 1*:>E''):')j 	(134 mg, 	0.600 mmoL) 

CE111,\ --CO -a*fN 2 8 6 LIp7# 0) 	51ZaJ 	L, rfAlEat (113 mg, 83% 

JIRS) 	cI 	7-z-_-  . 

-a*fN 2 8 8 

1 — (5 —7/1/7f1=1-6 —))i/E,):')-2 --OW 	E','7:'JJ 

6 — 11=1 	— 3 — 

E11 0 -C 	-a*fN 

RI  rlig ) 	41  tc: . 

__*-a*fN 2 8 9 

1H-4ZYV-11. 

7 )1/7J-  1=1 — 2 — )( 	)1. E 1) :') i 	(38.0 mg, 	0.200 mmo 0 

2 8 6 L P1# 0)51-e-Eì  	L, rfAlEat (41.5 mg, if 

— 1 —t/l/t=)1/t)l./QA-( Z K7J-R 	) 	)1. 

S — )( 	)1.-f ̀ ) 

lEt 	') r,1a7.1<gA 

t=j14)4 zyv-/l. 
ricti-Ltc. arz*7,1, 

Ai, tiM:31 -  Z a'. LT 	 

7J-17T„ 	Z Jl.7 7-  F 	(8.35 g, 	30.0 mmol.) 	t: 1 MAKR 

(60 mL) 	)ili7.0°C1-;CF ---0114-' I., ts e 6 1 , 	1 ' 	—t)l. 

(9.73 g, 	60.0 mmo 1.) 	(ID -D < t) L MA., 	0t-e303 

*ffl Lit 	12tK 	6 ER 1,, 	14'6 4' t. tc 	12tK 	3.10.1‹ T A 

, 	c 'k.'llEaltt (7. 89 g, 	72%117$) 	V41  tc: . 

WO 2013/147183 203 PCT/JP2013/059589 

L)N h 'J XCV^yV 'J Tiz K y)V/^VO A(0) (36. 6 mg, 0.0400 mm 

oL) Rtfi~ K 'J 0 A tert-7" h ̂ rV K (481 mg, 5.00 mmoL) CD hJUx 

(3.0 mL) <7U0±-yiZT12Q°CX3QftmmWLtco K 

V 'J t) fJIst) 7A^7P7 h^77<- (^ + tV/ftix51;i/ 

= 10/1) -elti^L/co mbtlfcM£l£mz K 'J 7J^PMI(2.0 mL)£jQ;L 

, J5J»7^ IMTKSHb^h'J 

^•P/lNv'UA-efflaiL/co 

A(111 mg, 30%J») %mtzo 

[0508] 2 8 7 

1 - (5 - o • • - 6 - y s *y b° u vy- 2 --< JU) ^=?Vy 

6 3-0 • • - 2V^rV fcf'J Vy (134 mg, 0.600 mmoL) 

8 6 £|W]*§(OT;£-e£-J5£U (113 mg, 83% 

W) %mtzo 
[0509] 2 8 8 

1- (5-7JU7ha-6-y ̂ jub°u Vy-2-4Jis) ^7'>'> 

6-y"WE-3-DMU-2Vy (38. 0 mg, 0.200 mmoL) 

£ffllNT#^"nJ5£$iJ 2 8 6 ^HJtCD^iT'-nJ^; U iHS'fb'n^ (41.5 mg, S 

• ft) £?#*:„ 
[0510] #t^/£0IJ2 8 9 

1 H — y—JU — 1 — JU^l/A'A^f $ 

S — ^ VJzK^ 7JU7 7 — K (8. 35 g, 30. 0 mmoL) tC 1 M7.KJt 

{k~y h 'J ^ATK/^/S (60 mL) £jQ^0°CJ^TT-}i#L&^ 1 , T ~t>JU 

7}\~JUV4$.yV—Jl' (9.73 g, 60.0 mmoL) 0°CT'30^ 

^S^L/co J5J»7^ L/cHH*£3lXU ?#£ftfc@tt£7jQK-C2fc 

mmib^ (7.89 g, 72%J») £?#fc„ 
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[0511] 

[0512] 

[0513] 

-a*fN 2 9 0 

N— 	[ ( { [ 5 — 	(I- ') 7/1/7J- 1=1)< 	)1/) 	7J-  7 i 	— 2 —OH )< 	)1/1 

7'Z J) 	t/l/t=)1.] —t)1././.1,4 Z K5-7J-R 	)5-)1. 

_-* -a*fN 2 8 9Z-a) 	I., tz-_-  1 H — 4 Z YV—)1.— 1 — t )1/t=)1/t )1./ 

La-' Zi. K7J-R)( 	)1. (5.70 g, 	31.0 mmo 0 075 	7 L K m 77 .474',,f-Y (30 

mL) 	USA 1,, 	[ 5 — 	(I- ') 7 )1/7J- 1=1)< 	)1/) T7J-  7 i 	— 2 — 4 )1.1)< ,9' 

(26 mL) 	-F 1_, 7Z i 	(2.81 g, 	15.5 mmo I.) 075-  I- 7 L K D7 7 	'74',4-Y 	rk 

7, arin-YAJEANL, 14' 6 41. tc Rgi 	%') ""C 303• rim MAL tc. arZ*•1 

th2 /1/t 7101=17 I- 	77 4 — (iN*It/E1IFOgti)1/=1/1) ----at,Z 

a'. L T 	Alfa t (3.28 g, 71%117$ ) V41  tz-_-  . 

-a*fN 2 9 1 

4 —  (5-)1.5- 0 — 1 — { [ 5 — ( P) 7 )1.7f I=I)< 	AA 	7J-  7 i 	— 2 

— 4 JI/i 	)< 	)1/1 	— 1 , 	3, 	5 — I- ') 7' 	' — 2 	( 1 H) 	—7J- 

0-a*iN 2 9 O Z-a 	Ltc N — [ ( { [ 5 — 	( I- ') 7 )1/7J- 1=1)< 	)1/) 

7J-  7 i J — 2 —OH )< 	)1/1 77 Z i) t/l/t=)1.] —t)1././.1,4 Z K7J- 

ogt 	) 	)1, 	(2.68 g, 	9.03 mmol.) 	6:.:7J- )1. I- *Ogt I- ')I)1. 	(10 	mL) 	))1:1A. 

, 150°C-C1HirAttiLtc. aFt43 7,1, aVA-Y2511' veniAii L„ i ,9 ' ) - 

)1. (20 mL) 	))1:1A_OtVeniA11 1., AL-. *ffl 1, tc: 	12tK 	6 gY L. 	i 51  I —)I' 

349- 1.ZrfAlEat (1.69 g, 61%117$) V41  Az-. 

-a*fN 2 9 2 

6 — )( 	11/ — 4 — 	()< 	)1/ 7J- ) 	— 1 — 	{ 	[ 5 — 	( I- ') 7/1/7J- 1=1)< 	)1/) 

7J- 7i-2-4/1.] )<)1/1 	—1, 	3, 	5 —1-')77 -2 	(1 H) 	—A- 

	

0-a*iN 2 9 O Z-a 	LtcN- [ ( { [5 — 	( I- ') 7 )1/7J- 1=1)< 	)1/) 

	

7J-  7 i i — 2 —4 )I.] )< 	)1/1 77 Z i) t/l/t=)1.] —t)1//11,4 2 K7J- 

WO 2013/147183 204 PCT/JP2013/059589 

[0511] 9 0 

N- [ ( { [5- ( h u yj\y^• ̂ ^JU) ^jy^y- 2 -4)\A n-)\A 

T7 $ y) ;u] -^UA'iW $ 

#^^|J2 8 9-e^L/c 1 H->r $yv-;u- 1 

A-< $ (5. 70 g, 31. 0 mmoL) (D^r K 7 t h*P7 7 >/#/S (30 

mL) ^rjs/jitLN [5 — ( h 'J yJU^t • ̂ i~)l) W7I>-2-^JI]^> 

T7 $ y (2.81 g, 15. 5 mmo L) ©T h 7 t: K • 7 7 (26 mL) ^rjjST L 

T30^M;tL/c„ J5J»7^ t#bv U 

i^7A^P7h^77^ - (^^rHt>/M|x5l>'U = 1/1) 

(3.28 g, 71%®$) £?#fc„ 

[0512] #t^£0J2 9 1 

4 - (y ̂ ju^Th) - 1 - I [5 - ( MJ yMu* +)\s) ^^yjiy- 2 

—r y ^JU) - 1 . 3. 5-h'J7y>-2 ( 1 H) -;fr> 

#t^/£0!J2 9 O-e^L/cN- [ ( { [5- ( K 'J DM • ̂ J-JU) ^ 

^7x>-2--fJl/] 7 $. J) tUl/tf—Jl/] -^JUA'A^f $ 

II (2.68 g, 9.03 mmoL) tC^NU K=£!£ K 'J x-^JU (10 mL) 

, i50°c-ei0|^Ji^L/co x^y-

)\y (20 mL) £JPx0oC^-e;^iP L/Co ^/f HH L/cHM*£3IXU x^y-JUT' 

(1.69 g, 61%®$) £?#fc0 

[0513] #t^£0U2 9 2 

6 — y — 4 — (;>< -^JU-^TI") —1— { [5 — (KU7 ^ ̂ JU) 51 

^7I>-2-^^1 *3~)l} - 1 . 3. 5-hU7^V-2 ( 1 H) -X 

y_ 

#t^/£0!J2 9 O-e^L/cN- [ ( { [5- ( h 'J 7>»U^ • ̂ ^JU) ^ 

^•7x>-2--fji/] T7$ y) ;u] -^JUA'A^ $ 
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[0514] 

[0515] 

[0516] 

[0517] 

R 	)< 	)1. 	(59.5 mg, 	0.200 mmol.) 	(Z, 	7J-)1/1-11FR I- ')I)I. 	(0.60 ml_) 

)J1:17., 150°CT1HirCti' Lk- o ag.337,1, aVra 	'&5.'01 VC:1AP L, :> I) 

tit/l/t 71.01=17 I- 	'77 -I - (iN*It/EI/FOgti/1/=3/2) --Nit,Z 

a'. L T VAIL at (45.8 mg, 71%V$) V4i tz-_-. 

-E`A,f1.12 9 3 

6 -IJI/-  4 - 	()( 	)1/ 7i- ) 	- 1 - 	{ [ 5 - 	( I- ') 7/1/7J- 1=1)< -Jl.) 

7J-  7 i 	- 2 -4)0 )< 	)1/1 	-1, 	3, 	5 - I-') 77:-2 	(1 H) 	-A- 

7J- )1/ I- 7°CI Et JOgt F ') I)I/CEII ON 	_-* -a*fN 2 9 2 L P100)51-e 

ah L Z, VAIL at (27.0 mg, 81%115($) V4i tc_-. 

-E`AIN 2 9 4 

4 - 	()< 	)1/ 7J- ) 	- 6 - 7°1=1 EA.- 1 - 	{ [ 5 - 	( 	') 7/1/7t1=1)< 	)1.) 

7J-  7 i 	- 2 -4/1/1 )< 	)1/1 	- 1 , 	3, 	5 - I- ') 7' 	' - 2 	( 1 H) 	- 

7J- 

7t)l. I- i!ingt I- 1) i 	)1, 	Gk,̀ , 	-a*fN 2 9 2 L Holoa-e-al/r 

, VAIL at (24.8 mg, 71%115($)V41 7L-. 

-a*fN 2 9 5 

N - ( { [ ( 5 -11=I7J-  7 i 	- 2 -4)0 )< 	)1/] 7Z /1 t/l/t= 

JI.) 	-t)1././.1.4 Z K 	7tngt 	)< 	)1. 

( 5 -11=1 	7J-  7 i 	-2-4)14 	)( ,9'77 --.Z 	(1.12 g, 	5.64 mmol.) 

JEll ON 	_-* -a*fN 2 9 0 L P1# 0)51T-Eì  	L, rfAlEat (1.45 g, 83% 

J-17$) 	cI 	7-z-_-. 

-a*fN 2 9 6 

1 - [ (5 -1I=I7J- 7i i - 2 -4)0 )<)1.] -4- ()<J1/ 7J- ) 

-1, 	3, 	5 -1-')77 -2 	(1 H) 	-A- 

WO 2013/147183 205 PCT/JP2013/059589 

It ^ (59.5 mg, 0.200 mmoL) TNU hMt K 'J (0.60 mL)£ 

iPx, i50°c-ei0#p^}i#L/co vj 

-hf)l>-h^A9 P7h^77-f - (^^rHt>/M|x51>'U = 3/2) -eilt§!lt~£> 

(45.8 mg, 71%®$) £?#fc„ 

[0514] #t^£0J2 9 3 

6— x-^JU — 4 — (;>< -^JU-^TI") —1 — I [5 — ( h U 7 JUTF • ̂ ̂ JU) 51 

^7i>-2 ~^;u) - 1 . 3. 5-hU7^V-2 ( 1 H) 

y_ 

#t£-/£0!J2 9 2 i:imi©^-e 

n"j5c LT, mmi(27.0 mg, 81%JR$) £?#fc0 

[0515] #t^/£0IJ2 9 4 

4 - (X3-)\,?-X) - 6 - 7°D b°JU- 1 - I [5 - ( HJ ^JU) 

^^7x> - 2 —T y ^JU) - 1 . 3. 5-h'J7y>-2 ( 1 H) -

?NU hisit K u x^u£si\ #^^ij2 9 2 

, mmi(24.8 mg, 71%®$)£t#/c0 

[0516] #t^£0J2 9 5 

N — ( { [ (5-^Pff^7x>-2-^Jb) ^^U] 3P$7l 

)\y) — f] )\y^A4 $ K^^lt ^ 

(5-7*P^f^7i>-2-^Jb) ?(^yy^y (1.12 g, 5.64 mmoL) 

#t^£0U2 9 0£HJi©;&£-e^£U mmib-&m (1.45 g, 83% 

®$) %mtco 

[0517] #t^£0J2 9 6 

1- [ (5-^Pff^7x>-2-^Jb) ^^U] -4-

- 1 . 3. 5 - K U 3Py'>- 2 ( 1 H) -;fr> 
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[0518] 

[0519] 

[0520] 

0 -a*fM2 9 5 --eaLtz-_- N —  ( f[  (5 — 11=I7J- 7 -2 —4 

)1.) 	)( 	)1/] 	77 Z /1 	t/l/t=)1.) 	—t)1././A-f Z K7J-R 	)( 	)1. (700 m 

g, 2.27 mmo I.) 	LA-  )I, I,  NRI,  1) i)i,CEllk,\ --c, 	_0-a*fN 2 9 2 L He 

1051-C-Eì L, VAILat (547 mg, 76%V$) 	''f'41 7-c_-. 

-a*fN 2 9 7 

1 — [ ( 5 — 11=1 	7J-  7 	— 2 — 4 )1.) )( 	)1.] — 6 — )( 	)1.— 4 — 	( 

)(J1/ 7J- ) 	— 1, 	3, 	5 — P) 7-1:')— 2 	( 1 H) 	—7J- 

0 -a*fM2 9 5 --eaLtz-_- N —  ( f [ (5 — 11=I7J- 7 -2 — 4 

AA 	)( 	)1/] 77 Z /1 	t/l/t=)1.) 	—t)1././A-f Z K7J-R 	)( 	)1. (749 m 

g, 2.43 mmo I.) CE111,N, 	-a*fN 2 9 2 LP100)51--  e a 	L, VAILa 

t (576 mg, 71%117$) V4itc_-. 

__-a*fN 2 9 8 

N —  ( { [ ( 5 — 	1=1 I=17J-  7 	— 2 —4)0 )( 	)1/1 7Z i 1 t/l/t= 

(1.37 g, 	9.32 mmol) 

(2.34 g, 	95% 

4 — 	()( 	)1/ 7J- ) 

(5 —1=11=17J- 7-2-4/1.) )(g i7 i 

E111,N, __-a*fN 2 9 0 LP100)51--  e ah C L, VAILat 

VS) cI tz-_-. 

.-E`A,f1.12 9 9 

1 — 	[ 	( 5 — 	1=1 I=17J-  7 	— 2 — 4 )1/) 	)( 	JI/i 	— 

—1, 	3, 	5 —P)77:')-2 	(1 H) —7J- 

	

I=17J- 	7 	— 2 — 

	

K7J-R 	)( 	)1. 	(1.0 

	

e a 	L, VAIL 

__-a*fN 2 9 8 --e-aLtz-_- 	(N — 	( f [ ( 5 — 	1=1 

-IAA 	)( 	)1/] 77 Z /1 	t/l/t=)1.) 	—t)1././A-f Z 

0 g, 3.79 mmol) CE111,N, 	-a*fN 2 9 6 LP100)51--  

-at (662 mg, 64%117$) V4 tc c, 

WO 2013/147183 206 PCT/JP2013/059589 

9 5-e^L/cN- ( { [ (5-7*Pf^7x>-2-^ 

J\y) ^ J-Jls] T<y} tlJUts-JU) K^TMI ^^)\y (700 m 

g, 2.27 mmo L) t^)\y Kflll K 'J 2 9 2 t 

(OT;£-e£-J5£ U (547 mg, 76%®$) ^%tc0 

[0518] #t^£0J2 9 7 

1- [ (5-7"D ̂ ^71-7 x>-2--r;u) ^^U] - 6 - ̂  5^-4 - ( 

- 1 . 3. 5 - K U TVy-2 ( 1 H) -;fr> 

#t^/£0!J2 9 5-e^L/cN- ( { [ (5-7*Pf^7x>-2-^ 

JU) .x ^Jis] y < y} fjji/jis—ji/) — t)juAA^f $ (749 m 

g, 2.43 mmoL) J$$ij 2 9 2 £H*§CD;£"£"• U ^H-fb-n 

$l (576 mg, 71%®$) £?#fc„ 

[0519] #t^£0J2 9 8 

N — ( { [ (5-^aa^7h7x>-2-^JU) y^JU] 3P$7) ^JU/-K-

JU) — ^l/A'A^r $ ^ 

(5-^PPf^7x>-2-^l) ?(^yy^y (1.37 g, 9.32 mmoL) 

#t^£0J2 9 mmib-&M (2.34 g, 95% 

®$) £?#fc0 

[0520] #t^£0U 2 9 9 

1- [ (5-^PPf^7x>-2-^Jb) ^^U] -4-

- 1 . 3. 5 - K U 3Py'>- 2 ( 1 H) -;fr> 

#^«J2 9 8-e^L/c (N- ( { [ (5-^PPf^7x>-2-

-f )\s) ^Jls] I7 $ J } £) JU) — ^ (1.0 

0 g, 3.79 mmoL) J$$ij 2 9 6 t H;f§ (TO ;£"£"• U ^HHb 

£•$) (662 mg, 64%®$) £?#fc0 
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[0521] -a*fN 3 0 0 

1 — [ ( 5 — 	1=11=17J-7i 	— 2 —4)0 )<)1/1 — 6 —)< 	)1.— 4 — 	( 

))1/7J-) — 1, 	3, 	5 — P) 7-1:— 2 	( 1 H) 	—7J- 

-a*fN 2 9 8 --e-Ei 	L tc: N — ( { [ ( 5 — 	1=1 I=17J-  7 i 	— 2 — 4 

JO )< 	)1/] 7Z /1 t/l/t=)1.) 	—t)1./QA-( Z K7J-R 	) 	)1/ (1.34 

g, 5.07 mmo I.) CE111,N, 	-a*fN 2 9 2 LFAeloa--e-al, , rflta 

(1.20 g, 	82%117 $ ) 	1 '41 7-c: c, 

[0522] __*-a*fN 3 0 1 

N — [ ( { [ 5 - 	( 	') 7 )1/71=1)<)1.) 	7 7 	— 2 —4 A.] )< 	)1/1 	7Z 

J ) t/l/t=)1/1 — t/1./QA-( Z K7J-031 	) 3 )1, 

[ 5 — ( P) 7 )1. t I=1)< 	)1.) 7 7 	— 2 — -I JI/i )(g iTZJ (628 mg, 

3.80 mmo I.) CE111,N, 	-a*fN 2 9 0 L P100)51T-Eì  	L, rfAlEat 

[0523] 

(870 mg, 	81%117$) 	7T4tcc, 

-a*fN 3 0 2 

6 — )< 	)1.— 4 — 	()< 	)1/ 7J- ) 	— 1 — 	{ 	[ 5 — 	(1 	') 7 )1.7f I=1)< 	)1/) 	7 

7 — 2 --OH )3 1/1 —1, 	3, 	5—')7'-2 	( 1 H) — 7J- 

0 -a*1N 3 0 1 -C-Eì  	L tc N — 	[ 	( 	{ [ 5 — 	( 	') 7 )1.7f 1=1 )< 	)1/) 	7 

7 — 2 —4M )< 3 )1/1 7Z i) t/l/t=)1/1 —t)1./QA-( Z K7J-R 

)1. (300 mg, 	1.07 mmo I.) CE111,N, *-a*fN 2 9 2 LFAeloa--e-a 

L, VA lEat (204 mg, 63%115($) V4I tc. 

[0524] __*-a*fN 3 0 3 

4 — ( )< 	)1/ 7J- ) 	— 1 — 	{ [ 5 — 	( P) 7 )1/7f1=1)<)1.) 	7 7 	— 2 — -I 

)1.] - )< 	)1/1 	— 1 , 	3 , 	5 — 	') 7-1:'JJ — 2 	( 1 H) 	—7Ji 

0 -a*1N 3 0 1 -C-Eì  	Lk-  N — 	[ 	( 	{ [ 5 — 	( 	') 7 )1.7f I=1)< 	)1/) 	7 

WO 2013/147183 207 PCT/JP2013/059589 

[0521] #t^£0lJ3OO 

1- [ (5-o uu^^y 2-4 ;u) ^^u] -6-x 5^-4 - ( 

^^U^) - 1 . 3. 5 - K U 7i;>-2 ( 1 H) -*y 

9 8-e^L/cN- ( { [ (5-^PP^7i>-2-f 

)[/) jtJ-Jl'] ~F $ J } ;£) JU) — ^ (1.34 

g, 5.07 mmoL) #t^£0U 2 9 2 £U 

M (1.20 g, 82%®$) £?#fc0 

[0522] #t^/£0IJ3 0 1 

N — [ ( { [5- ( S U ^JU) 77>- 2 JUl 7$ 

y) t}j\s7ii—j\sl -hJi'S<A4 $ 

[5- ( K 'J yMU*3-)\s) 77>-2-^Jl/] (628 mg, 

3. 80 mmoL) J$$ij 2 9 0 t H;f§ (TO ;£"£"• U ^H-fb"^] 

(870 mg, 81%®$) £?#fc0 

[0523] #t^£0U3 0 2 

6 - y ^JU-4 - (y ̂ ju^Th) - 1 - I [5 - (HJ yMu* +)\s) y 

=?y- 2 —r y ^JU) - 1 . 3. 5-h'J7y>-2 ( 1 H) -;fr> 

##£-J$0!I3 o 1 -e£-j5£L/cN- [ ( { [5- ( h 'J yMn*3-)\s) y 

^y—2 —-oi/] y^y) ttji/tf—ji] -^JUA'A^ $ K^TMI 

(300 mg, 1.07 mmoL) #t^/£0!J 2 9 2 £ 

U mmib^ (204 mg, 63%®$) £?#fc0 

[0524] #t^£0U3O3 

4- - 1 - I [5 - ( K u ^UTHH^^U) y^y-2-4 

Jlsl *^)\y} - 1 . 3. 5 - K U :py>- 2 ( 1 H) -;fr> 

#^^^|J3 o 1 tML/cN- [ ( { [5- ( h 'J yMn*3-)\s) y 



[0525] 

[0526] 

[0527] 

[0528] 

WO 2013/147183 
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7 J - 2 —4 A.] )<)1/1 7Z i) t/l/t=)1.] —t)1./Qx-f Z K7J-R 

	

)1. (569 mg, 2.02 mmol) CE111,N, 	__-a*M2 9 6 	 31Zahc  

L, rfAlEat (268 mg, 42%V$) V4i tz-_-. 

_-a*M3 0 4 

N— [ ( { [5— 	(t e r t —1/1/) 	7J-  7 i 	— 2 —4/1.] )<)1/1 7 

Z i) t/l/t=)1/1 —t)1./Qx-( ...Z K7R 	) 	)1. 

[ 5 — 	( te r t-1/1/) 	7J-  7 i 	— 2 —4 )1.])< '9' J7-1 -Z 	(327 mg, 

1.94 mmo I.) 	JE111,N, 	__-a*fN 2 9 0 L Rea)51--e-a 	L, 	'k.'llEalt 

(547 mg, 	99%117$) V4itc_-. 

__-a*M3 0 5 

1 — { [ 5 — ( te r t-1/1/) 	7J-  7 i 	— 2 —4M )<)1/1 —6— 

)1/-4— 	()<)1/ 7J- ) 	—1, 	3, 	5 — P) -7-2 	(1 H) 	—7J- J 

 3 0 4 --e-a 	L, tc: N - [ ( { [ 5 — 	( te r t-1/1.) 37J- 

7 i J — 2 —4 A.] )<J1/1 7Z)) t/l/t=)1/1 —t)1./Qx-f Z K7J-R 

)</l. (191 mg, 	0.67 mmol) CE111,N, 	__-a*M2 9 2 L Hooa--e-a 

1,, 	'k.'llEalt (109 mg, 	55%117$) 	V41  AL-. 

__-a*M3 0 6 

1 — { [ 5 — ( te r t-1/1/) 	7J-  7 i 	— 2 —4M )<)1/1 —4— 

( )v - ) —1, 	3, 	5—P)7-1-2 (1 H) - 7J- 

o-a*fm 3 0 4 --e-a 	L, tc: N - [ ( { [ 5 — ( te r t-1/1.) 37J-

7 i J — 2 —4 A.] )<)1/1 7Z)) t/l/t=)1/1 —t)1./Qx-f Z K7J-R 

)1. (348 mg, 	1.22 mmol) CE111,N, 	-a*fN 2 9 6 LFAeoa--e -a 

1,, 	'k.'llEalt (275 mg, 	73%117$) 	V4itc_-. 

__-a*M3 0 7 

')7/1/7f I=1)< 51 	)1/7J 	R 	5 — 	[ 	(1, 	3 — 7J- *`i-f ̀14 	K') 

WO 2013/147183 208 PCT/JP2013/059589 

y$.y) t>)\y^—)\yl $ K^TMI 

*^)\s (569 mg, 2.02 mmoL) 2 9 6 £ 

U (268 mg, 42%®$) £?#fc0 

[0525] #t^/£0IJ3 0 4 

N- [ ( {[5 - (tert - 7"^^) f^7i>-2-^Jl/l ^ 3~)l} T 

$y) ;u] -^UA'iW $ 

[ 5 - (tert- y^)\s) ^7I>-2-^J1/]^V7$> (327 mg, 

1.94 mmoL) 2 9 0 U ^M^b^ 

(547 mg, 99%®$) £?#fc0 

[0526] #t^£0U3 0 5 

1- {[5 - (tert - 7"^JU) ^;fr 7 x > - 2 - -HU] ^ ̂ JU) - 6 -

y ^jU-4 - (^ ̂ JU^Th) - 1 . 3. 5-h'J7y>-2 ( 1 H) -;fr> 

3 0 4 T"nJ5£ L/c N - [ ( { [5- (te r t -7*fJl/) 

7i>-2--fJU] ;^u} ^$y) ^;u^-;u] -^JUA'A^ $ K^lt 

P<^U (191 mg, 0.67 mmoL) #t£-/£0J 2 9 2 t mffiaJjfeV'S 

*£U mmit-&M (109 mg, 55%®$) £?#*:„ 

[0527] #t^£0U3 0 6 

1- {[5 - (tert - 7"^^) ^ 7 x > - 2 - -HU] ^ - 4 -

(^^U^) - 1 . 3. 5 - K U TVy-2 ( 1 H) -*y 

3 0 4 T"nJ5£ L/c N - [ ( { [5- (te r t — 7*fJl/) 

7i>-2--f JU] T$J) tjJlstf^Jls] -tj)ls/<A4 $ K^TMI 

(348 mg, 1.22 mmoL) #t£-/£0J 2 9 6 £ 

mmit-&M (275 mg, 73%®$) £?#*:„ 

[0528] #t^£0U3 0 7 

K u 7;u^g^^5- r (i. 3-y^y^r v>r > Ku > 
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- 2 -4)0 )< 	)1.] E ,) :')- 2 -4 )I. 

I- I) 7)1/7J-  1=1 )< ,9' J)1/*Agi 5-(I K 1=1*:>) 	)1/) L") :')-2--f )1, 	(1 

.68 g, 6.55 mmol) CEIlk,\ ---00a*fN 2 0 1 LP101051T -Eì  	L, 

tatogatmt (3.39 g) 	141 tc: . 

VA 

[0529] -a*fN 3 0 8 

I- ,) 7)1/A-  1=1 )< ,9')1/*Agr 	5 - 	(7Zi)<)1.) 	EI) -2--f)l. 

_-* -a*fN 3 0 7 -e-a Lk- 	I) 7 )1.7f 1=1 )< 51 	)1/* Ag' 5 - [ ( 1 

, 	3 - 	7J- *Nl 4 V 4 P) 	- 2 -4)0 )< 	)1/] L") - 2 -4 )I. 	(3 

.39 g, 6.55 mmo 0 CEllo, 	-a*fN 2 0 2 LP101051T -Eì  	L, 

tatogatmt (2.84 g) 	141 tc: . 

rfl 

[0530] __*-E`A,f1.13 0 9 

P) 7/1/7f1=1)< 51 	)1/*A31 	5— 	( {3— [-(;l 	()<11 / 7J- ) )< 

)1.] 	',I/4 K} 	)< 	)1.) L") :'J 	— 2 — 4 )I. 

_-* -a*fN 3 0 8 -e-a Lk- 	I) 7/1/7f 1=1)< 51 	)1/ 7J Ag' 5— (7Z 

) ))14 L") :JJ— 2 — 4 )I. 	(1.81 	g, 	9.83 mmol.) 	CE110, -E`AIN 2 

9 0 L HOOD 	51 -C-Eì  L, VAILat (2.55 g, 	tijOig) 	1'41 7-c.:. 

[0531] __*-a*fN 3 1 0 

P) 7/1/7f1=1)< 51 	)1/*Agr 	5— 	{ [6 — )< 	)1.— 4 — 	() 	)1/7) 

— 2 —7J- *V — 1 , 	3 , 5 — 	') 7-1:'J— 1 	(2 H) 	—4 A.] 	)< 	)1,1 El) 

J- 2 — 4 )I. 

-a*fN 3 0 9 -e-a L tz-_- 	I) 7 )1.7f 1=1 )< 51 	)1/ 7J Ag' 5 - ( f 3 

- 	Hr Z i 	()<)1 / 7J- ) )<J1/] 	',I/4 K} 	)<)1/) 	L") :'JJ- 2 - 4 )I. 

(1.00 g, 	2.69 mmo 0 Ell o, 	-a*fN 2 9 2 LFAeloa-e-a L, 	 

IliEat (568 mg, 53%V$) V41  tc: . (»%89 'Bui 899) 

% 3 6 M&3 (1 OUIUJ 69 'Z '6 00 • L) 

ir>-z-<&U7\ [ir^^ (t+K+yc) A>>] -

S} ) - 3 IK < 4^ • £1( L fH ~J- n 6 0S Ii0$f^# 

-ir j— 3 -</$ 

{ir^ [ir>- (H3) i-<^fH-s 'e 'L-A*-£-3-
(-e^ir^*) -i?-ir^-9J } -s PTnFFYTT^nwZTTT 

o L en[L890] 

'6 gg-2) G^q>g*£ vn^a?^0)ItlMI^0 6 

ZUW^0 Mi? (I omui £8 "6 '6 L8 ' L) 1f > - 3 - < & fi 7\ W-f?* f 

-3 n<*ir^/:4^i=i£ir£ rn ̂n^as o 

ir>-3-</$f,0q (ir^>c Lir 
^ j -£} ) -g |i< iplf ̂ < 4- ^ • -£1f £ fi H 

6 0S [0$^# [0890] 

°~m^ (6 W2) TO^I*G0G^q> 

vn^a?^0)ItlMI^ 3 0 3Ti^^# Ma? (IOUIUJ 99 "9 '6 68' 

e) ir>-3-<^fi03 [ir^^ (^>-3-<fi,H<>A>A + ̂-e ' 

L ) ] - 3 IK *"ir * < £ * • -£ir £ fi H --/I L OS 

^y-z-^au7\ (ir^^A^z) -3 ETHFiTYTr^nTiTZTrT 
8 0S [0$^# [6290] 

(6 68 "£) TO^I*a>G^q> 
vn^a?^a)itiMi^ L o 3ii0$f^#io&3 (i0UJUJ 99-9 'B 89-

D q)-g lioir^/: £ ycn^rc fi H 

ir>-3-<^n0^ [ir^^ (10-3-

68S6S0/£I0ZdfAI3d 602 C8UH/C10Z OAV 



WO 2013/147183 
	

210 	 PCT/JP2013/059589 

[0532] 

[0533] 

[0534] 

[0535] 

-a*fN 3 1 1 

I- ') 7/1/7J- 1=l)< 51 	)1/7 01 	5— 	{ [4— 	() 	)1/7) 	— 2 —7J- *`) 

— 1, 	3, 	5—')7i-1 	( 2 H) —4 A.] )3)L.} 	E') :'J 	— 2 — 4 

)I. 

-a*fN 3 0 9 ---e-a 	Lk-  I- I) 7 )1/7J- 1=I )< 51 	)1.t'ggl 	5— 	( {3 

— 	[ 4(; J 	()( 	11.7J- ) 	)< 	JI/] 	',I/4 K} 	)< 	)1/) 	E') :'JJ — 2 — 4 )I. 

(1.00 g, 	2.69 mmo I.) 	CEIlk,N, 	-a*fN 2 9 6 L Ip] 	0) 	j1Zah 	L, 

IllEat (431 mg, 42%117$) V41  AL-. 

__-a*fN 3 1 2 

N — 	[ ( { 1 — 	[ 5 — 	(1- ') 7 )1/7J- 1=1))1/) 	7J-  7 i 	— 2 — 4 )I.] 1 

)0 	77 -Z )) 	t/l/t=)1/1 	—t)1././A-f ...Z K7J-031 	)< 	)1, 

1 — 	[ 5 — 	( 	') 7 )1/7J- 1=1)( 	)1/) 	7J-  7 i 	— 2 —4 A.] i,9' J•j7 -Z 

(50.0 mg, 	0.256 mmo I.) 	CEIlk,N, 	__-a -VM2 9 0 LP100)51--ea 	L, 

IfliE-alt (93.2 mg, 	) RI rlig ) 	Mk-  . 
__*-a*fN 3 1 3 

6 —)< 	)1.— 4 — 	()<)1/ 7t) 	— 1 — 	{ 1 — 	[ 5 — 	( I- ')7/1/7J- 1=1)</l. 

) 	3 	- 7i%-2-4 A.] I/I.1 	—1, 	3, 	5 — I- ') 7-1: 	— 2 	( 1 H) 

—7J- 

_-* -a*fN 3 1 2 -e a 	1., tz-_-  N — 	[ 	( 	{ 1 — 	[ 5 — 	( I- I) 7 )1,7J- 1=1)< 	ji, 

) 	7J-  7 i 	— 2 —4 A.] I)14 	7-1 -Z i) 	t/l/t=)1/1 —t)1././A-f ..Z F' 

7J-R 	)< 	)1. (93.2 mg, 	0.299 mmo I.) 	CEIlk,N, 	-E`AIN 2 9 2 L Rea) 

51-"CEl̀ 1,, 	'k.'llEalt (54.4 mg, 	41%117$) 	V41  AL-. 

__-a*fN 3 1 4 

1 — 	(4—)< 1-*:>/:'J)1.) 	—4— 	()<J1/ 7J- ) 	— 1 , 	3, 	5— I-')7 

:'J'-2   ( 1 H) —A- <-£- (H L ) Z-^Ci 

^fiH-9 '£ 'L - -p- *- P) -L 

P I en[5050] 

(»%it7 '6ui p>g) 

0)IilMR 3 6 (i ouiui 662 '0 '6UJ Z'e6) ir^ * M¥-£ 

.H ^ >v.vircf:- [ir—x>^irQ: {ir^x [ir>-s-<x( 
ir^ *• ̂(L rn) - s ] - L } ) ] - N -yn s L S 

(HL) zf, -i - 9 'e 'L - {ir^x ys\( y - z - ̂ L ( 

ir^/n^ir^ n H) -sj -i} -L- -i7-ir^/-g 
£ L £fi^£N§^# [fr£90] 

'Bui Z'26) 
vn^a?^0)ItlMI^ 0 6 ZW&^W^ MEtf? (I OUIUI 99^-0 'Bui 0 -©g) 

<>Z<£x y-Z (1f4 * • -£1f£ (\ H ) -9] - L 

$ >v.v/iro:- Lir->piro: (r>d {ir 
^x [ir>- 3 -r^c^ n H ) - s j - i} ) j - N 

s L en[££90] 

(mnzp LE^ 
% vn^a?^0)ItlMI^ 9 6 Z\m%>W& (1 OUIUI 69 'Z '6 00 "L) 

ir>-3-<<$ U7\ {t\y\0 [ir^^ (t+K+yc) A>>] -

s} ) - s L rn ̂n6 o s 

{ir^ [ir>- (HS) i-<^fH-s 's 'i-
—17J } -g liTHMTYTT^nwrTTT 

L L en[2£90] 

68S6S0/£I0ZdfAL3d (H3 C8UH/C10Z OAV 
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[0536] 

[0537] 

[0538] 

-_* -a*fN 2 8 9 T-Eì  	Lk-  1 H —4 Z YV—)1.— 1— t )1/t=JI/t /I./ 

La-1 . K7J-Ogib< 	)1. 	(921 	mg, 	5.00 mmol) 	075-  I- 7 L KI=17 7 	'74',,f-Y (5. 

0 mL) 	sak'5A,1.„ 	4 —)( 1-*:>/:')/1/7-1 -Z i 	(343 mg, 	2.50 mmol) 	05- I- 

7 L K 1=1 7 7 474'/II (5.0 mL) 	?k-F1_, -C303•Mifk5A, Lk-. arz*7,1, a 

vrf-Ygaminl/T1464-LtcR3AT') t it/l/t 71-01=17 I-77-1 - 

,N*It/E1IFRI11.=1/1) --(littia„  1416  4-Lk- tat CEI10 --C - -a*{N 

2 9 1 L Plet:-E` 	I/TVA:IL-at (355 mg, 2RE48%117$) V4Itz-_-. 

-a*fM3 1 5 

1 — 	(4—)< 1-*:>, 'J)1.) 	—6—)<)1.-4— 	()1)1/7J- ) 	— 1, 	3 

- , 	5 —1- 1)77 -2 	(1 H) 	—J 1 

7Z I) tll/t=11/i —t 

o-a*fm 2 9 2 L Plea) 

''1141-cc. 

4 )I.] 	)< 51  J-11. 

N — 	[ ( { [4- -)< 1-*:>7i=)1.] )<)1/1 

11//Q1.4 Z KA-R 	)( 	)1/0)CtMt CE11 ON 

51.--e-L`1,, 	Alf at (631 mg, 	'tin) 

__*-a*fM3 1 6 

[ 5 — 	(,)1. 7 )1/7J- 1=1 i)1.) 	7J-  7 i 	— 2 — 

5 — (^J1.7 )1/7J-  Di 	)1.) 	7J-  7 i 	— 2 — t)i,t JogmgatmtcEll 

ON  -* -Ej*fN 2 1 7 LP10051"--ea 	1, , 	11. I E a t 04. t Mt V4itc_- 

. 

-a*fN 3 1 7 

2 — 	{ [ 5 — 	(,)1/7 /1/71=Ii/1.) 	7J-  7,-2--,]  i 	)< 	)1/1 4 V 

7J-7i 	— 

2 0 1 L P100)51---e 

4 	K ') 	—1, 	3—'7J-,

-_* -a*fM3 1 6 --ea) 	Ltc: [ 5 — 	(1 /1/ 7 /1/7f1=1I/1/) 

2 --M] )( ,9' ) -)1/19)CtMtCE11 ON o-a*fm 

a 	1,, 	11. I E at a) Ad t Mt V41 tc: . 

WO 2013/147183 211 PCT/JP2013/059589 

8 9-e^L/c 1 H~4 $?X/-Jls- 1 -tUU7^-JUtlJUy< 

A^T $ (921 mg, 5. 00 mmo L) (DT~ K 7 tl K • 7 7 (5. 

0 mL) 4—K > (343 mg, 2.50 mmoL) (D^r K 

7t KP7 7>;M (5.0 mL) LT30^^M/jit L/co Jx 

LX% btl t^Wt^kV U t) ?Jl>t) 7A^P7h^77^- ( 

1/D vm&Ls 

291 tmmiz^j&isxmmik^ (355 mg, mmmjm zmtc0 

[0536] #t^£0U3 1 5 

1- (4-y -6-y^JU-4- (y^JU^Th) -1.3 

. 5 - K U TVy — 2. ( 1 H) -;fr> 

N — [ ( { [4-p< ^JU} ^$y) -a 

JUA'iW $ K^It #t^/£0!J2 9 2 tmffi(D 

U Hmb£^ (631 mg, Sift) £t#/c0 

[0537] #t^£0U3 1 6 

[5- (sQiy MUJLl-)\s) +3-7 JLy- 2-4 )\sl y^y-JU 

5- (^J^JU^PX^U) ^7i>- 2 

l\ #^^^|J2 1 7 £|W]*§(OT;£-e£-J$U 

o 

[0538] #t^/£0IJ3 1 7 

2- { [5- (^jU^jU^gx^U) ^^7 x >-2->f Jl/1 4V 

4yKU >-1 . 3 

#^"nJ$$iJ3 1 6 T"nj3c L/c [5- ^7I>-

2-^;u] p<$#^^J5C^J2 o 1 
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[0539] 

[0540] 

[0541] 

[0542] 

-a*fN 3 1 8 

[ 5 — (/J1.7 JI/A- 1=II/1/) 	7J-  7 i 	— 2 —OH )< 51  i 7 Z 

-a*fN 3 1 7 --e-a 	Lk-  2 — { [ 5 — (//1/ 7 )1/7J-  

i 	— 2 —4 )1.] 	)< 	)1/1 	-f` -f 	K ,) 	— 1 , 	3 —:')7J-  

0, 	-a*fN 2 0 2 L HOOD 	T -a 	L, V1'1E-at 

. 

-a*fN 3 1 9 

N — [ ( { [ 5 — 	(J1/7 /1/7J- 1=1I114 	7J-  7 i 	— 2 

1=1 i)14 	7j-  7 

07gatMtCE11 

07 C. t Mt V41  /L- 

—OH ) 3 )1/1 

7Z )) 	t)1/7J=)1/1 —t)1./QA-f Z K7J-031 	)< 	)1, 

7J-  7 i 	— 

9 0 L P100)51 

- 1=1I)14 

_-* -a*fN 3 1 8 --e-a 	Ltz-_- 	[ 5 — 	(//1/ 7 JI/A- 1=II/1/) 

2 — -f A/] )< 5' 	7 Z 	oCtMt 	PI ON o-a*fm 2 

Z ah c L. rfAlEalt (5. 00 mg, 5R1387%115($) V41  tc: . 

__*-a*fN 3 2 0 

6 —)< 	)1.-4 — 	()<)1/ 7J- ) 	— 1 — 	{ [ 5 — 	()1/7 /1/7J 

7J- 7i-2-4/1.] )<)1/1 	—1, 	3, 	5 —1-')77 -2 	(1 H) 	—A- 

	

-a*fN 3 1 9 --e-a 	Lk-  N — [ ( { [ 5 — 	(//1/ 7 )1/7J-  1=1 iji,) 

7J-  7 i i — 2 —4 A.] )<)1/1 7Z i) t)1/7J=)1/1 —t)I./QA-f Z K7J- 

R 	)< 	)1. (5.00 mg, 	0.0144 mmo I.) 	CE111,N, 	-a*fN 2 9 2 	07J  

51Zahc l„ rfAlEalt (20. 0 mg, 37%4 $) V41  tc: . 

__*-a*fN 3 2 1 

N— ( { [ (4, 	5, 	6, 	7 -5- 1-7L KI=1/1 [b] 	7J-7i -2 - 

4)0 )< 	)[/] 7Z /1 t)1/ 7J=)14 —t)1./QA-f Z K7J-R )< 	)1. 

(4, 	5, 	6, 	7-5- 1-7L KI=1/1 [b] 	7J- 7i-2-4/1.) )< 

WO 2013/147183 212 PCT/JP2013/059589 

[0539] 1 8 

[5- ±y- 2-4 )\sl 

##nJ$®|3 1 7 T"n J5c L/c2 - { [5- • x^JU) 5^7 

x > - 2 - -r;u] -< v> K u > — 1, 3 
l\ #^^^IJ2 0 2 £|W]*§(OT;£--e£-J5£U 

o 

[0540] #t^/£0lJ3 1 9 

N — [ ( { [5- (^jl^U^DX^U) ^:fr7 X >-2-4 ;u] y^ul 

J7 $ y) JU] y^ju 

#^"nJ$$iJ3 1 8 T"nj3c L/c [5- (^J^JUTHHX^JU) ^7i>-

2 --r;u] >7$ >©*!£/£$]#t^/£0!J2 9 Otmffi(Dj5}£ 

T?^/£U (5.00 mg, 5f£feb7%®$) £?#fc„ 

[0541] #t^£0U3 2 0 

6 — y 51 JU — 4 — (^^JU^1^!") —1 — I [5 — (^>/U7>/U7l" • x-^JU) 51 

;fr7x>-2 —T y ^JU) - 1 . 3. 5-h'J7y>-2 ( 1 H) 

y_ 

##£-J$0!l3 1 9 T"n J5c L/CN- [ ( { [5- (^J^JU^PX^JU) 51 

^•7x>-2--fji/] y^ju} T7 $ y) ;u] -^JUA'A^ $ 

II y-^JU (5. 00 mg, 0.0144 mmoL) #^"n$£#!] 2 9 2 £;IH^©^ 

3rC^/£U ^M^b^ (20.0 mg, 37%®$) £?#fc„ 

[0542] #t^/£0IJ3 2 1 

N — ( { f (4. 5. 6. 7-fh7bKD^>'/rbl f^7x>-2-

-f )\y) y ̂ Ji/l y$ y I JU) — ^JJUA'A^T $ y^ju 

(4, 5, 6, 7 -fh7t KP^yy [b] ^7i>" 2-4)1) /• 
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,9' 	7 Z J 	(355 mg, 	2.12 mmo I.) 	CE11 I,N, 	.-a*fN 2 9 0 LP100)51-"C 

[0543] 

-L`1,, 	'k.l.'(E-alt (410 mg, 	68%V$) 	V4I tc: . 

-a*fN 3 2 2 

4— 	()</l/7J- ) 	— 1 — 	[ 	(4, 	5, 6, 	7 —5-  I7L KI=Ii'l [b] 

7J-  7 i 	— 2 —4)0 )3)L.] —1, 3, 	5 — P) 7-1:— 2 	( 1 H) — 

7J- 

-a*M3 2 1 -C-Eì  	Lit N — ( { 	[ 	(4, 5, 	6, 	7 — 5- 	7 L K 1=1 

i`js  [ b] 	7J-  7' J — 2 —4)0 )( 	)1/1 7Z /1 	t/l/t=)1.) 	—)j)l. 

/Qx-r ...Z K7j-R 	)( 	)1, 	(200 mg, 0.706 mmol) 	CE110, 	-E`A'fli 2 9 

[0544] 

6 LITA00)51--eaL, 	'k.'llEalt 

__-a*fN 3 2 3 

(130 mg, 63%117$) 	1'41 7-c_-. 

6 —)( 	)1.— 4 — 	()( 	)1/7) 	— 1 — 	[ (4, 5, 	6, 	7 —5- 17LKI=1 

V [ b ] 	7J-  7 i 	— 2 —4 AA )( 	)1.] 	— 1 , 	3, 	5 — P) 7-1:- 

2 	(1 H) 	—7J- 

-a*M3 2 1 -C-Eì  	Lit N — ( { 	[ 	(4, 5, 	6, 	7 — 5- 	7 L K 1=1 

, J`i [10] 	7J-  7 i J — 2 —4)0 )( 	)I.] 77 Z /1 	t/l/t=)1.) 	—t)l. 

/Qx-r...Z K 	7j-R 	)( 	)1, 	(210 mg, 0.741 	mmol) 	CE111,N, 	.-,AIN2 9 

[0545] 

2 L liA00)51-e-Eì  	L, 	'k.'llEalt 

-a*fN 3 2 4 

(100 mg, 44%117$) 	1'41 7-c_-. 

N — ( { [ (7'9'7 J'91 J— 1 —4)0 )( 	JI/i 77 Z )1 t/l/t=)14 —t 

)1././A-( Z K7J-R 	) 	)1. 

75'7 J'91 -1--f )1.)<'9177 -Z i (118 	µI, 0.666 mmol) 	EI10, 	0 

-aWN 2 9 0 L P100)51T-Eì  	L, 	 

tc . 

rfAlEataAdtMt (250 mg) 	''1'41  

[0546] __-a*fN 3 2 5 3 Z e [9*90] 

§*? (6iu 092) ^'m^^cDmM^QQzm'm^ 
(1 omui 999-0 'nry gll) < 

17^7 liT^TTTvyTir 

(ir=ipir¥ Lir^* (ir>- L-<A^) J } ) — N 

17 z e Ii0$r^# [91790] 

(^xmt 'Bui 00L) 

6ZMW°%0 MK? (10U)U) Lt7Z."0 'Bui 012) ir^ * |1^;H £ >W 

ICQ:- (ir=jpiri£ [ir^* (ir>-3[q] A<w 

• .H^H^-A '9 's >) ] } ) —N-yn^a L 3 er$£N§^# 

<-£- (H L ) 3 
-<^ZrH-3 '£ ' L - LK+t (ir>- 2 -r^L^S; Lq J f,<w 

• '9 '3 ' 17) J — L — - l7-1f^K- 9 

s s enable# [^90] 
(»%e9 'Bui 0£o m&imm vn^a?^a)itiMi^9 

MK? (I ouiui 90£ "0 '6ui 002) <](+{ |l£r^.H > >V.V 

ICQ:- (ir->£ifQ: [ir^^ (if>-s-<x[q] /,<v 

• .H^H^-A '9 '3 >) ] } ) —N-yn^a L s er$£N§^# 

- (H L ) S (\ H - 3 '£ ' L - (ir > - S - < x c 

Lqj '9 '3 * 17) J — L — (£^ir^) - 17 

s s enable# [ei790] 
(»%89 'Bui 0ii7) m&imm vn^ 

0 6 ZMW"^ MK? (louiui 2L"2 '6ui ggg) 

68S6S0/£I0ZdfAL3d £8UH/£I0Z OAV 
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[0547] 

[0548] 

[0549] 

1 - 	(75'7 	'91 - 1 -4 	.)< 	)1.) 	- 6 -)< 	)1/- 4 - 	()< 	)1/ 7J- ) 

-1, 	3, 	5 -1-')77 -2 	(1 H) 	-7J- 

0-a*fM3 24Zah Lk-  N - ( { [ (7'9'7 	'9' 	- 1 -4)0 )< 

)1.] 77 Z /1 t/1/ 7J=)1.) -t)i,/QA-r z K7j-R 	)<)1,19)C±Mt (250 

mg) CE110, _,E;*fN 2 9 2 LFAeloa-e-EAL, rAlfa t (103 mg 

, 	2R13851%115($) 	V4itc_-. 

__*-a*M3 2 6 

N - 	( { [ (4 - 	1=1 i=i/J-ff- 1 -4)0 	)< 	)1/] 7Z )1 	t/1/7J=)1. 

) 	-t/l//Qx-( Z K7J-031 	) 	)1. 

4 - 	i=i1=1, )1/ 77 -Z i 	(142 mg, 	1.00 mmol) 	CE110, 	_,-a*fN 2 9 

0 LITA00)51--eaL, rfAlEat (232 mg, 90%1175) 	1'41 7-c_-. 

-a*fN 3 2 7 

Mk 	2- 	( 	{ [3- 	(4 - 	i=i1=1, )1.) 	',I/4 K] 	()< 	)1/ 7J- ) 	)< 

l/} 77 Zi) -2 -7f*VI/1/ 

0-a*fM3 2 6 --e-a 	Lk-  N - ( { [ (4 - 	1=11=1,-ff- 1 -4 )I. 

) 	)< 3 )1/] 	7Z /1 	t/1/7J=)1.) 	-t)1./.Lx-f Z KA-R 	)< 	)1/ (257 mg, 

	

1.00 mmol.) 	07:'J 	1=11=1)< 9' 	'7-4',4-Y 	(2.0 mL) 	(,:.= I- ')I/1/ 7-1 Z i 	(279 	µ,L 

, 	2.00 mmol.) 	LEM 	2 - 	1=11=1- 2 -7J- *VI)1. (162 µI, 	1.50 mmol 

) 	)J1i1A., 25.01.T1Hi NM' 1., tz-_-  . ag.337,1, ar,n-yi) tit/147710 

1=17 	7 7 -I — (/•*It/EI/FRI/l/=1/1) ""Nitt.Z a.' L-erktiLa 

	

(221 mg, 	62%117$) 	7T4tcc, 

-a*M3 2 8 

[ 1 - 	(4 - 	i=ii=1, )1.) 	-4- 	()< 	)1/ 7J- ) 	- 6 -7J- *`) - 

1 , 	6 - :'J L K1=1- 1 , 	3, 	5 - I- ') 7-1:') 	- 2 - 4 A.] )3)L. 

i/ir>— z f\ H — s 'e 'i-m.H^-9 'i 
-A^^-9- (-e^ir^*) -17- (ir^<vi=mo-v) -LJ W% 

8Z2 [6*90] 

(mnz% 'em izz) m 

mtiM v-*n?? ( 
]ouiu 05• [ '-\n z9i) ir^xA^-^-z-nno-z W&l (i0U)U) 00'2 ' 

Tri 6LZ) ozif^xfHri (nui Q'Z) 6 *nn zaco (i0UJUJ 00'i 

'Bui iqz) ll^.H $>v>/irc£- (ir=:£irc£ {f>d [ir^)^ ( 

10- v -K&KWUUO-V) ] } ) -N-yn^a.9 s £um^0 

>c ^) L.H >'10 (ir^<vi=m £-17) -ej } ) - 2 3M 

L z en[8*90] 

(»%06 'Bui 282) m&imm 

6ZW$t"%^ (1 OUIUI 00 • L '6ui ZVi) < • 0-P 

ir** $ >v.virq:- ( 

ir=>£ifc£ [ir^^ (ir>-L-<.fi-<vnn^-i7) j } ) -N 

9 s er^^# [A*90] 
(»%L9^^2 ' 

Bui 80L) ^W^m^C0mM^Z6ZUm^^ (Bui 
092) * ll^.H £ >v>/irc£- (ir-;£irc£ [ir 

^ Cir>- L] } ) -N^n^atz eri0$f^?# 

<-£- (H L ) sn H - 3 '£ ' L -

(^1 (+*) - 17-ir^/-9- (ir^ir>- L —<£<A,£^) -L 

68S6S0/£I0ZdfAL3d HZ £8UH/£I0Z OAV 
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o-a*fm 3 2 7Z-a 	L tc El/FR 	2—  ( { [ 3 — ( 4 — 1=11=1 	)1/ 

) 	',I/4 K] 	()<J1/ 7J- ) 	)<1,1 	7 	J) 	— 2 —7t*VI)1. (201 m 

g, 	0.616 mmol.) 0)7J-*:>tit') 	'74',,f-Y (3.0 mL) 	v0°c-e3Hirimmt- Lk-. 

aFt437 ,1, 	1=1 1=1*)1,1A -mfranto.KAt 1- i) ,,L.7.Kg',4-Yt:.-_azi-YA-F 

L, 	1=1 1=1 t )I. IA ---(' A ffl L tc . VMJN, 	AIVIKKOgrd-  I mo I) r, IA TIM, AJER 

n L -C1'41 64-LtcRI 	I) tit/l/t71.01=17177-f — ('N*It 	/E1IFR 

i/l/=2/1 0/1) -Nit,Z a'. L -erfAlEat (219 mg, 

0 

t 'En) V4i tz-_-  

[0550] -a*fN 3 2 9 

1/031 	2 — 	[ 	{ 	()< 	)1/ 7J- ) 	(3— 	{ [5— 	( P) 7/1/7f1=1)< 	)1.) 	7J- 

7i-2-4/1/] )<J1/1 	',I/4 K) 	)<1,1 	77 Zi] —2-7f*VI 

1=1)< 	)1/) o-a*fm 2 9 0 --e-a 	Ltc N — [ ( { [ 5 — ( 	') 7 )1.7f 

7t7 i J — 2 —4 )1.] )< 	)1/1 77 Z i) t/l/t=)1/1 —t)1./QA-f Z K7J- 

)< 	)1. (500 mg, 	1.68 mmol.) 	1,\ C, 	o -a*fm3 2 7 LP101051 

-C-Eì  	L, rAlfa t (382 mg, 57%117$) V4i tz-_-. 

[0551] -E`A,f1.13 3 0 

1/031 	[4 —  ()</l/7t) — 6 — 7t*V —  1 — { [5— ( P) 7 )1/7J- 1=1)< 

)1/).3 	7 = ' — 2 — 4 A.] )< 	)1/1 	— 1 , 	6 —:'J L Ki=i — 1 , 	3, 	5 — 

I- ') 7 -1 	— 2 —4 A.] 	)< 	)1. 

-a*fN 3 2 9 --e-aLtz-_- ElIFR 	2— 	[ { ()< 	)1/ 7J- ) (3— { [ 5 

— 	(1- ') 7/1/7f1=1)< 	)1/) 	7J-  7 i 	— 2 —4/1/1 	)< 	)1/1 r, 1,4 K) 	)< 

1,1 	7.-.Z)] 	—2 —7*Viji. (382 mg, 	0.961 mmol.) CE111,vt, 0 

-ahfN 3 2 8 L P100)51T-Eì  	L, 	'k.'llEalt (276 mg, 

. 

76%117$) V41  tc_- 

[0552] __*-a*fN 3 3 1 

WO 2013/147183 215 PCT/JP2013/059589 

2 2- ( { [3- (A-0UU^yV)\y 

) H) l/'f K] T $ J) -2-7t" + VxfJb (201 m 

g, 0.616 mmoL) (3.0 mL) £80°C-e30|^Ji^ L/c0 

0 • — h 'J 0 

U 0 • P/1-NJUA-effltJH Ltco K 'J OA-e&m, Ml±)m 

'J PV h^77^ - (A^rt>/fti 

x^JU = 2/1^0/1) (219 mg, s*ft) £?#fc 
o 

[0550] #t^£0U3 2 9 

Mt 2 — [ { (;>< (3— { [5— ( h 'J 5^ 

7x>-2-^JU] y^JU) K) y^U>) 3P$7] -2-^^Vi 

±ik 

#t^/£0!J2 9 O-e^L/cN- [ ( { [5- (h'j7JU*n*?JU) ^ 

^•7x>-2--fji/] T7$ y) ;u] -^JUA'A^ $ 

II P<^u (500 mg, 1.68 mmoL) #^^iJ3 2 7 £|W|*§(OT;£ 

T?^/£U (382 mg, 57%®$) £?#fc„ 

[0551] #t^£0U3 3 0 

HEBE [ 4 - (^ ̂ JU^Th) -6-^^7-1- I [5 - ( HJ DMU* 

3-)\s) ^PJLy- 2 -1. 6-yHKD-l. 3. 5-

h U - 2 ~^;u] 

MM^3 2 9tMU/cMI 2 - [ { (3- { [5 

- ( h 'J yju^t • ̂ i-)D ^7i>- 2-^JU] ^JU} ^ W K) 

b>} T7 $ y ] -2-^^VifJl/ (382 mg, 0.961 mmoL) 

^/£0IJ3 2 8 £l!^©;&3re^£U b^ (276 mg, 76%®$) £?#fc 
o 

[0552] #t^/£0lJ3 3 1 
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[0553] 

[0554] 

6—)( I-* 	— 4 — 	()( 	)1/ 7J- ) 	—1 — 	f [ 5 — 	(I- ') 7/1/7t1=1)< 	11/) 

7J-  7 i 	— 2 —4 A.] )( 	)1/1 	—1, 	3, 	5 — I- ') 77:') 	— 2 	( 1 H) 	— 

A- 

	

5- I-7)< 1-*:>)< ,9' iCEII 0, 	__*-a*fN 2 9 2 LITA00)51-e-alZ 

, VAIL at (64.4 mg, 95%115($) V4I tc. 

__-a*fN 3 3 2 a 

(R) — 1 — 	(4-1=ii=i— 1, 	3, 	5 —1-')77:')-2-4/1.) 	—4— 	( 

4-7/1/7J- 1=17i=11.) 	— 1, 	2, 	3, 	6-5- I-7L K1=1E'):')-3 —A- 

-)1. 

-a*fN 3 3 2 b 

(S) — 1 — 	(4-1=11=1— 1, 	3, 	5 —1-')77 -2-4/1/) 	— 4 — 	( 

4-7/1/7J- 1=17i=11.) 	— 1, 	2, 	3, 	6-5- I-7L K1=1E'):')-3 —A- 

-)1. 

-a*fN 1 33Zah L tc: ( R ) —4— (4 —7/1/7J- 1=17 i=11.) —1, 

2, 	3, 	6 —5-1-7 L K1=1E') 	—3—:'JJ 	7J-  —11. (158 mg, 	0.817 mmol.) 	0) 

5 1-7 L Ki=i7 7 J 	(1.2 mL) 	—* (2.0 mL) grf-y6:.-..0t--egogd-i,  ') 'J 1a ( 

104 mg, 	0.981 mmol.) 	. )JU A.25E0I.T2HirCti'Ltc_-. 	,t33 7,1, 	azat:gliF 

RI 	)1/ 	)Jii A., 	7.1< ---ea3444, VAla 	,:,:o.KKR7 	' ,,I.,.--etiM:31, All 

SIN 1,214164-LtcRI 	') tit/l/t 71.01=17 H777   -I - ('N*It 	/El/F 

I)1/=7/3 .1/.1) --Clitl -Z a' L t:.-..ct 'D ---C.  rAlta t T 	z o 	-a *fm 

3 3 2 a 	(156 mg, 	62%V$) 	''f'417-c_-. 

V-c_- l, 	-a*fN 1 38Zah Lk-  (S) —4— (4 — 7/1/7J- 1=17i=11/) 

— 1 , 	2, 	3, 	6 —5-  1-7 L K1=1E') :'JJ— 3 —A--)L' (188 mg, 	0.972 mmo 

I.) cEp 0 ---c Rea)51-e-a 	L, rfAlEatT 	Z 3 3 2 b (189 mg, 63% 

JIRS) 	cI 	tc.:. 

__-a*fN 3 3 3 a 

WO 2013/147183 216 PCT/JP2013/059589 

6 — ^ — 4 — - 1 - { f 5 — (KU7^a^^) 

- 2 -4JU1 - 1 . 3. 5-hU7^V-2 ( 1 H) -

s (64.4 mg, 95%®$) £?#fc0 

[0553] #t^£0U3 3 2 a 

(R) -1- (4 — £ P P — 1 . 3. 5 - K U 7->'>- 2 ~^;U) -4- ( 

4-7;UT|-a7x-;U) -1. 2. 3. 6 -=T h7 L K'P L°U $/>- 3 -t 

-)\y 

#^-n 3 3 2 b 

(S) -1- (4 — •£ P P — 1 . 3. 5 - K U 3P^>-2-4)\y) -4- ( 

4-7JUT|-a7x-JU) -1. 2. 3. 6K^ b K'P b°U 3-;fr 

-;u 

1 3 3-e£-J5£L/c (R) -4- (4-7i^P7i-^) -1, 

2, 3, 6-^ K^L KP tf'J 3 —(158 mg, 0. 817 mmoL) CD 

T h7t KP77> (1.2 mL) — TK (2. 0 mL) ;#)StC0oC"T:'^II^" K 'J 0 A ( 

104 mg, 0.981 mmoL) £L/c0 

MJ± 

IIX^;U=7/3^I/D xmmt%ztiz£ 
3 3 2 a (156 mg, 62%®$) £?#fc„ 

S 1 3 8 T-nJ^c L/c (S) -4- (4-7i^P7i-^) 

-1, 2, 3, 6-^ K^L KP tf'J 3 —(188 mg, 0.972 mmo 

I) £ffl^Tll*§(OT;£--ei^cU illb^itfe§3 3 2 b (189 mg, 63% 
®$) zmtco 

[0554] #t^£0U3 3 3 a 
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(R) -4- [4- (4 -7)1/7J- 1=17i=)1.) - 5 -L K1=1*:>- 5, 6 - 

L K1=1E')- 1 	(2H) -4/1.] -1, 	3, 	5 -P)77:')-2 	(1 

H) 	-7J- 

-_* -a*fN 3 3 3 b 

(S) -4- [4- (4-7/1/ 7J- 1=17i=)1.) - 5 -L K1=1*:>- 5, 6- 

L K1=1E')- 1 	(2H) -4/1.] -1, 	3, 	5 -P)77:')-2 	(1 

H) 	-7J- 

-a*fN 3 3 2 a --e-a 	L tc 	( R ) 	-1 - 	( 4 - 	1=11=1 - 1 , 	3 , 5 - 

P)77:-2-4/1.) -4- (4-7)1/7f1=17i=)1.) 	- 1, 	2, 3, 	6 

-5- 	7 L K1=1 E') :'J 	- 3 -7J- -)1. (155 mg, 	0.505 mmol.) offm (1.6 	m 

L) -* (0.30 mL) gat:A/Mt 	') r, A (155 mg, 	1.89 mmo 0 	)J[1 A_ 90t 

T2Hircti-  Lko aFt43 7•1, aZa6:-7.1KA_0t VC's/1AP Lk. *ffl L 

tc 	12tK 	6ER L, 7.KTA341-  L -CrfAlEat T 	Z _-* -a*fN 3 3 3 a (122 m 

g, 77%4 $) V4itc_-. 

7-z-_- 6 -ah 1N 3 3 2 b T-Eì  L tc ( S ) 	- 1 - 	( 4 - 	1=11=1 - 1 , 3, 

5 - P) 7-1:') 	- 2 - 4 )I.) - 4 - ( 4 - 7 )1.7f 1=17 i =)1.) - 1 , 2 , 	3 

, 	6 -5- 	7 L K1=1E') :'J 	- 3 - 7J-  -)1. 	(189 mg, 	0.616 mmo 1.) E110 -C 

Hoop 	zah L, rfAlLatTZ 3 3 3 b (108 mg, 61%.11R$) 

. 

V4A-_- 

[0555] -a*fN3 3 4 

(R) -4- [4- (4 -7)1/7J- 1=17i=)1.) - 5 -L K1=1*:>- 5, 6 - 

L K1=1E'):- 1 	(2H) --OH -6 -)3)l.-1, 	3, 	5 - P) 7 

J-2 	(1 H) -7j- 

-a*M3 1 5 --eaLtz-_-  1 - 	(4-) 	..:>/:'J)1.) 	- 6 -) )1.- 

4 - 	()()1/7J- ) 	-1, 	3, 5 - P)7-1:')-2 	(1 H) 	-7J- (1.39 g, 

5.0 mmol.)t: F ') 7 )1/t1=1EIM (10 mL) 	)ilil A., 	111i IV ifk5A, L tc . 	ar,ii.7*7,1 

WO 2013/147183 217 PCT/JP2013/059589 

(R) -4- f4 — - 5 - b KP^rS/-5. 6-

y'b K'P b°U 1 (2 H) -4)\sl -1. 3. 5-KU77y'>-2 (1 

H) -;fr> 

#t^£0U3 3 3 b 

(S) -4- f4 — (4-7MD7I-J1/) - 5 - b KP^rS/-5. 6-

y'b K'P b°U y'>-1 ( 2 H) —T >/Ul -1. 3. 5 - K U TVy- 2 (1 

H) -;fr> 

#^^^|J3 3 2 a-e^L/c (R) - 1 - (4-^PP-1 , 3, 5-

h'J TV>~ 2-4 JU) -4- (4-7i^P7i-^) -1, 2, 3, 6 

-T K^L KP fcf'J V>-3-^-}\y (155 mg, 0.505 mmoL) (DWW. (1.6 m 

L) -7K (0.30 mL) i§SCi®ft K <J 7 A (155 mg, 1.89 mmoL) £JQPL90°C 

T-2mmmwLtc0 Ki&mj&s j5^c7K£ipx0ocs-e^iPL/co ^/fHHU 
/CHH*£3IXU 3 3 a (122 m 
g, 77%®$) zmtc„ 

S/cJ5£$y3 3 2 b-e^L/c (S) -1- (4-47PP-1, 3, 

5 - K 'J TVy-2-4)\y) -4- (4-7i^P7i-^) -1, 2, 3 

, 6—^ K^L KP tf'J 3 —(189 mg, 0.616 mmoL) 

illb^itl)533 3 b (108 mg, 61%W) 

o 

[0555] #t^£0U3 3 4 

(R) -4- [4- (4-7 )\stn7 JL—)\s) -5-bK'P^>-5. 6-

V L K P bf U Vy — 1 (2H) -<;i/1 -6-^fJI/-1. 3. 5 — K U 7 

2 ( 1 H) -ty 

#t^/£0!J3 1 5 T"nJ5c L/C 1 - (4-p< -6-p<^U-

4 - - 1 , 3, 5 - K 'J TVy- 2 ( 1 H) -^>(1.39 g, 

5.0 mmolMc K 'J 7>»U^PMI (10 mL) 1L/c0 
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, aV,4-YffIJE&E'' L„ 	1 , 	4 —:'J7f*Iti (10 mL) , 	_.0-a*fN 1 3 3 -C 

-EAL,7-L- 	(R) —4— (4 —7/1/7j- i=i7i=)1,) — 1, 	2, 	3, 	6 — 5- 17 

L K1=1E') :'JJ— 3 —7J- -)1. (966 mg, 	5.00 mmo I.), 	N, 	N —:'J-f ̀ ) .7°1=1E 

)1/I/1/ 7-1 Z i (1.92 g, 	10.0 mmol) 	))1:1A.211i1ViCA,Ltc. aFt43 7,1, 

aZat:.:71K7.--cm,FRi)i.--etoiffl Lk-. VM)1,:,:viKKR7 	' ,,11, 

TI 	31fillE&E' S' L -C1'41  6 tt.tc RI 	') t it )I. t 7 IA j 1=17 J 7 7 -I — 

(ElIFRI 	11 / / )( 

%VS) cM k-  . 

51  ) —J1.=10/1) --clitt -z z.: L ----eVAlEat (1.41 g, 94 

[0556] __*-a*fM3 3 5 

1 — (4-1=11=1— 1, 	3, 	5 — P)77 -2-4/1.) —4— (4-7/1. 

7J- 1=17i=)1.) — 1, 	2, 	3, 	6-5- 17L KI=1E'-3-7J--)1. 

-a*fN 4 0 b --e-a 	L, tz-_-  4 — 	(4 —7/1/7f 1=17 i=)1.) —1, 	2, 3 

, 6 —5- 	7 L K1=1E') :'JJ— 3 —7J- -)1. (300 mg, 	1.55 mmo I.) 	JE111,N, 0 

-L'*fN 3 4 1 

tc o  

L P100)51-C-a 	L, rfAlEat (445 mg, 94%4 $) ''f'41  

[0557] _.0-a*fN 3 3 6 

4 — [4 — (4 —7/1/7f1=17i=)1.) — 5 —L I 	5, 6—:')LKI=1 

EI):')— 1 	(2H) 	—4)1.] —1, 	3, 	5 — l- ,)77:) 	—2 ( 1 H) 	—?J- 

3, 	5 — 	') 7 :J 

—2-4)0 —4— (4-7/1/7f1=17i=)1.) — 1, 	2, 	3, 6-5- 17L 

K1=1E') :'JJ— 3 —7f —)1. (235 mg, 0.766 mmo I.) 	jEll o, _fah-{ M 3 4 

2 L FA00)-aWIT-a 	L, rAlfa t (127  mg, 58%V$) 1'41 7-z-_-. 

[0558] __*-a*fM3 3 7 

(R) 	— 4 - 1=11=1 — N —  [1 — 	(4-7/1/7f1=17i=)1.) 	E1=1')-3 

—4/1.] 	—1, 3, 	5 — P) 7-1: % — 2 —7Z 

WO 2013/147183 218 PCT/JP2013/059589 

, 1, 4-V**yy (10 mL) N #t^£0J1 3 3-e 

SfiicLfc (R) -4- (4-7i^P7i-^) -1, 2, 3, 6-rh7 

LK Ut°'J Vy-3-J-)\s (966 mg, 5.00 mmoL), N, N-V^V^Ut^ 

> (1.92 g, 10.0 mmoL) £ JPx.20#^M^ Ltc0 

Lfco 

MJ±)Ils L T ?# btltcBfeZV 'J tl tfJUJo 7A^P7h^77^-

(Mtx^;u/p<^y-;u=i0/i) (1.41 g, 94 

%®$) zmtc„ 
[0556] #t^£0J3 3 5 

1- (4 — •£ P P — 1 . 3. 5 - K U TVy-2-^JU) -4- (4-7JU 

7I-D7X-JU) -1. 2. 3. 6-f h7b K • bf U ^ — 3 — ;fr —JU 

#^5"n7S$!J 4 0b T"n J5c L /c 4 — (4-7i^P7i-^) -1, 2, 3 

, 6-T K^L KP tf'J 3-^-;U (300 mg, 1.55 mmoL) # 

^$00 3 4 1 £|i^©;&3re^£U b-&M (445 mg, 94%®$) £*§ 

tCo 

[0557] #t^/£0IJ3 3 6 

4- [4- (4-y j\y^ny jL~j\y) -5-b Ka^r^-5. 6-y'b KP 

bf U »>*>- 1 (2 H) —r ~ 1 . 3. 5 - K U TVy-2 ( 1 H) -* 

y_ 

#^^|J3 3 5-e^L/c 1 - (4-^PP-1 , 3, 5-K lJTVy 

-2-4)1) -4- (4—7 P7i —)[/) -1, 2, 3, 6 h 7 t 

KP bf'J 3-tf-Jl/ (235 mg, 0.766 mmoL) ##£-J$0!|3 4 

2£|l^©^£3re^£U (127 mg, 58%®$) £?#*:„ 

[0558] #t^£0U3 3 7 

(R) —4—^7PP — N— [1- (4-7Jl/^P7i-^) bfPUy>-3 

->r;i/l-i. 3. 5 — V-\) TVy — 2— T ^.y 
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[0559] 

[0560] 

[0561] 

2, 	4 —:')1=11=1— 1, 	3, 	5 — 1- ,) 7-i:) 	(166 mg, 	1.11 	mmo I.) 	L 'OR 

t 	') r,./_1. 	(141 	mg, 	1.33 mmol.) 	075-1-77L K1=177 	(2.0 mL) 	-71K 	( 

0.80 mL) ga6:.-..0t-eO-a*fN 3 OZ-a) 	Ltz-_-  ( R ) — 1 — (4 — 7 )1/7f 

1=1 7 i =)I.) 	°D')'-3-7'it 	it (200 mg, 	1.11 	mmo I.) 	))1:1A_ 

--C 3 HirAiret.,tc. aFt43 7,1, aVA-Yt:=7.1KMA.--clIFRi11.--efEliffl Lk- 

. VMJN, 	„:,:v.IKKR7 	r, IA TIM, gaal-61-Z a' L --erfAlEat 

gi.t -Zt L 1./ V41  tc: . 

-a*fN 3 3 8 

(R) — 4 —  { [1 — (4 —7)1.7ti=i7i=)1.) 	Ei=1 ,):')— 3 --OH 7 

- Z i 1 — 1 , 	3, 	5 —1- ,)7:')-2 	(1 H) —J 1 

0 -a*iN 3 3 7 Z-a 	Lk-  (R) - 4—fjC11=1 — N — [ 1 — (4-711. 

ti=i7i=)1.) 	El=1'):')-3-4/1/1 — 1, 	3, 	5 —P)77 -2-77  

Z J1,:.-.1FOgd-  F 	') r,./_1. 	(153 mg, 	1.11 	mmo I.) 	, 	El/FR 	(2. 0 mL) 	, 	7.1< 	(0.40 m 

L) 	))1:1A.90°C-05HirAtti'' Ltco aFt43 7,1, awl 	tif rangVIKAt I-') 

,,1a7.1Kg'ff-WAA., EI,FRi)1.---etEliffl Ltc. VM1,1,u1KKR7 	r, IA 

-TIM VIM'S' L -c141  6 tat 	12tKEI,FRi)1/---e5A341- -z z: L t::_ct -D --C. 

rfAlEat (65.0 mg, 2R13815%V$) V4itz-_-. 

-a*fN 3 3 9 

6 — )< 	)1.— 4 — [4 —  ( p — 	') )I.) 	E°/'7 :J 	— 1 — 4 A.] — 1 , 	3, 

5 —1- ,)7:')-2 	(1 H) 	—7J- 

(R) 	—4— 	(4 —7)1,7J- i=i7i=)1,) 	— 1, 	2, 	3, 	6 —5- 1-7L Ki=i 

E') :)J — 3 —7J-  — )1.0),K ID t,) t:.-_, 	1 — 	( p — 	1) )1.) 	E',' 7 :) 	(250 mg, 

1.42 mmo I.) 	JEIII,N, 	.-awN 3 3 4 L Holoa--e-EAL, rfAlEat 

(312 mg, 77%V$) V47-z-_-. 

__*-EAIN 3 4 0 

WO 2013/147183 219 PCT/JP2013/059589 

2 , 4 — VO • • — 1 , 3 , 5 — h 'J TVy (166 mg, 1.11 mmoL) ZIJIRM. 

~y h 'J 0 A (141 mg, 1.33 mmoL) (DT~ h77L KP77> (2. 0 mL) — TK ( 

0.80 mL) OXtrfftLtc (R) -1 - (4-yM 

• 7 tfP 'J Vy— 3 — T7 $ y ±mlt±m (200 mg, 1.11 mmoL) ^fhWA. 

x3mmmwLtc0 Ki&mj&s j5^c7K£ip^TMix5i;u-eaaiL/c 

Lx%tc0 

[0559] #t^£0U3 3 8 

(R) -4 - { f 1 - (4 - 7JU7I-D7X- JU) b°P U Vy — 3 —4 JUl T 

$7 I - 1 . 3. 5 - S U TVy- 2 ( 1 H) -;fr> 

#^^^|J3 3 7X£j$Lfc (R) -4-^PP-N- [1 - (4-7JU 

^P7i-ib) L0P'J^>-3-^JU] -1,3, 5 - h 'J TVy-2 -T 

$ y h 'J 0 A (153 mg, 1.11 mmoL) N (2.0 mL) N TK (0.40 m 

L) £iP^90°C-e50|^Ji^L/co J5J»7^ J^>S£M[]j^I£7.KSl^ h >J 

O^K^mzlinXs L/Co tll^IzKiS^ni/^A 
)\yX)%^t ̂  z tlZ£?Xs 

mmib-&M (65.0 mg, 2f£Pg15%®$) £?#*:„ 

[0560] #t^£0U3 3 9 
6-*?-)\s-4- [4- (p- K u;u) t°^^vy- 1 ->nn - i. 3. 

5 - K U TVy-2 ( 1 H) -;fr> 

(R) -4- (4-7i^P7i-^) -1, 2, 3, 6-Th7bKP 

£°ljyy-3-J-)l'(Dmi<>JlZs 1- (p-h'JJU) \f.^=?Vy (250 mg, 

1.42 mmoL) 3 4 tmmO^X^L, 

(312 mg, 77%®$) £?#fc„ 

[0561] #t^£0U3 4O 
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[0562] 

[0563] 

4 — [4 — (4 — 7 )1.7f 1=17 i=)1.) 	L° '7 :') 	— 1 — 4/1/1 — 6 — )< 	)1. 

— 1, 	3, 	5 —P)77:)-2 	(1 H) —7J- 

(R) 	—4— 	(4 —7/1/7j- i=i7i=j1,) 	— 1, 	2, 	3, 	6 —5-  I7L KI=1 

L''):'J— 3 —7J- -)1.0)1VD (') t:.-_, 	1 — 	(4 —7/1/7J- 1=17 i=j1,) 	E/7:') 

(1.25i 	g, 6. 94 mmo I.) CE11 0, 	_.-a*fN 3 3 4 LITA*051--e-a hG L, 

	'k.'llEalt (1.50 g, 	82%117$) 	V41  AL-. 

__*-a*fN 3 4 1 

2 —1=II=1-4 — [4— 	(4 —7/1/7f1=17i=)1.) 	— 5, 	6 —:'JL KI=IE') 

— 1 	(2H) 	—4/1.] — 1, 	3, 	5 — P)7-1:') 

4— 	(4 —7/1/7J- i=i7i=j1,) 	— 1, 	2, 	3, 	6 —5-  I7L KI=1E' 

1-Mila (1.43 g, 	6. 67 mmo I.) 	LgRt F ') r,11, 	(1.56 g, 	14.7 mo I.) 	05- 

7 L K 1=17 7 	(10 mL) 	—4K (4.0 mL) gat:.=.0t -e 2 , 	4 —:') 	I=11=1- 

1 , 	3, 	5 — 	') 7-1:) 	(1.00 g, 	6.67 mmol) 	))1:1A.iHirm#1.1--  L tc: . 	aZ 

07•1, aVat:.A,FRi)i/mA_. Mfilit1E77 =',1A71<ga, mfilit 

lEt 	I) r,1,.7.1<gAT-1-t.T11.5A341•1, 	IMJE 	,:,IK7.1<0,0grd- 	I) r,IATIVIA 

, 	ifillISIN LT44641. tc RI 	I) th2 /1/t71.01=171774 — (1=1 

1=1 *11/10 	-Clitlzi-Z a'. LI,: ck .D -CrA1,1Eat 	(1.64 g, 	85%117$) 	''f'41 7-c_-. 

__*-E`AR 3 4 2 

4— [4— (4 —7/1/7f1=17i=)1.) —5, 	6—D°')'-1 	(2 

H) —4/1.] —1, 	3, 	5 — P)77 -2 	(1 H) —7J- 

-a*fN 3 4 1 --e-a 	L tc: 2 — 	1=11=1— 4 — [ 4 — ( 4 — 7 )1.7j- i=i7 i 

=JO —5, 	6—D°')'-1 	(2H) —4/1.] — 1, 	3, 	5 — 

') 7-1:)J 	(900 mg, 	3.10 mmol) olim (9.0 mL) 	—4K (1.8 mL) gat:.:E/FR 

- 	1) r,11, 	(900 mg, 	11.0 mmol) 	))1:1A_90°C-e1HirAtti' L tc: . 	ag.33 7,1 

. 	,n-YVERNL-C1141 64-LitRgit:.=.7.KMA., OtTIN 	L, *ffl Lk- 

WO 2013/147183 220 PCT/JP2013/059589 

4- f 4 — t^^V'y- 1 Jlsl 

- 1 . 3. 5 - K U TVy-2 ( 1 H) -;fr> 

(R) -4- (4-7i^P7i-^) -1, 2, 3, 6-jh7kh'P 

tf 'J Vy-3iZs 1- (4-7i^P7i-^) \f.*<=7V 

y (1.25 g, 6.94 mmoL) 3 3 4 £ |W|*§(OT;£-ei^C U 

mmi(1.50 g, 82%®$) Zmtco 

[0562] #t^£0U3 4 1 

2-^gg-4 - [4- (4-7MP7I~J1/) -5. 6 — ^ L K P bf 'J 

^>-1 (2 H) -^jU] -1. 3. 5-K'J7S;> 

4- (4-7i^P7i-^) -1, 2, 3, 6 -=r K^ t: KP tf 'J Vy 

ikMik (1.43 g, 6.67 mmoL) tjfcMi- K 'J 0 A (1.56 g, 14.7 moL) 

h7tKP77> (10 mL) -7K (4.0 mL) ;#^C0°C-e2, 4-i/^PP-

1, 3, B-K'JT7^ (1.00 g, 6.67 mmoL) £JP;L1 $mmW Ltc0 Kfc 

^7^ muMtTy^-OAyKm^., muik 
<b± K >J o K >J 
s MJ±)§ls L Tt# £ tlTcgUSfc 'J t) f)\stl 7A^?P7 h^77<- (Ou 

PMA) a.64 g, 85%®$) %mtz0 

[0563] #t^£0U3 4 2 

4- [4- (4-7Jl/^P7i~^) -5. 6 -V L K'P tf U $/ >- 1 (2 

H) ~ 1 • 3. 5 - K U TVy-2 ( 1 H) -;fr> 

#^"n J$0!l 3 4 1 L/c2-^PP-4 - [4- (4-7 P7i 

—;u) -5, 6 —V\i K P tf 'J Vy — 1 ( 2 H) ->ni/] -1, 3, 5 — K 

(900 mg, 3.10 mmoL) CDl^H (9.0 mL) —7j< (1.8 mL) 

^K'J^A (900 mg, 11.0 mmoL) £iP^90°C-ei 0#^^ L/c0 

, rexmWLs 
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12tK 	6 ER L, g )1 tiMg -  Z a'. LTVAIL-at (750 mg, 80%V$) 	1'41 7-c_-  . 

[0564] .-awN3 4 3 

4— [4— (4 —7)1/7f1=17i=)1.) —5, 	6 —:'JL K1=1E'):— 1 	(2 

H) —OH —6—)<)1.— 1, 	3, 	5 — P)7-1 -2 (1 H) —7J- 

(R) 	—4— 	(4 —7/1/7j- i=i7i=)1,) 	— 1, 	2, 	3, 	6 —5-  I7L K1=1 

E1) :'J 	— 3 — 7J-  —)1.0)4tb t') t:.-_, 	4 — 	( 4 — 7 )1/7J- 1=1 7 i =)1.) 	— 1 , 	2 

3, 	6 —5- F 7 L K1=1E') :')J 	tiRti (250 mg, 	1.42 mmol.) 	lEll 0, 0 

-a*fli 3 3 4 L IA7ea)51-C-a 	L,  	1E-alt (85.0 mg, 2FAVI80%V$ 

) c14tco 

[0565] -a*fN 3 4 4 

2-1=11=1-4— 	[4— 	(4, 	4, 	5, 	5 	3)1.-1, 1, 	3, 	2—:'J 

7t*Itt1=17-2-4/1.) —5, 	6—:'JL K1=1E'):— 1 	(2H) --( 

)1.] 	—1, 	3, 	5 — 	') 77:') 

4— (4, 	4, 	5, 	5 —5- 17))1.— 1, 	3, 	2 —:'J7J- *Itt1=17- 

2-4)0 — 1, 	2, 	3, 	6-5- 17L K1=1E') 	2, 	2, 	2—P)7 

)1/7J-  1=1 E/FRil (5. 94 g, 	19.4 mmo 1.) 	CE111,N, 	__-a*fN 3 4 1 LFA60-a 

51Zah 1,,  	1E-alt (4. 21 g, 06%V$) V41  AL-. 

[0566] -a*fN 3 4 5 

4— [4— (4, 	4, 	5, 	5 —5- 17))1.— 1, 	3, 	2 — :'Jt*Itt1=17 

—2-4/1.) 	—5, 	6—L K1=1E'):— 1 	(2 H) 	—4/1.] — 1, 	3 

, 	5— 	') 77:'J— 2 —7J- -)1. 

-a*fm 3 4 4 T a 	L tc 2 — 	1=11=1— 4 — [ 4 — ( 4 , 	4 , 	5 , 	5 — 

5- 17)()1.—  1, 	3, 	2—:'Jt*Itt1=17-2-4/1.) — 5, 	6—:'JL 

K1=1E'):— 1 	(2H) 	—4/1.] 	—1, 	3, 	5 — Imo')7' 	J 	(4.21 	g, 	13. 

1 mmo 0 CE ON _-* -a*fN 3 4 2 L Plea)-aWIT-a 	L. rfAlEalt (5 

WO 2013/147183 221 PCT/JP2013/059589 

(750 mg, 89%J») %mtc„ 

[0564] #t^/£0IJ3 4 3 

4- [4- (4-7MD7I-J1/) -5. 6 -V L K'D bf'J $/ >- 1 (2 

H) ~ 6 -^^U- 1 . 3. 5 - K U TVy- 2 ( 1 H) -;fr> 

(R) -4- (4-7i^P7i-^) -1, 2, 3, 6-jh7kh'P 

bf'J Vy- 3 izs 4- (4—7P 7 i —JU) -1,2 

, 3, 6-7 K^L KP bf'J Vy ikWk (250 mg, 1.42 mmoL) # 

m-&j&m3 3 4£mm<Di5fe-e'&j&L. (85.0 mg, 2®mmm 
) zmtco 

[0565] #t^£0U3 4 4 

2-3cm-4- [4- (4. 4. 5. 5-^K7y^JU-1. 3. 2-*/* 

7h^-t/-KD7>- 2 -4)\A -5. 6 — ^L K'D bf U Vy — 1 (2H) ->r 

JU] - 1 . 3. 5 - K U 

4- (4, 4, 5, 5-7 h7^fJb- 1 , 3, 2.-V**cV-fcU=?y-

2-JJU) -1, 2, 3, 6-T h7b K • tf 'J 'v > 2, 2, 2 - K 'J 7 

(5.94 g, 19.4 mmoL) 3 4 1 

U (4.21 g, 96%®$) £?#fc0 

[0566] #t^/£0IJ3 4 5 

4 - [4- (4. 4. 5. 5-7 h7^f^- 1 . 3. 2-y:fr ^ 

>-2-^;U) -5. 6 -V b K'D bf U »>*>- 1 ( 2 H) ->HH -1. 3 

. 5 - K u :py'>-2-7h—;u 

3 4 4 T"n J^c L/c2-^PP-4 - [4- (4, 4, 5, 5-

7^ K^^JU-1 , 3, 2 -V^^+t^U^y- 2-^JU) -5, 6-^L 

KPbf'jyy-1 (2 H) --f JU] -1,3, 5-K 'JTVy (4.21 g, 13. 

1 mmoL) %m\>\ ^^mn3A2tmm(D^m:kx^L, mmi(5 
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[0567] 

[0568] 

.17 g, tin) 'Theo 

-EAIN 3 4 6 

4- [4- (4, 	4, 	5, 	5 -5- 1-7)<)1.- 1, 	3, 	2 -:')7J- *Itt1=17 

J-2--(J1.) -5, 	6 -:')L KI=IE,):')- 1 	(2 H) -4)1.] - 1 - { 

[ 5 - 	(1- ') 7)1/A- 1=1)< 	)1/) 	7J-  7 i 	- 2 —OH )< 	)1/1 	-1, 	3, 

5 - I- ,) 7-1 -2 	(1 H) 	-7J- 

-a*fM3 4 5 Z-a 	1., tc 4 - [4- (4, 	4, 	5, 	5 -5-  I- 7 ) 	)1. 

— 1, 	3, 	2 —:'J7t*It7J1=17 	-2-4)0 - 5, 	6 -:')L KI=IE'): 

—1 	( 2 H) 	-4 )1.] 	-1, 	3, 	5 - I- ,) 7-1:')- 2 -7J- -)1. (3.32 g, 	10. 

9 mmo 0 	L2— 	(1=11=1)()14 	—5— 	( I- I) 7 )1/7J-  i=i)( 	)1.) 	7J-7IJ 

CE110, 0 -a*fN 1 6 L Ip7# 4) 	51Z ah C L, rfAiLat (2.36 g, 46cAR 

$ ) 	''N tc: . 

_.*-a*fN 3 4 7 

1 - 	(4 -1=11=1//1.) 	-4- [4- 	(4, 	4, 	5, 	5 -5- 1-7))l. 

- 1, 	3, 	2 -:')7J-*It7JD7'-2--L)-5. 	6 -:')L KI=IE'): 

—1 	(2H) —4/1.] —1, 	3, 	5 — P)77 -2 	( 1 H) —7J- 

0 -a*iN 1 	1 --e-al.,tc 4 — 	1=11=1— 1— 	(4— 	1=11=1/ 	)1.) 	— 1 

, 	3, 	5— 	') 7-1:-2 	( 1 H) 	—2t 	(128 mg, 	0.500 mmol.) 	0)1=11=1 

*)1/Ag,,,f-y (3.0 mL) 	t:.-. 	1) i 	)1. 7 Z J 	(70.0 	ill, 	0.500 mmol.) 	L 4- 

(4, 	4, 	5, 	5 —5-17)()1.— 1 , 	3, 	2 —:'Jt*Itt1=17 	-2 -4 

)1.) 	- 1 , 	2, 	3, 	6 -5-  1-7 L KmE 1):') 	(156 mg, 	0.750 mmol.) 	))1:1 

A., 25E-e4Hirmtli- Lk-  . arit-07,1. arinIt:71KA.-c 	im=1*)i.L.--e 

A ffl 1, tc . VAla 	Mfilftila7.1c--e5A341-, 	: 7.1KKOgrd-  I- I) r, IA TIM. AJER 

NL -C1'41 64-LtcRI 	I) tit/l/t 71.0 I=17 H!77 4 - (iN*It/Ei'FR 

IJI/=1/04/1) -Nit_ 	Z a.' L TVAIL-at (86.0 mg, 40%117$) 	,/f'41  

tc o 

#*? («r%0t7 'Bui 0-98) w&iu/fr«-0/L=ir^i 
ii/<4+v) -v LQ £ 
iOT< ^av^rH-AiiWw v&¥a*m¥tra?sff^ o^nww 

avir*nn£Xi^¥?>ro^M WMM 0-yn&gfEU#flfra^ v"£ 
nq.% (1 OUIUJ 09Z.-0 '6UJ 99L) r^Ci U7\ CLH 9 '£ '3 'L- (If 
>-3z 'e ' L-ir^^H ̂-s 's > '*) 

—17 -? (iOUJUJ 00Q -0 '-\n 0-0D < ̂/lr^ifi H-1 (n1" 0'e) $§£virip 

• • 6Q) (lOUJUJ 00g -0 '6ui 82L) <-£- (H L ) 3 fi H - 9 '£ ' 

L- (ir^<vi=mO-P) - L -••^-17-yn^a L 

<-£- (H L ) 3 fi H - 3 '£ ' L - [1 (y- {HZ) I -

fio^i n.H 9 "s - (ir>- s z 's 'i-

's 'p 'p) —17j -17- {^\(^<wano-p) -i 
L P £ [8990] 

°^ti? 

X[T%917 '6 98-2) vn^a?^0)ItlMI^9 in^^# My? 
ri H ) -s- (ir^mi=i£) -z? (lOUJUJ 6 

•0L '6 28"8) ir-£-3-<{*£ (\ H - 3 '£ ' L — ['ir J— (H 3) L-

<a Cio^i a.H 3.<*- 9 's- (ir>- 3 -<4: •#-&*-£.<*- 3 'e 'i-

'3 '17 '17) -17] ten 

<•£- (H L ) z-<^d fi H - 3 

'e 'L- [ir>-3-<T^^^ (ir^a-Mr*: n H ) -sj 

} - L - L1fy- (H 3) Lfio^l n.H 9 '3- (ir>-3-< 

^•iP-fr^r-l^^-3 '£ 'L-ir^^^H^-3 '3 '17 '17) —17J -17 

9 17 S [Z.990] 
°^ti? (I^M^ '6 n • 

68S6S0/£I0ZdfAL3d 333 £8UH/£I0Z OAV 
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[0569] 

[0570] 

[0571] 

-E`A,f1.13 4 8 

4— (4—L K1=1*:>E'):')— 1 —4)0 —6—)<)1.— 1 — { [5 — 

( I- ') 7 )1/7J- 1=1)( 	)1/) 	7J-  7 i 	— 2 —4 A.] 	)( 	)1/1 	—1, 	3, 	5—F.  

') 7-1:')-2 	(1 H) 	—7j- j 

*fN 2 9 2 T-Eì  	Lit 6 — )( 	)1.— 4 — () 	)1/7J- ) — 1 — { [ 

5 — 	( I- ') 7 )1/7J- 1=1)( 	)1/) 	7J-  7 i J — 2 —4 A.] 	)( 	)1/1 	— 1 , 	3 , 	5 

— I- ') 77:')— 2 	( 1 H) 	—7j-  J 	(321 	mg, 	1.00 mmo 1.) 	07 1 , 	4 —:')7J- *It 

.72/.,4y 	(1.0 mL) 	t:.= 4 — E, 	1) :')) —11. 	(202 mg, 	2. 00 mmol.) 	))1:1A_ --C))1:1M,  

MATTI OHVAtti' Lk. al/C*7'1, awl 	ifillISIN L -CM 6 41. tcJA31' 

') t it/1.)J 7 IA 	I=17 I- 	7 7 -I — (El/FRIJI//)< 51  i — )1.= 1/010/ 

1) Tall 	a' L TrktfEat (374 mg, 100%V$) V4I tc. 

.-awN3 4 9 

)( 9' J/1/ 7JJ 	1 — (6 —)( 	)1.— 4 —f*v— 5 — { [ 5 — ( I- ') 7 

)1/7J- 1=1)( 	)1/) 	7J-  7 i 	— 2 —4 /I.] 	)( 	)1/1 	—4, 	5 —L ICI— 1 , 

3, 	5— P)77 -2-4/1.) 	L'''):')-4-4/1/ 

o-a*fm 3 4 8 --e-Ei 	Lk- 4— (4 —L KI=1*:>E1'):— 1 --1')I,  

) 	— 6 — )( 	)1. — 1 — 	{ [ 5 — 	( I- ') 7 )1.7f1=1)( 	)1/) 	7J-  7 i 	— 2 — -I 

A.] 	)( 	)1/1 	— 1 , 	3 , 	5 — 	') 77:')— 2 	( 1 H) 	—7f J 	(374 mg, 	1.00 

mmol.) 	L 1- ') i)1/7-1 -Z 	(557 	µI, 	4.00 mmol.) 	07:'.;1=11=1)( 9' 	.7.4,,f-y 	(2. 

0 mL)0°C 	)1/*=)1. 	CI') K(155 µL, 	2.00 mmo l) 	-FL', 	2 

Ai T1 Hirmtv--  L tc. arty l, 	azat:.-..7.Km A_ 	1=1 1=1 )( 51 	."-etiEliffl L, 

INE 	,:,IK7IKKOgd- 	I) r, IA TIVM, 7 JERS1-  Z a L T, V1'(E-at (453 

mg, 100%V$) V4I tc. 

__-a*fN 3 5 0 

4— 	( 6 — )( 	)1.— 4 —7J- *'/ — 5 — 	f [ 5 — 	(1- ') 7 )1/7J- 1=1)( 	)1/) 	7J- 

7i-2-4/1/1 )()1/1 —4, 	5 —:'JL K1=1— 1, 	3, 	5 — P)7-1:') 

WO 2013/147183 223 PCT/JP2013/059589 

[0569] #t^/£0lJ3 4 8 

4- (4-L K• *vu vy- 1 ->r;u) -6-^5^- 1 - { f5 — 

tt-?3Ly- 2 -4)\A -1. 3. 5 — K 

U 7i/'V-2 ( 1 H) -*y 

#t^/£0!J2 9 2-e^L/c6-p<51;U-4- -1- { [ 

5- ( h 'J ^ i~)l) W7I>-2-^^] P<^U} -1, 3, 5 

— h >J TVy-2 ( 1 H) -*y (321 mg, 1.00 mmoL) GO 1 , 4-VX*-*t 

(1.0 mL) IZ4 — V J —)\s (202 mg, 2.00 mmoL) £ JP^T 

M)tT-ei00|^Ji^L/co J5J»7^ J5JS$£^J±;ISB LTtfb tltcW^ 

~^V 'J h^77 -f — (Mtx^JU/^ 0 J — ;u = 1/0^10/ 

1) XMWktZ> z (374 mg, 100%®$) £?#fc0 

[0570] #t^£0U3 4 9 

y 1 - (6-y^JU-4-7h^V-5- I [5- ( h 'J 7 

M • y ^JU) 2 --T JU] -4. 5-^bKD-l. 

3. 5 - S U TVy- 2 -4)\A \Z^)Vy-4-4 )\, 

#t£-/£0!J3 4 8 T"n J5c L/c 4 — (4-t b'U^Vtf^'JVy- 1 

) - 6 1 - { [5 - ( K 'J D MU*^-)\s) W7i>- 2— -i 

;U] ^JU} - 1 , 3, 5 - K 'J TVy-2 ( 1 H) -#y (374 mg, 1.00 

mmoL) £ K 'J Ji^JUT < > (557 /xL, 4. 00 mmoL) COVO • • ̂ 0 >/#/S (2. 

0 mL)K0°C-ep< 0 yX)\sft-)\sO • 'J K(155 \xL, 2.00 mmoL) U ^ 

^-eiBir^Ji^L/co fRjtmz7^lmXV0nn^0yX'^Ls M 

mmi(453 
mg, 100%®$) %mtzo 

[0571] #t^£0U3 5 0 

4- (6-**Jl,-4-#*V-5- { [5- (KU7^a^^) 

7IV-2-^J1/1 yfJb) -4, 5-yHKD-l. 3. S-^VTVy 
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— 2 —4)0 L', 7:')— 1 —t/l/tR t e r t —1/1/ 

-a*fN 2 9 2 T-Eì  	Lit 6 — )< )1.— 4 — 	() 	)1/7J- ) 	— 1 — 	{ [ 

5 — 	( 	') 7 )1.7f I=1)< 	)1/) 	7J-  7 — 2 — 4 A.] 	)< 	)1/1 	— 1 , 	3, 	5 

— 	') 7-1:'J— 2 	( 1 H) 	—7f J (309 mg, 0.962 mmo l) 	LE , '7 :' JJ — 1 

—)j)1/7JR 	t e r t —1/1/ (269 mg, 1.44 mmol) CE110-C, O'L' 

IN 3 4 8 L P100)51-C-Eì  	L, rfAlEat (429 mg, 97%117$) V41  AL-. 

[0572] __-a*fN 3 5 1 

6 — )< 	)1.— 4 — ( E''' 7 :')J-1   — -I )1/) —1 — 	f [ 5 — 	( P) 7 )1/7J- 1=1 

)1/) 	7J-  7 	— 2 — 4 )1.] ) 3 )1/1 	— 1 , 	3, 	5 — 	') 7-1:') —  2 

1 H) 	—7J- 

0 -a*fN 3 5 0 T-Eì  	L it 4 — ( 6 — ) )1.— 4 — 7J-* V — 5 — { [ 5 

— 	( P) 7 )1.7f I=1)< 	)1/) 	7J-  7 — 2 — 4 A.] )< 	)1/1 	— 4 , 	5 —:'J L 

KI=1— 1 , 	3, 	5 — 	') 7-1:')— 2 —4)0 E°,'7 :') 	— 1 —t/l/tR 

tert-1/1/ (429 mg, 	0.933 mmo I.) 	CE111,\ -C, 	0 -L'IN 1 3 2 LP] 

0)51-e-Eì  	L, rfAlEalt (335 mg, 	tin) 	,/f4tz:-. 

[0573] __-a*fN 3 5 2 

4— [4— 	(4 —7/1/7J- 1=17=)1.) —5, 6 —:'JL KI=IE'):— 1 	(2 

H) --f A.] — 1 — ( 4 —)< I- *:>, :'))1,) — 1 , 	3, 	5 — P) 7-1:- 

2 	( 1 H) 	—7J- 

_-* -a*fN 3 4 2 --e-a 	L tz-_-  4 — [ 4 — ( 4 — 7 )1,7J-  1=1 7 	=)1,) 	—5, 

6 —:'JL KI=IE'):— 1 	(2H) — 4 A.] —1, 	3, 	5— 	I) 77 -2 

( 1 H) 	—7f i 	(294 mg, 	1.08 mmo I.) L 1 — (fj 1=1 CI) 	)1.) 	— 4 —)( Imo 

>, j-ffJ 	(162 	µI, 	1.19 mmo I.) 	CE111,N, _.-a*fN 1 6 LP101051T 

a 	L, VA IL at (346 mg, 82%117$) V41  tc: . 

[0574] __-a*fN 3 5 3 

WO 2013/147183 224 PCT/JP2013/059589 

-2-4 )\s) y- 1 -tDlstfy It tert -y^Jls 

0^mi]2 9 2?Sj$Lfc6-?(?)l,-4- -1- { [ 

5- ( h 'J ^ i~)l) W7I>-2-^^] -1, 3, 5 

-Vx)TVy-2 ( 1 H) -^y (309 mg, 0.962 mmoL) tt^^Vy-l 

— t})\stfyWi tert (269 mg, 1.44 mmoL) #^n"j5c 

0J3 4 8£|i^©;&3re^£U b-&M (429 mg, 97%®$) £?#fc„ 

[0572] #t^£0U3 5 1 

6-*3-)\,-4- (tfl^Vy- 1 ~4 )\s) - 1 - I [5- (KU7Ma 

f^7i>-2 —T-1. 3. 5-SU77y>-2 ( 

1 H) -*y 

#^^|J3 5 0-e^L/c4- (6-p<51;U-4-^^V-5- { [5 

- ( h 'J f^7i>-2-^Jb] -4, 5-yt 

K• — 1 , 3, 5 - h 'J TVy-2-4)\y) t°^7Vy- 1 -tjJUtfym 

tert —y^JU (429 mg, 0.933 mmoL) #^n"J5c$ij 1 3 2£|W| 

*§(OT;£-e£-J$ U Hmb£^ (335 mg, £mft) £t#/c0 

[0573] #t^/£0IJ3 5 2 

4- [4- (4-yjUTl-gy X—JU) -5. 6 -y L Kg tf'J V y- 1 (2 

H) -4)\A ~ 1 ~ (4K^->^>y';U) - 1 . 3. 5-hU:py'>-

2 ( 1 H) -;fr> 

#;#'n J^c^J 3 4 2 T"n J5c L /c 4 — [4- (4-7MP7I-J1/) -5, 

6 — y L K • tf 'J Vy — 1 (2 H) -4)\y] ~ 1 , 3, 5-^'JTVy-2 

(1 H) (294 mg, 1.08 mmo L) t1 ~ (OUU^^JIy) - 4 - K^r 

V^yify (162 fj>L, 1.19 mmoL) #t£-/£0!J 1 6 £: 

SltiLs b^ (346 mg, 82%®$) £?#fc0 

[0574] #t^£0U3 5 3 
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[0575] 

[0576] 

4 — [5 —1=11=1-4— (4-7/1/7f1=17i=)1.) —5, 	6—L K1=1E') 

— 1 	(2 H) --OH — 1 — { [ 5 — ( P) 7/1/7f1=1)< 	)1/) 	7J-7i 

— 2 —4 A.] )( 3 )1/1 	— 1 , 	3, 	5 — 	') 7-1:J— 2 	(1 H) 	—7J- 

-a*fN 1 9 0 --e-a 	L tc: 4 — [ 4 — ( 4 — 7 )1.7j-  1=1 7 i =AA — 5 — L F 

CI-i-5, 	6—:'JLK1=1E'):— 1 	(2H) —4/1.] —1— { [5 —  ( 

Imo ') 7/1/7f 1=1)( 	)1/) 	7J-  7 i 	— 2 —4M 	)( 	)1/1 	— 1 , 	3, 	5 — F ') 

7-1:-2 	(1 H) 	—7J- (10.0 mg, 	0.0212 mmol.)CE110, 	.-,A,fm 8 

L P100)51--ea 	L, rfAiLatgatMt L L-C4'41 tc_-. 

__-a*fN 3 5 4 

4— (4-7/1/ 7J- 1=17i=)1.) — 5 —LK1=1*:>— 5, 	6—:'JLKI=IL"):'J 

i— 1 	(2 H) 	—t/1/7 031 	t e r t — Ys )l. 

-a*fN 1 3 1 acf__*-a*fN 1 3 6 --e-a 	L tc 4 — (4 — 7 )1/7J-  C17 

i=)I.) 	—5— 	(E/1=1-f )1/7J- *:>) 	— 5, 	6 —:'JL K1=1E'):— 1 	(2 

H) —t)i,tp 	tert -1 /1/A1*12tKOD IC'PLat(700 mg, 1.85 m 

mol.) CEI10, 0-a*1N 1 3 3 LP100)51--eaL, rfAiLat (500 mg, 

92%117$) 	14 tc . 
__-a*fN 3 5 5 

3, 	3—E' 	(L Ki=1*:»()14 —4 —7J- *`/Eil):— 1 —t/l/t 

tert-1/1/ 

4 —7J- *`)Eil):J— 1 —t)1/ 7JR 	t e r t — Ys )l. (1.00 g, 	5.0 

2 mmol.) 	(,:.:25E'T7.1< 	(2.0 mL) L'ORt ') ,,L, 	(10.4 mg, 	0.0750 mmol.) 	))1:1 

A_A-_11,:.-..40tVCIIML, 	*)1/1,,77 /1/52 L F' 	(36%7.1<g'ff-Y) 	(0.795 mg, 	9.54 

mmol.) 	))1:1A."-C2HilVItti-' Lk- o ar,t337,1, 	ar,n-y:>1) tit/l/t71-0 

1=17 I- 	7 7 -I — (1N*It/EI/FRIJI/=1/2) -"Nit,Z a.' L--e'fliE-a 

(52.0 mg, 4%117$) V4itc. 

WO 2013/147183 225 PCT/JP2013/059589 

4 - [5 -0 UU-4 - - 5 . 6 — is £. K • bf U 

- 1 (2 H) ~ 1 ~ { f 5 — ( K U 7)\stn*^)\s) 

y-2 - 1. 3. 5 - K u :py>- 2 (1 H) 

^£0J1 90tMLfc4- [4- (4 -7MP7I-J1/) - 5 - t: K 

• ̂ >-5, 6 -V L KP bf'J Vy- 1 (2 H) -^JU] - 1 - { [5 - ( 

K 'J 7)\s^ • ̂ i~)l) W7I>-2-^^] -1, 3, 5-K'J 

7Vy — 2 ( 1 H ) —>(10. 0 mg, 0. 0212 mmoL) 6 8 

LTt#/co 

[0575] #t^£0U3 5 4 

4- (4-7JUT|-a7x—JU) - 5 - bl Kg=fr»>-5. 6 - ̂  bl K • bf U ^ 

y-\ ( 2 H) -tuistfyf® tert-7 

#t^£0U 1 3 1 #t^£0U 1 3 6 -ei=rj$ L tc 4 - (4 - 7 • 7 

x-;u) - 5- (tf A'I=K Jls^-^-V) -5, 6-V L KP bf 'J *>*>- 1 (2 

H) tert - 7"51>'UMti'f^frCD^M/^i'n!t:^)(700 mg, 1.85 m 

moL)£ffil\ 1 3 3 U ^H-fb"^] (500 mg, 

92%J») zmtco 

[0576] #t^£0U3 5 5 

3. 3-bfx (bKa^^ji/) -4—^^vbf^uy>- 1 -t))\stfy 

It tert- 7"^^ 

4 — ^ + V bf^ 'J Vy— 1 — tert - ̂ fib (1.00 g, 5.0 

2 mmoL) (2.0 mL) 'J 0 A (10.4 mg, 0.0750 mmoL) 

x/c^C40oC^-eiP^L^ *JUA:PJU^LK (36%7K;#^) (0.795 mg, 9.54 

mmoL) £JP^.T20|^jf ££ L/c0 'J 7 A^7 

• 7h^77-f - (^^rHt>/M|x51>'u=i/2) 

$) (52.0 mg, 4%lM) £?#fc0 
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[0577] 

[0578] 

[0579] 

-a*M3 5 6 

3, 	3 — E' 	[ 	()< 	..)<I) 	)<)1.] 	—4 —7J- *NiEl) 	— 1 

—t/l/tft 	t e r t —'7)I. 

-a*M3 5 5 --C-Ei 	Lit 3, 	3 —E' 	(L K1=1*:>)J1/) — 4 —7t 

*N/L° 	'):')— 1 —t/l/tOgt 	tert-1/1/ (376 mg, 	1.45 mmoL) 

0):')I=11=1)< 51 	'74'ff-Y 	(7. 0 mL) t:.= N , 	N —:')-f V 7°1=1E/1/ 7°1=1E/1/ 	i)1, 

7Z J 	(469 mg, 	3.63 mmol.) 	Li=ii=i 	()<1*:>) 	)< ,9' i 	(245 mg, 	3.05 m 

moL) 	))11A., 	25E0. T 1 El RI 	L tc. ag.337,1, 	azat:.-.71<A., 	i=11=1 

*)1,1,--etdiffl L tc. VMJE 	,:,IVIKKOgrd- 	I) r, IA TIM, WEAN L -C1'41  6 

	

t.tcRliI) t it/l/t 71A 	1=17 	7 7 -I - (1N*It/E1FOgtill/=1/ 

1-1/2) Tatk. -Z a'. L TrfAiLat (233 mg, 48M5($) V4i tc_-. 

-a*M3 5 7 

5, 	5—I' 	[ 	()< Ii 	:>)< 	..:>) 	)<)1/1 	—4— 	{ [ 	(P)7/1/7f1=1)< 

)1/) 	)1/7J=)1.] t *:>1 	— 5, 	6 —:'JL K1=1E') :'JJ — 1 	(2 H) 	—t 

)1/t A31 	tert-1/1/ 

-a*fN 3 5 6 --eaLtz-_- 3, 	3-1':'Z[ 	()< Ii 	:>)< F 	..>) 	)<)1. 

] —4 —7J- *NiEil):J— 1 —t/l/tOgt 	t e r t —1/1/ (233 mg, 0 

.671 	mmol.) 	0)5 17 L K 1=17 7 	'74',4-Y 	(6.0 mL) 	6:.:0°C-et 	') r,./-xE( 

1) )< 	)1.:> 1))1.)7Z F 	(1.0MT- 17L K1=177 	'74',4-Y) 	(740 	µI, 	0.740 m 

mot.) 	))11A. --0531'114-'1_,AL-1, 	1 , 	1 , 	1 —Imo') 7J1.7J-  1=1 — N — 7 i=j1,— 

N — 	[ 	( 	') -7/1/7f 1=1)< 	)1.) 	)1/7J=)1/1 	)< 51  i ZJI.t7Z K(287 mg, 

0.804 mmo 0 	))11A. --C25.[TaT1 Ellti' 1, tc. ag.337,1, aiii.31,AllaINL 

-C1'41 64-LtcRII)tit/l/t 71.01=17 17 7 4 — (,N*It/EI/FOgti 

)I/=1/01/1) --at,Zz.:L-erfAlEat (211 mg, 66%117$) V41  tc_-. 

-a*M3 5 8 

4 — 	(4 —7/1/7f1=17i=)1.) 	—5, 	5—I' 	[ ()< Ii 	:>)< F 	>) 	)< 

WO 2013/147183 226 PCT/JP2013/059589 

[0577] 5 6 

3. 3-bfX [ V-^rV* S4=-^) — 4—^-%-V Vy—1 

-JjJUtfyM tert -y^JU 

5 5?-£j$Lfc3, 3-bfX -4-tf 

V tl0/^'J ^— 1 —joJlstfyIt tert — (376 mg, 1.45 mmoL) 

(D V 0 • • * 0 y&%L (7. 0 mL) K N, N - y-f V 7°• tfJU 7°• tfJU x 

y$.y (469 mg, 3.63 mmoL) b 0 • • (^ K^ri>) ^ 0 > (245 mg, 3.05 m 

moL) ^-eiSS^L/co 0 •• 

/i-NjuA-eaai L/CO K 'j OA-e&m, M&MffiLrmb 

tlfcBfeZV 'J t)?Jlst)7AO PV h^77^ - (^^THt>/M|x5l>'U = 1/ 

1->1/2) (233 mg, 46%®$) %mtzo 

[0578] #t^£0U3 5 7 

5. 5-b'X [ (^ S^>) y^JU] -4- { [ (SU7JU^gy 

^JU) TJUfr-jU] X*V) -5. 6 Kg L°U 1 (2H) 

JU/-K>B£ tert -7'^JU 

#t^/£0!J3 5 6-ei^J5£L/c3, 3-tfX [ (p< h^>P< h^» *^)\s 

] — 4 — v 'J Vy— 1 — t e r t—(233 mg, 0 

.671 mmoL) 07^ K 7 tl K • 7 7 (6. 0 mL) tC0°C"T:'"t" K 'J 0 A tfX ( h 

'J ^ -^Ji/V 'J J\y) 7 $ K (1. 0M7^ K 7 tl K • 7 7 >/#/S) (740 AIL, 0.740 m 

moL) £flPa.T5#i£#L7M^ 1, 1, 1 — h 'J DM • - N - 7 x ~;U — 

N- [ ( h 'J 7)is?f • ̂  ̂ -)i) X;U/1N-;U] p< o yxjifcyy^ K(287 mg, 

0.804 mmoL) £jbPa.T^-C1 SS# L/c0 J5J»7^ 

'J i^7A^P7 h^77^ - (^^WMtx^1 

;u = 1/0^1/1) (211 mg, 66%®$) £?#fc0 

[0579] #t^£0U3 5 8 

4- (4—7 )\y^ • 7 x —)[/) -5. 5 - bfX f (* K *V * K^f>) 
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[0580] 

[0581] 

[0582] 

)1.] — 5, 	6 —:'JL KI=IE'):'J— 1 	(2H) —t/l/tft 	t e r t-1 

)1. 

__-a*fN 3 5 7 --e-al,tz-_-  5 , 	5 — E' 	[ 	()( 	..:>)( l* :>) 	).)l. 

] — 4 — 	{ [ ( P) 7/1/7f1=1)< 	)1.) 	)1/7J=)1.] t*'} 	—5, 	6 —:'JL 

K 1=1 E 1) :'Ji — 1 	(2 H) 	—)j)l/tR 	tert-1/1/ (211 mg, 	0.439 

mmol) cE110---co-awN 1 3 9 L Roo 	51z-EA 1,, 	'k.1.1E-altt (104 

mg, 56%V$) V41  AL-. 

__-a*fN 3 5 9 

4— 	(4 —7)1/7J- 1=17i=)1.) 	—3, 	3—I' 	[ ()( Ii 	:>)( F 	') 	)( 

A.] — 1 , 	2 , 	3 , 	6 —5- 	7 L K 1=1 E') :'JJ 	') 7 )1.7f CI K031± 

-a*fN 3 5 8 --e-a 	L tc 4 — ( 4 — 7 )1/7J-  1=1 7 i =)1.) —5, 	5 — E 

[ 	()( Ii 	:>)( F 	..>) 	)()1.] 	—5, 	6 —:'JL KI=IE'):— 1 	(2H 

) 	—t)1/7JR 	tert-1/1/ 	(40.0 mg, 	0.0940 mmol) 	0):'J fJ I=11=1)( 

'91 	'7•4 'fa 	(0.80 mL) 	6Z251EIT 	') 7/1/7J- 1=1E/FR 	(40.0 	µI, 	0.538 mmo I.) 

MA:Z- 1E1M' L tc. arz* 7'1, WEAN L-CrfAlEat ogatmt v47-c_- 

. 
__-a*fN 3 6 0 

4 — 	(4 —7/1/7f1=17i=)1.) 	—3, 	3 — E' 	[ ()( 	..:>)( F 	>) 	)( 

)1.] 	L''' '):'JJ— 1 —t/l/tR 	tert-1/1/ 

-a*fN 3 5 8 --e-a 	L tc 4 — ( 4 — 7 )1/7J-  1=1 7 i =)1.) —5, 	5 — E 

[ 	()( Ii 	:>)( F 	..>) 	)()1.] 	—5, 	6 —:'JL KI=IE'):— 1 	(2H 

) 	—t)1/7JR 	t e r t —1/1/ (50.0 mg, 	0.118 mmol) 	CE110-C, 	0 

-a*fN 9 8 L liA00)51-e-Eì  	L, 	'k.1.4E-altogatmtv4i-c, -t.a) 

)10if'i')EilkiNtc. 

__-a*fN 3 6 1 

WO 2013/147183 227 

j\y 1-5. 6 -V b K'D tf'J Vy- 1 (2H) 

PCT/JP2013/059589 

tert-7" 

5 5-tfX [ (* K^>P< K^» * ̂ )\s 

] -4- { [ ( K 'J XJU/IN-JU] -%5rV} -5, 6-Vt 

K • tf 'J ^ — 1 ( 2 H) te rt-7°fib (211 mg, 0.439 

mmoL) 1 3 9 |W]*§(OT;£-e£-J$ U (104 

mg, 56%®$) £?#fc0 

[0580] #t^/£0IJ3 5 9 

4- (4-7JU7ha7x-JU) -3. 3-tfX [ (^ K^->y K^->) ^ ̂  

JU] - 1 . 2. 3. 6 -=r h7 L K'D bf U S>'> K U 7JU;fr • HEfl&fia 

#^^|J3 5 8-e£-J5£L/c4 - (4-7iWP7i-^) -5, 5 - tf 

X [ (p< K^>P< K^>) P^JU] - 5, 6 — ^ t: K • bf 'J Vy — 1 ( 2 H 

) tert -7"^^ (40.0 mg, 0.0940 mmoL) (DVOUUt 

0 yWflk (0.80 mL) K 'J 7Jls?f PMI (40.0 /xL, 0.538 mmoL) £ 

2jD*.Tis£#Lfc„ 

o 

[0581] #t^£0U3 6 0 

4- (4 -7UD7i-Jb) -3. 3-bfX [ (* K^f>) ^ 51 

>)U] bf^'jy> - 1 tert -7"^^ 

#^^|J3 5 8-e^L/c4 - (4-7iWP7i-^) -5, 5 - tf 

X [ (* blrV* b*V) -5, 6-V t KP tf 'J Vy- 1 ( 2 H 

) — t})\ssftyWi tert — (50.0 mg, 0.118 mmoL) 

-gJ$M9 8 £|W|*§(OT;£-e£-J$U 

[0582] #t^£0U3 6 1 
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4— (4 —7/1/7f1=17i=)1.) —3, 	3 — E‘ 	[ 	()< I-*:>)<F 	..>) 	)< 

A.] 	E''. '):J 

-a*fN 3 6 0 --e-a 	1., tc 4 — ( 4 — 7 )1/7J-  1=1 7 i =)1.) 	—3, 	3 — E 

[ 	()< I*:>)<H -.:>) 	)<)1.] 	E,'') :JJ— 1 —t/l/tR 	tert 

— .y')1,0)gatttt 	jEll 0-c, 	-a*fN 1 3 2 L Hoopa-e-a 	L, 	 

EA lEat (58.8 mg, 	if li rlig ) 	14 tz-_-  . 

[0583] -a*fN 3 6 2 

4 —  f4 —  (4 —7/1/7f1=17i=)1.) —3, 3 —E‘ 	[ ()< ..:>)< 	Ii 	:> 

) 	)< 	)1/1 	E°'') :') 	— 1 — 4 )1/1 	— 6 —) 	)1.— 1 — 	{ [ 5 — 	( 	') 7 )I. 

t1=1)< 	)1/) 	7J-  7 i 	— 2 —4 /I.] )< )1/1 	— 1 , 	3, 	5 — P) 7-1: 	— 

2 	(1 H) 	—7J- 

-a*fN 3 6 1 Zah 1., tc 4 — ( 4 — 7 )1/7J- 1=17 i =)1.) 	—3, 	3 — E 

[ 	()< 	..:>)< Imo.:>) 	)< 3 )1.] 	E,'') :') 	(58.8 mg, 	0.180 mmot.) 	CE11 

kiNT, 	__-a*fN 3 4 8 L IAJ 	10 	51Z ah c L. 	'k.'llEalt (14.0 mg, 	16% 

JIRS) 	''f'47c_- ,, 

[0584] __*-a*fN 3 6 3 

4 — [ 1 1 — 	(4 —7/1/7J- 1=17i=)1.) 	— 2, 	4 —:')7J-*It — 8 —7-11fE 

1=1 [5. 	5] r,52t-8-4/1.] —6—)<)1.— 1 — 	{ [5 — 	(I- 1)7 

)1.7f 1=1)< 	)1/) 	7J-  7 i 	— 2 —4 A.] )< )1/1 	— 1 , 	3, 5 — 	') 7-1:'J 

—2 	(1 H) 	—7J- 

_-* -a*fN 3 6 2 --e-al., tz-_-  4 — { 4 — ( 4 — 7 )1,7j-  1=1 7 i =AA —3, 

3 — E 	[ 	()< Ii 	:>)< Imo.:>) 	)< 	)1/] E',' '):)— 1 —4 )1/1 	— 6 —)< 

)1/ —  1 — 	{ 	[ 5 — 	( 	') 7/1/7f 1=1)< 	)1/) 7J-  7 i 	— 2 —4 A.] )< 	)1. 

} 	— 1 , 	3, 	5 —1') 7-1:')-2 	(1 H) —2t 	(10.0 mg, 16.6 	gmol.) 	0) 

1 , 	4 — 	7J-*It 	'74'ffI (600 µL) 	6:.:12MYEAR (200gL) ))1:1A., 	60°C2 

WO 2013/147183 

4- (4 -yju^-uy JI-JU) 

jul u v 

228 PCT/JP2013/059589 

-3. 3-bfX f ^^rV?*- K^'v) .X51 

#;#'n J^c^J 3 6 0 T"n J5c L /c 4 — (4-7i^P7i-^) -3, 3 - tf 

X [ (p< ^^rV?1- K^r'v) .X^JU] tf^ 'J Vy— 1 tert 

T, #t^£0U 1 3 2 £|W]*§(OT;£-e£-J$U H 

(58.8 mg, £ilft) *k%tc0 

[0583] #t^£0U3 6 2 

4- {4- (4-7;UT|-a7x-;U) -3. 3-bfX [ (^ 

) y^JU] 1 ~^JU) -6-y^JU- 1 - I [5- (HJ7JU 

^^7x>-2-^JU] y^JU) -1. 3. 5-K'J7S;>-

2 (1 H) -a-> 

##nJ$®|3 6 1 -e-^J55cL/c4 - (4-7i^P7i-^) -3, 3 - tf 

X [ (p< K^r'v) P^^^U] (58.8 mg, 0.180 mmoL) 

lNT\ #^JS^!I3 4 8 Hmb£^ (14.0 mg, 16% 

W) *mtco 

[0584] #t^£0U3 6 3 

4- [1 1- (4-7JUT|-a7x-JU) -2. 4 8 - T-ifZb? 

• [5. 5] py^-hy- 8 -4)\A - 6-^^)1- 1 - { [5- (KU7 

^7I>-2-^^1 -1.3. 5-KU^y> 

- 2 ( 1 H) -;fr> 

##£-J$0!l3 6 2-e^L/c4 - {4- (4-7i^P7i-^) -3, 

3-tfX [ (* h^>P< h^>) ^JU] 1 -4 )D -6-t 

^)\y- 1 - { [5 - ( h 'J DMU*^-)\s) ^7I>-2-^^] 

} - 1 , 3, 5 - K >J TVy-2 ( 1 H) (10.0 mg, 16.6 Atmol) 0 

1, 4.-yx*-y-y*&fo (600 M K12MJ^I| (200ju,L) 60°Ce2 
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[0585] 

[0586] 

[0587] 

Hircv-Ltc. artA-Ymfliantd- F ') r,I.,, — 	1=11=17J)1/11,gat:.-.1i5-F l.„ 

1=11=1*/1/1,, TA ffl 1., it. VAN, 	,;.71K 	b-  I-') r, ATtVgA, 	31 a3 

-0141 64-LtcRgi')tit/l/t 71.0 1=17 I7 7 4 — 	 R=3  

)1/=1/40/1) --at,Zz.:Lt:.-..ck .D -CrfAiLat (6.60 mg, 76%V$) 

114 it. 

__-a*fN 3 6 4 

(R) —4— (4-7/1/7f1=17i=)1.) — 5 —LK1=1*:>— 5, 	6—:')LK 

M E'):'J— 1 	(2H) —t)1/7JR 	t e r t —1/1/ 

-a*fN 1 3 1 --e-al.,tz-_- 	(R) 	—4— 	(4 —7/1/7f 1=17 i=JI.) 	—5 

— 	(E/1=14/1/7f*:>) 	— 5, 	6—:'JL K1=1E'):— 1 	(2H) 	—)j)I/7J 

Jgg 	t e r t —1/1/ (50.0 mg, 	0.132 mmol.) 	0)1, 	4 —:'J7J-*It 	(50 

0 µI) 	—7.1< (100 µI) gr1y6:.-..71<plEi) 	r, 11. —*Mt (17.0 mg, 	0.405 mm 

ol) 	))1:1A_115°C-e1011i1VItt'Ltc_-. arz*7,1, ar,n-Y*7)1,t7A-e3 

*1_,, 	Ye#A1. 	;141._17f 1, AL-. 
__-a*M3 6 5 

(S) —4— (4-7/1/7f1=17i=)1.) —5 —LKI=1*:>-5, 	6—itK 

1=1 E'):'J— 1 	(2 H) 	—t/1/7 031 	t er t —1/1/ 

-a*fN 1 3 6 --e-Eì  	Lk-  ( S ) —4— (4 — 7 )1.7f 1=17 i=j1,) —5 

— 	(E/1=14/1/7f*:>) 	—5, 	6—:'JL K1=1E'):— 1 	(2H) 	—)j)I/7J 

Jgg 	t e r t —1/1/ (50.0 mg, 	0.132 mmol.) 	0)1, 	4 —:'J7J-*It 	(50 

0 	µ,L) 	—7.1< (100 	µ,L) gr1y6:.-..71<plEi) 	r, 11. —*Mt 	(17.0 mg, 	0.405 mm 

ol) 	))1:1A_i 15t-e10Hemmt-  Lk-. arz*7,1, ar,n-Y*7)1,t7A-e3 

*1_,, 	Ye#A1. 	;141._It 1, AL-. 
__-a*M3 6 6 

1— (4-1=11=1— 1, 	3, 	5 —P)77 -2-4/1.) —4— (4-1=1 

1=17 i=)1.) 	1'°'.') :'JJ — 4 —7—)1. 

WO 2013/147183 229 PCT/JP2013/059589 

mmmnLtc0 K u oA-o • nMAfemzffiT u 
0 • P/1-N>iUA-efflai Ltco K 'J VA-e&tiks MJBfls L 

T?#£*l fcB)g%y 'J PV h^77^ -

;i/ = 1/4^0/1) (6.60 mg, 76%®$) £ 

f#fc„ 

[0585] #t^£0U3 6 4 

(R) -4- (4 -yjly^-uy Ji-Jly) -5-bK'P^>~5. 6-y'bK 

• b°uy>-1 ( 2 H) -hJIstfy It te rt-7'fib 

#^-n^iJ 1 3 1 "e^L/c (R) -4- (4-7i^P7i-^) -5 

- (t°/<p^;u^^^) -5, 6-Vt KP tf'J *>*>- 1 (2 H) 

>lt tert— (50. 0 mg, 0. 132 mmoL) 01, 4 — (50 

0 AIL) -7K (100 AJ-L) 'J A—(17.0 mg, 0.405 mm 

oL) £iP^115°C-ei00|^Ji^L/co J5J»7^ 

[0586] #t^£0U3 6 5 

(S) -4- (4-7JUT|-P7X— JU) -5-b KP^->-5. 6-^bK 

Pb°'jy>-1 ( 2 H) ~^JU/-K>lt te rt-^fib 

##• J$0!l 1 3 6 T"nj3c L/c (S) -4- (4-7i^P7i-^) -5 

- (t0/<p^;u^^r^) -5, 6 —V£. K P tf 'J Vy — 1 (2H) 

>lt tert— (50. 0 mg, 0. 132 mmoL) 01, 4 — V^^r+fy (50 

0 At- L) -7j< (100 At- L) ;#^tC7KII'fb 'J A—(17.0 mg, 0.405 mm 

oD £ip^ii5°c-ei00i^ji^L/co &j»7^ K^L^=7)^=7A-e^ 

[0587] #t^£0U3 6 6 

1- (4-3PP-1. 3. 5 - K U TV y- 2 -4 ;U) -4- (4-^P 

P7i— ;U) tf^ U $/ >- 4 -;fr— ;U 
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[0588] 

[0589] 

[0590] 

4 — (4 — 	mi=i 7 i=)1.) 	I °'') :') 	— 4 — 7J- -)1/(705 mg, 3.33 

1E110, 	-a*fN 3 4 1 LP101051--C-aL, 	'k.1.1E-alt (370 mg, 

115($) 	,/f'47.z. 

__-a*fN 3 6 7 

4— [4— 	(4-1=11=17i=J1.) 	— 5, 	6—:'JL K1=1E'):')— 1 

mmol.) 

34% 

(2H 

) 	--()l.] 	—1, 	3, 	5 — P)7-1:')-2 	(1 H) —7J- 

7 :') 

(200 m 

-a*fN 3 6 6 --C-Ei 	L tc 1 — ( 4 — 	pm — 

— 2 --( )I.) —4— (4 — 	1=11=1 7 i =AA 	E°,' 'J 

g, 	0.615 mmol.) 	JEll 0, 	-a*fN 3 4 2 L 

It (400 mg) 	Ad!tt L L-Cffitc. 

__-a*fN 3 6 8 

7 —i:'J)1.— 9 — (4 —7/1/7f1=17i=)1.) —3 

1 , 	3, 	5 — 	') 

:')— 4 —7J- -)1. 

;1Zahc 	'k.1.'(Ea 

—7J- *It— 7 —7 1fE:> 

CI 	[3. 	3. 	1 ] 	) 	—9— 	—J1. 

—i % 	3 — t*It 

mg, 	2.00 mmol.) 

1 m7.1KRIEt 1-

,K7.1KKogrd-  I- i) r, IA 

(77 Zi) t7 IA 

-"Nit,Z a.' L Trak 

[3. 	3. 

4 —7/1/7J- 1=1 -ff 	9.'1E7 	,:>',./_x 	(21\./1:')IJI/I-5-)1474'ff-Y) 

(5.0 mL, 	10.0 mmol.) 	(ZOtT 	( 1 R, 	5 S) 	— 7 

—7-7'D[3. 	3. 	1] JJ- -9-7J- (462 

it -F L, 22--e1rictiLtc. aFt43 7,1, aZat..71<L 

i) r, IA7.1Kg'ff-Y 	)iii A., 	1,FRi 	)1.---etEliffl L, tc. 	VMJE 

-TIM 	ifillE&E'S'Zz:L ---(141 6411L-R37A ,)th2)1. 

1=17 I- 	7 7 -I — (1N*It 	/El/FRIJI/=5/1) 

at (156 mg, 	24%117$) 	,/fttc. 

__-a*fN 3 6 9 

9— (4 —7/1/7J- 1=17i=)1.) —3 —7J- *It— 7 —7-11fE:>1=1 

1 ] ) t 	— 9 —7J--)1. 

WO 2013/147183 230 PCT/JP2013/059589 

4 — (4 — 0 • • 7 x_JU) 'J Vy — 4 — — JU(705 mg, 3.33 mmoL) 

#t^£0U3 4 1 mmit-&M (370 mg, 34% 

®$) zmtco 
[0588] #t^£0U3 6 7 

4- [4- (4-^aa7x—;u) -5. 6 -»>* b Ka bf'J V y- 1 (2H 

) -4JU1 - 1 . 3. 5 - K U 7i/'>-2 ( 1 H) -#y 

#^^|J3 6 6-e^L/c 1 - (4-^PP-1 , 3, 5-h 'JTVy 

-2-4 )\s) -4- (4-^PP7i-Jb) V'y-4-jf—JIs (200 m 

g, 0. 615 mmoL)£:ffil\ 3 4 2 t U ^H-fb-n 

ty} (400 mg) LTf§/c0 

[0589] #t^/£0IJ3 6 8 

7 — 9 — (4 — 7 )[/^ • 7 X— ;u) — 3 — ^ 7 — 7+f bf -> 

[3. 3. 1] 7 ±>-9-X— )\s 

4 - 7Mu^yHy JMbvo^vo A (2Mi/ifjn-jikM) 
(5.0 mL, 10.0 mmoL) K0°C-e (1R, 5S) - 73 

— 7— T'+ftf'v^P [3. 3. 1] Sj~y-9 - ̂>(462 mg, 2. 00 mmo L) 

£)TFU 1 MTKSHb^ K 

•J ^ L/co K 'J OA 

xwk, tcm^v^ti^^ (y$;m ±>=>A 
^P?h^77< - (^^rHt>/M|x5l>'U = 5/1) X^nWkt Z> Z 

£•$) (156 mg, 24%®$) £?#fc0 

[0590] 3 6 9 

9- (4-7MP7I~J1/) - 3 -Tl-^-t- 7 -7~tf bf->^ • [3. 3. 

1 ] Jj-y-9-t-)ls 



WO 2013/147183 
	

231 	 PCT/JP2013/059589 

[0591] 

[0592] 

[0593] 

0 -a*fN 3 6 8 --e-Ei 	Lk-  7 —i 	:'J)1.— 9 — (4 — 7 )1,7j- i=i7 i=j1, 

) — 3 — 7f*It —  7 —71fE:>1=1 [3. 	3. 	1 ] JJ- J-9-7—)1. (72. 

5 mg, 0.231 mmol.) CE110-C, o-a*fm 2 2 6 LITA00)51-  - e a 	L , 

ME at (35.6 mg, 85%Ji7$) V4Itz-_-. 

__-a*fN 3 7 0 

Ct r ans —3 —7Z ) — 1— (4 —7)1,7J- 1=17 i=j1,) :>1=1 y)1,i 

,9' J -)1, 

-a*fN 2 5 5 T-Eì  	Lk t r a n s-1— (4 — 7 )1.7j-  m 7 i=j1,) 

— 3 — L K1=1*:>:>1=1151 t/l/tR 	)< 	)1/ (177 mg, 	5.00 mmol.) 0) 

5i-7 I K1=177 474'/II (5.0 ml-) 	t:=7.1KAIL ') 	r,./-x7-1/1/Z=r,./-x 	(38.0 mg 

, 	1.00 mmo 1.) 	)]QA. --c, 25E--elowimmt-o-c_-. 	,t337,/, azat: 1 M 

A 	ff, JER' L tc. 146 tt.tcCtWt t:.= 	1=1 1=1 )( 51 	)ili A.-CA:K*0,RJ- 

I) r, 1-,. TtVIA, Al 	Z a.' L TrktfEat (95.3 mg, 98%117$) 	1'4' tc: . 

__*-a*fN 3 7 1 

N— 	( 	') 7 )1.7f 1=17 -t)1.) 	—N' 	— 	( 	{ 	[ 5 — 	(1 	') 7 )1.7f 1=1)( 	)1/) 

7J-  7 i J — 2 —4/1.] ) 3 )1/1 t/1//r AA t)i,/QA 4 z K 	7j- ok 	)( 

o-a*fm 2 9 O Z-a 	L tc N — [ ( { [ 5 — ( 	') 7J1.7J-  C1) 	)1/) 

7J- 7i i — 2 —4 A.] )( 	)1/1 7Z i) t/l/t=)1/1 —t/l//11.-f Z 17J- 

R 	)< 	)1, 	(29.7 mg, 	0.100 mmol.) 	L I-') 7J1. 7J-  1=138E/FR 	(1. 0 mL) 	E111,\ 

--c, ,-a*R3 2 7 L P101051T-Eì  	L, rfAlEataAdtMtV41 7L- 

0 

-a*fN 3 7 2 

4— 	()< 	)1/ 7J- ) 	—6— 	( 	I) 7 )1.7f 1=1)( 	)1.) 	—1 — 	{ [ 5 — 	( 	') 7 

)1.7f 1=1)( 	)1/) 	7J-  7 i 	— 2 — 4/1.1 	)( 	)1.] 	— 1 , 	3, 	5 — 	') 7 -1:') 

WO 2013/147183 231 PCT/JP2013/059589 

##nJ$0U3 6 8 T"n L/c 7 -s<yV)\s-9 - (4-7MP7x-Jb 

) - 37-T+t' ]£*/$ • [3. 3. 1] Ji~y-9-J-)ls (72. 

5 mg, 0.231 mmoL) 2 2 6 £ U ^ 

Mib-&M (35.6 mg, 65%J») £?#*:„ 

[0591] #t^/£0IJ3 7 0 

ft rans-3-7$;~1- (4 -7MD7i-ib) • 7"^^] 

* 0 J ~)\y 

#^"n $£#!] 2 5 5 T"n J5c L/C t rans — 1— (4—7 P7i —JU) 

- 3 - L stalls (177 mg, 5.00 mmoL) CO 

•x K ^ t: K • 7 ̂  (5. 0 mL) tCTK^b 'J 3~0 ATJIy$. — 0 A (38. 0 mg 

, 1.00 mmoL) £JP;LT, ^-£10#^# L/c„ J5MC 1 M 

TKI £ifci~ K 'JO A7K/#/S<^7^ K 7 t. h*P7 7 K 3i/l Ls 5 

^£MJ±)IlsL/co • n* 0 y^lNXTWUMil-

vjoA-zm^ (95.3 mg, 98%J») £?#&„ 

[0592] #t^/£0lJ3 7 1 

N- ( h> U 7JU7I-D ^-tz^JU) -N' - ( { [5- ( S U 7JU7|-ay ^JU) 

±ik 

#t^/£0!J2 9 O-e^L/cN- [ ( { [5- ( K 'J DM • ̂ ^JU) ^ 

^7iv-2-'f )i/] y$.y) ^;u/if-;u] -^JUA'A^ $ 

II (29.7 mg, 0.100 mmoL) £: h 'J OJlsjf • IS@| (1.0 mL) 

T, 2 7 tffiffi(DjmT'£j$Ls ^Mit^(D%^m^%tc 

o 

[0593] #t^£0U3 7 2 

4 - (^^U^) - 6 - ( K U -JMU*3-)l) - 1 - I [5 - ( K U 7 

MU*3-)\s) f^7i>-2-^^) ^^U] -1.3. 5-S'J7S;> 
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—2 	(1 H) 	—7J- 

o-a*fm 3 7 1 --e-a Lk N — ( I- ')7/1/7J- D7-t)1.) 	—N' 	— ( 	{ 

[ 5 — 	(I- I) 7 JI/A- 1=1)< )1/) 	7 7 i — 2 --f )I.] 	)< 	)1/1 	t)i.ir 

AA t)I//Qx-f Z K7J-Ogrb<)1/19)AdtMtCE110-C, o-a*fm 3 2 8 L 

Plea)51--e-aL, rAlfa t (21.3 mg, 57%117$) 	,/iI4tcc. 

[0594] __*-a*fN 3 7 3 

N — 	[ ( { [2 — 	( I- ') 7 )1/7J- 1=1)< 3 )1/) 7"J—J1. — 5 --f JI.] )< )1/1 

7 --.Z )) t/l/t=)1.] — t /I./ 	./_1,-( ..-Z K7J-R 	))i. 

[2— 	( I- I) 7 )1/7J- 1=1)< )1/) 	7 V—)1. — 5 --f )I.] )<517 ..-Z (370 

mg, 	2.03 mmol.) 	CEIlk,N, -a*fN 2 8 9 LP101051"-eaL, 11E 

at (607 mg, t 1201g) V41 7-c_-. 

[0595] -a*fN 3 7 4 

6 — )< 3 )1.— 4 — 	()< 	)1/7) — 1 — { [2 — 	( I- ') 7 )1/7J- 1=1)< 	)1/) 

77 `i—)I.— 5 --f A.] )<)1/1 — 1 , 3, 	5 — I- ') 7-1:'J— 2 	( 1 H) —7J- 

-_* -a*fN 3 7 3Z-a L tc N — [ ( 	{ [ 2 — 	( 1- 1) 7J1.-CI) 	)1,) 	• 

77 `i—)1.— 5 --f A.] )< 3 )1/1 	7 --.Z )) 	t/l/t=)1.] 	— t /I./ 	./_1,-f --.Z K7J- 

R 	)< 	)1, 	(607 mg, 	2. 03 mmo l) 	CE111,N, *-a*fN 2 9 2 L Plea)  51--e 

—a 	L, rAlfa t (630 mg, 07%117$) V41  Az-  . 

[0596] -a*fN 1 

1 — 	(4 — 	i=i i=ii:')/1.) 	—4— 	[4— (4 —7/1/7J- 1=17i=)1.) 	E', 7 

/ -1 —OH —1, 3, 5 —P) -J-1:')-2 	(1 H) 	—7J- 

o -a*fm 3 -e -a 	I., tc: 4 — [ 4 — (4 —7)1,7J- D7i=)1,) 	1'''' .7j 

— 1 --f )I.] 	— 1 , 	3, 	5 — Imo') 7-1:— 2 ( 1 H) 	—2f 	(8.48 g, 30.8 

WO 2013/147183 232 PCT/JP2013/059589 

- 2 (1 H) -*y 

#t^£0J3 1 1 tML/cN- ( K 'J DM nTiz^)\y) — N' — ( { 

[5- ( h 'J DM • f^7iV-2-'f Jly] 

)l) tl)\yy<A4 < 3 2 8 £ 

U (21.3 mg, 57%®$) ^%tc0 

[0594] #t^£0U3 7 3 

N- [ ( { [2- (KlJ7Ji/^a^51Ji/) ^T7'/—;u-5 ~^;u] 

T7$ y) ;u] -^UA'iW $ 

[2- (KuDMu*^-)\s) TTV-JI-5-4Jis] ^oyy^y (370 

mg, 2.03 mmoL) J^ij 2 8 9 t H;f§ (TO ;£"£"• U ^HHb 

£•2$) (607 mg, £ilft) *k%tc0 

[0595] #t^£0U3 7 4 

6— 4— (^51>'U517l') —1— I [2— ( h U 7 JUTF • ̂ ̂ JU) 51 

^V-JU-5-^JU] y ^JU) - 1 . 3. 5 - S U 3P^>-2 ( 1 H) -* 

y_ 

#t^£0U3 7 3 T"n J5c L/CN- [ ( { [2- (h'J7^P^fJl/) 51 

- 5->ni/] ;^u} ^;u^-;u] -^JUAA^ $ 

II *^)\s (607 mg, 2.03 mmoL) #t£-/£0J 2 9 2 t mffiaJjfeV 

1§rj3cU mmit-&M (630 mg, 97%®$) £?#fc„ 

[0596] ^/£0IJ 1 

1- (4-o nn^yVju) -4- [4- (4-7MD7I-J1/) 

»>*>- 1 -4)\A - 1 • 3. 5 - K U TVy-2 ( 1 H) -;fr> 

#^"n $£#!] 3 T"nJ5c L 7c 4 — [4- (4 - 7JUTT • D x ~JU) tt^Vy 

- 1 -^;u] - 1 , 3, 5 - K <J TVy-2 ( 1 H) -#y (8.48 g, 30.8 
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mmo 1.) 	0) N, 	N —:'))( 	)1/*/1/1,.77 -Z Kg'ff-Y (170 mL) t:.= 4 — 1=11=li:') 

)1/11=1Z F (6.32 g, 30.9 mmol) atiegRt ') ',1a (5.11 	g, 37.0 mmo 1.) 

))1:1A., 	50tT1HilV, 70°C-e3HirCti-' Lk-. azat: 4 — fJ 1=11=1/:'J)1. 

ID Z F (1.90 g, 9.25 mmol) atiegRt ') r,1. 	(2.13 g, 	15.4 mmo 1.) 

MA., 70°C-Ct 6 t:.=.2HilVINT-' Lk- o arz*7,1, azat:.-.7.1<A., 146 

tc: 	12tK 	6 ER, A a tiMIA L tc: . 141  6 tt. tc: 	12tK 	Ei'FR 1 )14: SIN L , 22 --e 1 

L tc. a' 0 ta 4if 2111"ff ki \ , 	 11, IL 0 3Aint,14-  L tc: . 	12tK 	6 ER L , A a tiMIA 

at (6.49 g, 53%11R$) V4A-_-. 

[0597] -a*fN 2 75\ 6 1 0 ---et, -t. t.T.11.0)rfAlEat -Eì *fN 1 L PI 01051-e 

-L` 	L tc. JA -F t.= -E`i 	L tc I Eat 	RV' -aiiRs 	2 o 

[0598] -aWN 2 

4 — [4 — (4 —7/1/7J- 1=17i=)1.) L'i'7:')— 1 —4 A.] — 1 — (4 — 

=H=1))1.) —1, 	3, 	5 — P) 7-1:)-2 	(1 H) —7J- 

18%11R$ 

[0599] -L'*fN 3 

4 — [4 — (4 —7/1/7J- 1=17i=)1.) L'i'7:')— 1 —4 A.] — 1 — [4 — 

( 	') 7 )1/7J- 1=1)( 	)1.) 	i:')/1.] 	—1, 3, 	5 — ') 7-1:') — 2 	( 1 H) 

— 7J- 

23%11R$ 

[0600] -a*fN 4 

4— [4— (4 —7/1/7J- 1=17i=)1.) L', 7— 1 —4 A.] — 1 — (4 — 

) 	)1,, 	j:'))1,) 	—1, 	3, 	5 — 	') 77:')— 2 	( 1 H) —7J- 

24%11R$ 

[0601] -a*fN 5 

1— [4— (t e r t —1/1.) :')/1.] —4— [4— (4 — 7/1/7J-1=17 

WO 2013/147183 233 PCT/JP2013/059589 

mmo L) CD N, N - V * ̂ JU/I^UA;7 $ (170 mL) IZ4-<7 OWO*/ 

JU7"P$ K (6.32 g, 30.9 mmoL) JkXfiiR.Wtt) 'J 0 A (5.11 g, 37.0 mmoL) 

50°C-ei0#P^ 70°C-e30#r^Ji^L/co KH&%llZ4-9nn'<>*/)\, 

7"P$ K (1.90 g, 9.25 mmoL) 'J 0 A (2.13 g, 15.4 mmoL) £ 

1]\iXs 70°C-e^^C20|^Ji^L/co mbtl 

MJ±^#L/c0 ^*ei 

„ HH*£3IXU MJ±f£'JtL/c„ 

&%} (6.49 g, 53%J») £?#*:„ 

[0597] 2^ 1 o-m, 

Sl&Ltz„ J^TC^L/c'fb^^^t/^W^IE-ro 

[0598] 2 

4- [4- (4-7JUT|-P7X—JU) 1 -4 Jlsl -1- (4-

_ SP^O^JU) - 1 . 3. 5 - HJ TVy-2. ( 1 H) -*y 

18%J» 

[0599] <smn3 

4- [4- (4-yjiy^tuy Ji—j\y) -4)\A -1- [4-

( S U yJUThpy ^JU) - 1 . 3. 5-SU77y>-2 ( 1 H) 

23%®$ 

[0600] ^/£0IJ4 

4- [4- (4-7Jl/^P7i-^) >- 1 --T >)U] -1- (4-

-1.3. 5-KU77y>-2 ( 1 H) -;fr> 

24%®$ 

[0601] 5 

1 - [4 - (tert -7" ̂>>1/) 'OS/JH -4 - [4 - (4 -7MP7 
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=)1.) 	E','7:'JJ- 1 --')L] 	-1, 	3, 	5 - I- ') 7-1:-2 	(1 H) - 

7J- 

25%117$ 

[0602] -,1.16 

4- [4- (4 -7/1/7J- 1=17 =)1.) 	L'', 7:'JJ- 1 -4 A.] - 1 - [4 - 

( I. i) 7)1,7j- 1=1 )< I. * 	) ))1,] 	-1, 	3, 	5 - I- ') 7-1:- 2 (1 H 

12%117$ 

[0603] -a -VM 7 

1 - 	(3 - 	i=i1=1, )1.) - 4 - [4 - (4 - 7 )1/7J- 1=17 z =)1.)  °' 7 

i-1 --OH -1, 3, 5 -P)7-1 -2 (1 H) 	-7J- 

30%117$ 

[0604] -,1.18 

4- [4-  (4 -7/1/7J- 1=17 =)1.) E°/'- 	J- 1 -OH - 1 - [3 - 

( I- ')7/1/7J- 1=1)( 	)1.) 	/:'J)1.] -1, 	3, 	5 - I- ') 7-1:'J- 2 	(1 H) 

-7J- 

8.5%117$ 

[0605] -aW1.19 

4 - [4 - (4 -7/1/7J- 1=17 z =)1.) 	E','7:'J- 1 -OH - 1 - (3 - 

))1,, j:'))1,) 	- 1, 	3, 5-')7i-2 	(1 H) 	-7J- 

37%117$ 

[0606] -a*fN 1 0 

1 - 	(3 -7/1/7J-1=1)1.) -4 - [4 - (4 -7/1/7J- 1=17 z =)1.) E',' 

WO 2013/147183 234 PCT/JP2013/059589 

JL-JV) 1 -4JU1 - 1 . 3. 5 — h U TVy- 2 ( 1 H) -

25%®$ 

[0602] <smn6 
4- [4- (4-7MD7I-J1/) y- 1 ->f JU] -1- [4-

(KU7^q^ -1. 3. 5-^'JTyy-2 (1H 

) -*y 

12%®$ 

[0603] ^/£0IJ7 

1- (3-Onns<yy)\s) -4- [4- (4m— JU) 

»>*>- 1 ~^;u] - 1 . 3. 5 - s u 2 (1 H) 

30%®$ 

[0604] smns 
4- [4- (4-7Mny JL— JU) >- 1 ->r JU] -1- [3-

^yyjul -. 3. 5-HJ:py>-2 (1H) 

8. 5%®$ 

[0605] ^/£0IJ9 

4- [4- (4-7MD7I-J1/) t0^^y y- 1 ->f JU] -1- (3-

-1.3. 5- i^'JTyy-2 (1 H) -;t> 

37%®$ 

[0606] ^£0IJ 1 0 

1- (3 -yjutu^yy'ju) -4- [4- (4-7MD7I-J1/) bfx 



[0607] 

[0608] 

[0609] 

[0610] 

WO 2013/147183 235 	 PCT/JP2013/059589 

7 :')1-1   - 4 A/1 -1, 	3, 	5 — P)7-1 -2 	(1 H) —7J- 

23%117$ 

-a*fN 1 1 

1 — { [3— (ter t —1/1.) — 1 —)()1.— 1 H—E7V—)1.— 5 — 

-OH )<)1/1 —4— [4— (4 —7/1/7f1=17i=)14 E'''7— 1 --f 

)1.] —1, 	3, 	5—F')7-1-2 	(1 H) 	—7J- 

o-a*fm 3 -e-a 	Lk- 4 — [4— (4 —7/1/7J- D7i=)14 L''' .7j 

— 1 —4A.] — 1, 	3, 	5 — 	') 	% — 2 	(1 H) 	—7 	(50.0 mg, 	0.18 

mmol.) a) N, 	N—:'J)()1/*/1/1-,.77 -Z Kga (2 mL) 	t::_o -a*fm 6 1 -e-a 

1, tc: 3— 	(t e r t —1/1.) 	— 5 — 	( 	1=11=1 )( 	)1.) 	— 1 —) 	)1.— 1 

H—E7V—)1. (50 mg, 	0.21 mmol.) , OR t 1) r,11, (75.3 mg, 	0.54 mmol 

) 	a r i e 	r, IL t 	I) r, 11. 	(2.7 mg, 	0.02 mmol.) 	))1:1A., 	80tT8HirAtti'' L 

tc. azat:.-_*))1:1A., 	1=11=1*)1/11. -e3111#Eliffl Lk° VNN, 	,;,7EKR7 

,:'/ r, L.TtiM L , 	ifillISEIN L AL-. 1'4' 6 41.k- RI 	3•14RJEll-Sil 	1=1 7 l'' 7 

7 4 — 	( 	n=~Jl./fj 1=11=1*)1/11.= 1 /1) 	T411, 	i=11=1*)1,./A /,N*ij-j---e 

Mila LrfAlEat (8.3 mg, 11%117$) V4itc_-. 

-a*fm 1 2 /3\6 2 4 --et, - 1-t.T.11.0)rfAiLat 	-a*fm 1 1 L 	47j  

i1ZaPAG L tc . J-;t Tt:.-.. -E`i 	L tc I E at 	a rie-aius 	ilE -. 

-a*fN 1 2 

4— [4— (4 —7/1/7f1=17i=)14 L'i'7:'JJ— 1 —4/1.] — 1 — (4 — 

1.*>/:'))1,) 	—1, 	3, 	5 — P)7-1 -2 	(1 H) 	—7J- 

25%117$ 

-a*fN 1 3 

1 — 	(2 —7/1/7J- 1=11/1.) 	—4— [4 — 	(4 —7/1/7f1=17i=)14 	E''' 

7:') — 1 —4/1.] —1, 	3, 	5 — P)7-1 -2 	(1 H) —7J- 

<-£- (H L ) Z-flCztL n H - 3 '£ ' L - [1 (y- I 

V03 p) -17J -P- {^\(^<wa^^\(C- z) -L 

s [0i90] 

mmz 

(H L) 2-<^ZH-3 '£ ' I - ^ 

-17) -L - nr>- L -<^V03 CU^( L-P) -p] -p 

Z I [0$^ [6090] 

MftlMR L L mW^W^W^CDVL&VLZ: v¥ia 17 3 <5^ 3 L [8090] 

(»%LL 'Bui £ '8) G^q>^11 

a<^^N//vir^nn^ (L/ L =vir*n• £/ir^i^S) ->£ 

°^n sniffle 
°:yn wwigisavirion £ °^ 

n^sa#08aoo08 v"^¥? (1 OUIUI 20-0 '6ui L'Z) V6 fi H -Aq>6 EM ( 

1 OUIUI t79-0 'Bui g -qL) v6fi ̂ll^f v (1 OUIUI L2 '0 '6ui 0g) H 

L -ir^*- L - (ir^mm£) - 3 - (ir^.£- - e-m 

L 9^^#11 (nui 2) N 'NO (IOUIUI 

8l "0 'Bui 0-09) <£- (H L ) Z~<^d fi H - 3 '£ ' L - [1f>- L -

<a^pi o\(~^cn^(c-p) -17] -i7^n^asn 

<¥- (H L ) Z-^a<L fi H - 3 '£ ' L - [ir 

>-L-<^^v0^ (ir-x^n^^r^-17) —17] -17- [ir> 

- 3 -ir-/;^0q - H L -ir^/- L - (ir^.£- i J © i) - sj } - i 

L L [0$^ [Z.090] 

mmz 

<¥- (H L ) Z-^a<L n H - 3 '£ ' L -

68S6S0/£I0ZdfAL3d 963 

[ir>- L 

£8UH/£I0Z OAV 
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[0611] -E`AIN 1 4 

5— ( {4— [4— (4 — 7 )1.7f1=17 i=)1.) L'/' 7 	— 1 — 4 A.] —2 

—7f*V— 1, 	3, 	5 — P)7-1:')— 1 	(2H) —4)0 )</l.) 77- 

2 —t/l/tRI)1. 

4.7%117$ 

[0612] -aWN 1 5 

1 — { [ 3 — ( t e r t—Vs /1.) — 1 H — E7 V—)1.— 5 — 4 A.] )( 	)1. 

1 — 4 —  [4 —  (4 —7/1/7f1=17i=)1.) 	E'/'7 	— 1 —4/1/1 — 1 , 	3 

- , 	5 —P)7-1 -2 (1 H) —J / 

13%117$ 

[0613] -a.11 	6 

4— [4 —  (4 —7/1/7f1=17i=)1.) 	L°/'7 	— 1 —4/1.] — 1 — { [2 

—7J- *V — 4 — ( P)7/1/7f1=1)( 	)1.) 	L"):')— 1 	(2 H) --OH )< 

)0 —1, 	3, 	5 —P)77:')-2 	(1 H) —7J- 

19%117$ 

[0614] -a*fN 1 7 

1 — (/`js  [d] 	7-1 `i—)1.-6-4/1.))1.) —4— [4— (4-7J1. 

t1=17 i=J1/) 	1'°''7 :')J-1   — 4 A.] —1, 	3, 	5 — P) 77:') 	— 2 	( 1 

H) 	—7J- 

10%117$ 

[0615] -E`All.11 8 

1 — [ (5 — 1=11=1/V77 -2 -4/1/) ))1.] —4— [4— (4— 

WO 2013/147183 236 PCT/JP2013/059589 

21% ®$ 

[0611] ^£001 4 

5- ( {4- [4- (4-7MD7I-J1/) V y - 1 - 4 )lyl -2 

3. 5-KU^y>-1 (2 H) -4)1) 

2 

4. 7%®$ 

[0612] ^£0iji 5 

1 - I [3 - (tert -7"^JU) - 1 H - bf^V'-JU- 5 --HU] ^ 

j -4- [4- (4-7JUT|-a7x-JU) 1 --TJU] -1.3 

. 5 - HJ :py>- 2 ( 1 H) -;fr> 

13%®$ 

[0613] ^/£0IJ1 6 

4 - [4 - (4 -7JUT|-a7x—JU) v>~ 1 —TJUl - 1 - I [2 

-^^v-4- ( s u +J\S) bf'JVy- 1 (2 H ) —r JUI ^ 

JU) - 1 . 3. 5 - HJ TVy-2 ( 1 H) -;fr> 

19%®$ 

[0614] ^/£0IJ1 7 

1 - (^>V r d 1 3-TV—Jl-6-4)\y?(^)\y) -4- [4- (4~7;U 

^•7x-;u) t°^7V>- 1 - 1 . 3. 5-KU77y>-2 (1 

H) -;fr> 

10%®$ 

[0615] ^/£0IJ1 8 

1- [ (5 - o uu^-y Vz> ̂  y - 2-4 )\s) ^^u] -4- [4- (4-
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7 )1/7J- 1=17 	=)1.) 	E',' 7:'J 	- 1 -OH - 1 , 	3, 	5 - I-') 77: 	- 2 

(1 	H) -7J- 

26%117$ 

[0616] -E`A{1.11 9 

4- [4- (4 - 7 )1/7J- 1=17 	=)1.) E°,'7 	1- 1 --  -OH - 1 - { [ 3 

- 	( I- I) 7/1/7J- 1=1)< 	)1.) 	- 1 H - E7V-)1.- 1 -4M )< 3 )1/1 	- 1 , 

3, 	5 -1-')77 -2 	(1 H) 	-7J- 

36%117$ 

[0617] -aWN 2 0 

1 - [ (5 -1=ii=i7J- 7-2-4/1/) ))1/1 -4- [4- (4-7 

)1/7J- 1=17 =)1.) 	E','7 :'J- 1 -4 A.] 	- 1 , 	3, 	5 - I-') 7-1:') -  2 

1 H) 	-7J- 

26%117$ 

[0618] -aWN 2 1 

4 - [4 - (4 -7/1/7J- 1=17 = =)1.) 	1''', 7:'JJ- 1 -OH - 1 - { [ 5 

- 	( I- I) 7/1/7J- 1=1)< 	)1.) 	75 	- 2 -4M )< 	)1/1 	- 1 , 	3, 	5 - I-') 

7-1 -2 	(1 H) 	-7j- j 

29%117$ 

[0619] -aWN 2 2 

4 - [4 - (4 -7/1/7J- 1=17 = =)1.) 	1''', 7:'JJ- 1 -OH - 1 - { [ 6 

- 	( I- ') 7 )1/7J-  1=1 )< 	)1.) 	E ') :'J 	- 3 - 4 )1/1 	)< 	)1/1 	- 1 , 	3, 	5 - I- 

')7-1 -2 (1 H) 	-7J- j 

2.3%117$ 

WO 2013/147183 237 PCT/JP2013/059589 

7MD7I-;u) kf^yy- 1 - I. 3. 5-hU:py'>-2 

(1 H) -;fr> 

26%JJX$ 

[0616] ^/£0IJ1 9 

4 - [4 - (4-7 MU7 JL—)\s) \f.^=jyy- 1 - 1 - I [3 

- ( h U — 1 H — 1 — -f JU] ^ ̂ -)\y) -1. 

3. 5 - K U TVy-2 ( 1 H) -;fr> 

36%®$ 

[0617] ^£0IJ2O 

1- [ (b-0 JLy-2-4 )\y] *=S-)\A -4- [4- (4-7 

MnyjL-jj.) \f.s<=jVy- 1 —rJul -1.3. 5-HJ:py>-2 ( 

1 H) -*y 

26%®$ 

[0618] 2 1 

4 - [4 - (4 -yjUTl-gy JL— JU) v> - 1 —TJUl - 1 - I [5 

- ( S U yJUThpy ^JU) 7^>-2-^;U] -1. 3. 5 — K U 

TVy-2 (1 H) -#y 

29%®$ 

[0619] ^m\2 2 

4 - [4 - (4 -7UD7x-Jb) tZ^Vy- \ -4 )\A - 1 - I [6 

- (KU7^q^^) b0|jy>-3-^;u] - i. 3. 5-h 

U TVy-2 ( 1 H) -*y 

2. 3%®$ 
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[0620] 

[0621] 

[0622] 

-E1.12 3 

4 — [4 — (4 —7/1/7J- 1=17i=)1.) 	L', 7:')— 1 —4 A.] — 1 — { [3 

— 	( 	') 7)1, 7j-  1=1 	) I/ ) 	- 1 H—E7V—)1.— 5 —4/I.] )( 	)1/1 	— 1 	, 

3, 	5 — P)7-1 -2 	(1 H) —7J- 

[ 5 

2. 1%117$ 

-,AIN 2 4 

4— [4— (4 —7/1/7J- 1=17i=)1.) 	L', 7— 1 —4 A.] — 1 — { 

— 7 i=)1.— 3 — ( 	') 7J1.7t D3 11/) — 1 H—I  7V— )1/ —  1 — 4 )i/] 

)( 	)1/1 	—1, 	3, 	5 — P)7-1:')-2 	(1 H) 	—7J- 

[ 5 

40%117$ 

awN 2 5 

4 —  [4 —  (4 —7/1/7J- 1=17i=)1.) 	1'', 7— 1 —4 A.] — 1 — { 

— 	( 	') 7 )1/7J- 1=1)( 	)1/) 	7J-  7 i 	— 2 —4 )1.] 	)( 	)1/1 	— 1 , 	3 , 5 — 

P)77 -2 	(1 H) —7J- 

0. 18 

-e-a 

t 

mg, 

(5 

1=1 

m 

o-a*fm3--e-aLtz-_-4- [4— (4 —7/1/7J- D 7 i=)1,) 	1'''' .7j 

— 1 —4 A.] — 1 , 	3, 	5 — 	I) 77 — 2 	( 1 H) 	—7 	(50. 0 mg, 

mmo I.) 	07N, 	N —:'))( 	)1/*/1/1A7-1 -Z Kg'ff-Y (1 mL) 	6:.-._4 -a*M 5 1 

t.,7-z-_-4-)()1,-ff)1,7m 	[5- 	(1-1)7)1,7J-1=1)()1,) 

7 i 	— 2 —4 A.] 	)< 	)1. (121 mg, 	0.36 mmo I.) atiegngtt 1) r,11, 	(99 

0.72 mmo I.) 	))1:1A., 80t T211%11'11' L tc. azat: 4 — )( 	)1./J-ff 

)1/* JOB 	[ 5 — 	( 	I) 7 )1/7 I=1)( 	)1/) 	7J-  7 i J — 2 —4 )1.] )( 	)1. 

00 mg, 	0.48 mmo I.) .)]QA., 	-,'_ 66:.-.2Hirmmt-o-c_-. arz*7,1, azat:.:* 

)]QA., liFogtill/T3111#EliffiLtc. VMJE 	tiOilftilli7.rea349-„T,71KKOgt7 

:> r, A -MIA L , A JEAN L tc. 1'4 6 tt. tc RI 	:> ') t it ) l. t 71-1, 

7 	'77 -I - (1N*It 	/E1IFOgtill/=4/1) -Nittia„ 	'k'llE-a!tt (9.4 

WO 2013/147183 238 PCT/JP2013/059589 

[0620] 2 3 

4 - [4 - (4 -7UD7i-Jb) \f.^=jVy- 1 -4)lsl - 1 - I [3 

- ( h'J7JU*n**JU) -1 H-e7'/~Jb-5-fJl/l } -1. 

3. 5 - K U 7i/'V-2 ( 1 H) -;fr> 

2. \%W 

[0621] 2 4 

4 - [4 - (4 -7UD7i-Jb) \f.^=jVy- 1 - 1 - I [5 

-7I-JI-3 - (h u - 1 H-b°^V'->)U-1--r;u] 

y ^JU) - 1 . 3. 5-h'J7y>-2 ( 1 H) -;fr> 

40%®$ 

[0622] 2 5 

4 - [4 - (4 -7JUT|-a7x—JU) v>~ 1 —TJUl - 1 - I [5 

- ( S U yJUThgy ^JU) 2->nn -1. 3. 5-

5 U 7^>-2 ( 1 H) -*y 

##£-J$0!l3-e£-J$Lfc4 - [4- (4-7i^P7i-^) tf^^Vy 

- 1 -^;u] - 1 , 3, 5 — h 1J TVy—2. ( 1 H) -tfy (50.0 mg, 0.18 

mmoL) CDN, N — V ̂  ̂ JI/frJI/AT < K;#)S (1 mL) tC#^"n U 5 1 T"n 

J55cL/c4-^^v'U^V-tzyXv'U/lNyll [5- ( h 'J 7J\srf • ̂ 3-Jl/) 

7x>-2--fJl/] (121 mg, 0.36 mmo L) RZfjfcMJj'J 0 A (99 mg, 

0.72 mmoL) 80<C-e20$^i£# L/c0 Rltmz 4 - ̂  ^JU^yify X 

;U/1N> II [5- ( K 'J ^Jls) f^7i>-2 --r;u] (5 

00 mg, 0.48 mmoL) ^ ^ L/c0 SJ^A/S^7K 

£2JD^ Mlx^^u-esigiaai L/Co #$Jf l7Xii7 
U MJ±)IlsL/co % tkVJ Jo =? AO U 

7h ̂ 77-f- (^^rHt>/M|x5l>'U = 4/1) -e*ii^U HIHb^ (9.4 m 
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g, 12%V$) V4Itc_-. 

[0623] -a 	IN 2 6 75\ 6 3 0 a rf 3 2 75\ 6 3 3 T (,, 	-t.  tt. -t11.0) rfliE  	at -a 

IN 2 5 L FA0051--ea 	L AL-. J-;CF t:.-.. -a 	1., tc: tat a Ve aZ17$ 2 

-... 

[0624] -a*fN 2 6 

4- [4 -  (4 - 7 )1.7f1=17 i =AA E',' 7:'J 	- 1 -4 A.] - 1 - 	{ [ 3 

- 	( 	') 7/1/7J- D)<)1.) 	-1 H- 	°7'J-)L.- 1 --1')L] 	)< 3 )1/1 	- 1 , 

3, 	5 -P)7-1 -2 	(1 H) -7J- 

4. 4%117$ 

[0625] -a*fN 2 7 

1 - [ (3 -:>1=1/•*:>)1.- 1 H-E7V-)1.- 1 -4 AA ) )1.] - 4 

- [4 - (4 -7/1/7J- 1=17i=)14 L°''7 	J- 1 -4 A.] - 1 , 	3, 5 - 

P)77:')-2 	(1 H) -7j- j 

2. 0%117$ 

[0626] -1 1.12 	8 

4 - [4 - (4 -7/1/7f1=17i=)14 L°,'- 	J- 1 -4 A.] - 1 - 	{ [ 5 

- 	(2, 	2, 	2 - P) 7/1/7J- 1=II 	..:>) 	EI):- 2 --OH )< 	)1/1 - 

1, 	3, 	5 -P)7-1 -2 	(1 H) 	-7J- 

8. 3%117$ 

[0627] -aWN 2 9 

4 - [4 - (4 -7/1/7f1=17i=)14 	1''','7:'JJ- 1 -4 A.] - 1 - 	{ [2 

- 	( 	I) 7/1/7f I=1)< 	)1/) 	77 `i-)1.- 4 -4 A.] )< 	)1/1 	- 1 , 	3, 5 - 

P)77:')-2 	(1 H) -7j- j 

8. 9%117$ 

WO 2013/147183 239 PCT/JP2013/059589 

g, mum) zmtc„ 
[0623] &I&M2. 6fr^3 0Rt?3 

00 2 5£|i^©;&£-e^£Lfc„ 

to 

[0624] ^£0IJ 2 6 

4 - [4 - (4 - 7;UT|-a7x-;U) t0^^V y- 1 ->r JH - 1 - I [3 

- (h u - 1 H - b°^V—;u- 1 --nul - i. 

3. 5 - K U TVy-2 ( 1 H) -;fr> 

4.4%JJX$ 

[0625] ^£0IJ 2 7 

1 - [ (3 -w u^V)\y- 1 H - 1 --r;u) ^JU] -4 

- [4- (4-7i^P7i-^) \fs<z>Vy- 1 —r^u] -1, 3, 5-

K 'J TVy-2 (1 H) -*y 

2. 0%®$ 

[0626] ^£0IJ 2 8 

4 - [4 - (4 -yjUTi-gyx—JU) \i^=?vy- i —r>>ui - 1 - { r5 

- (2. 2. 2 - S U yju^gx bf'J Vy-2-4JU1 **JU] -

1 . 3. 5 - K U TVy-2 ( 1 H) -#y 

8. 3%J» 

[0627] ^£0IJ 2 9 

4 - [4 - (4-7JU1-D7x-;U) $/ > - 1 - -f Jl/1 - 1 - I [2 

- (KlJ7^D^51Ji/) ^7*/—Jl/-4->nH -1. 3. 5-

K U 7i/'>-2 ( 1 H) -#y 

8. 9%®$ 
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[0628] -a.] 3 0 

4— [4— (4 —7/1/7f1=17i=)1.) 	L'',7— 1 —4 A.] — 1 — { [2 

— 	(I`') 7/1/7f1=1)< 	)1/) 	77 `i—)1.— 5 --1')L] 	)< 11/1 	— 1 , 	3, 	5 — 

P)77:')-2 	(1 H) —7j- j 

3. 0%117$ 

[0629] -1 1.13 1 

1 — (4 —1=11=1)1.) —4— [4— (4 —7/1/7f1=17i=)1.) E'''7 

— 1 --OH —6—)< H..:>— 1, 	3, 	5 —P)77:')-2 (1 H) — 

7J- 

-a*fN 1 9Z-L' 	L tc 3 — (4—fjCICI,  )1.) —6— [ 4 — ( 4 

— 7 )1.7f 1=17 i=)1.) 	E°''7 :')'-1--i')[,] 	— 1 , 3, 	5 — P) 77: 	— 

2, 	4 	(1 H, 	3 H) 	—:')7J- 	(1.11g, 	2.67 mmol.) 	CE110 -E`i16 6 LP] 

0)51-C-Eì  	L, rfAlEat (180 mg, 16%V$) V4itc_-. 

[0630] -1 1.13 2 

4 — [4 — 	(4 —7/1/7f1=17i=)1.) 	L'', 7:')— 1 —4 A.] — 1 — { [4 

— 	( 	') 7/1/7f1=1)< 	)1.) 	— 1 H — E7V—)1.— 1 —4 /I.] )< 3 )1/1 	— 1 , 

3, 	5 — - P)7-1:')-2 	(1 H) —J/ 

16%117$ 

[0631] -1 1.] 3 3 

4 — [4 — 	(4 —7/1/7f1=17i=)1.) 	1''', 7:')— 1 —4 A.] — 1 — {2 — 

[3 — 	(1,  I) 7)1,7J- 1=1)< 	)1,) 	— 1 H — E7V—A.— 1 —4 /I.] ill4 — 

1, 	3, 5 —P)77:')-2 	(1 H) —7J- 

9. 0%117$ 

[0632] -a*fN 3 4 P [2890] 

^M0 '6 

<-£- (H L ) Z-^CaL fi H - 3 '£ ' L 

- {ir^x Lir j— L -ir-„A^0q -HI - r,H) - ej 
-2} -L - Lif>-i17) -17J -17 

£ £[0$^ [ 1890] 

»%9l 

<-£- (H L ) Z-^ad. fi H - 3 '£ 

'L - {ir^ Lir>-i-ir-A^0q-H i - r, H ) -

TTT^YzrTp\(TzrYzr7r^:>^~W^^t^T^CT^TT^pT^P 
z [0090] 

(»%9i 'em 08D vn^a?^a)it 

IMJ 9 9^-^- (I OUIUJ L%-z '6iri) <-£/$- (HS 'HI) P 'Z 

3 ' e ' L — [1C>- I -</^v03 LU^( L-

p) -PI - 9- (ir^<vn• £-P) -s-yn^a.6 

- (H L ) 3 - < C*<L f\ H - 3 ' £ ' L - <** H * - 9 - l/lf > - L - < .<* 

17) -17] — p — • £-P) ~L 

L [6290] 

^M0 •£ 

<£- (H L ) z-^ad fi H 

-s 'e 'i- {ir^/ Lir>-s-ir-„AZ^ (ir^/n^ir^ n H ) -
3J I - L - l/u>- L - (ir-x^n^^r^-17) - p] - p 

0 £[0$^ [8290] 

68S6S0/£I0ZdfAL3d 0173 £8UH/£I0Z OAV 
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5— 	(tert—)1.) 	— 1 — 	( {4 — [4 — 	(4 — 7/1/7J- 1=17 s =J1/) 

E'''7:') —  1 --OH —2 —7f*V— 1, 	3, 	5 — P)7-1:')— 1 	(2H 

) —4)0 )< 	)1,) — 1 H — E7V—)1.— 3 —t/l/tOgil 	i)l. 

aWN 3 5 

3— (t e r t —1/1.) — 1 — ( {4 — [4 — (4 — 7/1/7J- 1=17 z =J1/) 

E'''7:') —  1 --OH —2—t*V— 1, 	3, 	5 — P)7-1:')— 1 	(2H 

) —4)0 ) 3 )1,) — 1 H — E7V—)1.— 5 —t/l/tOgil 	i)l. 

3— ( te r t— Ys )l.) — 1 H— E7 V—)1.— 5 — t/l/tR 	=3J1. 

(196 mg, 	1.00 mot.), 	/7*)1/11.7-1/1/52 L F 	(36 mg, 	1.20 mmo l) 	a ve 1 , 

8 —:')71fE:>1=1 [5. 	4. 	0] 	r,52)j— 7 —i 	(15µ1, 	0.1 mmol 

) 075- I- 7 L KI=17 7 474',* (1 mL) 	'&5'070' -e1E11,114- 1_,tc_- ,, aFt*7,1, 	a 

Vra 	638 L, 	6 A t:... 	') 1 	)1. 7 Z i (20411, 1.50 mmo 0 a Vep —  Hi. 

i 	)1/*=)1. 	m ') F' 	(229 mg, 	1.20 mmo I.) 	. ))11 .A., 	l'AT1HirAtt#1-'1_, 

tc. aVA-y6:=7.1KVNA., EI,FRi)1.---etEliffl L, 141 6tatAA,MAJEAVL 

tc. 141  6 tt.tcRIL 0 -a*iN 3 --e-a 	Lk-  4 - [4— (4 —7/1/7J- 1=17 

=)1/) 	L''''7:') —  1 —4 A.] 	—1, 	3, 	5 — 	') 77:')— 2 	( 1 H) 	—7J- 

(138 mg, 	0.50 mmo I.) 	07 N, 	N —:'))( 	)1/*/1/1,.77 -Z Kga (1 	mL) 	(,:.-A 

Rt ') r, L. 	(138 mg, 	1.00 mmo I.) 	arier,lEt l'Jr,./_x 	(7.5 mg, 	0.05 mmo 

I.) 	))1:1A., 90tT1E1rAi'Ltc. aFt43 7,1, aVA-Yt:=7.1<VinA., ElIFRi)i. 

---etEli ffl L tc . VA 	7r;1112S' L, 14' 6 41.k-  Rli 	3•14RIAT A_A12tK 	DR' 

57 4 — TIM l„ -a*fN tat 3 4 (2%115($) a ve 3 5 (2%115($) 	,/f4t.co  

[0633] -L'il.] 3 6 

1 — 	(4-1=11=1))1.) 	—6— 	(:')))1/ 7-1 Z)) 	—4— [4— 	(4- 

7 /I/A- 1=17 	=JO 	L''''7:') —  1 — 4 )1.] — 1 , 	3, 	5 — P) 77:') 	— 2 

(1 H) 	—7J- 

WO 2013/147183 241 PCT/JP2013/059589 

5 - (tert- -1- ( {4 - [4- (4-7 M • 7 x ~ JU) 

1 -^;u] - 2 -^^rV- 1 , 3, 5-MJ7y>-1 (2H 

) -^;u} ^JU) -1 H - 3 X^JU 

^£00 3 5 

3 - (tert- -1- ( {4 - [4- (4-7 • 7 x ~ JU) 

1 -^;u] - 2 -^^rV- 1 , 3, 5-MJ7y>-1 (2H 

) -4)D *3-)\s) -1 H — bf^V—jis— 5 —tuissfiyWi X^JU 

3 — (tert — y^Jls) — 1 H — bfz> SJ—)[/ — 5 — t})\y^y It X-^JU 

(196 mg, 1.00 mmoL)% T^JUT1tl K (36 mg, 1.20 mmoL) Rtf 1 , 

8—i/7+fbf-y 0 U [5. 4. 0] 0 y^rti — 7 — x > (15 /x L, 0.1 mmoL 

) 0jh7bKP77>M (1 mL) £^-ei0}i#L/co R 

ifcjfcZZMLs 5SC h 'J^TilsT^y (209M,L, 1.50 mmoL) &tfp- hJU 

x>7JU*^U?P'J K (229 mg, 1.20 mmoL) ^"eiBl^Ji^L 

fco U t# £ft/c Willi £MJ±>f Is L 

fco t#^tl/ca)t^#;t^^y3-e^J55cL/c4 - [4- (4-7i^P7i 

-;u) bf^^vy- 1 ->ni/] - 1, 3, 5 - K <J TVy-2 (1 H) 

> (138 mg, 0.50 mmoL) CD N, N — ^JU^JUA T7$ K/#/S (1 mL) lZj>% 

MJj'JOA (138 mg, 1.00 mmoL) RZF-3 Oiti~ K 'J 0 A (7. 5 mg, 0. 05 mmo 

L)£2JD^ 90°C-eiSJi^L/co J5J»7^ Mlx^;u 

-efflaiL/co t# £> tl /cg|)S£ 

^7-r--eltiiL. ^«i3 4(2%®$) JkT$3 5 (2%®$) £?#fc„ 

[0633] £j&m3 6 

1- (4-^gg^>y'>iu) -6- ;) -4- [4- (4-

7ju7ha7x-ju) bi°^^Vy- 1 ->nn -1.3. 5-hu:py'>-2 

(1 H) -;fr> 
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mmo 

r'iLt 

0-a*fx3 --e-aLtz-_- 4- [4— (4 — 7/1/7j-  1=1 7 i=)1,) 	L''' .7j 

	

—1 —4 A.] 	—1, 	3, 	5 — 	') 7-1:— 2 	( 1 H) 	—2f 	(100 mg, 	0.36 

0 	0) N, 	N —:'J)( 	)1/*/1/1-,.77 -Z Kg'ff-Y 	(5 mL) 	t:.= 4 — 	1=11=1//1/ 

1=1 ') F (69 mg, 	0.43 mmo 0 , 	gRt ') r, L. (59 mg, 	0.43 mmo 0 arie 

') r,I.,. (54 mg, 	0.36 mmo 0 	))1:1A., 90tT5HirAtti' Lko artAI 

rfil)Eikb' L, 14' 6 tt. tc RI 	') t it)l. t 7 IA 	1=17 	7 7 -I - Tall  

L, rfAlEat (1 mg, 1%115($) V41  Az-. 

[0634] -E; -VN 3 7 

4— [4— (3 —)( 	-:>7i=)1.) 	E','7:— 1 —4 )1.] — 1 — { [3 

— 	( 	') 7 )1/7J- 1=1)( 	)1.) 	— 1 H — E7 V—)1.— 1 —4 A.] )( 3 )1/1 	— 1 , 

3, 	5 — P) 7-1 -2 	(1 H) —7J- 

-a*fN 1 7Z-L' 	Ltc: 4 — (E'i'7:— 1 —4 )14 — 1 — { [3 — 

( 	') 7 )1/7J- 1=1)( 	)1.) 	— 1 H — E7V—)1.— 1 —4 A.] )( 	)1/1 	— 1 , 	3 

, 5 — 	') 7-1:— 2 	( 1 H) 	—7J-  J (50 mg, 	0.07 mmo 0 , 	1 —'DE- 

3— 

E  

) 	..:>, J-!J(8.6µ1, 	0.07 mmol.) , 	1) 	(:'J, J:'JI)52 77-t 

J):'Ji7:'Jr,./_1.(0) 	(6.2 mg, 	0.007 mmol.) 	, 	:'J:>1=1,N*:>)1. 	(2' 	, 

4' 	, 	6' 	— I-I) 4 V 7°1=1 EA. — [ 1 , 	1 ' 	— E 7 i =)I.] — 2 — 4 )14 * 

7 4 J (6. 5 mg, 	0.01 mmo 0 atiegR-t:>r,.LI. (44 mg, 	0.14 mmo 0 07 1 

, 4 —:')A-*it 474,4-y (1.0 mL) 	'2A 	#%,-F, 80°C-e1E111#' Lk-. aZ 

7.1<0,0gd-  

07•1, 	7.1<)iliAll'FRI)1/-C3111#Eliffl Lk-. VM),Mfilfti-17.1KTA341, 	: 

I- ') r,./-,. -MIA L, VERN L tc. 14' 6 tt.tc: RI 	3•14R1E1131,1 	1=1 

7 I- 	'7 7 4 — (iN*It 	/Ei'FRi)l.=1/1 ( v / v) ) ---enTa,rfAlEat 

(9.4 mg, 32%117$) V41  tc: . 

[0635] -a*fN 3 875\ 6 6 3 T 1, , -t-  4-LT1-LOVAtat 	-EìWN 3 7 L P100)51 

T -a 	L tc . Jt T t:.-.. -E`A L tc_IE -at 	a Ve -a 	1-17S 	2 	c, 

[0636] 	-1 1.13 8 

4— [ 4 — ( 4 — 	1=11=17 i =)1.) 	E',' 7 :'J 	— 1 — 4 A.] — 1 — { [ 3 — 

WO 2013/147183 242 PCT/JP2013/059589 

- [4- (4-7i^P7i-^) 

- 1 - 1 , 3, 5 - K <J TVy-2. ( 1 H) -tfy (100 mg, 0.36 

mmo L) (D N, N - y ̂  ̂ -)\y^)\yAT $ K;#>S (5 mL) C4-^PP^>^b 

^7 •'J K (69 mg, 0.43 mmoL) N j^I t^j'J'i'A (59 mg, 0.43 mmoL) JkZfB 

0\t1~ h 'J ^ A (54 mg, 0.36 mmoL) £jbn*.N 90°C-e50|^Ji^ Ltc0 Kfcfc 

* ffiJ±)Ils L, % b *1 tc Bfe * V 'J t) ?)U ±) ^ A ? p v h <? =? 7 -f -'Trltii 

U ^bl^tl (1 mg, 1%®$) £?#fc„ 

[0634] <smn31 

4 — [4— (3 — ^ V-^yy x—;u) >— 1 — 4 JUl — 1 — { [3 

- ( HJ - 1 H - bf^V'-JU- 1 — 4 JI>1 y ^JU) - 1 . 

3. 5 - HJ TVy-2 ( 1 H) -;fr> 

#t^/£0yi 7-e^£Lfc4- (L°^y>-i-^u) -1- {[3-

( h 'J - 1 H - 1 -4 )V\ ^JU} - 1, 3 

, 5 — h <J TVy-2 ( 1 H) (50 mg, 0.07 mmoL) N 1-^P^E-

3—K > (8. 6AIL, 0.07 mmoL) N h 'J XiV^yV 'J "r'y Tiz 

K y)V J^^VO A(0) (6.2 mg, 0.007 mmoL) N W 0 U^^rV )\/ (2' , 

4' , 6' - h 'M 7 7°P tfJU— [1, 1' -tf~7x-;U] -2-4 JU) * 

X7 -f > (6. 5 mg, 0.01 mmoL) ^7 A (44 mg, 0. 14 mmoL) CD 1 

, 4-y*(1.0 mL) 80°C-ei0Ji^L/co J5J& 

*17^ ^1]WXmt^)\yXm^Ltc0 #$Jf M 

K 'J £ A-e$£'Jt U MJ±;Ils Lfc0 ?# £ tL^c^xS? • 

7h^77-f" (^^THt>/M|x5l>'U=1/1 (v/v) ) -e^LHIHb^ 

(9.4 mg, 32%®$) £?#fc0 

[0635] ^0IJ3 8A^6 3-ett, ^ft^ft©^Mlbl=r^£l=rJ^iJ3 7 £|W|*§(OT;£ 

-e^ L/co WTCM L/-cfb^^^t/^®$^IE-ro 

[0636] i§rJ^J3 8 

4 - [4- (4-^gg 7 i —J\y) kfi^yy- 1 -4 jlsl - 1 - I [3 -
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[0637] 

[0638] 

[0639] 

[0640] 

( I-') 7/1/7J- 1=1)< 	)1.) 	- 1 H - E7V-)1.- 1 -4 A.] 	)< 	)1/1 	- 1 , 	3 

, 	5 -1-')77 -2 (1 H) 	-7J- 

6.8%117$ 

-E; -0.J3 9 

4- [4- (m-1-')/1.) 	E'/'7:- 1 -4/1.] 	- 1 - 	{ [3- 	(I-')7 

)1/7J- 1=1)< 3 )1.) 	- 1 H - E7V-)1.- 1 -4 )1.] )< 	)1/1 	- 1 , 	3, 	5 - I- 

')7-1 -2 	(1 H) -7J- j 

4.5%117$ 

-a*M4 0 

4- [4- (3-i 1=17°1=1 EA/7 i=)I.) 	L°''7 	J- 1 -4)1.] - 1 - 

{ [3 - 	( I- 1) 7)1/7J-  Q) 	)1.) - 1 H - E7V-)1.- 1 -4 A.] )< 	)1/1 

- 1, 	3, - 5 -1-')77 -2 	(1 H) 	-J1 

36%117$ 

-a -VN4 1 

1 - 	{ [3 - 	( I- ') 7/1/7J- D)< 	)1.) 	- 1 H - E7V-)1.- 1 -4 A.] )< 

)0 -4 - {4 - [3 - 	( I- ') 7/1/7J- 1=1)< 	)1.) 	7 i =A.] 	E'/'7:'JJ- 1 

-4)14 -1, 	3, 	5 -1-')77 -2 	(1 H) 	-7J- 

36%117$ 

;h-{M4 2 

1 - 	{ [3 - 	(I-')  7)1/7J- D)< 	)1.) 	- 1 H - E7V-)1.- 1 -4 A.] )< 

)L'} -4- {4- 	[4- 	( I- 1) 7/1/7J- 1=1)< 	)1.) 	7 i =A.] 	E'/'7:'JJ- 1 

-4)14 -1, 	3, 	5 -1-')77 -2 	(1 H) 	-7J- 

WO 2013/147183 243 PCT/JP2013/059589 

( h U — 1 H — JU — 1 — -f JUl ^ ̂ -)\y) -1.3 

. 5 - K U TVy-2 ( 1 H) -;fr> 

6. 8%J» 

[0637] <smn3 9 

4- [4- (m- h U J\s) t°^^Vy- 1 -4)\A ~ 1 ~ I [3- ( h U 7 

MayfJI/) yfJbl -1. 3. 5 — h 

U TVy-2 ( 1 H) -;fr> 

4. 5%®$ 

[0638] ^/£0lJ4O 

4- [4- (3 -VP • 7°D bfJU7 x— JU) bfX^ S/ > — 1 ~ -f Jlsl -1-

{ [3 - ( MJ yju^u^^ju) - 1 H - b1 ->r Ji/l 

- 1 . 3. 5 - l^'JTVy-2 ( 1 H) 

36%JJX$ 

[0639] ^/£0IJ4 1 

1 - I [3 - ( HJ 7JU*n* +)\s) - 1 H - bf^V'-JU- 1 -4)\A y ̂  

JU) -4- 14- [3- ( h> U 7JU7|-ay ^JU) 7x~JU] bl^^Vy- 1 

~^;ul - 1 . 3. 5 - K U 7i;>-2 ( 1 H) 

36%um 
[0640] ^/£0IJ4 2 

1 - I [3 - ( K U 7 M U * )D - 1 H - b°^y—;u- 1 -4)\A 

)\yI -4- {4- [4- ( K U 7;U7|-a^51>'U) 7x~jU] bfx^y>-i 

—r- 1 • 3. 5 - K U TVy-2 ( 1 H) -;fr> 

15%J» 
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[0641] -E;VN4 3 

1 - 	{ [3 - 	( 1- 1) 7/1/7J- D)< 	)1.) 	- 1 H- 	°7`J-)I.- 1 -4 )1.] )< 

)0 	-4- 	(4- 	{4- 	[ (1- ')7/1/7J- 1=1)<J1/) 	7J-] 	7z=)1.} 	E'/'7 

J- 1 -4/1.) 	-1, 	3, 	5 -1-')77 -2 	(1 H) 	-7J- 

14%117$ 

[0642] -a -VN4 4 

4 -  [4 -  (p- 1- DIA E'/'7:'JJ- 1 -OH - 1 - { [3 -  (1- ') 7 

)1/7J- 1=1)<)1.) 	- 1 H-E7V-)1.- 1 -4 )1.] 	)<)1/1 	- 1, 	3, 	5 - 1- 

')7-1 -2 	(1 H) 	-7J- 

19%117$ 

[0643] -E; -0.J4 5 

4 - 	{4 - 	[4 - 	(1- ')7/1/7J- 1=1)< 1-*:>) 	7 	=)1/1 	E'/'7:') -  1 --f 

)0 	- 1 - 	{ [3 - 	(1- ')7/1/7J- 1=1)<)1.) 	- 1 H-E7V-)1.- 1 -4 )1. 

1 	)<)1/1 	-1, 	3, 	5 -1-')77 -2 	(1 H) 	-7J- 

7.5%117$ 

[0644] -E; -VN4 6 

4 - [4 - (4 -i)1/7 	=)1.) E°/'7 	J- 1 -OH - 1 - { [3 - 

(1- ')7/1/7J- 1=1)<)1.) 	- 1 H-E7V-)1.- 1 -4 A.] 	)<)1/1 	- 1, 	3 

, 	5 -1-')77 -2 	(1 H) 	-7J- 

5. 6%117$ 

[0645] -a -VM 4 7 

4- 	{4- [4- 	(1, 	1, 	2, 	2 -5- 1-7 7/1/7J- i=ii 1-*:>) 	7=JI/] 

E'/'7:') -  1 -4)0 	- 1 - 	{ [3 - 	(1- ') 7 )1/7J- 1=1)< 	)1.) 	- 1 H - E 

7 `i-J1/-  1 -4 A.] )<)1/1 	- 1, 	3, 	5 -I- ') 7-1:'J- 2 	(1 H) 	-A- 

WO 2013/147183 244 PCT/JP2013/059589 

[0641] ^£0IJ4 3 

1 - I [3 - ( K U - 1 H - 1 -4)\A 

)D -4- (4- {4- [ ( K U 7)[/^ • ̂ fJU) *#1 7HJ1/) \f.^=j 

Vy- 1 -4 )\y) - 1 . 3. 5 - K U TVy-2 ( 1 H) -*y 

14%®$ 

[0642] ^/£0IJ4 4 

4- [4- (p- KU;U) bf^^vy- 1 ->r;i/i - 1 - I [3- CHJ? 

MayfJI/) -1H-e7V-Jl/-1-^Jl/l yfJbl -1. 3. 5 — K 

u TVy — 2 ( 1 H) -;fr> 

19%®$ 

[0643] ^/£0IJ4 5 

4- {4- [4- (h> u yjUTi-gy 7xzjbi ti^^Vy- 1 

JU) - 1 - I [3 - ( h> U yjUTl-gy ^JU) - 1 H - bf^V'-JU- 1 -4Jl> 

1 y ^JU) - 1 . 3. 5 - ̂ 'JTVy-2 ( 1 H) -;fr> 

7. 5%®$ 

[0644] ^/£0IJ4 6 

4 - [4 - (4 -Ifj[/7x-jb) £°s<^yy- 1 -4 Jlsl - 1 - I [3 -

( h u - i ;i/~ i-i. 3 

. 5 - K U TVy-2 ( 1 H) -;fr> 

5. 6%®$ 

[0645] ^/£0IJ4 7 

4- {4- [4- (1. 1. 2. 2-J- h^yjU^gx K^->) 7HJ1/1 

t°^^vy- 1 --nui - 1 - I [3- (Ku- 1 H-L° 

1 -4JU1 - 1 . 3. 5-K'J7-y>-2 (1 H) 



WO 2013/147183 
	

245 	 PCT/JP2013/059589 

5. 5%117$ 

[0646] -a -0.14 8 

4 — [4 — 	(4 — 7)1/A- 1=1— 3 —)< 	)1/7 i=)1.) 	E'/'7:')— 1 --f)l/i 

— 1 — 	{ [3 — 	(I-') 7)1/7J- 1=1)< 	)1.) 	— 1 H — E7V—)1.— 1 —4 A.] )< 

)1/1 	—1, 	3, 	5—F')7,'-2 	( 1 H) 	—7J- 

6.0%117$ 

[0647] -a -VM 4 9 

4— [4 —  (4 —7J— *V — 5 — { [3— (1- ,) 7 )1/7J- 1=1)< 	)1.) —1 H — E 

7 Ni—)1/ — 1 —4 A.] )3 	1/1 —4, 	5 —:')L K 11 — 1 , 	3, 	5— I- ')7 

— 2 —4 AA 	L''''7:')— 1 —4 A.] /J`js= I- ,))1. 

17%117$ 

[0648] -a*fN 5 0 

3— [4— 	(4 —7J— *V— 5 — 	{ [3— 	( I- ') 7 )1/7J—  1=1 )< 	)1.) 	—1 H—L° 

7 Ni—)1/ — 1 —4 A.] ) 3 	1/1 	—4, 	5 —:')L Ki=i— 1 , 	3, 	5— I- ')7 

— 2 —4)0 E'/'7:')— 1 —4M V9..031)( 	)1. 

12%117$ 

[0649] -a -0.15 1 

2 —7)1/7J— D— 5 — [4— (4 —7J— *V— 5 — f [3 —  (1-')7)1/7J- 1=1)< 

)1.) — 1 H — E7 Ni—)1.— 1 —4 A.] )( 	)1/1 — 4, 	5 —:')L Ki=i— 1 , 	3 

, 	5 — I-') 7-1:')— 2 —014 	E'/'7:')— 1 —4 A.] /J`js= I- ,))1. 

6.9%117$ 

[0650] -a*fN 5 2 

WO 2013/147183 245 PCT/JP2013/059589 

y_ 

5. 5%®$ 

[0646] l§r«J4 8 

4- [4- (4-Z>MU-3bf^y>- 1 ->nn 

- 1 - { [3 - ( K u - 1 H - bf^V'->>u- i —r^ul ^ 

5^U} - 1 . 3. 5 - K U TVy-2 ( 1 H) -;fr> 

6. 0%J» 

[0647] ^/£0IJ4 9 

4- [4- (4-**V-5 - I [3- ( h'J7JU*n**JU) -1 H — bf 

1 -4JU1 X *)\A -4. 5-yHKD-l. 3. 5-K'J7-y 

>- 2 ~^;u) t°^^vy- 1 —rJUI s u ;u 

17%®$ 

[0648] 5 0 

3- [4- (4-**V-5 - I [3- ( S U =f-)\A -1 H - bf 

=7xS-)\s- 1 —T ^ -4. 5-yHKD-l. 3. 5-K'J7-y 

>~2~^JU) bf^^>- 1 ~^;u] 

12%®$ 

[0649] 5 1 

2—7 )[/^ • — 5 — [4- (4-:fr=fry-5- { [3 - ( K U 7;UT|-• ̂  51 

;u) - 1 H-bf^y-;u- 1 -4. 5-y'bKm-i. 3 

. 5 - K U 2 ~^;u) bf ̂  ̂  y > - 1 —4J\y1 s<y K U )l> 

6. 9%®$ 

[0650] i§r«J 5 2 
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4- 	{4- [4 -7/1/7J- 1=1 - 3 - 	(1- I) 7/1/7J-  Q)< 	)1.) 	7 i =A.] 	L', 7 

J- 1 -4)0 - 1 - { [3 - ( I- ') 7)1/7J- 1=1)< 	)1.) - 1 H - E7 `i- 

/I.- 1 -4 A.] 	)<)1/1 	- 1 , 	3, 	5 - I- ') 7' 	' - 2 	(1 H) 	-7J- 

12%117$ 

[0651] -a -0.1 5 3 

4 - [4 - ( 3 - 	i=ii=i- 4 - 7 )1/7J-  C17 i=)1.) E°''7 :'JJ - 1 —OH 

- 1 - 	{ [3 - 	( I- 1) 7)1/7J- 1=1)< 	)1.) 	- 1 H - E7V-)1.- 1 - 4 A.] )< 

)1/1 	-1, 	3, 	5 - I- I) 7-1:'J- 2 	( 1 H) 	-7J- 

9.2%117$ 

[0652] -a -VM 5 4 

3- [4- (4 -7J-*V- 5 - { [3- (1- ,) 7)1/7J- i=o< 	)1.) -1 H-L° 

7 `i-JI/ - 1 - 4 A.] ) 3 	1/1 	-4, 	5 -:')L Ki=i- 1 , 	3, 	5- I- ') 7-1:'J 

- 2 -4)0 E°''-J- 1 - 4 A.] /J V= I- I) )I. 

17%117$ 

[0653] -E; -0.1 5 5 

4- [4- (3 -1=ii=i7i=)1.) 	E'/'7:- 1 -4)1.] - 1 - { [3- 

( I- ') 7)1/7J- 1=1)< 	)1.) 	- 1 H - E7V-)1.- 1 - 4 A.] 	)< 	)1/1 	- 1 , 	3 

, 	5 - I-I) 77 -2 	(1 H) 	-7J- 

16%117$ 

[0654] -a*fN 5 6 

4 - 	{4- 	[4 - 	i=ii=i- 3 - 	(1- ') 7 )1/7J- 1=1)< 	ji.) 	7 i =A.] 	E°''7 

- 1 -4)0 	- 1 - 	{ [3 - 	( I- I) 7)1/7J- 1=1)< 	)1.) 	- 1 H - E7V-)1. 

-1 -4 )1.] 	)< 	)1/1 	-1, 	3, 	5 - I- ') 7-1:'J- 2 	( 1 H) 	-7J- 

WO 2013/147183 246 PCT/JP2013/059589 

4- {4- \ 4 -7 MU-3 - ( h U 7HJI/1 bf^ 

1 -4)D - 1 - { f3 — ( K u - 1 H-bf^y"-

;u- 1 ->nn - 1 . 3. 5 - K U 3Py'>- 2 ( 1 H) -;fr> 

12%®$ 

[0651] i§r«J5 3 

4- [4- (3• • - 47 x_ JU) bf^ $/ > - 1 - -f )lsl 

- 1 - { [3 - ( K U yjlsTj-U^^Jls) - 1 H - bf^V'-JU- 1 —T^Ul * 

*JU] - 1 . 3. 5 - K U 3Py'>- 2 ( 1 H) -;fr> 

9. 2%®$ 

[0652] ^£0IJ 5 4 

3- [4- (4-**V-5 - I [3- ( S U DMU* =f-)\A -1 H — bf 

1 ~^JU] y ^JU) -4. 5-yHKD-l. 3. 5-K'J7-y 

>- 2-4 )\s) bf^^S>'>- 1 ~^JU] S U JU 

17%®$ 

[0653] 5 5 

4 - [4- (3-OUU 7 bf^^ v> - 1 —TJUl - 1 - { f 3 -

( h U - 1 H - bf^V—;u— 1 -4)\A -1.3 

. 5 - K U 7i/'>-2 ( 1 H) -;fr> 

16%®$ 

[0654] ^/£0IJ 5 6 

4- {4 - f4—•?•• — 3 — ( h U 7x~;U] bf^^y 

> - 1 --r;ul - 1 - I [3 - ( K U 7Mn*3-)\s) - 1 H - bf^V'-JU 

- 1 -4JU1 - 1 . 3. 5 - K U TVy-2 ( 1 H) -;fr> 
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[0655] 

[0656] 

[0657] 

[0658] 

[0659] 

-a*fN 5 7 

4— [4— (4 — 7 )1/7J- 1=1 — 3 —=1-1=1 7 i=)1.) 	Lc'/'7:'J— 1 —OH 

— 1 — 	{ [3 — 	( I- I) 7)1/7J- 1=1)< 	)1.) 	— 1 H — E7V—)1.— 1 —4 A.] )< 

)1/1 	—1, 	3, 	5—I-')7' 	'-2 	( 1 H) 	—7J- 

24%117$ 

-aWN 5 8 

1 — 	{ 	[3 — 	(I-') 7)1/7J- D)< 	)1.) — 1 H — E7V—)1.— 1 — 4 A.] )< 

)0 —4— [4— (3, 4, 	5— I- ')7/1/7J- 1=17i=)1.) 	E',7— 1 — 

-OH —1, 	3, 	5 —1-')77 -2 	(1 H) 	—7J- 

20%117$ 

-a*fN 5 9 

4— [4— ( o — I- I) )0 E'/'7:'JJ— 1 —OH — 1 — { [ 3 — ( I- ') 7 

)1/7J- 1=1)< 	)1.) 	— 1 H — E7V—)1.— 1 — 4 A.] )< 	)1/1 — 1 , 	3, 	5 — I- 

') 7-1:-2 	(1 H) 	—7J- 

3. 9%117$ 

-E; -0.16 0 

4— [4— (4 —1=11=1-2 —7)1/7J- i=i7i=)1.) E'/'7:'JJ— 1 —OH 

— 1 — 	{ [3 — 	( I- I) 7)1/7J- D)< 	)1.) 	— 1 H — E7V—)1.— 1 —4 A.] )< 

)1/1 	—1, 	3, 	5 — I-I) 7-1:'J 	— 2 	( 1 H) 	—7J- 

7. 0%117$ 

-E`AIN6 1 

2 —1=ii=i— 5 — 	[4— 	(4 —7J- *V— 5 — 	f [3 — 	(1-')7/1/7J- 1=1)</l. 

) — 1 H — E7V—)1.— 1 — 4 A.] )< 3 )1/1 — 4, 	5 —:')L K 1=1 — 1 , 	3, 

WO 2013/147183 247 PCT/JP2013/059589 

17%J» 

[0655] 5 7 

4- [4- (4-Z>MU - 3K • 7 x— JU) > - 1 - -f ;i/l 

- 1 - { [3 - ( K U - 1 H - 1 —T^Ul ^ 

5^U} - 1 . 3. 5 - K U TVy-2 ( 1 H) -;fr> 

24%®$ 

[0656] 5 8 

1 - I [3 - ( K U 7)\stn*^)\s) - 1 H - 1 -4)\A 

JU) -4- [4- (3. 4. 5 - h> U 7JUT|-a7x-JU) bl^^Vy- 1 -

-f JU] - 1 . 3. 5-h'J7y>-2 ( 1 H) —Ti- > 

20%®$ 

[0657] 5 9 

4- [4- (o- HJJU) \f.s<=jVy- 1 —T~ 1 ~ I [3- ( h 'J 7 

- 1 H-e^V-ju- 1 —rJUI - 1. 3. 5-s 

u TVy — 2 ( 1 H) -;fr> 

3. 9%®$ 

[0658] i§r«J 6 0 

4- [4- (4-^gg-2-7>'U7l'a7x—;u) t°^<^Vy- 1 ->fJH 

- 1 - { [3 - ( K U yjlsTj-U^^Jls) - 1 H - 1 —r^ui * 

5^U} - 1 . 3. 5 - K U TVy-2 ( 1 H) -;fr> 

7. 0%®$ 

[0659] 6 1 

2-^gg-5- [4- (4-^^7-5 - { [3 - ( h U yju^t • t 3-)\s 

) -1H-e7V-Jl/-1-^Jl/l yfJbl -4, 5-yHKg-l. 3. 
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5 — 	I) 77:')— 2 —4)0 E','7:')— 1 — 4 JI/i --9RI)1. 

15%117$ 

[0660] -a*fN 6 2 

2 — 	1=11=1— 5 — [4— (4— 7J- *'1 — 5 — f [3— 	( P) 7/1/7f1=1)< 	)1. 

) — 1 H — E7V—)1.— 1 —4 A.] )< 3 )1/1 	— 4, 	5 —:'JL KI=1— 1 , 	3, 

5 — 	') 7-1:') — 2 — 4 )I.) E°,'—  :') — 1 — 4 A.] , J V= I 	') )I. 

12%117$ 

[0661] -a*fN 6 3 

4— [4— (2 —))1.-4 —= H=i7i=)I.) L', 7:')— 1 --OH — 

1 — { [3 — ( ') 7/1/7f I=1)< 	)1.) 	— 1 H — E7V—)1.— 1 —4 /I.] )< 

)0 	—1, 	3, 5 — P) 7-1 -2 (1 H) 	—7J- 

18%117$ 

[0662] -aWN 6 4 

4 — [4 — (2, 4 —:')7/1/7f1=17 i=)I.) 	1''i'7:')— 1 —4 A.] — 1 - 

{ 	[ 3 — 	( 	') 7 )1.7f I=1)< )1.) 	— 1 H — E7 V—)1.— 1 — 4 /I.] 	)< 	)1/1 

—1, 	3, 	5 — P)7-1 -2 	(1 H) - —J1 

-a*fN 8 6 --C-a 	1., tc: 4 — [4— ( 2 , 4 —:')7/1/7f 1=17 i=j1,) 	E 

1 7:') —  1 —4/1.] —1, 3, 	5— I) 7-1:)— 2 	(1 H) 	—7J- i (189 m 

g, 	0.65 mmol) L 	-a*fN 1 	5 --e-Ei Lk-  4 —)< 	)1., J-ff/1/7JJR 

[3 — 	( 	I) 7/1/7J- 1=1)< )1.) 	— 1 H — E7 V—)1.— 1 —4 A.] )< 	)1. (4 

13 mg, 	1.29 mmol.) 	CE110. a*fN 1 L P1# 07 L. rfAlEalt (2 

1 	mg, 	7.4%11R'*) V41  tc . 

[0663] -a.16 5 

6 —1..:>— 1 — 	(4 —1=11=1, )1.) —4— [4— (4-7)1/A-1=17 

WO 2013/147183 248 PCT/JP2013/059589 

5 - h U TVy-2-4)\y) ¥*=?*/y- 1 -4)\A 

15%J» 

[0660] i§r«J 6 2 

2-Q UU~b- [4- (4-^^7-5 - { [3 - ( h U y J\y^ • ̂ 3-)l> 

) -IH-^V-Jlz-l-^Jl/l yfJbl -4, 5-yHKd-l. 3. 

5 - K U TVy-2-4)\y) t°^^Vy- 1 -4)\A ^OV'-hU )\y 

12%®$ 

[0661] <smn6 3 

4- [4- (2 -y ̂ JU-4 S • y X— JU) >- 1 ->r JU] -

1 - I [3 - ( HJ 7MU* +)\S) - 1 H - bf^V'-JU- 1 -4 )IA y ̂  

Jl) - 1 . 3. 5 - HJ :py>- 2 ( 1 H) -;fr> 

18%®$ 

[0662] ^£0IJ 6 4 

4- [4- (2. 4-y^JUTl-a^x—JU) bf^^S/ >- 1 ->T JU] -1-

I [3 - ( HJ ^JU) - 1 H - bf^V'-JU- 1 y ^JU) 

- 1 . 3. 5-h'J7y>-2 ( 1 H) -;fr> 

#^-nj£0iJ8 6-e-^j£L/c4 - [4- (2, 4-i/7i^P7x-^) bf 

1 -^JU] - 1 , 3, 5 - h >J TVy-2 ( 1 H) -^y (189 m 

g, 0.65 mmoL) 1 5 L/c4-;>< ̂ JU^V-tzVTJU^yiit 

[3 - ( h 'J - 1 H - 1 — -Y JU] (4 

13 mg, 1.29 mmoL) 1 t U (2 

1 mg, 7.4%®$)£?#fc0 

[0663] i§r«J 6 5 

6-7"h^>-i- (Ar-Ouus<yV)\s) -4- [4- (4-yMny 
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=11.) 	L'', 7:)— 1 —4 A.] 	— 1 , 	3, 	5 — Imo ') 7-1:')-2 	(1 H) 	— 

7J- 

) 

[0664] -a*fN 

)1,--e3Dtdiffl 

_-* -a*1N 2 --e-a 	1, tz-_-  6 — 	1=11=1— 4 — [ 4 — 	( 4 — 7 )I, 7j-  1=1 7 	=)1, 

L''''7:') —  1 —4/1/1 —1, 	3, 	5 — P) 7-1:')-2 	(1 H) 	—7J- J (5 

0 mg, 	0.16 mmo I.) 	O)N, 	N —:'))( 	)1/*/1/1,. 77 Z F 	(1 	mL) 	— 1 , 	2 —:'))( 

l*:>iq J (1 mL) 0)Ma3eat:.:0tT7KAIL ') 	r,./_x (1.3 mg, 	0.16 mmo 

I.) 	))1:1A.25E--e153Ainti--  Lk-. 	4 — 	1=11=1/:'J/1/11=1-Z F' 	(40 mg, 	0. 1 

9 mmo I.) 	))1:1A., 2 Ar-e 303Allti-' 1, tc_-1, 60t T2Hi NM 	L tc. o,k,\--c-k- 

mirel —1'9' .1—)I. 	(30 µ, L, 	0.32 mmo I.) 	a t/7KAIL I) 	r,1-1. 	(2.6 mg, 	0.3 

2 mmo I.) 	))1:1A., 30E1i1VM4-' Ltc. arz*7,1, azi-Yr,-.7.KmAllim.i 

L tc. VAla 	ti001%±17.1c-e5A341-„:,:VIKKOgtt 	') r, IA TIM, 

WEAN L tc. 14'6 ttc RI 	7 Z i 	1,1 	1=1 7 17 4 - (,N*It 	/ 

El/FR 1 	)1/=.1 /1 	( v / v) ) ""Nittka„ VAIL-at (18 mg, 21%117$) 	.1'41  

tc: c, 

6 6 

1 — 	{4— 	[ (4 —1=11=1))1.) 7J- *:>] i:')/1/1 	—4— 	[4— 	(4 

— 7 J1. 	C17 s =A.) 	1''i'7:')— 1 —4 )I.] — 6 —) I..:> — 1 , 	3 , 	5 

— P)7-1:')-2 	(1 H) —7J- 

3 — 	{4— 	[ (4— 	1=11=1/:')/1.) 7J- *:>] /:')/1/1 	—6— 	[4— 	(4 

— 7 JI/1=17 	=)1.) 	1''i'7— 1 —4 A.] — 1 , 	3, 	5 — P) 7-1 	— 

2, 	4 	(1 H, 	3H) 	—7J- 

77 /1/ 1 	'Tfj-'#,t,1, 0-a*1N 1 8 --e-aLtc_- 6 — [ 4 — 	( 4 — 7 )1/7J-  1=1 

7 	=)1.) 	L'i'7:')— 1 —4 A.] — 1 , 	3, 	5 — P) 77:')— 2 , 	4 	( 1 

H, 	3 H) 	—:')7J- 	(200 mg, 	0.69 mmo I.) 	O)N, 	N —:'))( 	)1/*/1/1,. 77 Z K 

g'AI 	(5 mL) 	t:.-..0°C-C7KA4L I) 	r,-L,. 	(12 mg, 	1.51 	mmo I.) 	))1:1A.111i1VItt' 

WO 2013/147183 249 PCT/JP2013/059589 

jL~)\y) t°^^Vy- 1 -4)\A ~ 1 . 3. 5 — h U TVy-2 ( 1 H) -

#^^j£0iJ2-e^j£L/c6-^PP-4- [4- (4-7MP7x-ib 

) t°^^V>~ 1 -^;U] - 1 , 3, 5 - h 'J TVy-2 ( 1 H) (5 

0 mg, 0.16 mmo L) CD N, N — ^JU^JUA T7 $ K (1 mL) —1, 2,—Vyt 

(1 mL) ©;!b"n;#)^C0oC"T:'7.K^'fb 'J A (1.3 mg, 0.16 mmo 

I) 4-^PP^>yjl/7*P^ K (40 mg, 0.1 

9 mmoL) ^"^30^^^ L/c^, 60oC-e20tP^# L/c„ 

^"ei - ~?9 J~)\s (30 ML, 0.32 mmo L) 'J T 0 A (2.6 mg, 0.3 

2 mmoL) 300|^jf^L/co 

ji/-e30fflaiLfc„ K >J OAxm^ 
MJ±)IlsL/co l§t>tifcB)£%T< J MMMO PV K^'^7 -r - (^^W 

M|x^;u=1/1 (v/v) ) -eltiiL, (18 mg, 21%J») %{§ 

tc o 

[0664] ^£0IJ 6 6 

1 - 14- [ (4P P^O^JU) 7|-^->] s<yV)\s) -4- [4- (4 

-7JUTI-P7 m-JU) \f^Vy- 1 -6-yh^v-1. 3. 5 

- MJ 7^>-2 ( 1 H) -;fr> 

3- {4- [ (4-^PP^>i/'Jb) J^V] ^yVM -6 - [4- (4 

-7MP7I-J1/) t°^^Vy- 1 ->ni/] -1,3, 5-h'j:P^>-

2, 4 ( 1 H, 3 H) -VJy 

T)[s3ymm%Ts #^^J£0IJ1 8-e^j£L/c6- [4- (4-7;U^P 

7x-;u) t°^^vy- 1 ->ni/] - 1, 3, 5- h'jTVy-2, 4 (1 
H, 3 H ) -V^y (200 mg, 0.69 mmoL) CD N, N - V * ̂  AT $ V 

m%l (5 mL) ^0oC-e7K^b'J ̂ 0 A (12 mg, 1.51 mmoL) £jbD*.10^i£# 
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[0665] 

1, tc . 	1 — 1=II=1 —  4 — 	{ [4— 	(1=11=1)( 	)1.) 	7 i J*] 	)311.} 

. i -ff 	(183 mg, 	0.69 mmol.) 	))1:1A., 	50tT2HilV, 	70t-e3BrAtti' Lk-. 

aR.,*7,1, *at) e i ,9' J —11/ 	)J1:1 A., 14'6 tat 	1* 	6ER 1, --CrfAlEalt 

OMIR12tK (6 6 S t) 07CtMtV41, -- a) 	azt:.-..illotto 

1— {4— [ (4 —1=11=1))1.) 7f*:>] gill.} —4— [4— (4 

— 7 )1/7J- 1=17 i=)1.) 	L°17:')'-1--]-6—F-'-1, 	3, 	5 

—P)77:')-2 	(1 H) —7J- 

3 — 	{4 — [ (4 —1=11=1))1.) 7J- *:>] 1:')/1/1 	—6 — [4 — 	( 

4 —7/1/7J- 1=17i=)1.) 	L°1'7:')— 1 — 4 A.] — 1 , 	3, 	5 — P) 7-1:') 

—2, 	4 	(1 H, 	3H) — :'j7j- 	ogl.±Mt (0.69 mmol.) 0)N, 	N — :'))( 

)1/*/1/11,7Z Kg',4-Y (4 mL) 	6:.-..22--egRt I) r,11, 	(332 mg, 	2.40 mmo 1 ) 

Etrfr,lE)<)1, (137µ,L, 	2.20 mmol.) 	. ))11A., 	25.B.---e1 Eqr-' Lk-. 	az 

7'1, 	ifillE&E'S' 1,, 14'6 tat RI 	') t it)l. t 7 IA 	1=17 	771 	-I — 

-Clitla,, rfAlEalt (26 mg, 2R1387%115($) V41  tz-_-. 

-1 1.16 	7 

1 — [ (2 H — 4 	' 9 ' ' V —)1.— 2 —4)0 )3)1/1 —4— [4 —  (4 -711. 

7r1=17i=)1.) 	L', 7:')— 1 —4 A.] —1, 	3, 	5 — P) 7-1:')— 2 	( 1 

H) — A- 

0 -L'*fN 4 --C-L' 	Lk-  4 —)( 	)1./J-ffJ)1/*JR 	{4— [4— ( 

4 —7/1/7J- 1=17i=)1.) 	L°17:')— 1 —4 A.] — 2 —7J- *V— 1 , 	3, 	5 

— 	') 7-1:')— 1 	(2 H) 	—4)0 	)( 	)1. 	(165 mg, 	0.36 mmol.) 	0):')1=1 m 

)( '9' 	'74'ffIt:.=.25.'01.--e 1 , 	8 —:'J7-11fE:>1=1 	[5. 	4. 	0] 	',52)j— 7 

—i J (65µ,L, 	0.44 mmo l) 	L 1 H —4 	,y',/—)1, (43 mg, 	0.40 mmo l) 

)JFIA., 	25nEni-e3olammi'l,tc_-. ag.337,1, 	azA 	ifillIA'E'' L, 141  6 tt.tc 

RI 	I) t it)I/t 71A 	1=1 7 I- 	7 7 4 — (EI'FRi)i.) --Clitl' L. VA 

WO 2013/147183 250 PCT/JP2013/059589 

Ltco 1 — ^— 4 — { [4- (onn^^ju) ^ 

>-tz> (183 mg, 0.69 mmoL) 50°C-e20m 70oCe30mmW Ltc0 

GOfuIEfr (6 6 S t ) 

1 - {4- [ (4-^PPs<yV)\s) s<yV)\s} -4- [4- (4 

-7MP7I-J1/) 1 --r;u] - 61 , 3, 5 

— h 'J TVy-2 ( 1 H) 

3- {4- [ (4 -o uu^yy'jis) ^<yVM -6 - [4- ( 

4-7i^P7i-^) t°^^Vy- 1 -^;u] -1,3, 5-K'J:P^> 

-2, 4 (1 H, 3 H) (0.69 mmo L) GO N, 

(4 mL) 'J OA (332 mg, 2.40 mmo I ) 

JkXfaOik*^)\s (137ML, 2.20 mmoL) *k1)WX, ^-C1S£#Lfc0 J5J& 

MJBflsU %btitc^yk£:> 'J t)?Jl>t)^AO PV h?'^7 -f -

-zmmL, (26 mg, zmtc0 

[0665] i§r«J 6 7 

1- [ (2 H — 4 y W—)[/— 2—4)\A y^JU] -4- [4- (4-7JU 

7hP7x_ju) t°^^vy- 1 -^JU] - 1. 3. 5-Hj:py>-2 d 

H) -;fr> 

#^^iJ4-e^L/c4-p<5l;U^>-tz'>X;U/1-N>II {4- [4- ( 

4-7i^P7i-^) £°s<^yy-1 -4 Jl>] -2-t + V- 1 , 3, 5 

-K'J^^V-l (2 H) -4Jls} *3-)l< (165 mg, 0.36 mmoL) (DVO PP 

p< 0 1 , 8-VT+f^isOu [5. 4. 0] Oy^-h-l 

— Jiy (65AIL, 0.44 mmoL) b 1 H— -i y O SJ — )\s (43 mg, 0.40 mmoL) 

mXs ^-e30^^^L/co mbtitc 

tj?)lst!^AO P7h^77^ - (Mtx^JU) HI! 
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tat (8.5 mg, 5. 2%J15($) V41  tc: . 

[0666] -a*fN 6 8 

4— [4— (4 —1=11=17i=)1.) — 5, 	6 —:'JL K1=1E'):')— 1 	(2H 

) — 41H — 1 — { [3 —  ( 	') 7/1/7f1=1)< 	11/) —1 H— E7 V-11/ — 1 

—4/1.] 	)<)1/1 	— 1 , 	3, 	5 — F ') 7-1:J— 2 	( 1 H) 	—7J- 

0-a*fN 9 1 a --e-at.,7-c_-4-- [4— (4—'J1=11=17 i=j1.) — 4 — L 

K1=1*:> E°,' 'J 	J — 1 —4/1/i — 1 — 	f [3 — 	( P) 7/1/t1=1)< 	11/) 	— 

1 H — E7V—)1.— 1 —4 A.] )< 	)1/1 —1, 	3, 	5 — 	') 7-1:'J'-2  	( 1 

H) 	— 2f i 	(14 mg, 	0. 03 mmo 1.) 	0):'J 	1=11=1)< 9' 	'7-4',1-Y 	(1. 0 mL) 	(,:.= F 	1) 7 

11/A- 1=1E1M (0. 5 mL) 	))1:1A., 25.H.T3HirCti'' 1., /to ag.337,1, azi-y 

ifillEIR' l,, 7.K a rf M fu 	OgrO.K A t ') r, 1.,.7.K3ea)Jr1 A., 	*ffl 1., tc 	17tK 

7.KTA349-, 	ifillItV31 L, rfAlEat (7.4 mg, 	55%115($) V4Itc. 

[0667] -a*fN 6 9 

4— (4 —7i=)1.— 5, 6 —L K1=1E'):— 1 	(2H) —014 —1 

— 	{ 	[3 — 	(F ') 7/1/7f 1=1)< 	)1.) 	— 1 H — E7V—)1.— 1 —4 /I.] )< 	)1. 

} 	—1, 	3, 	5 — P)7-1:')-2 	(1 H) 	—7J- 

_-* -a*fN 9 1 b --ea 	1., tc: 4 — ( 4 — L KI=1*:> — 4 — 7 i =11/ E''' I) 

—4)0 — 1 — { [3 —  ( ') 7/1/7f 1=1)< 	)1.) 	—1 H — E7V— 

)1.— 1 --1')L] 	)< 	)1/1 	—1, 	3, 	5 — 	') 7-1:')— 2 	( 1 H) 	—7J-i 	(7.4 

mg, 	0.02 mmo 1.) 	CE11 kiN, 	aW1.16 8 LP101051T -Eì  	L. v14E-at (6 

. 9 mg, 98%4 $) V41  tc: . 

[0668] -a.17 0 

4— (4 —7i=)1.— 5, 	6—D°') '-1 (2H) —4)0 — 1 

— 	{ 	[ 5 — 	(F 	I) 7/1/7f 1=1)< 	)1/) 7J-  7 i 	— 2 —OH )< 	)1/1 —1, 

3, 	5 — P)7-1:')-2 	(1 H) —7J- 

WO 2013/147183 251 PCT/JP2013/059589 

(8.5 mg, 5.2%®$) 

[0666] i§r«J 6 8 

4- [4- (4-0UU7 JL-)\S) -5. 6 -V b K'D bf'J »>*>- 1 (2H 

) --HU] - 1 - I [3 - ( K U 7;UT|-a^51>'U) - 1 H - 1 

-4JU1 - 1 . 3. 5 - K U TVy-2 ( 1 H) -;fr> 

1 a-e^j£L/c4- [4- (4-^PP7i-Jb) -4-L 

1 --T;U] - 1 - { [3 - ( h 'J yjU^U/^JU) -

1 H — 1 — -Y )l>] / — 1 , 3, 5-b'JTVy-2 (1 

H) — ^y (14 mg, 0.03 mmoL) CDVO • • t 0 yWflk (1.0 mL) IZ K 'J 7 

Mumt (0.5 mL)£jQ;L ^-e30|^^L/co 

MJBIISU K 'j oATKmm^iaXs tif&Lfcmftz 
mi±m?kLs mmia.Am, 55%®$) %mtc0 

[0667] ^£0IJ 6 9 

4- (4-7x-;u-5. 6 -V b Kg bf'J Vy- 1 (2H) ~^;u) -1 

- I [3 - ( K U 7JUTl-gy ^JU) - 1 H - bf^V'-JU- 1 ^ 

I - 1 . 3. 5-h'J7y>-2 ( 1 H) -;fr> 

##nJ$0!l9 1 b-e-^j£L/c4- (4-b KP^rs>-4-7x-;i/kf^'J 

1 -4 J\y) - 1 - { [3 - ( K 'J D MU*^-)\s) - 1 H -

;u- 1 ->ni/] ^JU} - 1 , 3, 5 — h 1J TVy—2 ( 1 H) -*y (7.4 

mg, 0.02 mmo L) ^£00 6 8 t U (6 

.9 mg, 98%®$) £?#fc0 

[0668] ^/£0IJ 7 0 

4- (4 — 7 i —JU — 5 . 6 -V b K'D bf'J »>*>- 1 (2H) -1 

- I [5- (hlJ7Mg^f^) f^7i>-2-^Jl/l *^)\s} -1. 

3. 5 - K U 7i/'>-2 ( 1 H) -;fr> 
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[0669] 

[0670] 

-aWm 7 1 

4— [4— (4 —1=ii=i7i=)1.) — 5, 	6 —:')L Ki=1EI):— 1 	(2H 

) —4M — 1 — { [ 5 — (1- ') 7 )1/7J- 1=1)< 	)1/) 	7J-  7 i J — 2 —4M 

)<)1/1 	—1, 	3, 	5 — P)7-1 -2 	(1 H) 	—7J- 

0 -a*fN 9 1 Z-ah L tc 4 — ( 4 — L K 1=1* 	— 4 — 7 i =)1. E',' ') 

— 1 —4)0 	— 1 — 	f [ 5 — 	(I-'J 7 )1/7J- 1=1) 	)1/) 	7J-  7 i 	— 2 — 4 

)1.] )<)1/1 	— 1 , 	3, 	5 — P) 77 — 2 	( 1 H) 	—A-  J 73zr1e4 — [4 — 

(4 — 	i=ii=i7i=)1.) —4 — L Ki=1*:>EI):— 1 —4/1.] — 1 — { 

[ 5 — 	(1- ') 7 )1/7J- 1=1)< 	)1/) 	7J-  7 i J — 2 — 4 A.] 	)< 	)1/1 	— 1 , 	3, 

5 — 1- ') 7 :'Ji — 2 ( 1 H) — 7J- J VfLat (21 mg) 	JEll 0, -a*fN 6 8 L 

1700)16:.= ct (,)-a 	Lk-. 14'6 tat R3AL'ERJE111-4 A_ 	1=17 1- 	7 7 -I - 

Tall  L, rfAiLatTZ-a*M 7 0 (3.0  mg, 16%115($) ave-aim 7 1 

(7.5 mg, 37%115($) V4itc. 

-a*fN 7 2 

1 — 	(4 —1=11=1/:'J)1.) 	—4— 	[4— 	(3, 	3 —:'J))1/1/1.) 	E',' 

7J— 1 --i')I] —1, 	3, 	5 — P)77 -2 	(1 H) —7J- 

0 -a*fm 9 --e-a 	Lk-1 - (4 — 	i=i1=1, )14 —4— (E7 

—1 —4)0 	—1, 	3, 	5 — 1- ') 7-1:— 2 	(1 H) 	—A- 	(31 mg, 	0.10 m 

mot.) 	L3 , 	3—))—)L' 	(13µL, 	0.10 mmol) 	0) 	DI=1)( '91 

g'ff-Y (1 	mL) 	(,:.= 1- I) 77-t 1- *:>7.1KAIL*r, At 	I) r, A 	(42 mg, 	0.20 mmol 

) 	))1:1A., 25EIT4HilVINT' Lk. aFt43 7,1, Mfrise,7EAA,Fmi)i, 

--etEh ffl Lk. Vtil 	ifillEdgn L, 141  6tatRlit:A/FRI)1/))11A., 146 

tat 	1* 	6 ER, 	f,',1 a tV:31 	Z a.' LTVAlEat (11 mg, 28%115($) V47L- 

0 

-a*fN 7 3 

1 — (4 —1=11=1/:'J/1.) —4— [4— (5-1-7L Ki=1-2H—E7— -PI -P- (if^<vin • £-17) -i 

£ L [0$^ [0Z.90] 
o 

(mmz 'em u) 
<=>#* °^iw«a 

ir^in^D¥?>imrnrnm WMM ( 
louiui 0^-0 '6UJ zp) VG Ti HTi H-1 (1^ i) $§£ 

<£* ••£/$© (1 OUIUJ 0 [ '0 '-\rl£i) 1f—f. & £ 1f £ y( & - £ '£J (l OUJ 

w 0 L "0 'Bui [£) <£- (HI) Z~<^d fi H - 3 '£ ' L - (ir>- L -

<^v03) -p- (ir^< vinci £-17) -L^n^a6li 

<•£- (H L ) Z~<^d fi H - 3 '£ ' L - Lir>- L 

v0q (ir^/iir^*^-e -g) —17j -17- {^\(^<wnno-p) -i 

2 L [0^ [6990] 

(m\t%L£ 'Bui g-o 

L LMW&W (»%9i 'Bui 0-e) o ^mmz. 

-yc£6>\ ±u o^n^riTri?^0ltlMI 

?8 9[^ (Bui LzM&ma)s:£- (H L) 3-<^fH-3 

'£ 'L- {ir^^ [ir>-g(ir^*a-Mr£ M ) -3] 

} - L - [ir > - L — < a (\ • .H q - 17 - (ir- -^LUUO-P) 

- 17] - (H L ) Z-^ad fi H - 3 '£ ' L - {ir^ * [ir 

(ir^a-Mr*: (\ H ) - 3] } - i - (ir>- L -< 

.<sr,v0^ir-x^-q-17) -17-yn^a L 6^-^# 

<-£- (H L ) Z-^ad fi H - 3 '£ ' L -

Lir>- 3 {S\(-£ yC U f\( L (\ H ) - 3 J } - L - [ir>- ( 

H 3 ) L -<a (\7\ D-H ^C*~ 9 '3- (ir=x £ • • £ - -17] -p 

L L 00$^ 

68S6S0/£I0ZdfAI3d Z9Z C8UH/C10Z OAV 
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[0671] 

[0672] 

4-4)0 	E'/'7:')— 1 —4/1.] — 1, 	3, 	5— P)7-1:')-2 	(1 H) 

— 7J- 

o-a*fm 9 --e-a 	Ltc 1 - (4 - 	1=1 i=i , 	)1,) - 4— (Ei'7 

—1 —4)0 	—1, 	3, 	5 — 	') 7-1:)% — 2 	( 1 H) 	—7f 	(31 mg, 	0.10 m 

mot.) 	LPL H=1-2 H —E7.i-4 	(3H) 	—7j- i (10 mg, 	0.10 mmol.) 

JEll ON aWN 7 2 LP100)51-C-a 	L. rfAlEalt (2.6 mg, 6.6%115'$) 

•'47-z-_-. 

-aWN 7 4 

1 — 	(4 —1=11=1 	%))1.) 	—4— 	[4— 	(4 —7)1,7J-1=v-()1,) 	E'/' 

7:') — 1 —4/1/1 —1, 	3, 	5 — P)7-1:')-2 	(1 H) —7J- 

o-a*fm 9 --e-a 	Ltc 1 - (4 - 	1=1 i=i , 	)1,) -4 — (E7 

— 1 —4)0 	—1, 	3, 	5 — 	') 7-1:)— 2 	( 1 H) 	—7f 	(31 mg, 	0.10 m 

mot.) 	OD N, 	N —:'))( 	)1/*/1/1.,. 7 Z Kg'ff-Y 	(1 	mL) 	6:.:25.H.T I-') i)1/ 7-1:-Z 

	

(28µ1, 	0.20 mmol.) 	L 4 — 7/1/7J- 1=11 4 )I. 	CI') K 	(18µ1, 	0.15 m 

mot.) 	. ))11 A., 25E--e4Hemmt- Lk-o ag33.7,1. azat:AfutifE7 

=,,A7.1<3e'ffINA., EilFRIJI/Ttlia 1, tc. 	1,1 -111S'S' L. 14' 641. 

tcR37A 	') t it/l/t 71~fJ 1=17 	77 4 - (/•*it 	/Ei'FRi)l.=1/4 

0/1 ( v / v) ) Tall LrfAlEalt (27 mg, 63%115($) V41 7-c_-. 

-aWN 7 5 

4— [5 — (4 —1=11=1//1.) —4 —7f*V-4, 	 —1,5—L  

3, 	5 — 	') 77:')— 2 —4 A.] E/7:')— 1 —t/l/tR 	1 , 	1 , 	1 

— P) 7 )1/7J- 1=1— 2 — )( 	)1/ .7°1=1 	— 2 — 4 )I. 

o-a*fm 9 --e-a 	Ltc 1 - (4 - 	1=1 i=i , 	)1,) -4 — (E7 

— 1 —4)0 	—1, 	3, 	5 — 	') 7-1:)% — 2 	( 1 H) 	—7f 	(50 mg, 	0.16 m 

mot.) 	L __*-a*fN 4 8 --e-L` 	1_,AL- 3 -)( 	J1.-1 - 	{ [ 	( 1 , 	1 , 	1 - I- ') 

WO 2013/147183 253 PCT/JP2013/059589 

4-4 )l) ¥*=?*/y- 1 -4)\A - 1 . 3. 5-t*VTVy-2 ( 1 H) 

-*y 

#^^j£0iJ9-e^j£L/c 1 - (4-o aa^yyju) -4-

- 1 ~4Jls) - 1 , 3, 5 - h <J TVy-2 ( 1 H) -#y (31 mg, 0. 10 m 

moL) i^yt; KP-2H-t!,7>-4 (3 H) — J$y (10 mg, 0. 10 mmoL) £ 

m^\ si&mi 2tmm<Di5fe-e'&j&L. (2.6 mg, 6.6%J») 
zmtc „ 

[0671] ^/£0IJ7 4 

1- (4p P^O^JU) -4- [4- (4-7)\s^ns<yV4)\s) 

^v>- 1 —r - 1 . 3. 5 - HJ TVy-2 ( 1 H) -*y 

1 - {4-ouus<yV)\s) -4- (tf^^vy 
- 1 ~4Jls) - 1 , 3, 5 - h <J TVy-2 ( 1 H) -#y (31 mg, 0. 10 m 

moL) (D N, N - V* ̂ AT $ (1 mL) K 'J Ji^JI/T < 

y (28/xL, 0.20 mmoL) t 4 - 7M P^> V 4 )\sO • 'J K (18>u,L, 0.15 m 

moL) tktinXs ^-e40|P^#L/co 7 

Ltco %bti 

'J PV K O*^ 7 -f - (^^rHt>/M|x5l>'U=1/4^ 

0/1 (v/v) ) -eltiiLH^b^ (27 mg, 63%J») £?#*:„ 

[0672] ^£0IJ 7 5 

4- [5- (4-^PP^>-y» -4-^^7-4. 5-^LKP-l. 

3. 5 - K u TVy-2-4JU1 bf^^yy- 1 -tuutfym i. i. 1 

- h u 7;u7t-p- 2 ~^5L;u7°pA>- 2 --nu 

#^^j£0iJ9-e^j£L/c 1 - (4-^7PP^>^) -4-

- 1 -^;u) - 1 , 3, 5 - h >J TVy-2 ( 1 H) -^y (50 mg, 0.16 m 

moL) £#t^£0IJ4 8-e^£Lfc3-*^Jl/-1 - { [ (1 , 1, 1 — h 1J 
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[0673] 

[0674] 

[0675] 

7/1/7J- 1=1— 2 —)( 	)1/ 7°1=1/— 2 -4)0 7J-* :>1 t)i.t=)1,1 	- 1 H - 

-' z y,i—)1,— 3 — -r r, A 	r, lEt (89 mg, 	0.25 mmo I.) 	JE111,\, 	a*fN 

7 4 L Plet:-Eì  	L, rfAlEat (42 mg, 56%117$) V4i tz-_-. 

-E;.17 6 

1 — 	(4 —1=11=1:'J)1.) 	—4— [4— 	(5 —=1-1=1E'):')-2-4/1/ 

) 	L°''7 :'J/-1   — 4 A.] — 1 , 	3, 	5 — P)7-1:')-2 	(1 H) —7J- 

o-a*fm 9 --e-a 	Lk-1 - (4 — 	1=11=1, )1.) —4- (E', 7 

-1 —4)0 	—1, 	3, 	5 — I- ') 7-1:')— 2 	( 1 H) 	—2f 	(31 mg, 	0.10 m 

mo 0 , 	2 —1=ii=i— 5 —= I- m Ei):') 	(16 mg, 0.10 mmo 0 aVegRt 1) 

r,./A (18 mg, 	0.20 mmo 0 0)N, 	N —:'))( 	)1/*/1/1,.77 Z KSINA (1 mL) 

100t--eiHilV1,111_,tc. aFt43 7,1, 	azat:.-.7.11:1A., 	El'FRI11/T3111 

A ffl L tc . VMJE 	Mfil Mk* T A341- „TAKKOgrd-  F ') r, IA TIM, AJER 

n L tc . 14' 6 tt. tc RI 	3• ER PI :> ') t it )1/ ME 	1=1 7 I- 	7 4 ---clittl L, 

rAlfa t (2.1 mg, 4.9%1154$) V4i tc_-. 

-aWN 7 7 

1 — 	( 4 — 	1=11=1, 	)1.) 	— 4 — 	{ 4 — 	[ 5 — 	( I- ') 7 )I. A- 1=1 )< 	)I.) 	E 

') :') 	— 2 — 4 )1.] 	E°''7 :') 	— 1 — 4 )0 	— 1 , 	3, 	5 —  I- ') 7-1: 	— 2 

(1 H) 	—7J- 

o-a*fm 9 --e-a 	Lk-1 - (4 — 	1=11=1, )1.) —4- (E', 7 

-1 —4)0 	—1, 	3, 	5 — I- ') 7-1:')— 2 	( 1 H) 	—2f 	(31 mg, 	0.10 m 

mo I.) 	a Ve 2 — 	1=11=1— 5 — I- ') 7 )1/7J- 1=1)( 	)1.1'° ') :') 	(18 mg, 	0.10 mmo l 

) 	JEll 0, aWN 7 6 LFAeo)51--e-al„ rfAlEat (1.7 mg, 3.7%117 

S) cI tc_-. 

-a*fN 7 8 

1 — 	(4 —1=11=1)1.) 	—4— [4— 	(5 —1=11=17J-7i-2 --r 

)1.) 	E'/'7:')— 1 —4/1.] 	— 1, 	3, 	5 — P) 7-1:')-2 	(1 H) 	—7J- 

WO 2013/147183 254 PCT/JP2013/059589 

•7MU- 2 - 2-4)\y) X*rVl tlJ\yts-J\y} -1 H-

-f $ *?SJ—)\s— 3 — -f 0 A (89 mg, 0.25 mmoL) n'J^y 

7 mmit-&M (42 mg, 56%J») £?#*:„ 

[0673] i§r«J 7 6 

1- (4-onns<yV)\s) -4- [4- (5 h• bfu y>- 2 -4;u 

) t'^^Vy- 1 ->nn - 1 • 3. 5 - K U TVy-2 ( 1 H) -;fr> 

#^^j£0iJ9-e^j£L/c 1 - (4-^PP^>y;U) -4- (tf^y> 

- 1 -4 )\y) - 1 , 3, 5 - h <J TVy-2 ( 1 H) -#y (31 mg, 0. 10 m 

moL) N 2 — 0 • • — 5 — ~ h • tf 'J Vy (16 mg, 0.10 mmoL) JkXfjiR.Wit) 'J 

OA (18 mg, 0.20 mmoL) GO N, N — V * ̂ JlfcJlAT $ h'llift (1 mL) 

atliL/co »M^hU^AT-$£'J:IL MJBf 

isLtco mbntcmmzttwmv <J ±>-xmmu 
mmib&® (2.1 mg, 4.9%J») £?#fc„ 

[0674] ^/£0IJ 7 7 

1- (A-Ouu s<yV)\s) -4- 14- [5- ( h> U -JMn* ̂ JU) bf 

wy-2-4 )\A t°s<^yy- 1 -^ju) -1. 3. 5-su:py>-2 
(1 H) -7h> 

#^^j£0iJ9-e^j£L/c 1 - (4-^PP^>y;U) -4- (ti^=jVy 

- 1 -^;u) - 1 , 3, 5 - K <J TVy-2 ( 1 H) (31 mg, 0.10 m 

moL) RXf2 -0 • • - 5 - h 'J DMU* ̂ JUtf 'J Vy (18 mg, 0.10 mmoL 

) ^/£0J7 6£ll^©;&£-e^£U mmib&M (1.7 mg, 3.7%® 
m) zmtc„ 

[0675] i§r«J 7 8 

1- (4-0nnsiyVjis) -4- [4- (5-^aaf^7iV-2-^ 

;u) \f.^=jVy- 1 ->nn - 1. 3. 5 - h u TVy-2 (1 H) 
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[0676] 

[0677] 

[0678] 

	

o 	ah {m9 Zah Ltc 1 - (4 - 	1=1 i=i , 	)1,) - 4- (Ei'7 

-1 -410 	-1, 	3, 	5 - 	1) 7-1:')- 2 	( 1 H) 	-7 	(30 mg, 	0.10 m 

mot.) 	, 	2 -11=1- 5 -1=11=17J-7i 	(110µ,L, 	0.10 mmol.) 	, 	gi] 	(3.0 

	

mg, 	0.05 mmo 1.) 	, 	r, fail 	(I) 	(9 mg, 	0.05 mmo 1.) 	avei) ions') r,11. 	( 

43 mg, 	0.20 mmo 1.) 07N, 	N -:')))1/ 7-1 -Z J 1'91  J -11ABRia (1 mL) 	8 

0tT3EININT Ltco aFt43 7,1, aVA-Yt:=7.1KMA., i-T-JI/arffilFRI 

JI/TtEliffit.,tc. VMJEMRIM-17.1K --e5A341„:,:o.KKOtd-  1- 1) ,,A---etVIA, 

113111a'S' L AL-. 14'6 	t.k- R3AT 	:> ') t it)l. t 7 A 	1=1 7 I- 	77 -f -  (El/FR 

IJI//)( 51  J -1l.) Tall  LrfAiLat (0. 5 mg, 1.2%11X$) V4tc. 

-a*fN 7 9 

1 - 	(4-1=11=1:')/1.) 	-4- 	{ [ 1 - 	(4 - 7/1/7J- 1=1 7 i=)I.) 	E''' 

'):') -4 -4/1.] 7Zil - 1, 	3, 	5 - P)77:')-2 	(1 H) -7J- 

o-a*fm 1 	1 --e-a 	1, tc 4 - 	1=11=1 - 1 - 	( 4 - 	1=11=1/ 	)1.) 	- 1 

, 	3, 	5- 	1) 7-1:..i- 2 	( 1 H) 	-7 	(59 mg, 	0. 23mmol.) 	0)1=11=1*)1. 

Aga (1.1 mL) (ZgRti) ,,./_1. (80 mg, 	0. 58 mmol.) 	L . -a*{N 8 3 T 

-E'A Lk- 1 - 	(4 - 7)1/7J- 1=17 i=)1.) 	L''' 1) :')- 4 - 7Z 	(66 mg, 	0. 

34 mmo 1.) 	))1:1A., 251,1--e3ormmi-- Lk-. arz*7,/, awyt:.-.7KA., 

1=11=1*/1/11.TAffl 1, tc . VAN, 	Illa'n L, 14' 6 tt.k- R3AT 	> I) t it)l. 

t71,.1=17177-1-  ('N*It 	/E1/FRIJI/=1/50/1 Zi\ --e El/FRI 

11//)( 51  i -11.=19 /1 	(v / v) 	) 	--atrk.,'' L, 	..IkIllE-alt 	(50 mg, 	52%117$ 

) c14tco 

-E`All.18 0 75\ 6 8 3, 	85 /Y" 6 9 7 arf 1 0 0 75\ 6 1 0 626, 	-t. tt.T1-t. 

OrktfEat 	-L'*fN 7 9 L PI 00 	51 --C-L` 	L AL-. J-;t T V: -Eì  	L tc : 'tat 

"I -aZIRSilE -c, 

-1 1.18 0 

1 - 	(4 -1=11=1//1.) 	-4- 	{4- [ (4 -7/1/7J- 1=17i=)1/1 7 

WO 2013/147183 255 PCT/JP2013/059589 

1 - (4-^PPs<yyj\s) -4-

- 1 ~4Jls) - 1 , 3, 5 - h <J TVy-2 ( 1 H) (30 mg, 0. 10 m 

moL) N 2 - 7* P f - 5 — 0 PPf^7i> (110 >u.L, 0.10 mmoL) N Ml (3. 0 

mg, 0.05 mmoL) , (I) (9 mg, 0.05 mmoL) RXf 'J 'J 0 A ( 

43 mg, 0.20 mmoL) CO N, N — is J J(1 mL) £8 

0°C-e3Sr^Ji^L/co 

u/co #$jf WdtfBki- K u ^ A-essjt, 

MJ±)IlsL/co ?#£*ifc0lz6 £:> 'J A^7A^ P7 h^77 -r - (Ml 

x^ju/^y-ju) (0.5 mg, 1.2%®$) £?#fc0 

[0676] i§r«J 7 9 

1 - (4P P^O^JU) -4- { [1 - (4-7JUTI-P7X—JU) 

ij ̂ >-4 -4J\A 3P$ 7 I - 1 . 3. 5-h'J7y>-2 ( 1 H) -;fr> 

##£-j£0!l1 1 T'ML/c4-^PP-1 - (4-^PP^>^JU) -1 

, 3 , 5 — h 'J ~7Vy — 2 ( 1 H) — ^ y (59 mg, 0. 23mmoL) 0^7PP tf\JU 

A;#^ (1.1 mL) tC^II^'J^A (80 mg, 0.58 mmoL) 0 8 3 Tr 

^•j£L/c 1- (4-7JU^P7x-JU) tfX'J ̂ >-4 -T7^ > (66 mg, 0. 

34 mmoL) ^;m"Tr30^^jf ̂  L/c0 JXJ^A^CTK^AP;^ 

^PP/1-NjUA-efflaiL/co #$Jf SrMJijIftSU 'J 

l)7A^P?h ̂ 77-f- (^^r+f >/M|X51>'U=1/5^0/1 J&IN"? M|X 

0 J — JU=19/1 (v/v) ) (50 mg, 52%J|X$ 

) zmtc0 

[0677] ^mn8 Ofrb 8 3, 8 5^)^97^1 OO^f,1 06t(t ttlt'tl 

7 9 J-M~RC£-j£ L/clb^ 

[0678] i§r«J 8 0 

1- (4-^pp^>->'jb) -4- {4- [ (4-yjutuy JI—)U1 y $ 
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)} 	E'''):— 1 —4)0 	—1, 	3, 	5 —1-')77 -2 	(1 H) 	—7J- 

47%117$ 

[0679] -E`AIN8 1 

1 — 	(4 — 	i=i1=1/:')/1.) 	—4— 	{ [ 1 — 	(4 —7/1/7J- 1=17 i=)I.) 	E''' 

'):') -4 -4 /1/1 	[)<)1/] 	7Z)} 	— 1, 	3, 	5 —1-')77 -2 	(1 

H) 	—7J- 

34%117$ 

[0680] -a -0.18 2 

(R) —1 — 	(4-1=ii=ii)1.) 	—4— 	{ [1 - 	(4-7/1/7ti=17i= 

)0 	E'''):-3-4/1/1 7Z)} — 1, 	3, 	5 —P)7-1 -2 	(1 H 

47%117$ 

[0681] -,1.18 	3 

(S) — 1 — 	(4-1=ii=ii)1.) 	—4— 	{ [1 - 	(4-7)1/7ti=i7i= 

)0 	E'''):-3-4/1/1 7Z)} 	— 1, 	3, 	5 —1-')77 -2 	(1 H 

42%117$ 

[0682] -a*fN 8 4 

1 — 	(4 — 	i=i1=1/:')/1.) 	—4— [4— 	(5 —7/1/7J- 1=1— 2 —7J- *V — 

2, 	3—:')L Ki=i— 1 H—/N1 [d] 4ZYV— )1. —  1 —4)0 	E''''):'J 

J-1 —4/1.] —1, 	3, 	5 —1-')77 -2 	(1 H) 	—7J- 

-a*fN 1 OZ-a) 	Ltz-_-  1 — (4—fJCIC1i 	:')/1.) — 4 — L Ki=I*:> 

— 1, 	3, 	5 — I- ') 7-1:— 2 	(1 H) 	—7J-  J 	(20 mg, 	0.08 mmol) 	0777-t 

WO 2013/147183 256 PCT/JP2013/059589 

J} bfX'J yy- 1 -4)\s) -1.3. 5-KU77y'>-2 ( 1 H) -ty 

mw 
[0679] 8 1 

1 - (4-^ggsiyyji,) -4- { [1 - (4-7MD7I-J1/) 

ijy>-4-^;U] [^^U] 3P$7} -1. 3. 5-KU77y>-2 (1 

H) -;fr> 

34%®$ 

[0680] 8 2 

(R) - 1 - (4-^gg siyyji,) -4- { [1 - (4 -y May JL~ 

JU) U ->* > - 3 - -f Jlsl T $ 7 I - 1 . 3 . 5-K'J7-y>-2 ( 1 H 

) 

47%®$ 

[0681] 8 3 

(S) - 1 - (4 - o uu^yy'Jis) -4- { [1 - (4 -y May JL~ 

JU) b0/^ 'J V y — 3 — 4 Jlsl T $. J } - 1 . 3 . 5-K'J7-y>-2 ( 1 H 

) 

42%®$ 

[0682] 8 4 

1- (4-^gg /<yyji,) -4- [4- (5 - yM g - 2v -

2. 3 — y b Kg — 1 H >v r d ] >r $ y V-;u- 1 --f ;u) u y 

>- 1 -4)\A - 1 • 3. 5 - K U TVy-2. ( 1 H) -*y 

1 1 - (4g g^o^ju) -4-kh*g^> 

- 1 , 3, 5 — h 1J yyy— 2 ( 1 H) (20 mg, 0.08 mmoL) (D7iz 
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F. 	') )1474a (1 	mL) 	6:=25.H.T 	(1 J`js 1 I) 7 Ni—)I. — 1 — 4 )1/7f *:>) 

Imo') EMI) : : ; J **=r , L, (47 mg, 0.10 mmol) RV` 1 , 	8 —::;71fE::/ 

1=1 [ 5. 	4. 	0] r, 	52t —7 — i 	(15µL, 0.10 mmoo )iriA.203rm 

11.14' L tc . azat:.= 5 — 7 )1.7f 1=1— 1 H — Njs  [d] -(ZYV-)1.- 2 

3 H) 	— 	7J- J 	(25 mg, 	0.10 mmo I.) . ))11 A.80t-elowimmt- Lk-. azo, 

711, a CAI WEAN L , 14' 6 41.k-  RI :> ') t it ) l. t 7 A 1=17 H!7 

7 -1 - 	( 	1=11=1*)1/1x/Ei/FRI)1/="1 /I ( v / v) ) -NMI 1_, AIL-at (0. 

8 mg, 	2.0%11X$) 	7T4itz-_-. 

[0683] -1 1.] 8 	5 

1 — 	(4 — 	1=11=1/ 	:')/1/) 	—4— { [ 3 - (4 — 7)1/A- 1=17 i =A.) :> 

1=IJ)I.] 	7Z)} 	— 1, 	3, 	5 — P) 7-1 -2 (1 	H) —7J- 

31%117$ 

[0684] -a*fN 8 6 

(R) 	— 1 — 	(4-1=11=1)1.) —4— ( 	{ [1 — 	(4-7)1/7J- 1=17i 

=j1,) 	El=1') :') 	— 3 — 4 /I.] 	)< )1/1 	7 Z J ) — 1 , 	3, 	5 — 	') 7-1:'J 

—2 	( 1 H) 	—7J- 

3. 4%117$ 

[0685] -1 1.18 	7 

1 — 	(4 — 	1=11=1/))1.) 	—4— {3— [ (4 —7)1/7f1=1J/1.) 	7J-* 

:>1 	7-1-ff:')— 1 —4/1/1 	—1, 3, 	5 — P) 7-1:')— 2 	( 1 H) 	—7J- 

11%117$ 

[0686] -1 1.] 8 	8 

1 — 	(4 — fj 1=11=1, )1.) 	— 4 — {4 — [ 3 — ( P) 7 )1/7f I=1)< 	11/) 	— 

1 H— E7 Ni—)1.— 1 — 4 )I.] E°''')'-1  1 — 4 )1/1 	—1, 3, 	5 — 	') 

7-1:')-2 	(1 H) 	—7j- 

WO 2013/147183 257 PCT/JP2013/059589 

h — h 'J (1 mL) (s<ys/ h 'J 7s/-)\s- 1 

h 'J tfP 'J VJ — 0 A (47 mg, 0. 10 mmo L) $.£/ 1 , 8 — V 7 +f tf V 

OU [5. 4. 0] Oy^-h-1 -X> (15/xL, 0.10 mmoL) £2jna.20£f^ 

MWLtc0 5 -yMU- 1 H-^>V [d] -f$yV-JU-2 ( 

3 H) -^-^y (25 mg, 0.10 mmoL) ^iP^80°C-ei L/c0 

7^ 'J PV V9*z> 

7-r- (^PP/1-NJUA/MIX5^=1/1 (v/v) ) (0. 

8 mg, 2.0%®$) £?#fc0 

[0683] ^/£0IJ 8 5 

1 - (4-^pp s<yV)\s) -4- I [3- (4 -y j\y^ny jL~j\y) vo 

P^y^JU] 3P$ 7) -1. 3. 5- \**)7Vy-2 (1 H) -;fr> 

31% ®$ 

[0684] ^£0IJ 8 6 

(R) - 1 - (4-^pp s<y*J)\s) -4- ( { [1 - (4 -y May x. 

-j\y) b°p U vy- 3 -^JU] 3P$7) -1. 3. 5-hU7y> 

- 2 (1 H) -^y 

3.4%®$ 

[0685] ^/£0IJ 8 7 

1- (4-^PP^>->'Jb) -4- {3- [ (4-7;U7l'P^>y>'U) ^ 

->] Tiz^Vy- 1 ~^;ul - 1 . 3. 5 — h U 3Py'>- 2 ( 1 H) -;fr> 

11%®$ 

[0686] ^/£0IJ 8 8 

1- (4-^PP^>->'Jb) -4- {4- [3- ( K U yMU*3-)\s) -

1 H - b°^y-;u-1 ~^;u] u y >- 1 ~^;ul - i. 3. 5 - h u 

TVy-2 (1 H) -z*y 
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3.1%115($ 

[0687] -a0.1 8 9 

1 - 	(4-1=11=1))1.) 	-4- [3- 	(4-7)1/7J- i=17ii*:>) 7-ff 

'-1:') 	-4)1.] -1, 	3, 	5 -1- ,)77 -2 	(1 H) 	-7J- 

4.9%117$ 

[0688] -a*fN 9 0 

1 - 	(4-1=11=1:'))1.) 	-4- [4- 	(4-7)1/7J- i=i7i=)1.) 	- 5 - 

L Ki=i*:>- 5, 	6-:')L Ki=1E,):)- 1 	(2 H) 	-4)1/1 - 1, 	3, 	5 

-P)77 -2 (1 H) -7J- 

18%115($ 

[0689] -a -0.19 1 

1 - (4 - 	i=ii=1/:'))1.) 	-4- 	[4- 	(4 -7)1/7J- i=i7i=)1.) 	-3, 

4-:')L Ki=i*:>E ,):')- 1 -4)1/1 	- 1, 	3, 	5 -1- ,)77-2 

1 H) 	-7J- 

36%117$ 

[0690] -a*fN 9 2 

(R) - 1 - 	(4- fj 1=11=1:'))1.) 	-4- 	{ [1 - 	(4-7)1/7J- i=i7i= 

)1.) 	E 1=1 1) :') 	- 3 - 4 )1.] 7 Z J} 	- 1, 	3, 	5 - I- ,) 7-1:') 	- 2 	( 1 H 

37%117$ 

[0691] -a*fN 9 3 

1 - (4 - 	i=11=1/:'))1.) 	- 4 - 	{ [ 1 - 	(4 - 7 )1/7J-  C17 i=)1.) 	E 1=1 

1):') -3 -4)1.] 	[)<)1/] 	7Zil 	- 1, 	3, 	5 -1-')77-2 	(1 

WO 2013/147183 258 PCT/JP2013/059589 

3. nm 
[0687] ^£00 8 9 

1- (4nn^yyju) -4- [3- (4-yjutu 7i;^» 7 if 

^yy- 1 -4)\A - 1 • 3. 5 - K U 7Vy-2 ( 1 H) -;fr> 

4. 9%J» 

[0688] 9 0 

1- (4nn^yyju) -4 - [4- (4-7MD7I-J1/) - 5-

bKm^>-5. 6b Kg b°U 1 (2H) -^JU] -1. 3. 5 

- MJ yyy — 2 (1 H) 

18%J» 

[0689] 9 1 

1- (4-^gg^oyju) -4- [4- (4-7JUTl-a7x—JU) -3. 

4-yb Km^>bf^u»>*>- 1 -^JU] - 1. 3. 5-hi)yyy-2 ( 

1 H) 

36%®$ 

[0690] i§r«J 9 2 

(R) - 1 - (4-tnns<yy)i,) -4- { [1 - (4 -7Ua7n 

;u) b°• uy> — 3 — ^JU] 3P$yI — 1. 3. 5-^i)7yy-2 (IH 

) 

37%®$ 

[0691] <smn9 3 

1 - (4-^aa^>y';u) -4- { [1 - (4-7MD7I-J1/) bfa 

Uy>-3-^>iU] [^^U] 3P$7l -1. 3. 5-KU77y>-2 (1 
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[0692] 

[0693] 

[0694] 

[0695] 

[0696] 

H) 	—7J- 

38%117$ 

-a -VM 9 

(3R, 

4 

4R) 	— 1 — 	(4-1=11=1)/1.) 	—4— 	{ [1 — 	(4-7)1/7J- 

i=17i=)1.) 	—4—t' KI=1*:>E1=1-3-4/1/1 7-ZJ} 	— 1, 	3, 

5 —1-')7-2 	(1 H) 	—7J- 

2. 4c/oV$ 

-E; -0.1 9 

(3R) 

5 

— 1 — 	(4-1=11=1, )1.) 	—4— 	{ [4-7/1/7J- D— 1 — 	(4 

— 7 JI/A-  1=1 7 i =A.) 	Ei=1 ,) :J 	— 3 —4 A.] 7:-Z )1 	— 1 , 	3, 	5 — 1- ') 

77:')-2 	(1 H) 	—7J- 

8.2%117$ 

-a*fN 9 6 

(R) 	— 1 — 	(4-1=11=1:'J)1.) 	—4— [4— 	(4-7/1/7J- D7i=)1. 

) —2—)</l/E7:— 1 —4/1.] —1, 	3, 	5 —P)7-1 -2 	(1 

H) 	—7J- 

19%V$ 

-a -0.19 

1 — (4 

7 

— 	i=i1=1/:')/1.) 	—4— 	( {2— 	[ (4 —7)1.7ti=i7i=)1.) 	7 

z j] i)1.1 7Z)) — 1, 	3, 	5 —1-')7-2 	(1 H) —7J- 

8.9%117$ 

-a*fN 9 8 

4— [4— (4-7/1/ti=17i=)1.) —5, 	6—:')LKI=1E— 1 	(2 

WO 2013/147183 259 PCT/JP2013/059589 

H) -*y 

38%J» 

[0692] 9 4 

(3 R. 4 R) - 1 - (4-OUUs<yV)\s) -4- { [1 - (4-7M 

• 71— JU) - 4 - b K'g^> b°g u Vy- 3 ->r JH :P$7} - I. 3. 

5 - K U TVy-2 ( 1 H) -*y 

2.4%JJX$ 

[0693] i§r«J 9 5 

(3 R) - 1 - (4-^ggsiyVji,) -4-1 \A -z>Mu - 1 - (4 

-7JU7I-D7X-JU) b°g U vy-3->nn 3P$7) -1. 3. 5 - K u 

TVy-2 ( 1 H) -;fr > 

8. 2%]JX$ 

[0694] ^£0IJ 9 6 

(R) -1- (4-^ggs<yVj\,) -4- [4- (4 - 7JU?|-g 7 x_ JU 

) - 2 -* +)\s¥s<^yy- 1 —r JUI - 1. 3. 5 - K u TVy-2 (1 

H) -*y 

19%J» 

[0695] i§r«J 9 7 

1- (4-^ggs<yV)i,) -4- ( {2- [ (4-7Ji/^g7i-^) T7 

$ y ] x^U I 3P $ 7) — 1 . 3. 5 - K U TVy-2 ( 1 H) -;fr> 

8. 9%®$ 

[0696] 9 8 

4- [4- (4-7Jl/^g7i~^) -5. 6-yb Kg b°U y>-1 (2 
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H) 	— 4 11/i 	— 1 — 	{ [3 — 	(F') 7/1/7t1=1)< 11/) — 1 I-1 —  E7 V-11/ — 

1 — 4 A.] )< 	)1/1 	—1, 	3, 	5 — ') 7-1:— 2 	( 1 H) 	—7J- 

o-a*fm 8 9 --e-a 	L tc 4 — [ 4 — ( 4 — 7 )I. 7J-  1=1 7 i =AA — 4 — L 

Ki=1*:>E 1):')— 1 --OH — 1 — f [3 — 	( P) 7/1/7t1=1)< 	11/) 	— 

1 H — E7V—)1.— 1 —4 /I.] )< 	)1/1 —1, 3, 	5 — 	') 7-1:'J— 2 	( 1 

H) 	—2f 	(76 mg, 	0.17 mmo I.) 	cEilk,\-awN 1 1 4 LFAeoa--e-al, 

rfAlEat (70 mg, 84%47$) V41  tc_-. 

[0697] -a*fN 9 9 

4— [4— (4 —7/1/7f1=17i=)1.) —5, 6—L KI=IE'):— 1 	(2 

H) —OH —1 — { [ 5 — ( P) 7/1/7f1=1)< )1/) 	7J-  7 i 	— 2 —4 )I. 

1 )<)1/1 	—1, 	3, 	5 — P) 7-1:-2 (1 H) 	—7J- 

o-a*fm 9 0 --e-a 	L tc 4 — [ 4 — ( 4 — 7 )I. 7J-  1=1 7 i =)1.) — 4 — L 

KI=1*:> E°/'') :'JJ— 1 — 4/1/i — 1 — { [ 5 — 	( P) 7/1/7f1=1)< 	)1/) 

t 7 i 	— 2 —4 )1.] )< 	)1/1 —1, 3, 5 — P) 7-1:— 2 	( 1 H) —7t 

i (20 mg, 	0. 04 mmo I.) 	cEilk,\-awN 1 	1 4 L P10051-e-Eì  	L, 	'k.'llE 

at (18 mg, 07%117$) V41  tz-_-  . 

[0698] -a.11 0 0 

1 — 	(4 — 	1=11=1/:'J)1.) 	—4— 	{3— [ (4 — 7/1/7f1=17 i=)I.) -- 

) 	7-1-ff: —  1 —4/1.] 	—1, 	3, 5 — P) 7-1:-2 	( 1 H) 	—7J- 

28%117$ 

[0699] -a*fN 1 0 1 

1 — 	(4 — 	1=11=1//1.) 	—4— 	{3— [ (4 —7/1/7f1=1/1.) 	7J- 

] 7-1-ff: —  1 —4)0 	—1, 	3, 5 — P) 7-1:-2 	( 1 H) 	—7J- 

54%117$ 

WO 2013/147183 260 PCT/JP2013/059589 

H) — -f JUl - 1 - I f 3 — ( K U - 1 H -

1 -4 )l 1 - 1 . 3. 5 - K U TVy-2 ( 1 H) -;fr> 

#^-nj£0iJ8 9-e-^j£L/c4 - [4- (4-7i^P7i-^) -4-t 

KP^>1 —r- 1 - { [3 - ( K 'j yju^-u/^ju) -

1 H — 1 — -Y )l>] / — 1 , 3, 5-K'J77^>-2 (1 

H) (76 mg, 0.17 mmoL) 1 4 

s mmibl§^ (70 mg, 84%J») 

[0697] ^£0IJ 9 9 

4- [4- (4 -yjiy^tuy ji—Jiy) -5. 6 -y b Ka b°u y >- 1 (2 

H) -4)\A - 1 - I [5 - ( HJ 7JU?l-gy ^JU) - 2 - -r JU 

] y ^JU) - 1 . 3. 5-h'J7y>-2 ( 1 H) -*y 

##nj£®|9 ()-££•$ Lfc 4- [4- (4-7iU^P7i-JU) -4-t 

1 ->nu] - 1 - { [5 - ( K 'j ^ 

^7I>-2-^U] P<^U} - 1 , 3, 5 - h 'J TVy- 2 ( 1 H) 

> (20 mg, 0.04 mmoL) 1 4 t U 

£•$) (18 mg, 97%®$) £?#fc0 

[0698] i§r«J 1 0 0 

1- (4nn^yyju) -4- {3- r (4-7MD7I-JU) 

) Tiz^yy- 1 -4JU1 - 1 . 3. 5 - K U TVy-2 ( 1 H) -;fr> 

28%um 
[0699] i§r«J 1 0 1 

1- (4-ouus<yV)\s) -4- {3- [ (4-yMu^yV)\y) 5^ 

~\ Tiz^vy- 1 —r^u> - 1. 3. 5- KuTVy-2 (1 H) 

54%®$ 
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[0700] -aWN 1 0 2 

(S) - 1 - 	(4 -1=11=1))1.) 	-4- [4- 	(4 -7/1/7J- 1=17i=)1. 

) -3 -)()I/L°, 7:') -  1 -OH -1, 	3, 	5 -1-')77 -2 	(1 

H) 	-7J- 

7.5%117$ 

[0701] -a*fN 1 0 3 

1 - (4 - fj CID / 	:')/1.) 	- 4 - 	[ 2 - 	(4 - 7 )1/7J-1=1//1.) 	)1/* 

')J] 	-1, 	3, 	5 -1-')77 -2 	(1 H) 	-7J- 

0.6%117$ 

[0702] -a -VM 1 0 4 

1 - (4 -1=11=1/ %:'J)1.) 	-4- 	{ [1 - 	(4 -7/1/7J- 1=17i=)14 	-2 

-7J- *VE1=1'-3-4/1.] 7Z)} - 1, 	3, 	5 - I-') 77:') -2 

1 H) 	-7J- 

4. 0%117$ 

[0703] -a.11 0 5 

(R) - 1 - 	(4 -1=11=1//1.) 	-4- 	{ [1 - 	(4 -7/1/7J- 1=1,  

AA E 1=1 1) :J 	- 3 -4 A.] 7Z )1 - 1 , 	3, 	5-')7i-2I-') 	( 1 H 

5. 0%117$ 

[0704] -a*fN 1 0 6 

(S) - 1 - 	(4 -1=11=1//1.) 	-4- 	{ [1 - 	(4 -7/1/7J- 1=1/ 

)1.) 	El=i '):)- 3 -4 A.] 7Z )1 - 1 , 	3, 	5 -  I-') '-2 ( 1 H 

WO 2013/147183 261 PCT/JP2013/059589 

[0700] 1 0 2 

(S) -1- (4-QUU s<yj/)\s) -4- [4- (4-7MD7i-ib 

) - 3 1 ~^;u] - 1 . 3. 5-\*lJ7*/>-2 (1 

H) -;fr> 

7. 5%JJX$ 

[0701] i§r«Ji 0 3 

1- (4-ouus<yyj\s) -4- [2- (4-yjutu^yy'ju) 

•J y] - 1 . 3. 5 - K U 3Py'>- 2 ( 1 H) -;fr> 

0. 6%JJX$ 

[0702] ^£0IJ 1 0 4 

1 - (4-Ouu s<yyj\s) -4- { [1 - (4 - y j\y^ny jL~j\y) -2 

bfD U »>*>-33P$7 1-1. 3. 5-SU77y>-2 ( 

1 H) 

4. 0%j» 

[0703] i§r«J 1 0 5 

(R) -1- (4 -0 • • V JU) - 4 - I [ 1 - (4-7 JUTI- • V 

;u) bf • U y > — 3 — JU] 3P $ y I — 1 . 3. ^-V')TVy-2 ( 1 H 

) -*y 

5. Q%W 

[0704] 1 0 6 

(s) -1- (4-ouw<yV)\s) -4- { [ 1 - (4-7Mw<yy 

;u) bfg U *jy- 3 -4)\A 3P$ J I - 1 . 3. 5-KU77y>-2 ( 1 H 

) 
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[0705] 

[0706] 

[0707] 

9. 0%117$ 

-a*fN 1 0 7 

1 - 	(4 -1=11=1/:')/1.) 	-4- [5 -7)1/7J- D -4 - 	(4-7)1/7J- 1=17 

i=)I.) -5, 	6-:')LKI=1E-1 	(2 H) -4/1.] -1, 	3, 	5- 

1-')77-2 	(1 H) 	-7J- j 

-a*fN 9 0 ---e-E; 	Ltc: 1 - (4 - 	i=i1=1/:'J/1.) -4- [4- (4 - 7 

)1.7ti=17i=)1.) -5-LKI=1*:>-5, 	6-:')LKI=1E-1 	(2H 

) 	-4 A.] 	- 1 , 	3, 	5 - I- ') 7-1:- 2 	(1 H) 	-2f 	(15 mg, 	0.04 mmo 

l) 	0)1=11=1)( 51 	'74',1I (1.0 mL) 	6:0°CZ 	(:')I)1/ 7-1:Zi) 	it)1/7 7- 

I- ') 7)1.x') F' 	(10µL, 	0.04 mmo I.) 	.)iii .A25.1.1.--e1.5Hirmmt-o-c_-. 	arz* 

7'1, azat:.-.. 	1=1 1=1 )< ,9,  J 	)]QA., muse,71<avemfmti*TA34 L 

tz: . VCV, 	AVE 0, Ogrd- 	') r, IA TIM, 	ff,11E&E'S' Lt:. 14'6 tat R3M:.-_, 

1) t it)l. 	)ilil A_ 638 L. Ei'FRI)1/ ---(3 341-  Lt:. 	6A 	AEA' n 	Z a L 

T, rfAlEat (7 mg, 46%117$) V41  Az-. 

-a*fN 1 0 8 

1 - (4 - 	i=i1=1:'J)1.) - 4 - [ 4 - ( 4 - 7 )1/7J-  1=1 7 i =A.) - 3 - 

L Ki=i*:>E/ ,):')-1 -4)1/1 	-1, 	3, 	5- I- ,)77:')-2 	(1 H) 

-7J- 

-a*fN 9 0 ---e-E; 	Li-L- 1 - 	(4 - 	1=1 1=1/:'))1.) 	-4- [4- 	(4 -7 

)1/7J-  1=1 7 i=)1.) 	- 5 - L K 1=I*:> -5, 	6 -:')L Ki=1EI):')-1 	(2H 

) 	- 4 A.] 	- 1 , 	3 , 	5 - I- ') 7-1:- 2 	(1 H) 	-7J-  J 	(10 mg, 	0.03 mmo 

l) 	Li 7 : ' ) , , A - 3t ,htg (3 mg) 0) )< 5' ) - )I. (5 mL) -DD'( 

5 mL) 3PLa83fI71KAT4-' # %,T, 319 rc,114--  Lk-. ag.337,1, ar,n-Y-t7 

-f I- 638 1,, 	6A 	ifillE&E' *'-'- Z a' LT , rfAlEat (8.9 mg, 90%115($) 

14 tc: . 

-a*fN 1 0 9 

WO 2013/147183 262 PCT/JP2013/059589 

9. mjm 
[0705] 1 0 7 

1- (4-^ggSQS/JI,) -4- f5 -yjutu-4 - (4-yjutuy 

Ji-Jly) -5. 6 -V b Kg bf'J Vy- 1 ( 2 H) -1. 3. 5-

K U TVy-2 ( 1 H) -;fr> 

-•J£0|J9 O-e^L/c 1 - (4-^gg^>y;U) -4 - [4- (4-7 

Mg7i-Jb) - 5 - L Kg+>>- 5, 6 -y L Kg bf'J *>*>- 1 ( 2 H 

) ->ni/] - 1 , 3, 5 - K 'J 7^'V-2 ( 1 H) (15 mg, 0.04 mmo 

L) (DV<7 ggy^« (1.0 mL) ^0°Ce (^X^U^ 7) itJl/7 7-

KU7JU:*U K (10*tL, 0.04 mmo L) . 50#^^ L/c0 J5J» 

fcfcmzvt g g ^y^wx, u 
tco MJ±)HSL/C0 m^ntcmmz, 
V U Mtx^U-e^L/co Zfc%MI±}£ffiTZZt 
?\ mmibl§^ (7 mg, 46%J») £?#fc„ 

[0706] 1 0 8 

1- (4-^ggs<yVji,) -4 - [4- (4 -7JU?|-g7x_JU) -3-

L K'g^->L°^U »>*>- 1 —r — 1 . 3. 5 -KU TVy- 2 ( 1 H) 

£-J£0!I9 o-e^L/c 1 - (4nn^yVju) -4- [4- (4-7 

Mg7x-Jl') -5-t: Kg^r^-5, 6 — y L Kg fcfU V>- 1 (2H 

) —r^u] - 1 , 3, 5 - K U TVy — 2 ( 1 H) -^y (10 mg, 0.03 mmo 

L) 11 ̂  V 0 A —14j^ (3 mg) )[/ (5 mL) —VOUU^^y ( 

5 mL) 3smmwLtco 

-f K3i§U 3^£MJ±}IistZ>Zfn\ mmib^ (8.9 mg, 90%®$) 

zmtco 
[0707] ^£0IJ 1 0 9 
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1 — [ 5 — 	(4 —1=11=1/:'J)1.) 	—4 —7f*V-4, 	5 —:'JL Kl=i— 1 , 

3, 	5— P) 7-1:')— 2 —4/1.] —4— (4 —7/1/7f1=17i=)1.) E/7:') 

— 2 —t/l/tOgib< 	)1. 

-a*fN 8 8 ---e-a 	L tc 1 — [ 5 — ( 4 — 	1=11=1 	:'J)1.) 	— 4 — 

V — 4 , 	5—it' K1=1— 1, 	3, 	5— P) 7-1 -2 --OH E'/'7- 

2 — t/l/tOgIb( ill. (26 mg, 0.07 mmol.) CE111,\-a*M 3 7 LP100751 

--e-Eì  	L, VAIL at (12 mg, 37%117$) V41 tc: . 

[0708] -a*fN 1 1 0 

1 - 	(4 -1=11=1:'J)1.) 	-4- 	{ [ 1 — (4 — 7 )1/7J- 1=1 7 i =AA 	Ei=i 

'):') -3 --OH 7f*:>} — 1 , 	3, 	5 — P) 7-1:')-2 	(1 H) —7J- 

o-a*fm 1 1 --e-a 	L tc 4 — 	1=11=1 — 1 — 	( 4 — 	1=11=1, 	)1.) 	— 1 

, 	3, 	5 — 	') 7-1:..i— 2 	( 1 H) 	—7f J (67 mg, 	0.26 mmol.) 	1g) fj DM* 

)1,1Aga (2 mL) LO-a*fN 4 6 --e-a L tc: 1 — 	( 4 — 7 )1/7J- 1=17 i =)l. 

) 	E 1=1 ') :'J 	— 3 — 7J- -)1. 	(71 	mg, 	0.39 mmo 1.) 	E111,N, 	-a.17 9 LP10 

6~ ah c L, rfAlEat (4. 0 mg, 4%117$) V4itc_-. 

[0709] -a*fN 1 1 1 

1 — 	(4 —1=11=1:')/1.) 	—4— 	[4— (4 —7/1/7f1=17i=)1.) —4 — 

L K1=1*:>E''):— 1 —4/1.] 	— 1, 3, 	5 — P) 7-1:')-2 	(1 H) 

— 7J- 

-a*fN 1 4 --e-E`A L tc 4 — [ 4 — ( 4 — 7 )1/7J- 1=1 7 i =)I.) — 4 — L 

KI=1*:>E''):— 1 —4/1.] 	— 1, 	3, 5 — P) 7-1:')-2 (1 H) — 

J- i (273 mg, 0.94 mmol.) CE110. a*fN 1 LP100)51T a 	L, VAIL 

at (83 mg, 21%V$) V4itc_-. 

[0710] -a*fN 1 1 2 

1 — 	(4 —1=11=1/:'J)1.) 	—4— 	[4— (4 —7/1/7f1=17i=)1.) 	— 5, 

WO 2013/147183 263 PCT/JP2013/059589 

1 — f 5 — (4-^PP s<yj/)\s) -4-t=¥V-4. 5-S/EKP-1. 

3. 5 - K U TVy-2 —r >/Ul -4- (4 - • 7 x ~jU) t'^^V 

y—2 -tpistfyfflj. ̂ )\y 

8-e^j£L/c 1 - [5- (4-^7 P P^O^JU) -4-^^r 

V — 4 , 5-ytKP-l, 3, 5 - h 'J TVy-2-^JU] t°^^Vy-

2-tUU^ym^^Jl^ (26 mg, 0.07 mmoL) 3 7 £|W]*§(OT;£ 

"?£•/£ U mmi(12 mg, 37%®$) £?#fc0 

[0708] i§r«J 1 1 0 

1 - (4 -t aa^yVji,) -4- { [1 - (4 -y May JL~ JU) b°p 

uy>-3-^;u] - 1 . 3. 5- VJTVy-2 (1 H) 

#^-nj£0!l 1 1 "e-^j£L/c4-^PP-1 - (4-^7 P P^O^JU) -1 

, 3, 5- KlJ77^>-2 (1 H) -^y (67 mg, 0.26 mmoL) 0^PP* 

(2 mL) t^^M^\4 6 "e^j£ L/c 1 - (4-7^P7xzjb 

) t°P'jy>-3-^-;U (71 mg, 0.39 mmoL) £-/£0!J 7 9 £ 

lZ<gj$[ss mmib^ (4.0 mg, 4%®$) £?#fc0 

[0709] ^£0IJ1 1 1 

1- (4-^PPs<yV)\s) -4 - [4- (4-7JUT|-P7x—JU) -4-

b Kp^->b°^uvy- 1 ->nn - 1. 3. $-y\)TVy-2 (IH) 
-*y 

1 4-e-^j£L/c4 - [4- (4-7i^P7i-^) -4-t 

KP^> 1 ->TJl/] - 1 , 3, 5 — h- 'J TV'y— 2 (IH) -

(273 mg, 0.94 mmoL) 1 t U HMlb 

£•$) (83 mg, 21%®$) £?#fc0 

[0710] 1§r«J1 1 2 

1- (4-^PP^>->'Jb) -4- [4- (4-7Jl/^P7i-^) -5. 
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[0711] 

[0712] 

6—:'JL K1=1E'):— 1 	(2H) 	—4/1.] —1, 	3, 	5— 	I) 77 -2 

(1 H) 	—7J- 

a) 	{ 	1 1 1 --e-a 	L tc 1 — 	( 4 — 	1=11=1/ 	:'J)1.) 	—4— [ 4 — 	( 4 —

7 )1/7J- 1=17 i =)1.) 	—4 —L K 	1 —4/1.] — 1, 	3, 	5 

— 	I) 77:'J— 2 	( 1 H) 	—7J-  J 	(240 mg, 	0.58 mmo 0 	t:.= I- ') 7/1/7J-  CIEM 

(2.3 mL) 	))1:1A., 25E11Hi NMI' L tc. aFt43 7,1, AlEA'S' L, 14' 641. 

tcRI 	') t )72)1. (7) 	7 — (' - '//filFR 

i3 )1/=1 /1) -ClitIlL, rfAlEalt (44 mg, 19%V$) V4itc_-. 

-E`AIN 1 1 3 

1 — 	(4 —1=11=1/:'J/1.) 	—4— [4 —7/1/7f1=1-4 — 	(4-7)1/A- 1=17 

i=)I.) 	E'/' '):'JJ— 1 —4 )1.] 	— 1 , 	3, 	5 — Imo ') 7-1:'J— 2 	( 1 H) 	— 

t 

awm 1 1 1 --e-a 	L tc 1 — ( 4 — 	1=11=1/ 	:'J)1.) —4— [ 4 — ( 4 —

7 )1/7J- 1=17 i =)1.) —4 —L K 	1 —4/1.] — 1, 	3, 	5 

— 	I) 7-1:— 2 	( 1 H) 	—7J-  i 	(62 mg, 	0.15 mmol) 	CE111)\-a*M 1 0 7 

LP100)51-C-aL, rfAlEalt (35 mg, 57%115($) V4i tz-_-. 

-a*fN 1 1 4 

1 — 	(4 —1=11=1/:'J)14 	—4— [4 — 	(4 —7/1/7f1=17i=)1.) 	E°''') 

J— 1 —4/1.] —1, 	3, 	5 — P)7-1 -2 	(1 H) —7J- 

awm 1 1 2Z-a 	Ltc 1 - (4 — 	i=ii=i, 	)1.) —4— [4— (4- 

4-5, 	6—:'JL K1=1E'):— 1 	(2H) —4/1.] — 1 

, 	3, 	5 — 	') 7-1:— 2 	( 1 H) 	—7f J 	(30 mg, 	0.08 mmol) 	L/7:')r, 

ix — 3tftg (3 mg) a»< g ) —11. (1 mL) 34'ff-Y71< „g- t >t,-F,   25.E0'. T1 H, 

80t-e 7 HirAMI'' Lk-. 	1=11=17J)1/1.1.)JFIA. -,3  6 t:.-..1Ellti''Ltco 	aR.,437 

', a vrfy 	-t 7 4 I- 638 L, 6 A 	)1 SI--  Z z: LT, rfliEat (28 

82) "m 
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-I JO 	)< 	)1.) 	7 i=)I. 

-a*fm 3 3 4 T-E`A Ltc: (R) -4- [4- (4 -7)1/7J- 1=17 i=)1. 

) - 5 -L KI=I*:>- 5, 	6-:'JL KI=IE'):- 1 	(2H) —OH -6 

- )( 	)1.- 1 , 	3, 	5-')7i-2 	( 1 H) - 7J- 	L 	-a*fN 1 27 

--e-a 	Lk- 	') 7 )1.7f1=1)< 51 	)1/7JJR 	4 - 	( 	1=11=1)( 	)1.) 	7 i=)i. 

EIlki\ --CaWN 1 LFA00)51--ea 	L tz-_-  (22%4 $) . 

[0820] -E`AIN 2 1 475\ 6 2 1 9 1, , -t. tt.T11.0rEalEat 	-E`i*fN 3 3 4 ----e 

'E'h Ltz-_-  (R) -4 -  [4 -  (4 -7/1/7f1=17i=)1.) - 5 -L KI=I*:>- 

5 , 	6 -:'JL KI=IE,):)- 1 	(2 H) 	-4)1/1 -6-)<)1.- 1, 	3, 	5 

- I-') 77 - 2 	( 1 H ) 	-7J\1 1 Liqoa)51-e-a 	1, 

it. JAI V: a P L tz-_-  'tat vktie -aZIRS 	2 	o 

[0821] -a*fN 2 1 4 

(R) 	- 1 - 	{ [6- 	(:')7)1/A- 1=1)( I-*:>) 	L"):'J- 3 -4/1/1 )< 	)1. 

} -4- [4- (4 -7/1/7f1=17i=)1.) - 5 -L KI=1*:>- 5, 	6 -:'JL 

KI=IE ,):')- 1 	(2H) 	-4)1/1 	-6-)<)1.- 1, 	3, 	5 -1- ,)77:') 

-2 	(1 H) 	-7J- 

55%117$ 

[0822] -a*fN 2 1 5 

(R) -4- [4- (4 -7)1/7J- i=i7i=)1.) - 5 -L KI=1*:>- 5, 	6- 

:'JL K 1=1 E') :'Ji - 1 	(2 H) 	-4 A.] - 6 -)( 	)1.- 1 - 	{ [3 - 	(/)1, 
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57%®$ 

[0819] 1 3 

K U 7JUtf * >7JU/1N>I£ (R) -4- ( {4 - [4- (4~7><Utf 

• 7i-;u) - 5 - b K'Pfr->~ 5. 6b Kg b°u 1 (2H) -

-f;u] - 6-^JU-2-tf fry- 1 . 3. 5-h'J7-y>-1 (2H)~ 

-f;ul ^^u) 7iub 

#^"nJ$$iJ3 3 4-e-^J55cL/c (R) -4- [4- (4 - 7 JUtf • 7 x - JU 

) -5-HKPfr*>-5, 6 -y L KP bf'J *>*>- 1 ( 2 H) ~4Jls] -6 

-^^JU-1, 3, 5 — V) ~7Vy — 2 (1 H) -tf 1 2 7 

-e£-J5£L/c K 'J 7JUtf PP< ^ 4- (^PP^^JU) 7x~JU 

£ffl^T^£0U1 ̂ |W|«0^;i-e^L/c (22%®$) 0 

[0820] ^/£0IJ 2 14^p,2 19tt, 3 3 4 -e 

n")5c L/c (R) -4- [4- (4-7JUtf P7X-JU) -5-LKPfr:>-

5, 6 — y t KP bf'J *Jy- 1 ( 2 H) -^JU] - 6-p^JU- 1 , 3, 5 

-h'JTVy-2 (1 H) -jyttm^T^mv 1 £H«0^;£-ei=rj5£L 
tco L/dtl^£&t/l^c®$£§E-to 

[0821] ^/£0IJ2 1 4 

(R) -1- {[6- (y'7;Utf P^< Kfr->) b°Uy'>-3-^>iU] 

} -4- [4- (4—7 JUtf P 7 x —J\y) -5-bK'Pfrf>-5. 6-V\l 

K P bf' J y > - 1 ( 2 H) ->HH - 6-^5^- 1 . 3. 5-KU7-y> 

- 2 ( 1 H) -tf > 

55%®$ 

[0822] ^/£0IJ 2 1 5 

(R) -4- [4- (4-7Jl/tfP7i-^) -5-bK'Pfrf>-5. 6-

->'b KPbf'jy'y- 1 (2 H) -4)\A - 6-^^)1- 1 - { [3- (^;u 
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7 ll/t1=1I)1/) 	- 1 H - E7V-)1.- 1 -4 A.] )< 	)1/1 - 1 , 	3, 	5 - 

1- ,)77:')-2 	(1 H) -7J- j 

16%117$ 

[0823] -EAIN 2 1 6 

I- ,)7)1/7J- 1=1)< , )1/*R 	(R) 	-5- 	( {4- 	[4- 	(4 -7)1/A- 

i=i7i=)I.) - 5 -LKI=1*- 5, 	6-LKI=IE,):')- 1 	(2H) - 

-()1.] -6-))1.-2-7J-*v- 1, 	3, 	5 -1- ,)77:- 1 	(2H) 	- 

-( )0 	)< 	)1/) 	E,) :')- 2 - 4 )I. 

44%1154$ 

[0824] -a*fN 2 1 7 

(R) -4 -  [4- (4-7)1/7J- D7i=)1.) - 5 -LKI=1*- 5, 	6- 

L KI=IE ,):')- 1 	(2H) 	-4)1/1 -6-)<)1.- 1 - 	( {6- [ (2 

, 	2, 	2 - I- I) 7)1/7J- i=ii I-*:>) 	)3)l.] 	EI):')- 3 -4)0 	)< 	)1/) 

- - 1, 	3, 	5 -1- ,)77:')-2 	(1 H) 	-J1 

31%V$ 

[0825] -a*fN 2 1 8 

(R) -4- [4- (4-7)1/7J- i=i7i=)1.) - 5 -L Ki=i*:>- 5, 	6- 

L Ki=1E 1)- 1 	(2H) 	-4)1/1 	-6-)<)1.- 1 - 	{ [3- 	(1-i) 

7)1/A- 1=1)< 	)1.) 	- 1 H - E7 V-)1.- 1 -4 A.] )< 	)1/1 - 1 , 	3 , 	5 - 

1- ,)77:')-2 	(1 H) -7J- j 

11%1154$ 

[0826] -a*fN 2 1 9 

(R) -4- [4- (4-7)1/7J- i=i7i=)1.) - 5 -L Ki=i*:>- 5, 	6- 

:')L H=IE,):')- 1 	(2H) 	-4)1.] 	-6-)<)1.- 1 - 	{ [2- 	(1-i) 
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7jUtf mx^U) — 1 H — bf^JU — 1 — -f )1>1 ^ ̂ )U} -1. 3. 5-

K U 7-y>-2 ( 1 H) -tf > 

16%J» 

[0823] ^£0IJ 2 1 6 

K U 7JUtf • ;< ^ >7JU/1N>I£ (R) - 5- ( {4 - [4- (4-7JUtf 

• 7i~;u) - 5 - b Kmfr->- 5. 6 -V b Ka b°u »>*>- 1 (2H) -

-f;u] -6-^^;i/-2-tf fry-1 . 3. 5-h'J7-y>-1 ( 2 H) — 

-f;ul **)\A ¥\)Vy-2-4)\s 

44%®$ 

[0824] ^£0IJ 2 1 7 

(R) -4- [4- (4-yjutf •? X— J\y) -5-bh'g^>-5. 6-

-y'b K• bfU S>'>- 1 (2 H) -4)\A - 6-*+)\s- 1 - ( 16 - [ (2 

. 2. 2 - K U 7JUtf ax Kfr->) y^JU] b°uy>-3-^ju) 

- 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

31% ®$ 

[0825] ^£0IJ 2 1 8 

(R) -4- [4- (4-7MD7I-J1/) -5-bKafrf>-5. 6-

y'b Km bf'J 1 (2 H) ->HH - 6-^^)1- 1 - { [3- (KU 

y;utf m^^u) - 1 H-L°^y-;u- 1 ->nn - 1. 3. 5-

K U 7-y>-2 ( 1 H) -tf > 

11%®$ 

[0826] ^£0IJ 2 1 9 

(R) -4- [4- (4-7JUtf D7I— J\y) - 5 - bl K • - 5 . 6-

y'L Kmbfuy'y- 1 (2 H) ->HH - 6-^^)1- 1 - { [2- ( K U 
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7)1/A- 1=1)< 	)1/) 	7-1‘1-)1.-  5 -4 )1/1 	)( 	)1/1 - 1 , 3, 	5 - F. I) 7:') 

J-2 	(1 H) -7j- 

6%V$ 

[0827] -a*fN 2 2 0 

4- [4- (4 -1=ii=i7i=)1.) - 5, 	6-L Ki=1EI):')- 1 (2H 

) 	-4)H 	- 1 - 	{ [ 5 - 	( I- I) 7)1/A- i=o< 	)1/) 77 J - 2 -4 )1/] )< 

)I} 	-1, 	3, 	5 -P)7-1:)-2 	(1 H) 	-7J- 

-a*fN 3 6 7Z-a) 	Li-L- 4 - [4- (4 - i=ii=i 7 i=)i.) -5, 	6 

-:')LKI=IEI)- 1 	(2H) 	--(A.] -1, 	3, 5- I- I) 77 -2 

1 H) 	-2-  i 	(11=1)< 	)1/) -5- 	( I- I) 7 )1/A- i=o< )1/) 77 

Ello--CaWN 1 LFA00)51--ea L tz-_-  (33%V$) . 

[0828] -a*fN 2 2 1 

4 - [4 - (4 - 7)1/7J-  1=1 7 i=)1.) E'/'7:')- 1 -4 A.] - 6 - )< 	)1. 

- 1 - 	{ 	[2 - 	( I- ') 7)1/7J- 1=1)< 	)1/) 	7-1‘1-)1.- 5 -4 )1.] 	)( 3 )1/1 	- 

1, 	3, 	5 - I-I) 77:')-2 	(1 H) - -J/ 

_-* -a*fN 3 4 o --e-a 	L tz-_-  4 - [ 4 - ( 4 - 7 )I, 7j-  1=1 7 i=)1,) E'' 7 

i -1 -4)1/1 -6-)<)1.- 1, 3, 	5 -P)7-1:')-2 (1 	H) -7J- 

L 5 - 	(1=11=1)()1/) 	-2 - 	(1-I)7)1/71=1)<)14 7-1 ‘1-)1/CEllo 

-c, -a*fN 1 1 LI700751--ea1,tc_-  (22%117$) . 

[0829] -a*fN 2 2 2 

1 - 	( {3 - [ 1 - 	(4 - 7)1/A-  1=1 7 i=)I.) :> i=i7c1=1 EA.] - 1 , 	2, 

4 -7J- *It:')77 ‘1-)1.- 5 -4)14 )( )1.) -4 - [4 - (4 -7)1/A- 1=17 

i=)1.) E',7:')- 1 -4 A.] - 6 - )< 	)1.- 1 , 	3, 5 - 5-I-')7' ' 

 (1 H) 	-7J- 
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3-TV-)\s-5-4)\A *3-)\yI -1.3. 5 - h U 7-y 

> — 2 ( 1 H) -tf > 

6%iM 

[0827] ^£0IJ 2 2 0 

4- [4- (A-QUU7 JL~)\y) -5. 6 -V b Kg bf'J »>*>- 1 (2H 

) ->nn - 1 - I r5- (Ku7;utf7^>-2JUI 

J\y} - 1 . 3. 5 - K U 7-y>~2 ( 1 H) -tf > 

3 6 7 T"n J5c L /c 4 — [4- (4-^gg7xzjb) -5, 6 

-y t Kg bf'J 1 ( 2 H) -^JU] -1,3, 5-K'J:P^>-2 ( 

1 H) -tf>£2- - 5- ( K 'J 7JUtf g^^JU) 7^> 

(33%J») o 

[0828] ^£0IJ 2 2 1 

4- [4- (4-7JUtf g7H JU) bf^^y >- 1 ->f JU] -6-y^JU 

- 1 - I [2 - ( K U 7JUtf gy +j\s) 1~TsJ-)l-5-4)\A * +)\s} -

1 . 3. 5 - K U TVy- 2 ( 1 H) -tf > 

##nJ$0U3 4 0-e-^J55cL/c4 - [4- (4 - 7JUtf g 7 x ~ JU) t 

Vy- 1 ->r Jlz] - 6-*3-)\s- 1 , 3, 5 - K 'J TVy-2 ( 1 H) -tf 

yt 5- (^gg^^JU) -2- ( K 'J 7JUtf g^^JU) 

T, ^£001 1 (22%uxm o 
[0829] ^£0IJ 2 2 2 

1 - ( 13 - [ 1 - (4 — 7 jutf g 7 x —)[/) vo g7°g b°;u] - 1 . 2. 

4-tffr-fry'7x/—;u-5*3-)\y) -4- [4- (4-7Mg7 

x_jU) t°^^Vy- 1 ->HH - 6-^5^- 1 . 3. 5-KlJ7-y>-

2 ( 1 H) -tf > 
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_-* -a*fN 3 4 0 --e-a 	L tz-_-  4 - [ 4 - ( 4 - 7 )1,7j-  1=1 7 i =AA 	E',.  7 

i-1 —OH -6-)<)1.- 1, 	3, 	5 - P) 7-1:')-2 (1 H) -7J- 

L 5 - 	( 	1=11=1) )1.) 	- 3 - 	[ 1 - 	( 4 - 7 )1.7f 1=17 i =)1.) 	1=17°  

1=1 Ejl.] 	- 1 , 2, 	4 -7f*It7V-)1/CE111X-C, -a*fN 1 1 	OJ  

51 --ea 	Lk-  (36%V$) . 

[0830] -ahfN 2 2 3 

6--I,- 1 - { [ 3 - (//1/ 7 /1/7J- 1=li)14 - 1 H - E7 V-)1.- 1 

-4 JI/i )( 	)1/1 	- 4 - [4 - ( p - F I) AA E'/'7:'JJ- 1 -4 A.] - 1 

, 3, 	5 -1-')77 -2 	(1 H) 	-7J- 

-a*fN 3 3 9 --e-a 	L tc 6 - )< 	)1.- 4 - [ 4 - ( p - I, 1) AA 	L'',. 

7:')- 1 - 4 )1.] - 1 , 	3, 	5 - P) 7-1:')-2 	(1 H) -7J- L 1 - 

1=11=1)< 	)1.) - 3 - ()1/7 /1/7J- 1=li)14 - 1 H - E7 Ni - 11/CE110 -C 

-a*M1 1 LITA00)51--eaLtc_-  (25%117$) . 

[0831] -a*fN 2 2 4 

(R) -4- { [ 1 - (4 -7/1/7f1=17i=)1.) El=1') 	- 3 —OH 7 

Z i 1 -1  - { [ 5 - ( P) 7 )1.7f1=1)< 	)1/) 	7J-  7 i 	- 2 —OH )< 

)0 -1, 	3, 5 - P)7-2 (1 H) -7J- 

0-a*fN 3 3 8Z-a 	Lk-  (R) -4-  f [ 1 - (4 -7/1/7f1=17 i= 

)1.) E 1=1 1) :') - 3 - 4 A.] 7 Z i } - 1 , 	3, 	5 - 	') 7:') 	- 2 	( 1 H 

) -2-  i (11=1) 	)1.) 	-5- 	(I- ') 7/1/7f1=1)< 	)1/) 	7J-7I 

cEll 0-c, awm 1 LP1019)51--e-a 	Ltz-_-  (24%V$) . 

[0832] -a*fN 2 2 5 

4- [4- (4 -7/1/7f1=17i=)1.) 	-5, 	6-D°')'-1 	(2 

H) - 4 A.] - 6 - )( 	)1.- 1 - 	{ [ 3 - 	( 	1) 7 )1/7J- 1=1)< 	)1.) 	-1 H - 

E7 V-)1.- 1 - 4 A.] )( 	)1/1 - 1 , 	3, 	5 - 	') 7J- 2 	( 1 H) - 

7f 
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##nJ$0IJ3 4 0-e-^J55cL/c4 - [4- (4 - 7Jl/tf • 7 x ~ JU) 

1 - 6 -p^JU- 1 , 3, 5 — h 1J TVy—2. ( 1 H) -tf 

> 5 — (^PP^JU) -3- [1- (4-7JUtf P7x-JU) :>^P7° 

PtfJU] -1,2, 4-tfW77-^i^T, ̂ /£0!J1 1 

Lfc (36%®$) 0 

[0830] ^£0IJ 2 2 3 

G-X 1 - {[3- (^7MPXfJb) - 1 H — b°^V—;u- 1 

->nn -4- [4- (p- K u;u) t°^^vy- 1 ->nn - 1 

. 3. 5 - K U 7-y>-2 ( 1 H) -tf > 

3 9T^Lfc6-?(^JU-4- [4- ( p — K 'J JU) t^ 

=?Vy- 1 -ovi - 1 , 3, 5 - K 'J TVy-2 ( 1 H) -tf yt 1 - ( 

9UU*^-)\s) -3- (^JU7JUtf PX^JU) - 1 H -

s ^£001 1 tmm<Dl5^^Ltz (25%®$) 0 

[0831] 2 2 4 

(R) -4 - { f 1 - (4 -7JUtf P7i-JU) b°p U y> - 3 ->r Jl/1 J7 

$7) -1- {[5 - ( K U 7JUtf py ̂ JU) ^tf 7x>- 2 ->T Jl/1 ^ ̂  

JU) - 1 . 3. 5 - K U TVy-2 ( 1 H) -tf > 

#^j£0!l3 3 8-e^L/c (R) -4- {[1- (4-7JUtfP7x-

JU) fcfp 'J y > - 3 - -f JU] 7 $ y } - 1 , 3 , 5 - K <J TV y - 2 ( 1 H 

) —tf>£2— (7"P -5- ( K 'J 7JUtf P ̂  ̂ -)D ftf7i> 

^£001 tmm<Dl5^^Ltz (24%®$) 0 

[0832] ^/£0IJ 2 2 5 

4- [4- (4-7Jl/tfP7i~^) -5. 6 -V b KP bf'J V y- 1 (2 

H) ->HH ~ 6-^5^- 1 - { [3- (hlJ7MP^f^) -1H-

b°^V-;u- 1 -4JU1 - 1 . 3. 5 — K U TVy-2 ( 1 H) -

tf > 
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_-* -a*fN 3 4 3 --e-a 	Lk 4 - [ 4 - ( 4 - 7 )1,7j-  1=1 7 i =)1,) -5, 

6-:')L Ki=1E'):')- 1 	(2H) 	-4/1/1 -6-)<)1.- 1, 	3, 5 -1- 

') 7-1:'J -  2 	( 1 H) -A- 	L -* -a*fN 5 7 --e-al,tc: 4 - )< )1./J 

)1/7J 	R 	[3 - 	(I-') 7/1/7J- 1=1)< 	)1/) 	- 1 H - E7V-J1,-  1 -4 

A/D< 	ji/CEllk,\ --c, -EAIN 2 5 LpimoD51-e-a 	Ltc: (23%4 $) . 
[0833] -E`AIN 2 2 6 arf-I AIN 2 2 7 (,, -tl-LTA-LOVAiLat -a*fli 3 

4 7 ---e-al,tz-_-  1 - 	(4 -1=11=1//1.) 	-4- 	[4- 	(4, 	4, 5, 	5 

-5- 1-7))1.-  1, 	3, 	2-:'J7J- *It7J1=17-2-4/1.) 	- 5, 6-:'J 

L H=IE'):')- 1 	(2H) 	-4)1.] -1, 	3, 	5 -1-')77 -2 (1 H 

) 	-7J- 	Ellk,\ --c-0-a*M 1 3 9 L Roo 	51-e-a 	Ltz-_- . J-;t-Ft:.-_ -a 

tc_lEatVzrfaZ15($2. 

L 

[0834] -a*fN 2 2 6 

1 - 	(4-1=11=1/:')/1.) 	-4- [4- 	(7J- 7i-3-4/1.) -5, 

6-:')LKI=IE'):')- 1 	(2H) --OH -1, 	3, 	5- 1- I) 7-1:-2 

(1 H) 	-7J- 

30%117$ 

[0835] -a*fN 2 2 7 

1 - 	(4-1=11=1/:')/1.) 	-4- 	(6-7J1.-D1-5' 	, 	6' 	-:')LKI=1 

- [3, 	4' 	-EL01):')] -1' 	(2' 	H) 	-4)0 	-1, 	3, 5 -F') 

7-1 -2 	(1 H) 	-7j- j 

54%117$ 

[0836] -E`AIN 2 2 8 75\ 6 3 0 2 (,, -t. tt.T.11.0)rfliEat 	-a*fli 3 4 62 

-al,tz-_-4— 	[4- 	(4, 	4, 	5, 	5 -5- 1-7)<)1.- 1, 	3, 2 -:')7J-* 

itt1=17 -2 -4/1.) -5, 	6-:')LKI=IE'):')- 1 	(2H) -4)1.] 

- 1 - 	{ [ 5 - 	(1- ') 7/1/7J- 1=1)< 	)1/) 	7J-  7 i 	- 2 -4 A.] 	)<3)L.} 	- 
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4 3-e^-j£L/c4 - [4- (4 - 7,/Utf • 7 x ~ JU) -5, 

6 — ^ t K P tf 'J Vy — 1 (2 H) —^JU] - 6-p^JU- 1 , 3, 5-K 

x) T V y — 2 (1 H) -tf iXtif&LtcAr-t^^yii 

[3- ( K 'J 7JUtf • / ^Jls) - 1 H - tf^V-JU- 1 ->f 

^£00 2 5 (23%®$) 0 

[0833] ^/£0IJ 2 2 6 Rtf-SlRM 2 21 ̂  3 

4 7t^L/c1 - (4-^7 UU^yVJU) -4 - [4- (4, 4, 5, 5 

-=r K^^JU- 1 , 3, 2-ytf 2-^JU) -5, 6-V 

t: K • tf 'J Vy — 1 (2 H) ->ni/] - 1 , 3, 5 - K <J TVy- 2 ( 1 H 

) -tf>£ffl^T#t^£0iJ1 3 9£ll«0^;£--ei=rj£L/c„ 

/dtl^£&t/l^j£®$£§E-to 

[0834] ^/£0IJ 2 2 6 

1- (4-0UU s<yV)\s) -4- [4- (^tf 7 X y-3-4 Jls) -5. 

6 -V b K'D bf U »>*>- 1 (2H)-^JU]-1. 3. 5-KU:py>-2 

( 1 H) -tf > 

30%®$ 

[0835] ^/£0IJ 2 2 7 

1- (4-ouus<yV)\s) -4- (6-7;utfa-5' . 6' -S/EKP 

- [3. 4' -bfbfuy>] -T (2' H) ->r;i/) -1. 3. 5-KU 

TVy-2 ( 1 H) -tf > 

54%®$ 

[0836] ^/£0IJ 2 2 8^f,3 0 2tt, 3 4 6 T? 

1^j£L/c4- [4- (4, 4, 5, 5K^^JU- 1 , 3, 2-^tffr 

-tJ-sKP^y- 2 ->Hl/) -5, 6 -V t: KP tf 'J *>*>- 1 ( 2 H) -^JU] 

- 1 - { [5 - ( K 'J 7JUtf P^JU) ^tf 7i>- 2 —T ^U] -
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1, 	3, 	5 — I-') 7-1:— 2 	(1 H) 	—7J- CEIlk,\ --c_*-a*M 1 3 9 LP] 
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y> - 1 (2 H) -4 ;u] - 1 - I [5 - ( K U 7JUtf g^^JU) ^tf 7x 

>- 2-4JU1 - 1 . 3. 5 - K U 7-y>-2 ( 1 H) -tf > 

30%®$ 

[0864] 2 5 5 
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4- 	{4- [4 -7)1/7J- 1=1- 3 - 	(2, 	2, 	2 - I- ,) 7)1/7J- i=ii I-*:>) 	7 

i=)1/1 - 5, 	6-:')L H=IE,):)- 1 	(2H) -4)14 -1 - { [5 - 

( I- ') 7)1/7J- 1=1)< 	)1/) 	7J-  7 i 	- 2 -4 A.] 	)< 	)1/1 	-1, 	3, 	5 - I- 

')7:')-2 	(1 H) 	-7j- j 

64%117$ 

[0865] -a*fN 2 5 6 

4- 	(5 -1=11=1- 5' 	, 	6' 	-LKI=i- [2, 	4' 	-E‘E,):')] - 1 

' 	( 2' 	H) 	-4)0 	- 1 - 	f [ 5 - 	( I- ') 7)1/7J- 1=1)< 	)1/) 	7J-  7 i 	- 

- 2 -4)1/1 	)<)1/1 	-1, 	3, 	5 - I- ,) 7-i:')- 2 	(1 H) 	-7Ji 

11%117$ 

[0866] -a*fN 2 5 7 

4- [6- 	(2, 	2, 	2- I- ,)7)1/7J-Di I-*) 	-5' 	, 	6' 	-L Ki=i 

- [2, 	4' 	-EE,):')] - 1' 	(2' 	H) -OH - 1 - { [5 - (I- 

') 7)A- 1=1)< 	)1/) 	7J-  7 i 	- 2 -4 )I.] )-)L} 	- 1 , 	3, 	5 - I`') 7 

-2 	(1 H) 	-7J- 

66%117$ 

[0867] -a*fN 2 5 8 

4- 	(6-1=11=1- 5' 	, 	6' 	-L ICI- [2, 	4' 	-E‘E,):')] - 1 

' 	( 2' 	H) 	-4)0 	- 1 - 	{ [ 5 - 	( I- I) 7)1/7J- 1=1)< 	)1/) 	7J-  7 i 	- 

- 2 -4 A.] )<)1/1 	- 1, 	3, 	5 - I- ') 7' 	' - 2 	(1 H) 	-7Ji 

57%117$ 

[0868] -a*fN 2 5 9 

4- 	{4- [ 1 - 	(2, 	2, 	2 - I- ,) 7)1/7J-  1=1 i)1.) 	-1 H - E7V-)1. 

-4-4)1.] -5, 	6-:')LKI=IE,):- 1 	(2H) -4)14 -1- { [ 

WO 2013/147183 300 PCT/JP2013/059589 

4- {4- [4-7jUtfg-3- (2. 2. 2-h'J7MDih^-» 7 

x-JUl -5. 6 -»>* b Kg b°U »>*>- 1 (2 H) -^JUI - 1 - { f 5 -

( K U 7JUtf g^JU) ^tf 7x>-2JU] -1. 3. 5-K 

U 7-y>~2 ( 1 H) -tf > 

64%®$ 

[0865] 2 5 6 

4- ( 5 - ̂7 g g - 5 ' . 6' -y'LK'g- [2. 4' -bfb0|jy'>] -1 

' (2' H) -4 JU) - 1 - I [5 - ( K U 7JUtf g^^JU) ^tf 7x>-

2 —T y ^JU) - 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

nw$ 
[0866] ^£0IJ 2 5 7 

4- [6- (2. 2. 2 - hU7Jbtfgih^-» -5' . 6' -S>'bK'g 

- r 2. 4' -bfb°uy>] - 1 ' (2' H) —r ~ 1 ~ I [5- (K 

U7JUtfg ^tf 7x>-2-^JU] -1. 3. 5 — K U 7 

Vy-2 (1 H) -tf> 

66%®$ 

[0867] ^£0IJ 2 5 8 

4- ( 6 - ̂7 g g - 5 ' . 6' -y'LK'g- [2. 4' -bfb°uy'>] -1 

' (2' H) -^JU) - 1 - I [5 - ( K U 7JUtf g^^JU) ^tf 7:L>-

2 ~^;U] - 1 . 3. 5 - K U 7-y>~2 ( 1 H) -tf > 

57%®$ 

[0868] ^£0IJ 2 5 9 

4 - {4 - r 1 - (2. 2. 2-h'J7Mgif^) - 1 H - ;u 

- 4 - - 5 . 6-y'b Kg b°U 1 (2 H) -4)1) - 1 - I [ 
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5 — 	( I- ,) 7 JI/A- 1=1)( 	)1/) 	7J-  7 i 	— 2 —4 A.] 	)( 	)1/1 	—1, 	3, 	5 

— 1-')77:') -2 	(1 H) 	—7j- j 

29%V$ 

[0869] -a*fN 2 6 0 

4— [4— (/Njs 77-2-4)1.) — 5, 	6—:')LKI=1E 1):— 1 

2 H ) —OH —1 — { [ 5 — (1- ') 7 JI/A- 1=1)( 	)1/) 	7J-  7 i 	— 2 --I 

)1.] 	)< 	)1/1 	— 1 , 	3, 	5 — I- ,) 7-1:)— 2 	( 1 H) 	—7J- 

43%117$ 

[0870] -a*fN 2 6 1 

4— (5 —7)1/7J- D— 5' 	, 	6' 	—:')L H1— [3, 	4' 	—E‘E ,):')] — 

1 ' 	( 2' 	H) 	—4 )I.) 	— 1 — 	{ [ 5 — 	( I- I) 7 )1/7J-  i=o< 	)1/) 	7J-  7 i 

- — 2 —4 A.] )< 	)1/1 	—1, 	3, 	5 — I- ,) 7-1:')— 2 	( 1 H) 	—7Ji 

38%V$ 

[0871] ;*{N2 6 2 

4— (2' 	—7)1/7J- D— 5, 	6—L ICI— [4, 	4' 	—E‘E ,):')] — 1 

( 2 H ) 	—4)I.) 	—1 — 	{ [ 5 — 	(I- ,) 7 )1/7J-  CI) 	)1/) 	7J-  7 i 	— 2 — 

4 )1.] 	)< 	)1/1 	— 1 , 	3, 	5 — I- ,) 7-1:')— 2 	( 1 H) 	—7J- 

34%117$ 

[0872] -a*fN 2 6 3 

4— 	(5 —7)1/7J- D— 5' 	, 	6' 	—:')L Ki=i— [2, 	4' 	—E‘E ,):')] — 

1 ' 	( 2' 	H) 	— 4 AA 	— 1 — 	{ [ 5 — 	( I- I) 7 )1/7J- i=o< 	)1/) 	7J-  7i%  

- — 2 —4 A.] )( 	)1/1 	— 1 , 	3, 	5 — I- ,) 7-1:')— 2 	( 1 H) 	—7Ji 

36%V$ 
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5- 5Ptf 7x>- 2 -4JU1 -1. 3. 5 

- K U TVy-2. ( 1 H) -tf > 

29%®$ 

[0869] ^£0IJ 2 6 0 

4- [4- (^yVy^y- 2 ~^;u) -5. 6 -y b Kg b°U »>*>- 1 ( 

2 H) -4 ;u] - 1 - I r 5 - ( K U 7JUtf ftf7i>-2-^ 

Jlsl - 1 . 3. 5 - K U TVy-2. ( 1 H) -tf > 

43%J» 

[0870] 2 6 1 

4- (5-7JUtfa-5' . 6' —i/\i Kg — [3. 4' -bfb°uy>] -

T (2' H) ->T J\y) ~ 1 ~ I r 5 - ( K U 7JUtf gy ̂ JU) ^tf 7x> 

- 2 —r y ^JU) - 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

38%JJX$ 

[0871] ^/£0IJ2 6 2 

4- (2' -yjutfg-5. 6 - ̂  b Kg- [4. 4' -bfb°uy>] -1 

(2 H) J\y) - 1 - I r 5 - ( K U 7JUtf gy ̂ JU) ftf7i>-2 -

-f ;u] - 1 . 3. 5 - K U 7-y>-2 ( 1 H) -tf > 

34%®$ 

[0872] ^£0IJ 2 6 3 

4- (5-7;utfg-5' . 6' -y'bK'g- [2. 4' -bfb°uy'>] -

T (2' H) -^JU) - 1 - I T 5 — ( K U 7JUtf g^^JU) ^tf 7x> 

- 2 ->HH - 1 . 3. 5 - K U 7-y>~2 ( 1 H) -tf > 

36%®$ 
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[0873] -a*fN 2 6 4 

4- [4- (3, 	4 -:')7)1/7J- i=i7i=)1.) 	- 5, 	6 -:')L Ki=1E,):')- 

1 	(2 H) -4 A.] - 1 - 	{ [ 5 - 	( I- ,) 7)1/7J- i=o< 	)1/) 	7J-  7 i 	- 2 

-4 )1.] 	)< )1/1 	- 1 , 	3, 	5 - I- ,) 7-1:')- 2 	( 1 H) 	-7J- 

57%117$ 

[0874] -a*fN 2 6 5 

4- [4- (7-1 V-)1.- 5 -4)14 -5, 	6 -:')L Ki=1E,):')- 1 	(2 

H) - 4 A.] -1 - 	{ [ 5 - 	( I- I) 7 )1/7J- i=o< 	)1/) 	7J-  7 i 	- 2 - 4 )I. 

1 	)<)1/1 -1, 	3, 	5 -1- ,)77 -2 	(1 H) 	-7J- 

17%117$ 

[0875] -a -0.12 6 6 

4 -  {4 -  [ 3 - 	i=ii=i- 5 - 	( I- ,) 7 )1/7J-  Q) 	)1.) 	7 i =A.] 	-5, 	6 

-:')LKI=IE,):')- 1 	(2H) 	-4)0 	- 1 - 	{ [5- 	(1- ,)7)1/7J- 1=1)< 

)1/) 	7J-  7 i J - 2 -4 )I.] )< 	)1/1 	- 1 , 	3, 	5 - I- ,) 7-1:')- 2 	( 1 

H) 	-7J- 

28%117$ 

[0876] -a -VM 2 6 7 

4 - {4 - [4 -7)1/A- 1=1- 3 - 	( I- I) 7)1/A- 1=1)< 	)1.) 	7 i=)I.] 	- 5 , 

6-:')LKI=IE,):- 1 	(2H) 	-4)14 	- 1 - 	{ [5 - 	(1- 1)7)1,7J- D 

3 )1/) 	37J-  7 i 	- 2 -4 )1.] ) 3 )1/1 	- 1 , 	3, 	5 - I- ,) 7-1:')- 2 	( 

1 H) 	-7J- 

96%117$ 

[0877] -a*fN 2 6 8 

4- 	(4 -7)1/7J- 1=1- 5' 	, 	6' 	-:')L Ki=i- [2, 	4' 	-EEI):')] - 
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[0873] 2 6 4 

4- [4- (3. 4->'7i^D7i-^ -5. 6 - V b K • bf U V > -

1 (2 H) -4)\A - 1 - { T 5 - ( K U 7,>Utf f^7i>-2 

-4JU1 - 1 . 3. 5 - K U TVy-2. ( 1 H) -tf > 

57%®$ 

[0874] 2 6 5 

4- [4- (^TV-Jly- 5 -4 jly) ~5. 6 - »>* £. K • b° U V > - 1 (2 

H) -4 JU] - 1 - I [ 5 - ( K U 7JUtf ftf7i>-2-^Jb 

] y ^JU) - 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

17%®$ 

[0875] 2 6 6 

4- 14 - [3-^gg-5- ( S U 7JUtf gy ̂ JU) :7x~JU] -5. 6 

-Vt: Kg bf'J 1 (2 H) - 1 - I [5- (SU7JUtfgy 

+J\s) ^tf7x>-2-^JU] -1. 3. 5-h'J7-y>-2 (1 

H) -tf> 

28%®$ 

[0876] 2 6 7 

4- {4- [4-7;Utfg-3- (hlJ7Jbtfg^f^) 7x~;u] -5. 

6-y'L Kg bf U 1 ( 2 H) -1- {[5- (h'J7Jbtfg 

5Ptf 7x>-2 ~^JU] -1. 3. 5-KU77y>-2 ( 

1 H) -tf > 

96%®$ 

[0877] ^/£0IJ 2 6 8 

4- (4-7>>Utfg-5' . 6' -y'LK'g- [2. 4' - bf bf U -
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1 ' 	( 2 ' 	H) 	— 4 )1/) 	— 1 — 	{ [ 5 — 	( I- I) 7 )1/7J- 1=1)( 	)1/) 	7J-  7i%  

— 2 —4 A.] 	)( 	11/1 	—1, 	3, 	5 — I- ,) 7-1:')— 2 	( 1 H) 	—7J- 

48%117$ 

[0878] -a*fN 2 6 9 

4— [4— (1 —7J-*v-2, 	3 —:')L Ki=i— 1 H-4 J52 J — 5 — 4)1/) 

— 5, 	6—:')LKI=IE,):')— 1 	(2H) 	—4)1.] — 1 — 	{ [5 — 	(I- 1)7 

)1/7J- 1=1)( )1/) 	7J-  7 i 	— 2 — 4 A.] 	)( 	)1/1 	— 1 , 	3, 	5 — Imo') 7-1:') 

—2 	(1 H) 	—7J- 

55%117* 

[0879] -a*fN 2 7 0 

4— (6 -7)1/7J- D— 5' 	, 	6' 	—:')L Ki=i— [2, 	4' 	—EE ,):')] — 

1 ' 	( 2 ' 	H) 	—014 	— 1 — 	{ [ 5 — 	( I- I) 7 )1/7J- 1=1)( 	)1/) 	7J-  7 i 

— 2 —4 A.] 	)( 	11/1 	—1, 	3, 	5 — I- ,) 7-1:')— 2 	( 1 H) 	—7J- 

37%117* 

[0880] -a*fN 2 7 1 

4— (4—)( I-*:>— 5' 	, 	6' 	—:')L Ki=i— [2, 	4' 	—E‘E ,):')] — 

1 ' 	(2' H) 	— 4 AA 	— 1 — 	{ [ 5 — 	( I- I) 711.7t 1=1 )( 	11.) 	7J-  7 i 

— 2 —4 A.] 	)( 	11/1 	—1, 	3, 	5 — I- ,) 7-1:')— 2 	( 1 H) 	—7J- 

20%117$ 

[0881] -a*fN 2 7 2 

4— [4— (6—)( 1-*:>E7-2-4)1.) —5, 	6—L KDE,):') 

— 1 	( 2 H) 	— 4 )1/i 	— 1 — 	f [ 5 — 	(1- ') 7 )1/7J-  1=1 )( 	)1/) 	7J- 7IJ 

— 2 —4 A.] 	)( 	11/1 	— 1 , 	3, 	5 — I- ,) 7-1:')— 2 	( 1 H) 	—7J- 

WO 2013/147183 303 PCT/JP2013/059589 

T ( 2' H) — 4JU) — 1 — I f 5 — ( K U 7;Utf ^tf 

- 2—4 )[/~\ - 1 . 3. 5 - K U TVy-2 ( 1 H) -tf > 

mm 
[0878] 2 6 9 

4 - [4- ( 1 — tf V — 2 . 3 - yn KP - 1 H-4 5 - 4 J\s) 

-5. 6-y'b KP b°U 1 (2 H) -4)\A - 1 - I [5 — ( K U 7 

JUtfg^JU) 5Ptf7x>-2-4JU1 -1.3. 5-KU7-y> 

- 2 ( 1 H) -tf > 

55%®$ 

[0879] ^£0IJ 2 7 0 

4- (6-7JUtfg-5' . 6' -y'LKg- [2. 4' -bfbf'jy>] -

T (2' H) JU) - 1 - { [ 5 - ( K U 7JUtf gy ̂ JU) ^tf 7x> 

- 2 —T y ^JU) - 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

3i%m 
[0880] ^£0IJ 2 7 1 

4- (4-ySfr->~5' . 6' -y'LKg- [2. 4' -bfbf'jy>] -

T (2' H) -^JU) - 1 - I T 5 — ( K U 7JUtf g^^JU) ^tf 7x> 

- 2 ->HH - 1 . 3. 5 - K U 7-y>~2 ( 1 H) -tf > 

20%®$ 

[0881] ^m\2 1 2 

4- [4- (6 -* 2-4)1) -5. 6-j/b Kg bf 'J ^ 

> - 1 (2 H) -^JU] - 1 - I [5 - ( K U 7JUtf g^^JU) ^tf 7x> 

- 2-4JU1 - 1 . 3. 5 - K U 7-y>~2 ( 1 H) -tf > 
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49%1154$ 

[0882] -a*fN 2 7 3 

4- (5 -1=11=1-6-)< I-*:>- 5' 	, 	6' 	-:')LKI=i- [2, 	4' 	-E 

E1) 	] - 1 ' 	( 2' 	H) 	- -I )1/) 	- 1 - 	{ 	[ 5 - 	(I-') 7 )1/7J- 1=1)<)1. 

) 	7J- 7i-2-4)1/1 	)<)1/1 	-1, 	3, 	5 -1- ,)77 -2 	(1 H) 

-7J- 

70%117$ 

[0883] -a*fN 2 7 4 

4- [6- (1- ,)7)1/7J- 1=1))1.) 	-5' 	, 	6' 	-LKI=i- 	[2, 	4' 	- 

EE,):')] -1' 	(2' 	H) --OH - 1 - { [5- 

)i,) 	7J-  7 i 	- 2 -4 )I.] 	)< 	)1/1 	-1, 	3, 	5 - I- ,) 7-1:')- 2 	( 1 H 

33%117$ 

[0884] -a*fN 2 7 5 

4- [4- (3-))1/4 V 	7-1`i-)1.- 5 -4)14 -5, 	6-:')LKDE 

') 	J - 1 ( 2 H) 	- -01.] 	- 1 - 	{ [ 5 - 	(I- ,) 7 )1/7J- 1=1)< 	)1.) 	7J-  7 

i 	- 2 --OH )3 	-1, 	3, 	5 - I- ,) 7-1:- 2 	(1 H) -7J- 

82%117$ 

[0885] -a*fN 2 7 6 

4- [4- (4-7)1/ 7J- 1=1-3-)<)1.7i=)1.) 	- 5, 	6 - LKI=IE'') 

- 1 	( 2 H) 	- -1)1/i 	- 1 - 	{ [ 5 - 	(I- ,) 7 JI/A- 1=1)< 	)1/) 	7J-  7 i 

- 2 -4 A.] )3)L.} 	-1, 	3, 	5 - I- ,) 7-1:')- 2 	( 1 H) 	-7J- 

77%117$ 

[0886] -a*fN 2 7 7 
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mm 
[0882] ^£00 2 7 3 

4- ( 5 -0 • • - 6 5' . 6' -VbiFn- [2. 4' - bf 

^'JVyl-T (2' H) -^JU) - 1 - I [5 — ( h U DM U*3-)\s 

) 5Ptf 7x> - 2 -4JU1 - 1 . 3. 5-hU7^V-2 ( 1 H) 

-tf > 

mm 
[0883] ^£0IJ 2 7 4 

4- [6- ( S U DM my ^JU) - 5' . 6' -S/biKa- [2. 4' -

bfbf'JVyl - 1' (2' H) —rJUI - 1 - I [5- (KU7JUtfgy^ 

JU) ^tf 7x> - 2 —r y ^JU) - 1 . 3. 5-h'J7-y>-2 ( 1 H 

) ~tf> 

33%m 
[0884] ^£0IJ 2 7 5 

4- [4- (3-y V^TV-JU-5-5. 6-Vt.Fnb? 

>JVy-i (2 H) -4JU1 - 1 - I [5- ( s u 7JUtf gy +)\s) ^tf7 

x> - 2 —r y ^JU) - 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

82%m 
[0885] 2 7 6 

4- [4- (4-7Ma-3-yfJi/7xz^) -5. 6 - ̂  bl K • bf U 

Vy- 1 (2 H) - 1 - I [5 - ( K U 7JUtf ^tf 7x 

>- 2 ~^;u] ^;u} - 1 . 3. 5 - K U 7-y>-2 ( 1 H) -tf > 

mm 
[0886] 2 7 7 
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4- [4- (5 -7)1/7J- D-2-)<)1.7i=)1.) - 5, 	6 -:')LKI=IEI) 

- 1 	( 2 H) 	- 4)1/i 	- 1 - 	{ [ 5 - 	(1- ,) 7 )1/A- 1=1)<)1/) 	7J-  7 i 

- 2 -4 A.] 	)<)1/1 	-1, 	3, 	5 - I- ,) 7-1:')- 2 	(1 H) 	-7J- 

80%V$ 

[0887] -a*fN 2 7 8 

2 -7)1/7J- 1=1 - 5 - [1 - 	(4 -7J- *V- 5 - 	{ [5 - 	(I- ,) 7)1/A- 1=1)< 

)1.) 	7J-  7 i 	- 2 -OH )< 	)1/1 - 4 , 	5 -:')L K 1=1 - 1 , 	3 , 	5 - I- 

')77:') -2 -4)14 -1, 	2, 	3, 	6-5- 1-7LKDE-4-4)1. 

1 /J NI= I-'))1. 

72%117$ 

[0888] -a*fN 2 7 9 

4- [4- (3-)< 1-*:>7i=)1.) -5, 	6-:')LKI=1E1):- 1 	(2 

H) -4A.] -1 - 	{ [ 5 - 	( I- ,) 7 )1/7J- 1=1))1/) 	7J-  7 i 	- 2 - 4 )I. 

1 	)<)1/1 -1, 	3, 	5 -1- ,)77:')-2 	(1 H) 	-7J- 

77%117$ 

[0889] -a*fN 2 8 0 

4- (3-1=11=1-6-)< I-*:>- 5' 	, 	6' 	-:')LKI=i- [2, 	4' 	-E 

E1) 	] - 1 ' 	( 2' 	H) 	-- )1/) 	- 1 - 	{ 	[ 5 - 	( 1- ,) 7 )1/7J- 1=1))1. 

) 	7J-  7 i - 2 --OH )3)L.} 	-1, 	3, 	5 - I- ,) 7-1:')- 2 	( 1 H) 

-7J- 

36%V$ 

[0890] -EAIN 2 8 1 

4- [4- (5 -))1/ 7J- 7i-3-4)1.) -5, 	6-:')LKDE,):') 

- 1 	( 2 H) 	-4 A/1 	- 1 - 	{ [ 5 - 	( 1- ,) 7J1/A- 1=1) 	)1/) 	7J-7IJ 

WO 2013/147183 305 PCT/JP2013/059589 

4- f4 — -5. 6->'bKab0|J 

- 1 (2 H) -^JUl - 1 - { f 5 — ( K U 7JUtf n*^)\s) ^tf 7x 

>- 2-4JU1 - 1 . 3. 5 - K U TVy-2. ( 1 H) -tf > 

80%JJX$ 

[0887] 2 7 8 
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4- [4- (5-^gg-6-y y>-2-^JU) Td^Vy-

1 ~^JU] - 6 -y 1-)l- 1 - I r 5 - ( K U 7JUtf gy ̂ JU) ^tf 7x> 

- 2 —T y ^JU) - 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

90%®$ 

[0958] ^/£0IJ3 4 7 

(S) -4- r 5 -7$ 7 -4 - (4-7Jl/tfg7i-^) -5. 6-y'b 

Kgb°uy'>- 1 (2 H) -4)\A - 6-^^)1- 1 - { [5- (KU 7JU 

tfg^^JU) 5Ptf 7x>-2 ~^JU] -1.3. 5-KU7-y>-

2 ( 1 H) -tf > 

66%®$ 

[0959] ^/£0IJ3 4 8 
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(R) -4- [5 -7Zi -4- (4-7)1/7J- i=i7i=)1.) - 5, 	6-:')L 

K 1=1 El) :')- 1 	( 2 H) 	- 4 A.] - 6 - )< 	)1.- 1 - 	{ [ 5 - 	( I- i) 7)1, 

ti=i)< )1/) 	7J-  7 i 	- 2 -4)1/1 	)< 	)1/1 	- 1 , 	3, 	5 - I- ,) 7-1:') 	- 

2 	(1 H) 	-7J- 

76%117$ 

[0960] -a*fN 3 4 9 

(R) -4- [4- (3-7)1/7J- D-4-)<)1.7i=)1.) - 5 -L Ki=i* 

i-5, 6-:')LKI=1E1):- 1 	(2H) 	-4)1/1 -6-)<)1.- 1 - 	{ 

[ 5 - ( I- ,) 7)1/7J- 1=1)< 	)l/) 	7J-  7 i i - 2 -4 A.] 	)< 	)1/1 	- 1 , 	3 , 

- 5 -1- 1)7-2 	(1 H) -J 1 

87%117$ 

[0961] -a -0.13 5 0 

(R) -4 -  [4- (3-1=11=1-4-7)1/7J- i=i7i=)1.) - 5 -L Ki=1* 

i-5, 6-:')LKI=IE,):')- 1 	(2H) 	-4)1.] -6-)<)1.- 1 - 	{ 

[ 5 - ( I- ,) 7)1/7J- 1=1)< 	)l/) 	37J-  7 i i - 2 -4M 	)< 	)1/1 	- 1 , 	3 , 

- 5 -1- 1)7-2 	(1 H) -J 1 

71%V$ 

[0962] -a -0.13 5 1 

4- [4- (3-7)1/7J-1=1-4-)<)1.7i=)1.) -5, 	6-:')LKDE') 

/ -1 ( 2 H) 	- 4 A.] 	- 6 - )< 	J1.-1 - 	{ [ 5 - 	( I- I) 7)1/A- 1=1)< 

)1.) 	7J-  7 i 	- 2 -4 A.] )3)L.} -1, 	3, 	5 - I- ,) 77:')- 2 	( 1 H 

67%117$ 

[0963] -a -0.13 5 2 
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(R) -4- f 5 -7$ y -4 - (4-7MD7izjl/) -5. 6-j/t. 

Ka bf'J 1 (2 H) ->nn - 6 -y1 - { r5 — (KU7;u 

tfg^;u) 5Ptf7x>-2-i. 3. 5-Ku^y>-

2 ( 1 H) -tf > 

76%JJX$ 

[0960] £-J£0IJ 3 4 9 

(R) -4- [4- (3-7Ma-4-yfJi/7xz^) -5-bK'gfr 

is — 5 , 6-y'b KP b°U y>-1 ( 2 H) —T -6-^^JU- 1- I 

[5- ( K U 7JUtf gy +)\s) ^tf 7x>-2-1. 3. 

5 — K U 7-y>~2 ( 1 H) -tf > 

87%®$ 

[0961] 3 5 0 

(R) -4- [4- (3gg-4-7JUtf g7x—JU) -5-bK'gfr 

->—5. 6-Vt Kg b°u »>*>- 1 (2 H) —r -6-y^JU- 1 - I 

[5- ( K U 7JUtf g y ̂ J\y) ^tf 7x>-2-1. 3. 

5 — K U 7-y>-2 ( 1 H) -tf > 

71% ®$ 

[0962] <smn3 5 1 

4- [4- (3-7Mg-4-yfJi/7xz^) -5. 6-S/bKgbf'J 

y>- 1 (2 H) —4 )[/~\ - 6-^^)1- 1 - { [5- (h'J7Jbtfgyf 

;u) ^tf 7x>- 2-4JU1 - 1 . 3. 5 - K U TVy-2 ( 1 H 

) ~tf> 

67%®$ 

[0963] <smn3 5 2 
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4- [4- (3-1=11=1-4-7)1/7J- i=17i=)1.) 	- 5, 	6-L Ki=1E1) 

'-1 	(2 H) -OH - 6 -)< 	)1.- 1 - { [ 5 - (I- ,)7)1/7J- 1=1)< 

)1.) 	37J-  7 i 	- 2 -4 A.] )3)L.} 	-1, 	3, 	5 - I- ,) 7-1:')- 2 	( 1 H 

64%V$ 

[0964] -a -0.13 5 3 

4- (6-)< I-*:>- 5' 	, 	6' 	-:')L Ki=i- [2, 	4' 	-EE,):')] - 

1 ' 	( 2' H) 	-4)I.) 	- 6 - )< 	)1.- 1 - 	{ [ 5 - 	( I- I) 7)1/7J- 1=1)< 	)1. 

) 	7J- 7i-2-4)1.] 	)<)1/1 	-1, 	3, 	5 -1- ,)77 -2 	(1 H) 

-7J- 

87%V$ 

[0965] -a*fN 3 5 4 

4- (5 -1=11=1-6-)< I-*:>- 5' 	, 	6' 	-:')LKI=i- [2, 	4' 	-E 

E,):')] -1' 	(2' 	H) -4)1.) -6-)<)1.- 1 - { [5- (P)7 

)1/7J- 1=1)< 	)1/) 7J-  7 i 	- 2 -OH )< 	)1.1 - 1 , 	3 , 	5 - I- ,) 7-1:') 

-2 	(1 H) -7J- 

62%V$ 

[0966] -a -0.13 5 5 

6-)<)1.-4- [4- (4-))1/ 	7J- 7i-2-4)1.) -5, 	6-:'j 

L KI=IE') -  1 	( 2 H) 	-4 )1/i 	- 1 - 	{ [ 5 - 	(1- ') 7)1/7J- 1=1))1. 

) 	7J-  7 i - 2 - 4)1/1 	)3)L.} 	-1, 	3, 	5 - I- ,) 7-1:')- 2 	( 1 H) 

-7J- 

73%117$ 

[0967] -a -0.13 5 6 
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4 — f4 — (3-^gq-4-7Ma7i-Jl/) -5. 6-ybKab°U 

1 (2H) -4JU1 -6-^^)1- 1 - { f 5 — (KlJ7Mgy51 

;u) 5Ptf 7x>- 2-4JU1 - 1 . 3. 5 - K U TVy-2 ( 1 H 

) ~tf> 

64%®$ 

[0964] i§r«J3 5 3 

4- (6-* Sfr»>-5' . 6' -y'bKD- [2. 4' -bfbfUy'>] -

1 ' (2' H) — ^JU) - 6-^5^- 1 - I [5- (KlJ7MayfJb 

) ^Ptf 7x> - 2 —T y ^JU) - 1 . 3. 5-h'J7-y>-2 ( 1 H) 

-tf > 

87%®$ 

[0965] ^/£0IJ3 5 4 

4- ( 5-^ • • - 6-y 5' . 6' -y'bKD- [2. 4' - bf 

bfU^y] - 1 ' (2' H) -4 JU) -6-y^JU- 1 — I T 5 — ( h 'J 7 

JUtfg^^JU) ^tf7x>-2-^JU] -1.3. 5 -WTVy 

- 2 ( 1 H) -tf > 

62%®$ 

[0966] l§r«J3 5 5 

6 -*3-)\,-4- [4- (4-yWtf7i>-2-^^) -5. Q-V 

L KabfUy'V- 1 (2 H) -4)\A - 1 - { [5- (KlJ7Ji/tfayfJb 

) 5Ptf 7x> - 2 ~^JU] - 1 . 3. 5-hU7^V-2 ( 1 H) 

-tf > 

73%®$ 

[0967] i§r«J3 5 6 
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[0968] 

[0969] 

[0970] 

[0971] 

(R) —4— (5' 	—L Ki=1*-6—)< I-*— 5' 	, 	6' 	—L Ki=i— 

[2, 	4' —EE') 	%] — 1' 	(2' 	H) —4)0 —6—)<)1.— 1 — { 

[ 5 — 	( I- ,) 7 )1/A- 1=1)< 	)1/) 	7J-  7 i 	— 2 — 4 A.] )< 	)1/1 — 1 , 	3 , 

5 —1- ,)77:')-2 	(1 H) 	—7J- 

- 7i-3-4)1.) E',7:')- 

37%117$ 

-a -0.13 5 7 

6 — )<)1/-4 —  [4 —  (5 —))1/ 7J 

1 - 4 )1,i - 1 - 	{ [ 5 — 	( 1- ,) 7 )1/A- 1=1)< 	)1/) 	7J-  7 i 	— 2 — 4J1.] 

)1/1 	—1, 	3, 	5 —P)77:')-2 	(1 H) 	—7J- 

88%117$ 

-a -0.13 5 

4 — [4 — 

8 

(3 — 7)1/A-  1=1 — 4 —)( )1/7 i=)1.) 	1''',7:')— 1 — 4A/1 

— 6 — )< J1.-1 — 	{ 	[ 5 — 	( I- ,) 7 )1/7J- 1=1)( 	)1/) 	7J-  7 i 	— 2 — -()l. 

1 	)<)1/1 - —1, 	3, 	5 —P)77:')-2 	(1 H) —7Ji 

94%117$ 

-a -0.13 5 

4 — [4 — 

9 

( 3 — 	i=ii=i— 4 — 7 )1/7J-  1=1 7 i=)1.) 	E',' 7:')i — 1 — 4 A/1 

— 6 — )< J1.-1 — 	{ 	[ 5 — 	(1- ,) 7 )1/A- 1=1)< 	)1/) 	7J-  7 i 	— 2 — -f)l. 

] 	)<)1/1 —1, 	3, 	5 — P)77:')-2 	(1 H) —7J- 

89%117$ 

-a*fN 3 6 

c i s — 4 

0 

— { [ 3 — (4 — 7 )1/7J-  1=1 7 i=)1.) 	1=1 •Ys )1/] 	7 Z )1 	— 

6 — )< 	J1.-1 — 	{ [ 5 — 	( I- ,) 7 )1/A- 1=1)< 	)1/) 	7J-  7 i 	— 2 — -I A/1 

)<)1/1 	—1, 	3, 	5 — I- ,) 7-1 -2 (1 H) 	—7J- 
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(R) -4- (5' - b 6 5' . 6' -y'LK'g-

1" 2. 4' -bfb0|jy>l -1' (2' H) -4 )\y] ~ 6-*?JU- 1 - I 

f 5 — ( K U 7;Utf n*^)\s) ^tf 7x>- 2 -^JUl -1. 3. 

5 - K U 7-y>~2 ( 1 H) -tf > 

37%®$ 

[0968] <smn3 5 7 

6 ^^-4 - [4- (5-yWtf7i>-3-^^) 

1 -^JU] - 1 - I [ 5 - ( h U 7JUtf ftf7i>-2-^^l 

y ^JU) - 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

88%®$ 

[0969] <smn3 5 8 

4- [4- (3-7JUtf D-4-y f^7xz JU) S/ > - 1 - -f Jlsl 

- 6-^^JU- 1 - I r 5 - ( HJ 7JUtf ftf7i>-2 --TJU 

] y ^JU) - 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

94%®$ 

[0970] £j$M3 5 9 

4- [4- (3-o g g - 4-7;utf g 71— ;u) y- 1 ->r ;u] 

- 6 - 1 - I r 5 — ( h U 7JUtf g^^JU) ftf7i>-2-^Jb 

] - 1 . 3. 5 - K U 7-y>-2 ( 1 H) -tf > 

89%®$ 

[0971] <smn3 6 0 

c i s — 4 — { [3- (4—7 JUtf g 7 x —)[/) 7} -

1 - I [ 5 - ( h U 7JUtf g^^JU) ftf7i>-2-^^l 

- 1 . 3. 5 - K U 7-y>~2 ( 1 H) -tf > 



WO 2013/147183 
	

326 	 PCT/JP2013/059589 

94%117$ 

[0972] 

[0973] 

[0974] 

[0975] 

-aWN 3 6 1 a 

(R) -4- (5 -1=11=1- 5' 	-L Ki=1*:>-6-)< I-*:>- 5' 	, 	6' 

-:')L Ki=i- [2, 	4' -E'El):')] 	- 1' (2' 	H) -4)0 -6- 

3-)I,- 1 - 	{ [ 5 - 	( I- ,) 7)1/7J-D) 	)1/) 7J-  7 i 	- 2 - 4 A.] 	)< 	)1. 

} -1, 	3, 	5 -P)77:')-2 	(1 H) -7J- 

, 

-a -0.13 6 1 b 

4- [ (3' 	R) - 5 -1=11=1-3' 	-L Ki=1*:>-6-)< I-*:>-3' 

4' 	-:')L Ki=i- [2, 4' 	-E'E') 	J ] - 1' 	(2' 	H) -4)1/1 -6 

-) 	)1/- 1 - { [ 5 - 	(1- ,) 7)1/7J-  m=) 	)1/) 	7J-  7 i 	- 2 -4)1.] )< 

)1/1 	-1, 	3, 	5 - I- ,) 7-1:')- 2 	(1 H) -7J- 

*:> - 1 ' 	, 

-3' -A-- 

a rfaWN 

-4)0 

-a*fN 1 4 4 ---e-a 	Lk-  ( R ) - 5 - 	im=i - 6 - )< I- 

2' 	, 	3' 	, 	6' 	-5- 1-7L Ki=i- 	[2, 	4' 	-E'El):')] 

)1/CEllo-Ca 	L, rfAiLatTZaWN 3 6 1 a (117$30%) 

3 6 1 b (4$48%) V4itco  

-a -0.13 6 2 

(R) -4- [5 -L Ki=1*:>-4- (4 -))1/ 7J-7i-2 

-5, 	6-LKI=IE,):')- 1 	(2H) 	-4)1/1 -6-)<)1.- 1 - 	{ [ 

5- ( I- ,) 7)1/7J- D)< )1/) 	7J-  7 i 	- 2 - 4 A.] 	)< 	)1/1 -1, 	3, 	5 

-P)77:')-2 (1 H) -7j- j 

1 -4 A/1 - 1 - { [ 

99%117$ 

-a*fN 3 6 3 

6 - )< 	)1.- 4 - [4 - 	( p - I- ,))1/) 	L''''7:')- 

5- 	( I- ,) 7)1/7J- D)< )1/) 	7J-  7 i 	- 2 - 4 A.] 	)< 	)1/1 -1, 	3, 	5 

-P)77:')-2 (1 H) -7j-j 
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mm 
[0972] <£j&m3 6 1 a 

(R) -4- ( 5 - £ • • - 5 ' . 6' 

-y'bKD- [2. 4' -bfb°Uy'>] -T (2' H) ->T ;i/) ~ 6 

3-Jl- 1 - I [ 5 - ( K U 7;Utf ^7I>-2-^^1 

} - 1 . 3. 5 - K U TVy-2 ( 1 H) -tf > 

[0973] <smn3 6 1 b 

4 - [ (3' R) -5-?gg-3' - b K g - 6 - K - 3 ' . 

4' — Vt. Kg — [2. 4' -bfb°Uy>] -1' (2' H) -^JU] -6 

1 - I [ 5 - ( K U 7JUtf gy ̂ JU) ^tf 7x> - 2 ->T Jl/1 ^ 

^JU) - 1 . 3. 5 - K U TVy-2 ( 1 H) -tf > 

1 4 4 L/c (R) - 5-^gg-6-^h^>-1' , 

2' , 3' , 6' -Th7kh'g- [2, 4' -tftf'jvy] -3' -tf-

6 1 a (W30%) RXf&I&m 

3 6 1b (J]X$48%) %mtzo 

[0974] <smn3 6 2 

(R) -4 - [5-bKgfr->~4- (4 -X ^JU^tf 7x>- 2 -^JU) 

-5. 6-Vt Kg b°u Vy- 1 (2 H) — 6—1 — I r 

5- (hlJ7Jbtfg^^) 5Ptf 7x>- 2 -4JU1 -1. 3. 5 

- K U 7-y>~2 ( 1 H) -tf > 

99%J» 

[0975] <smn3 6 3 

[4- (p- K uj\y) t°^^vy- 1 -4JUI - 1 - I r 

5- (hlJ7Jbtfg^^) 5Ptf 7x>- 2 -4JU1 -1. 3. 5 

- K U 7-y>~2 ( 1 H) -tf > 
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89%117$ 

[0976] -a*fN 3 6 4 

6-)<)1.-4- [4- (6-)/l/E')-2-4/1.) 	E','7:')- 1 

- 4 JI/i - 1 - 	f [ 5 - 	(1- ') 7 )1/7J- 1=1)< )1/) 	7J-  7 i 	- 2 - 4 A.] )< 

)1/1 	- 1, 3, 	5 - I-') 7' 	'- 2 	(1 H) 	-7J- 

99%117$ 

[0977] -a -0.13 6 5 

4- [4- (5 -7/1/7J-D-6-)/l/E-2-4/1.) 	E'/'7:')- 

1 - 4 A.] - 6 - )< J1.-1 - 	{ [ 5 - 	(1- ') 7 )1/7J- 1=1)< 	)1/) 	7J-  7s %  

-2-4 A.] )<)1/1 -1, 	3, 	5 - I- ') - 7-1:'J- 2 	( 1 H) 	-7Ji 

92%117$ 

[0978] -a -0.13 6 6 

4- [4- (6-1=H=IE')-2-4/1.) 	E','7J- 1 -4/1.] -6 

-) 	)1/- 1 - 	{ [ 5 - 	(1- ') 7 )1/7J- 1=1)< )1/) 	7J-  7 i 	- 2 - 4 A.] )< 

)1/1 	- 1 , 3, 	5 - I- ') 7' 	' - 2 	( 1 H) 	-7J- 

90%117$ 

[0979] -a -0.13 6 7 

4- [4- (3, 	5 -7/1/7J- i=i7i=)1.) E','7:- 1 -4/1.] -6- 

)< 	)1/- 1 - f [ 5 - (1- ') 7 )1/7J- 1=1)< )1/) 	7J-  7 i 	- 2 - 4 A.] )< 

)0 -1, 3, 	5 - 1-')77 -2 	(1 H) 	-7J- 

94%117$ 

[0980] -a -0.13 6 8 

6-)<)1.-4- [4- (5 -)/l/E'):-2-4/1.) 	E','7:')- 1 
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89%JJX$ 

[0976] 3 6 4 

6 [4- (6 -^JUbfU Vy- 2 -4Jls) t^^Vy-l 

-4)\A ~ 1 ~ I [ 5 - ( K U 7;Utf n*^)\s) f^7iy-2-^^l * 

=f-)\A - 1 . 3. 5 - K U 7-y>~2 ( 1 H) -tf > 

99%J» 

[0977] <smn3 6 5 

4- [4- (5-7JUtf •-6-y ̂ JUbfU Vy-2-^JU) t'^^Vy-

1 ~^JU] - 6 - y ^JU- 1 - I [ 5 - ( HJ 7JUtf gy ̂ JU) ^tf 7x> 

- 2 -4JU1 * =f-)\A ~ 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

92%®$ 

[0978] <smn3 6 6 

4- [4- (Q-ouu\^)Vy-2-4)\y) Td^vy- 1 —rJUI -6 

-y ̂ JU- 1 - I r 5 - ( MJ 7jutf gy +J\S) ^tf 7x> - 2 ->r Ji/l ^ 

^JU) - 1 . 3. 5 - HJ TVy-2 ( 1 H) -tf > 

90%®$ 

[0979] 3 6 7 

4- [4- (3. 5-->'7il/tfg7x-Jb) y- 1 ->f JU] -6-

1 - I r 5 — ( K U 7JUtf g^^JU) ftf7iy-2-^^l ^ 51 

;ul - 1 . 3. 5 - K U TVy-2 ( 1 H) -tf > 

94%®$ 

[0980] £-j£0IJ 3 6 8 

6 -*3-)\s-4- [4- (5-^^)lyt°<JVy-2-4)ly) \f.^=jVy-\ 
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--I JI/i - 1 - 	f [ 5 - 	(1- ') 7 )1/7J- 1=1)< 	)1/) 	7J-  7 i 	- 2 -OH )< 

)1/1 	-1, 	3, 	5 - I- ,) 7-1:')- 2 	(1 H) 	-7J- 

95%117$ 

[0981] -a -0.13 6 9 

(R) -4- [4- (4-7)1/ 7J-1=1-2-))1.7i=)1.) - 5 -LKI=1* 

i-5, 	6-:')LKI=IE,):- 1 	(2H) --OH -6-)<)1.- 1 - { 

[ 5 - 	( I- ') 7 )1/7J- 1=1)< 	)1/) 	7J-  7 i 	- 2 -4 A.] 	)< 	)1/1 	- 1 , 	3 , 

5 -1- ,)77 -2 	(1 H) 	-7J- 

56%V$ 

[0982] -a -0.13 7 0 

4- [2- (4 -7)1.7ti=i7i=)1.) -2, 	8 -:')7-11fEi=i [4. 	5] 52  

t 	- 8 -4 JI/i 	- 6 - )< 	)1.- 1 - 	{ [ 5 - 	( I- ,) 7 )I. 7J- CI) 	)1.) 	7J- 

7i-2-4)1.] )<)1/1 	-1, 	3, 	5 -1- ,)77 -2 	(1 H) 	-7J- 

95%117$ 

[0983] -a -0.] 3 7 1 

(R) -4- (5' 	-LKI=1*:>-6-))1.- 5' 	, 	6' 	-:')LKI=i- I- 

2, 	4' 	%] - 1' 	(2' 	H) -4)0 -6-)<)1.- 1 - { [ 

5- ( I- ,) 7 )1/7J- 1=1)< 	)1/) 	7J-  7 i 	- 2 -4 A.] 	)< 	)1/1 	-1, 	3, 	5 

-1-')77:') -2 	(1 H) 	-7j- j 

79%117$ 

[0984] -a -VM 3 7 2 

(R) -4 -  [5 -LKI=1*:>-4 -  (5 -)J1/ 7J- 7i-3-4)1.) 

-5, 	6-LKI=IE,):')- 1 	(2H) --OH -6-)<)1.- 1 - { [ 

5- 	( I- ,) 7 )1/7J- 1=1)< 	)1/) 	7J-  7 i 	- 2 -4 A.] 	)< 	)1/1 	-1, 	3, 	5 
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-4)\A ~ 1 ~ { f 5 — ( K U 7;Utf ^tf 7x> - 2 ^ 

=f-)\A - 1 . 3. 5 - K U 7-y>~2 ( 1 H) -tf > 

95%JJX$ 

[0981] <smn3 6 9 
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2 ( 1 H) -tf > 

99%J» 

[1008] l§rJ^J3 9 4 

(R) -1- [ (5 -V'a^E^tf 7x>- 2 -4)1) y^JU] -4- (5' 

-b KDfr->-6-y Sfr->-5' . 6' —V\i Km — [2. 4' -bfb°U 

S>'>] -1' (2' H) -4)V) -6-y^JU-1. 3. S-h'J/y'V-

2 ( 1 H) -tf > 

22%®$ 

[1009] 1§rJ^J3 9 5 

(R) -1- r (5-^afftf7x>-2 -4)1) **)\A -4- (5-

^••—5' - b Kafr->- 6 -* 5' . 6' -y'bKD- [2. 

4' -bfb°Uy'>] -1' (2' H) -^JU) - 6-^5^- 1 . 3. 5-

K U TVy-2. ( 1 H) -tf > 

13%®$ 

[1010] ^£00 3 9 6 

(R) -1- r (5-^Dfftf7x>-2 -4)1) **)\A -4- [5-
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L KI=I*:>-4- (5 -)<)1/7J-7i-3 --OW -5, 	6-:'JL KI=1 

L")- 1 	(2H) --OH -6-)<)1.- 1, 	3, 5 -P)77:)-2 

(1 	H) -7J- 

t'i 019 

[1011] -a*fN 3 9 7 75\ 6 4 0 2 1, , -t. tt.T11.0)rfliEat -E'l*fN 2 9 92 

- h -_-  1 - 	[ (5 -1=11=17J- 7i-2-4/1/) )<)1/1 -4- ()< 

)1.7J- ) - 1 , 	3, 5 - P) 77 - 2 ( 1 H) - Eilki\ --c -a*fm 

3 4 8 L P100)5I--ea 	L, tc. J-;CF t._-E`A I., tclEatV3WeaZ17$ 	2 

-... 

[1012] 397  9 7 

(R) - 1 - 	[ (5 -1=11=17f7i-2-4/1.) )<)1/1 -4- [4- 

( 4 - 7 )1.7f1=17 i =A.) - 5 - L Ki=1*:>- 5 , 	6 -:'JL KI=IE,):')- 

1 	(2H) 	-4)1/1 -1, 	3, 	5 - I- ,) 77 -2 	( 1 H) 	-7J- 

98%V$ 

[1013] -aWN 3 9 8 

(R) -4- [5 -77 Z) -4- (4 -7/1/7f1=17i=)1.) - 5, 	6 -:'JL 

KI=1E'):- 1 	(2H) - -OH - 1 - [ (5 -1=11=17J-7i-2- 

4 )1.) 	)< )1.] 	- 1 , 	3, 	5 - 	') 77:')- 2 	( 1 H) 	-7J- 

73%117$ 

[1014] -a.13 9 9 

(R) - 1 - 	[ (5 - 1=11=17J-7i -2 --1/1/) )<)1.] -4- [4- 

(3 -7/1/7f1=1-4 -)<)1.7i=)1.) - 5 -L KI=I*:>- 5, 	6 -:'jL F' 

1=IE'):')- 1 	(2H) 	-4/1.] 	-1, 	3, 	5 - P)7-1:')-2 	(1 H) - 

7J- 

WO 2013/147183 335 PCT/JP2013/059589 

bh'g^>-4- (5-yW^7i>-3-^^) -5. 6-y'bKD 

b°Uy'>-1 (2 H) -4)1/1 -6-*3-)\s- 1. 3. 5-KU77y'>-2 

( 1 H) -tf > 

[1011] ^£00 3 9 7 ^f,4 0 2(i, ftlfn©^lM4#t^J2 9 9T 

£-j£L/c1 - [ (5-^PPftf7x>-2-'fJU) p^JU] -4-

ju^tf) -1,3, 5 — v)7vy—2 (1 H) -jyzm^T^ttmn 

3 4 8 

to 

[1012] i§r«J3 9 7 

(R) -1- r (5-^gg^tf7x>-2--rjU) ^JUl -4- [4-

(4 -7JUtf g7x_ JU) -5-bK'gfr->-5. 6-Vb Kg bf'J y>-

1 (2 H) ->T JUl - 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

98%J» 

[1013] <smn3 9 8 

(R) -4- r 5 -7$ 7 -4 - (4—7 JUtf g 7 x _ JU) -5. 6-i/t. 

Kg bf'J ^>-1 (2 H) —4 JU] -1- r (5-^ggftf7i>-2-

-f JU) ^^JU] - 1 . 3. 5 - K U TVy-2 ( 1 H) -tf > 

73%um 
[1014] £j$M3 9 9 

(R) -1- r (5-^7ggftf 7x>-2--rjU) ^JU] -4- [4-

(3—7 JUtf g — 4—;><51JU7x _ JU) -5-bK'gfrf>-5. 6-y'bK 

g bf 'J Vy — 1 ( 2 H) - ̂  JU] - 1 . 3 . 5 - K U TV > - 2 ( 1 H) -

tf > 
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34%117$ 

[1015] 

[1016] 

[1017] 

[1018] 

[1019] 

-a*M4 0 0 

(R) -4- [4- (3 -1=11=1-4 -7)1/7J- i=i7i=)14 - 5 -LKI=1* 

i-5, 	6-:')LKI=IE,):- 1 	(2H) 	-4)1.] - 1 - [ (5 -1=11=1 

3-7J-7i 	- 2 —014 )()1.] 	-1, 	3, 	5 - I- ,) 7-1:- 2 	(1 H) - 

7J- 

[ (5 -1=ii=i7J- 7i-2-4)1.) )<)1.] -4- (5' 

62%V$ 

-a*M4 0 1 

(R) - 1 - 

-L Ki=1*:>-6-)( I-*:>- 5' 	, 	6' 	-:')L Ki=i- 	[2, 4' 	-EE') 

] 	-1' (2' 	H) -4)0 -1, 	3, 	5 -P)77:')-2 (1 H) 	- 

7J- 

(5 -1=11=1- 5' 	-LKI=1*:>-6-)( I-*:>- 5' 	, 	6' 

41%117$ 

-a*fN 4 0 2 

(R) -4- 

-:')LKI=i- [2, 	4' -EE,):')] - 1' 	(2' 	H) -4)14 - 1 - 	I- 

(5 -1=ii=i7J- 7i-2-4)1.) )()1/1 	- 1, 	3, 	5 - I- ,) 7-1:- 

2 	( 1 H) 	-7J- 

0 1, , -t. tt.TA-LoDrktfLat 	-a*fN 

1=1 1=1 	7J-  7 i 	- 2 —014 )< 	)1/1 

1, 	3, 	5 - I- ,) 77 -2 	(1 H) 

	

Lk-. J-;t-F t... -a 	I., it iLatV3Wa 4 8 L Hoo5I---e-a 

3 0 0 T 

- 6 - )< 	)1. 

-7J- jEllk,\ --c 

22%117$ 

-a*fN 4 0 

-a 	Lk-  1 - 

-4- 	()<)1/7J- ) 

-a*fN 3 

-a*M4 0 3 

3 75\ 6 4 1 

[ ( 5 - 

- 

WO 2013/147183 336 PCT/JP2013/059589 

34%JJX$ 

[1015] 0 0 

(R) -4- [4- (3-^gq-4-7Ma7i-Ji/) -5-bKmfr 

- 5 . 6 - V b K • b° U V y - 1 ( 2 H) -4)lsl - 1 - r ( 5 - 0 • • 

5Ptf 7x> - 2 -4 )D - 1 . 3. 5-hU7^V-2 ( 1 H) -

tf > 

62%®$ 

[1016] ^/£0IJ4 0 1 

(R) -1- [ (5-^aaftf7iV-2-4)\y) y^JU] -4- (5' 

-b KDfr->-6-y Sfr->-5' . 6' — Vt. Km — [2. 4' -bfb°U 

S>'>] - 1 ' (2' H) -4 )\s) - 1 . 3. 5- K'J7y'>-2 (1 H) -

tf > 

41%®$ 

[1017] ^/£0IJ4 0 2 

(R) -4- ( 5 - 3 - 5 ' -bKD^>-6-yh^>-5' . 6' 

-•y'b KP— [2. 4' -bfb°uy>] -1' (2' H) -^JU) -1- [ 

(5-^mm^tf7x>-2-^JU) y^JU] - 1 . 3. 5-hlJ7-y>-

2 ( 1 H) -tf > 

22%®$ 

[1018] ^^ij4 03^^41 ott, oot 

^•j£L/c1 - [ (5-^PPftf7x>-2--f)[/) j^JU] -6-^^^ 

-4 - (p^JU^tf) - 1 , 3, 5 - h 'J TVy- 2 ( 1 H) -tf 

#t^£0U3 4 8 

j$®$£§B-r0 

[1019] ^/£0IJ4O3 



WO 2013/147183 	 337 	 PCT/JP2013/059589 

(R) 	-1- [ (5 - 1=ii=i7J-7i -2 --1)1/) 	)<)1/1 -4- [4- 

(4 -7)1/7J- i=i7i=)1.) - 5 -L Ki=i*:>- 5, 	6 -:')L Ki=1E,):)- 

1 	(2H) --OH -6-)()I.- 1, 	3, 	5 -P)77:')-2 (1 H) - 

7J- 

tin 

[1020] -aWN 4 0 4 

(R) 	-1- [ (5 - 1=ii=i7J-7i -2 -4)1/) )<)1.] -4- [4- 

(3-7)1/7J-1=1-4-1.7i=)1.) - 5 -L Ki=i*:>- 5, 	6-:')LK 

DE,):')- 1 	(2H)--)I,]-6-3)I,-1, 	3, 	5 -1- ,)77:- 

2 	(1 H) 	-7J- 

85%V$ 

[1021] -aWN 4 0 5 

(R) -4 -  [4- (3 -1=11=1-4 -7)1/7J- i=i7i=)1.) - 5 -L KI=1* 

i-5, 	6-:')LKI=IE,):- 1 	(2H) --OH -1- [ (5 -1=11=1 

7J-  7 i 	- 2 -4)14 	)< 	)1/1 - 6 -)( 	)1.- 1 , 	3, 	5 - I- ,) 7-1:') 	- 

2 	(1 H) 	-7J- 

70%117$ 

[1022] -a*fN 4 0 6 

(R) 	-1- 	[ (5 - 1=ii=i7J-7i -2 -4)1/) 	)<)1.] 	-4- 	(5' 

-I Ki=1*:>-6-) I-*:>- 5' 	, 	6' 	-:')L Ki=i- [2, 	4' 	-EE') 

] -1' 	(2' 	H) 	-4)1.) 	-6-)()I.- 1, 	3, 	5 - P)7-1:')- 

2 	(1 H) 	-7J- 

36%V$ 

[1023] -a -VM 4 0 7 

WO 2013/147183 337 PCT/JP2013/059589 

(R) -1- f (5-^aaf^7i>-2-^jb) ^^u] -4- r4 — 

(4-7MD7I-J1/) -5-bKafrf>-5. 6 - V b K • b° U $/ > -

1 ( 2 H) — 4 JUl — 6-^^JU- 1 . 3. 5 - h U TVy- 2 ( 1 H) -

tf > 

/E: 

[1020] ^/£0IJ4O4 

(R) -1- [ (5-^aaftf7i>-2-^Jb) ^^U] -4- [4-

(3-7Ma-4-yfJi/7xz^) -5-bKafrf>-5. 6-y'bK 

• b°Uy>-1 (2H) — 4)[/~\ —6—1. 3. S-h'J/y'V-

2 ( 1 H) -tf > 

85%®$ 

[1021] ^/£0IJ4 0 5 

(R) -4- [4- (3 -0 • • - 4 -7 JUtf • 7 x— J\y) -5-bKmfr 

V — 5. 6 -y b K'D b°u »>*>- 1 (2 H) —^JU] - 1 - r (5-tnn 

^tf 7x>-2-4)1) * ̂ JUl - 6-y ̂ JU- 1 . 3. 5-HJ:py>-

2 ( 1 H) -tf > 

70%®$ 

[1022] ^/£0IJ4O6 

(R) -1- r (5-^aaftf7i>-2-^JU) ^^U] -4- (5' 

-LKa^>-6-^h^>-5' . 6' -y'bKD- [2. 4' -bfb°U 

y>] -1' (2' H) ~^;u) - 6-^^)1- 1 . 3. 5-KU7y'>-

2 ( 1 H) -tf > 

36%®$ 

[1023] ^/£0IJ4 0 7 



WO 2013/147183 338 	 PCT/JP2013/059589 

(R) 	—4— 	(5 —1=11=1— 5' 	—L KI=I*:>-6—)< 	..i-5' 	, 	6' 

—:')L Ki=i— [2, 	4' 	—EE'')] — 1' 	(2' 	H) —4)0 —1 — [ 

(5 — 1=11=17t7i -2 -4/1.) 	))1/1 —6—)<)1.— 1, 	3, 	5 — 

P)7-1:')-2 (1 H) 	—7j- 

13%117$ 

[1024] -a.14- 0 8 

(R) — 1 — [ (5 — 1=11=17t7i -2 --(/1/) ))1.] —4— [5 — 

L I  (4 —))1/ 7J- 7i-2 —4)0 — 5, 	6 —:'JL KI=1 

L''):— 1 	(2H) --OH —6—)<)1.— 1, 	3, 	5 —P)7-1 -2 

( 1 H) 	—7J- 

88%117$ 

[1025] -a.14 0 9 

(R) —4— [5 —7Z)-4— (4 —7/1/7f1=17i=)1.) — 5, 	6 —:'JL 

KI=IE'):')— 1 	(2H) --OH — 1 — [ (5 —1=II=17J- 7i-2 — 

-I JO 	))1/1 — 6 —)<)1.— 1 , 	3, 	5 — 	') 7-1:'J— 2 	( 1 H) 	—7J- 

77%117$ 

[1026] -aWN4 1 0 

(S) — 1 — [ (5 —1=11=17J- 7i-2 —4)0 )<)1.] —4— [4 — 

(4 —7/1/7J- 1=17i=)14 — 5 —L KI=I*:>— 5, 	6 —:'JL KI=IL"):- 

1 	(2H) --OH —6 —)<)1.— 1, 	3, 	5 —P)77:')-2 (1 H) — 

7J- 

93%117$ 

[1027] -a*fN 4 1 1 75 \ 6 4 1 5 1, , -t- tt.T11.0)rfAiLat 	-_* -a*fN 3 0 6 T 

-al,tz-_-  1— 	{ [5— 	(t e r t —Vs )1/) 	37J-7i 	— 2 —4 A.] )<)1. 

WO 2013/147183 338 PCT/JP2013/059589 

(R) -4- ( 5 - £ • • - 5 ' . 6' 

- V t K • - r 2 . 4' - tf tf u yyi - 1 ' (2 ' H) ->nu) -1 - r 
(5 -^PP^tf7x>-2-^JU) *^JUl - 6 -y ̂ JU- 1 . 3. 5 -

h U 7i/*>-2 ( 1 H) - tf > 

mm 
[1024] 4 0 8 

(R) -1- [ (5-^aaf^7i>-2-^Jl/) j^JUl -4- [5-

bh'g^>-4- (4-yfJ^7i>-2-^^) -5. 6-y'bKD 

bfU^>-1 (2 H) —r - 6-* +)\s- 1 . 3. 5-HJ:py>-2 

( 1 H) -tf > 

88%J» 

[1025] 4 0 9 

(R) -4- r 5 -7$ y -4 - (4-7JUtf P7x_jU) -5. 6-^'b 

KP bf U 1 (2 H) —r -1- [ (5-^ggftf7i>-2-

-f JU) y ^JU] - 6 -y 3MU- 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

77%®$ 

[1026] ^/£0IJ4 1 0 

(S) -1- r (5-^aaftf7i>-2-^Jb) ^^U] -4- [4-

(4—7 JUtf • 7 i —JU) -5-bKmfr->-5. 6 — is £. K • bf 'J V > -

1 (2 H) ->fJUl - 6 -j^JU- 1 . 3. 5 - h U TVy- 2 ( 1 H) -

tf > 

93%®$ 

[1027] ^£0J4 1 1 fr£4 1 0 6-e 

1 - { [5 - (tert -V'^JU) ^tf 7 x > - 2 - -f JU] ^JU 
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} —4— ()<)1/7J- ) — 1, 3, 	5 — I- ,) 7-1:')-2 	(1 H) 	—7J- CEII 

0 --c0-a*fN 3 4 8 LP10105I--e-a Lk. J-; CF t._ -EA I., tc tat vk 

Ve-aZ17$2 -„, 

[1028] -a*fN 4 1 	1 

(R) — 1 — { [ 5 — (t e r t —7)1/) 	7J- 7i-2-4)1.] )<)l. 

} —4— [4— (3 —7)1/7J- 1=1-4 —))1.7i=)1.) — 5 —L Ki=i*:>- 

5 , 	6 —:')L Ki=1E ,):')— 1 	(2H) 	—4)1.] 	—1, 	3, 	5— I-') 77:') 

—2 	(1 H) —7J- 

88%117$ 

[1029] -a*fN 4 1 2 

(R) — 1— { [5— (t e r t —7)1/) 	7J-  7 i 	— 2 —4M )( 	)1. 

1 — 4 —  [4— (3 —1=11=1-4 —7)1/7J- i=i7i=)1.) — 5 —L Ki=i*:>- 

5 , 	6 —:')L Ki=1E 1):')— 1 	(2H) 	—4)1/1 	—1, 	3, 	5— I-') 77:') 

—2 	(1 H) —7J- 

96%117$ 

[1030] -a*fN 4 1 3 

(R) — 1— { [5— (t e r t —7)1/) 	7J-  7 i 	— 2 —4M )( 	)1. 

} —4— ( 5 —1=11=1— 5' —L Ki=1*:>-6—)( I-*:>— 5' 	, 	6' 	—:') 

L ICI— [2, 4' 	—EE'):')] — 1' 	(2' 	H) 	—4)1.) 	— 1, 	3, 	5 

— P) 7-1:')-2 (1 H) 	—7J - j 

69%117$ 

[1031] -a*fN 4 1 4 

(R) — 1 — { [ 5 — (t e r t —7)1/) 	7J- 7i-2-4)1.] )<)l. 

} —4— [4— (4 —7)1/7J- 1=1-2 —))1.7i=)1.) — 5 —L Ki=i*:>- 

5 , 	6 —:')L KI=IE ,):')— 1 	(2H) 	—4)1.] 	—1, 	3, 	5— I-') 77:') 

WO 2013/147183 339 PCT/JP2013/059589 

} -4 - (p^JU^tf) - 1 , 3, 5 - h 'J TVy- 2 ( 1 H) -tf 

^T#t^£0U3 4 8 L/c<fbl=r^£& 

[1028] ^/£0IJ4 1 1 

(R) -1- {[5 - (tert - 7" ̂ >>1/) ftf 7i>-2-^Jbl ^ ̂ JU 

} -4- [4- ( 3 — 7 JUtf • — 4 - yfjl/7i-ib) -5-bKafrf>-

5. 6-Vt KP b°U V>- 1 ( 2 H) ->r;ul - I. 3. 5-KU7-y> 

- 2 ( 1 H) -tf > 

88%JJX$ 

[1029] ^/£0IJ4 1 2 

(R) -1- {[5 - (tert - 7"^JU) ^tf 7 x > - 2 - ̂ JU] * 

} -4- [4- (3-0 • • — 4 —7JUtf • 7 x_ JU) -5-bh'a^>-

5. 6 -y'b KP b°U »>*>- 1 ( 2 H) —4 JUl — 1 . 3. 5-h'J7-y> 

- 2 ( 1 H) -tf > 

96%®$ 

[1030] ^/£0IJ4 1 3 

(R) -1- {[5 - (tert - 7"^JU) ^tf 7 x > - 2 - ̂ JU] ^ ̂ JU 

} -4- (5-•^••-5' - b KDfr->- 6 -* 5' . 6' -V 

b K• — [2. 4' -bfbf'jyyi -T (2' H) ->nu) - i. 3. 5 

- K U 7-y>-2 ( 1 H) -tf > 

69%JJX$ 

[1031] 4 1 4 

(R) -1- {[5 - (tert - 77JU) ftf7i>-2-^JUl ^ ̂ JU 

} -4- [4- (4-7JUtfD-2-^fJU7xzJU) -5-bKafrf>-

5. 6-Vt KP b°U y>- 1 ( 2 H) —r ^U1 - I. 3. 5-KU7-y> 
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—2 	(1 H) 	—7J- 

90%117$ 

[1032] -aWN4 1 5 

(R) 	— 1— 	{ [5— 	(tert — 1/1.) 	7J-  7 	— 2 —4 )I.] )()I. 

} —4— (5 —7/1/7J- 1=1— 5' 	—LKI=1*:>-6—))1.— 5' 	, 	6' 	—:') 

L ICI— [2, 	4' 	—EE'')] — 1' 	(2' 	H) 	—4)0 	— 1, 	3, 	5 

—P)77:')-2 	(1H) —7j- j 

91%117$ 

[1033] -a*fN 4 1 675\ 6 4 2 6 (,, -t. tt.T11.0)rfliEalta*fN 3 0 5 T 

-aLtz-_- 1 — 	{ [5 — 	(tert —Vs /l/) 	7J-  7 	— 2 —4 A.] )()I. 

1 	—6—)<)1.-4— 	()<)1/7J- ) 	—1, 	3, 	5 —P)77:')-2 	(1 H 

) 	- 7J- 	EIII, \ -C _* -a*fN 3 4 8 LP10051.--eaLtz- _-  . J-;t-F t:.-_-a 	L 

tclEaltVWaZ15($2. 

[1034] -aWN4 1 6 

(R) 	— 1— 	1[5— 	(te rt —7)1/) 	7J-  7 	— 2 —4 )I.] )()I. 

1 — 4 —  [4— (3 —7/1/7f1=1-4 —))1/7=)1.) — 5 —L KI=I*:>- 

5, 	6—:'JL KI=IE'):— 1 	(2H) --OH —6—)()I.— 1, 	3, 	5 

—P)77:')-2 	(1 H) —7j- j 

82%117$ 

[1035] -aWN4 1 7 

(R) 	— 1— 	{ [5— 	(tert — 1/1.) 	7J- 7 	— 2 —4 )1.] )()I. 

} —4— [4— (3 —1=11=1-4-7/1/7f1=17=)1.) — 5 —L KI=1*- 

5, 	6—:'JL KI=IE'):— 1 	(2H) --OH —6—)()I.— 1, 	3, 	5 

—P)77:')-2 	(1 H) —7j-j 

WO 2013/147183 340 PCT/JP2013/059589 

- 2 ( 1 H) -tf > 

90%J» 

[1032] 1 5 

(R) -1- {[5 - (tert - V'^U) ftf7i>-2-^Jbl X 3~)l 

} -4- (5-7Jl/tf •-5' -bh'D^>-6-^fJI/-5' . 6' -V 

b K• — [2. 4' -bfb°Uy'>] -T (2' H) ->T;i/) -1. 3. 5 

- h U TVy-2 ( 1 H) -tf > 

91% JM 

[1033] ^/£0IJ4 1 6fr£4 2 3 0 5 T? 

G&Ltc 1 - { [5 - (tert ^tf 7 x > - 2 - -f JU] 
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77-2-4/1/1 )<)1/1 -1, 	3, 	5 -1-')77 -2 	(1 H) 	-7J- 

69%V$ 

[1061] 	-aWN4 3 975\ 6 4 4 4 (,, -t. tt.TA-LorktfEat 	-a*iN 3 0 2 ---e 

-ah Lk-  6 - )< 	)1/ - 4 - ()< 	)1/ 7J- ) 	-1  - 	{ 	[ 5 - 	(1- ') 7)1/7J- 1=1)< 

/l/) 77 	- 2 - 4 A.] )< 	)1/1 	-1, 	3, 	5 - I- ') 7-1:')- 2 	( 1 H) 

1-a t

CE

3

11 , \ c

Ic

aWN 

ElVzfaZ5$  2 
3 4 8 L Rea)51ea 	I, IL. 	-;t T t=a 	I, t_ 

c. 

WO 2013/147183 346 PCT/JP2013/059589 

4- r4 — (3-^gq-4-7Ma7i-Ji/) y- 1 -4;ul 

- 1 - { f 5 - ( K u 7;utf g^^u) 2 jul ^^ul - 1. 

3. 5 - K U TVy-2 ( 1 H) -tf > 

71% JM 

[1058] ^/£0IJ4 3 6 

4- [4- (5-ywtf7i>-3-^^) t°^^vy- 1 ->nui -

1 - I [5- (KlJ7Ji/tfg^^) 7^>-2-^;Ul -1.3 

. 5 - K U TVy-2 ( 1 H) -tf > 

92%®$ 

[1059] ^/£0IJ4 3 7 

4- [4- (5-^gg-6-y 2-^JU) £°s<^yy-

1 —TJUl - 1 - I [5 - ( K U 7 JUtf gy ̂ JU) 2 JUl 

JU) - 1 . 3. 5 - K U 7-y>-2 ( 1 H) -tf > 

100%®$ 

[1060] 4 3 8 

(R) -4- [5-TZJ-4- (4-7JUtf g7xzJU) -5. 6-S>'b 

Kg bf'J1 ( 2 H) —T ^U1 ~ 1 ~ I [5- (hlJ7JUtfg^fJU) 

y^y- 2 -4jul - 1. 3. 5 - h u TVy- 2 (1 H) -tf > 

69%®$ 

[1061] ^/£0IJ4 3 9^P,444tt, 3 0 2 T? 

^L/c6 -^^;U-4 - (p^JU^tf) —1— { [5 — (h'J 7JUtfg^ 

^JU) 7^> - 2 ->HU] *fMU} - 1 , 3, 5 - h 'J TVy- 2 ( 1 H) 

-tf 4 8 

Ib&yoZj&tf&MW&ZBdTo 
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[1062] -E; -0.J4 3 9 

(R) -4- [4- (4 -7/1/7J- i=i7i=)1.) - 5 -L Ki=i*:>- 5 , 	6 - 

LKI=IE')- 1 	(2H) 	-4/1/1 	-6-)<)1.- 1 - 	{ [5 - 	(I- 1) 

7 )1/7J- 1=1)< )1.) 	7 7 	- 2 -4 A.] )< 	)1/1 	- 1 , 	3 , 	5 - I- ') 7' 	' - 

2 	(1 H) -7J- 

48%117$ 

[1063] -E;VN 4 4 0 

(R) -4- [5 -77 Zi -4 - (4 -7/1/7J- i=i7i=)1.) - 5, 	6-L 

KI=IE'):- 1 	(2H) 	-4/1/1 	-6-)<)1.- 1 - 	{ [5- 	(1- ') 7/1/ 

7J- 1=1)< 	JI.) 	77 	- 2 -4 )I.] 	)< 	)1/1 	- 1 , 	3, 	5 - I- ') 77:') -  2 

1 H) 	-7J- 

72%117$ 

[1064] -E;VN 4 4 1 

4- [4- (6-)< 1-*:>E''):- 2 -4)0 	E'/'7:- 1 -4/1/i - 

6 - )< 	)1.- 1 - { [ 5 - (1- ')7/1/7J- D)<)1.) 77 	- 2 -OH )<3 

)1/1 	-1, 3, 	5 -1-')77 -2 	(1 H) 	-7J- 

62%117$ 

[1065] -a*fN 4 4 2 

4- [4- (5 -1=11=1-6-)<1-*:>E-2-4/1.) 	E'/'7:')- 

1 -4A.] - 6 - )< 	)1.- 1 - 	{ [ 5 - 	( I- ') 7 )1/7J- 1=1)< 	)1/) 	7 5 	- 2 

-4 A.] )< )1/1 -1, 	3, 	5-I-') ,'-2 	( 1 H) -7J- 

71%117$ 

[1066] -aWN 4 4 3 

4 - [4 - (3 - 7/1/7J-  Cl -4 - )< 	)1.7i=)1.) 	E'/'7:'JJ- 1 -4)H 

WO 2013/147183 347 PCT/JP2013/059589 

[1062] 3 9 

(R) -4- [4- (4-7MD7I-J1/) -5-bKafrf>-5. 6-

*J\l Km bf'J 1 (2 H) -4)\A - 6-^^)1- 1 - { [5- (KU 

7JUtf CI^JU) 7^>-2-^;Ul -1.3. 5-KU TVy-

2 ( 1 H) -tf > 

48%J» 

[1063] ^/£0IJ4 4O 

(R) -4- r 5 -7$ 7 -4 - (4-7MD7izjl/) -5. 6-y'b 

KDb°Uy>- 1 (2 H) -^JUl -6-y^JU- 1 - I [5- (KU 7JU 

tfg^^JU) 7^>-2-^jUl -1. 3. 5-hU7-y>~2 ( 

1 H) -tf > 

72%®$ 

[1064] ^/£0IJ4 4 1 

4- f4 — (6-y Kfr->b°U S>'>-2-^JU) ^=?Vy- 1 -^JUl -

6-y^JU- 1 - I [5- ( K U 7 JUtf •;< ̂ JU) 7^>-2-^jUl ^ 

JU) ~ 1 . 3. 5-KU 7-y>~2 ( 1 H) -tf > 

62%®$ 

[1065] ^/£0IJ4 4 2 

4 - [ 4 - ( 5 — 0 • • — 6 — ^ K b° U V y - 2 - -f ;u) \f.^=jVy-

1 ->r;ul -6-y^JU- 1 - { [5- (m7jutfayf;u) 7^>-2 

—r ^U1 *3MUl - 1 . 3. 5-KU 7-y>-2 ( 1 H) -tf > 

71% ®$ 

[1066] ^£004 4 3 

4- [4- (3-7JUtfD-4-yfJU7xzJU) \f.*<=7 $/ > - 1 - -4 JUl 
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- 6 - )< 	)1.- 1 - { [ 5 - ( I- ') 7 )1/7J- 1=1)< 	)1.) 	7 5 	- 2 -4 JI/i 	)< 

)1/1 	-1, 	3, 	5 - I- ,) 7-1:'J- 2 	(1 H) 	-7J- 

96%117$ 

[1067] -aWN 4 4 4 

6 -)<J1/-4- - [4 -  (5 -)J1/ 7J- 7i-3 -4)0 E'/'7:')- 

1 -4 A.] - 1 - { [ 5 - (1- ') 7 )1/7J-  1=1 )< 	)1.) 7 7 J - 2 —OH )< 

)0 -1, 	3, 	5 -1- ,)77 -2 	(1 H) 	-A- 

tin 

[1068] -aWN 4 4 5 75\ 6 4 4 7 (,, -t. tt.T11.07VaiLat 	__*-a*fm 3 1 1Z 

ah 	Lk-  I-') 7/1/7J- 1=0< 5' J)1/ 7 Jgg 5 - 	{ [4 - 	() 	)1/ 7J- ) 	- 2 

-7J-:`J-1, 	3, 	5 - I- ') 77:- 1 	(2H) 	-4)1,] 	)<)1,1 	Ei):') 

- 2 - 4 )1, 	)11 kiv-co-a*fm 3 4 8 L Holoa--e-a 	L tc . J-;CF t:.-. -a 

L tc I E at Vz rf aZ17$ 2 	c. 

[1069] -a -VM 4 4 5 

I- ')7/1/7J- 1=1)< , )1/ 7 031 	(R) 	- 5 - 	( {4 - 	[ 5 -7:z i - 4 - 

(4-7/1/7J- 1=i7i=)1.) 	- 5, 	6-LKI=IE,):- 1 	(2H) 	-4/1/ 

1 - 2 -7J- *V- 1, 	3, 	5 - I-') 77:- 1 	(2 H) 	-4)0 	)<)1.) 	E 

') 	- 2 -4 )I. 

16%117$ 

[1070] -aWN 4 4 6 

I- ')7/1/7J- 1=1)< , )1/ 7JR 	(R) 	-5- 	( 	{4- 	[4- 	(3 -7/1/7J- 

1=1-4-)<)1.7i=)1.) - 5 -LKI=1*:>- 5, 	6-:')L Ki=1E,):)- 

1 	(2H) 	-4/1/1 -2-7J-*V- 1, 	3, 	5 -1-')77:- 1 	(2H) 	- 

4 JO )<3)L.) 	E ,) :J 	- 2 -4 )I. 

WO 2013/147183 348 PCT/JP2013/059589 

- 6-^^)1- 1 - { r 5 — ( K U 7 JUtf • ̂ ̂ j\y) ^ 

^)\y] - 1 . 3. 5-KU TVy-2 ( 1 H) -tf > 

96%JJX$ 

[1067] ^£0IJ4 4 4 

6-^^)1-4- [4- (5-yWtf7i>-3-^^) \f.s<=7*Jy-

1 —TJUl - 1 - I [5 - ( K U 7 JUtf m^^U) 7^>~ 2 JUl 

JUl - 1 . 3. 5-KU 7-y>-2 ( 1 H) -tf > 

[1068] •"J5c$ij4 4 5^P)4 4 7(i, 3 1 1 T? 

K U 7 JUtf PP< ^ >7JU/1N>H 5- { [4- (p^JU^tf) -2 

-tffrV-1, 3, 5-SU^y>-1 (2 H) --f JU] p<^U} L°U^> 

-2->nu£ffl^T#t^£0y3 4 8 tmm(Dj5)t;-?:'£if&Ltc0 

[1069] ^/£0IJ4 4 5 

K U 7 JUtf gy ̂  >7JU/-ft>B£ (R) - 5- ( 14 - [5-3P$7-4-

(4-7JUtf D7X-JU) -5. 6-V b K'D b°U »>*>- 1 ( 2 H) -4 )\s 

1 —2—tffrV—1. 3. 5-h'J7-y>-1 (2H) -4)\A * ^JU) b° 

U y>- 2-4 )\y 

16%J» 

[1070] ^/£0IJ4 4 6 

K U 7 JUtf • ;< ^ >7JU/1N>I£ (R) - 5- ( {4 - [4- (3-7JUtf 

• -4-^^71 - ;u) - 5 -b K• - 5. 6 -Vb K• b°U y>-

1 ( 2 H) ->r;ul — 2 — tf V — 1 . 3. 5-hU7-y>~1 (2H) -

-f ;ul ^JU) b°u »>*>-2 ~^;u 
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[1071]  c{ 4474 7 

I- ') 7/1/7J- 1=1)< , )1/ 7JR 	(R) 	—5— 	( 	{4— 	[4 — 	(3 — 	1=11=1 

—4 —7/1/7J- i=i7i=)1.) — 5 —LKI=1*:>— 5, 	6—L Ki=1E,):)- 

1 	(2H) 	—4/1/1 —2 —7J- *V— 1, 	3, 	5 —1-')77:— 1 	(2H) 	— 

4 JO )<3)L.) 	L' ,):J— 2 —4 )I. 

71%117$ 

[1072] -a*fN 4 4 875\ 6 4 5 1 (,, -t. tt.T1-LoDrktfLat 	-a*fN 3 1 O T 

-al.,tc_-  I- ') 7/1/7J- 1=1)< , )1/*Agr 	5 — 	f [6 —) 	)1.— 4 — 	()( 

)I/7) 	—2 —7J- *V — 1, 	3, 	5 — I- ') 77:— 1 	(2H) 	—4)1.] )< 

)0 	° ') -2 --r)\)3 4 8 L liA00)51--ea 	I., tc: 

o  L;t-Fl,-,.= -E`A 1, tc lEat vk Ve -a 	II 5( $ 	2 	o 

[1073] -a -VM 4 4 8 

I- ,) 7/1/7J- 1=1)< , )1/*A31 	(R) 	—5— 	( {4— 	[4— 	(3 —7/1/7J- 

1=1-4—)<)1.7i=)1.) — 5 —LKI=1*:>— 5, 	6—:')L Ki=1E ,):')- 

1 	(2H) 	—4/1.] —6—)<)1.-2-7J- *V— 1, 	3, 	5 —I-') 7-1:- 

1 	(2H) 	—4)0 	)< 	)1.) 	E' ,):'J— 2 —4 )I. 

71%117$ 

[1074] -a -VM 4 4 9 

I- ') 7/1/7J- 1=1)< , )1/ 7JR 	(R) 	—5— 	( 	{4— 	[4 — 	(3 — 	1=11=1 

—4 —7/1/7J- i=i7i=)1.) — 5 —LKI=1*:>— 5, 	6 —:')L Ki=1E ,):)- 

1 	(2H) 	—4/1/1 —6—)<)1.-2-7J- *V— 1, 	3, 	5 —1-')77:- 

1 	(2 H) —4)14 ) 3 )1/) 	L"):'J— 2 —4 )I. 

74%117$ 

[1075] -a -0.14- 5 0 

WO 2013/147183 349 PCT/JP2013/059589 

14%®$ 

[1071] ^/£0IJ4 4 7 

K u 7JUtf (R) - 5- ( {4 - [4- (3-^gg 

-4-7Mg7i-^) - 5 - b Kgfr*>-5. 6-j/b Kg b° U y > -

1 ( 2 H) ->fJUl - 2 - tf V - 1 . 3. 5-h'J7-y>-1 (2H) -

-f jul ^JU) b°uy>-2-^ju 

71% JM 

[1072] n"4 4 8^P)4 5 1(i, 3 1 Ot 

K 'J 7 JUtf gp< ^ >7JU/1N>I£ 5- { [6 -p<^jU-4 -

ju^tf) —2—tffry—1, 3, 5-KU:P^>-I (2 H ) --f JU] 

JU} bf 'J y > - 2 - >r JU£ffl 3 4 8 ih Lfc 

[1073] ^/£0IJ4 4 8 

K U 7 JUtf gy ̂  >7JU/-fr>B£ (R) - 5- ( 14 - [4- (3 -7 JUtf 

g-4-y ̂ JU7X_JU) -5-bKg^>-5. 6b Kg b°u 

1 (2 H) ->TJUl - 6-y ̂ JU-2-tf V- 1 . 3. 5-KU TVy-

1 (2 H) -^JU) y^JU) b°Uy>-2-^JU 

71 %W 

[1074] ^/£0IJ4 4 9 

K U 7 JUtf g^< ^ >7JU/1N>I£ (R) - 5- ( {4 - [4- (3-^gg 

— 4 — 7JUtfg7x_ JU) -5-bK'gfrf>-5. 6-y'bK'gb°uy>-

1 (2 H) —r JUl - 6-^JU-2-tf fry- 1 . 3. 5-KU7-y>-

1 ( 2 H) —T JU> ^^JU) b°uy>-2-^ju 

74%®$ 

[1075] ^/£0IJ4 5 0 
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P)7/1/7J- 1=1)(51 /1/ 7J (R) — 5 — { [4 —  (5 — 1=11=1 —  5' 

—L K1=1*:>-6—)(F'-5'   , 	6' —:'JL K1=1— [2, 	4' 	— EEI) 

] —1' 	(2' 	H) —4)0 —6 —)<)1.-2 —7J- *V— 1, 	3, 	5 — 

I 	I) 7-1:') 	— 1 	( 2 H) 	— 4 A.] )< 	)1/1 L") :') — 2 — 4 )I. 

22%117$ 

[1076] -aWN4 5 1 

P)7/1/7J- 1=1)(51 /1/7i i (R) — 5 — ( {4— [5 —7Z i-4 — 

(4 —7/1/7J- 1=17i=)1.) 	— 5, 6 —:'JL K1=1E'):— 1 	(2H) 	--f/l. 

1 —6—)<)1.-2—f*V— 1, 3, 	5 — P)7-1:')— 1 	(2H) —4/1/ 

1 	)( 	)1.) 	L° '):)— 2 —4 )I. 

19%117$ 

[1077] -aWN4 5 2 

4— [4— (4 —7/1/7f1=17i=)1.) —5, 6—L K1=1E'):— 1 	(2 

H) --OH — 6 — )< Ii 	— 1 — { [ 5 — ( P) 7/1/7f1=1)< 	)1.) 	7J- 7 

i 	— 2 --OH )3)L.} —1, 3, 	5 — P) 7-1:')— 2 	( 1 H) 	— 7J- 

_-* -a*fN 3 3 1 --e-a 	L tc: 6 — )( Ii :> — 4 — ( ) )1/7J- ) 	— 1 — 	{ 

[ 5 — 	( P) 7/1/7f 1=1)( 	)1/) 7J-7i — 2 --OH )( 	)1/1 	— 1 , 	3, 

5 — P) 7-1:')-2 (1 H) —7J- L4— (4 —7/1/7J- 1=17i=)1.) 	— 1, 

2, 	3, 	6-5-  I7L K1=1E') J 	1,\ --C., oo-a*fm 3 4 8LP10 

0751.--ea 	Lk-  (38%11X$) . 

[1078] -a.14 5 3 

(R) —4— [4— (4 —7/1/7J- 1=17i=)1.) — 5 —L K1=1*:>— 5, 	6 — 

L K1=1E')— 1 	(2H) --OH —6—)<)1.— 1 — {1 — [5 — ( 

Imo ') 7/1/7f 1=1)( 	)1/) 	7J-  7 i — 2 —4 A.] i/l/} — 1 , 	3, 	5 — 	') 

7-1:')-2 	(1 H) 	—7j-j 

WO 2013/147183 350 PCT/JP2013/059589 

K U 7JUtf g;< ^ >7JU/1N>I£ (R) - 5- { [4- (5-?gg-5' 

-bKg^>-6-^h^>-5' . 6' -y'bKD- f 2. 4' -bfb°U 

y>l -1' (2' H) ~^nu) - 6-*3-)\s-2-tf v- 1 . 3. 5-

Hjyyy-i (2 H) —r>/ui ^JUI b°u 2 -^JU 

22%®$ 

[1076] ^/£0IJ4 5 1 

K U 7 JUtf g^< ^ >7JU/1-N>I£ (R) - 5- ( {4 - r5-77$y-4-

(4-7MD7izjl/) -5. 6-y'b K'D b°U y'>-1 (2H) -^JU 

1 - 6-y +)\s-2-tf V- 1 . 3. 5-HJ:py>-1 ( 2 H) — JU 

I y^ju) b°uy>-2-^ju 

19%®$ 

[1077] ^/£0IJ4 5 2 

4 — f 4 — (4—7 JUtf • 7 x _ JU) -5. 6-y b Kg b°u y >-1 (2 

H) -^JUl - 6- y Kfrv-1 - I [5 - ( K U 7JUtf gy ̂ JU) ^tf 7 

x>- 2 —T JU1 y ^JU) - 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

#^^|J3 3 1 -e^L/c6-p< Kfr^>-4- (p^JU^tf) -1- { 

[5- ( K U 7 JUtf g^^JU) ^tf 7i>- 2-^JU] ;^JU} -1, 3, 

5 — h- 'J 7V y— 2 ( 1 H) -tf>£4 - (4 - 7JUtf g7x"JU) - 1 , 

2, 3, 6-^K^L KgtfU^>£ffl^T, 3 4 8 £ 

©^;i-e^L/c (38%®$) 0 

[1078] ^/£0IJ4 5 3 

(R) -4- [4- (4—7 JUtf g 7 x _ JU) -5-bK'gfrf>-5. 6-

y'b Kgb°uy'>- 1 (2 H) ->rjul - 6 -y^ju- 1 - {1 - [5- ( 

K U 7 JUtf g^^JU) ^tf 7x>-2-^JUl x^JUl -1. 3. 5-KU 

TVy-2 ( 1 H) -tf > 
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_-* -a*fN 3 1 3 --e-a 	Lk-  6 — )< 	)1.— 4 — 	() 	)1/7J- ) 	—1 — 	{ 1 

— [ 5 — 	( P) 7/1/7f1=1)< 	)1/) 	7J-  7 i 	— 2 —4M i)l.} —1, 3 

, 	5 — P) 7-1:— 2 	( 1 H) —7j- 	L 	-a*fN 1 3 3 T-E`A Lk-  (R) 

—4 — (4 —7/1/7J- i=i7i=j1,) — 1, 	2, 	3, 6 —5-  I7L IUD E' 

— 3 — 7j-  —)l. 	JE111,\ ---C, 	-a*fN 3 4 8 L Hoopa-e-a 	L tc (64%V$ 

) 	o  

[1079] -aWN 4 5 4 

(R) —4— [4— (4 —7/1/7J- 1=17i=)1.) — 5 —L K1=1*:>— 5, 	6— 

D°')/-1 	( 2 H ) —OH — 6 — )< 	11.— 1 — 	{ [ 5 — 	(//l. 

7/1/7t1=1I/1/) 	7J-  7 i 	— 2 —4 A.] )< 	11/1 — 1 , 	3, 	5— 	') 7-1:'J 

J-2 	(1 H) —7J- 

_-* -a*fN 3 2 0 --e-a 	it 6 —) 	)1.— 4 — 	() 	)1/7J- ) 	— 1 — 	{ [ 

5 — 	()1/7 /1/7f1=1I)14 7J-  7 i J — 2 —4/1/1 )< 3 )1/1 	— 1 , 	3, 	5 

— P) 7-1 -2 (1 H) —7J- L_*-a*M 1 3 3 --eaLtc_-  (R) —4 

— 	(4 —7/1/7J- i=i7i=j1,) 	— 1, 	2, 	3, 	6 —5-  I7L KI=1E 1)-3 

— 7j-  —)1, CE11 0 ---C, -a*fN 3 4 8 L Hoop , z ah L tc (73%V$) . 

[1080] -a.14 5 5 

(R) — { 1 — (4 — 1=11=1/:'J)1.) —4— [4 —  (4-711.-C1 

7i=)I.) — 5 —L K1=1*:>— 5, 	6—:'JL K1=1E'):— 1 	(2H) 	- -r 
)1,] - 6 —7f*V— 1, 	6—F-1, 3, 5 —1') 7-1:— 2 —4/1/ 

1 	)< 	)1. 

0-a*fN 3 2 8 --e-a 	L tc IM 	[ 1 — ( 4 — 	1=11=1, 	)1.) 	— 4 — 

( )< 	11/ 	7J-) — 6 —7t*')— 1, 	6 —:'JL K1=1— 1, 	3, 	5 — P)7-1: 

— 2 — 4 /I.] )< 	)1,L 	-a*fN 1 3 3 --e-a 	Lk-  ( R ) —4— ( 4 — 7 )1. 

7J- i=i7i=)1.) 	— 1, 	2, 	3, 6-5- I-7L K1=1E'-3-7J--)1/CE11 

WO 2013/147183 351 PCT/JP2013/059589 

1 3-e^L/c6—4- (p^JU^tf) -1- {1 

- [5- ( K 'J 7 JUtf PP^JU) ^tf 7i>- 2 —T x^JU} -1, 3 

, 5-h'J^>-2 (1 H) -tf 3 3-e^L/c (R) 

-4- (4 —7 JUtf P7x ~JU) -1, 2, 3, 6 K ^ L K • tf 'J V > 

-3-tf-JU^ffllNT, 4 8 (64%®$ 

) o 

[1079] ^/£0IJ4 5 4 

(R) -4- [4- (4—7 JUtf • 7 x _ JU) -5-bKafrf>-5. 6-

V b Kg bf U Vy- 1 (2 H) —r JUl - 6 - y ^JU- 1 - I [5 - (^JU 

7JUtfPX^JU) ^tf 7x>-2--T JUl y^JU) -1. 3. 5 - K'J7-y 

> — 2 ( 1 H) -tf > 

#;#'n J^c^J 3 2 0 T"n J5c L/c 6 — ^JU—4 — (^^JU^tf) — 1— { [ 

5- (^JU7JUtf PX^JU) ftf7iV-2-'f JU] p<^JU} -1, 3, 5 

-h'J^>-2 (1 H) -tf>^#^^iJ1 33tMLfc (R) -4 

- (4 -7 JUtf P7i -JU) -1, 2, 3, 6 -=r K^ t KP tf 'J Vy- 3 

-tf-JU£ffllNT, ^£0J3 4 8£|i^©;&£-e^£Lfc (73%®$) 0 

[1080] ^/£0IJ4 5 5 

ffEBfe (R) - 11- (4-^PP s<yV)\s) -4- [4- (4 - 7 JUtf P 

7 x-JU) - 5 - b K'P 5. 6 -V b K'P bf U Vy- 1 (2H)-^ 

JUl — 6 —tf fry — 1 . 6—y'LK'P—1. 3. 5 - V- \) 7 V y — 2 — 4 )l> 

} ^ ^JU 

#^J$$|J3 2 8tML/cii [1- (4-^PP^>y'JU) -4-

(p^JU^tf) - 6-tf fry-1 , 6-y'tK'P-1, 3, 5-K *)7Vy 

- 2—4 JU] ^JU^#^^ 1 33tMLfc (R) -4- (4-7JU 

tfP7x"JU) -1, 2, 3, 6-^ K^t K'Ptf'jy>-3-tf-JU^ffl 
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I,\ -C, 	-a*fN 3 4 8 LP10051-C-EiLtc_-  (17%117$) . 

[1081] -aW1.14 5 6 

ElIFR 	f4 —  [4— (4 —7/1/7J- 1=i7i=)1.) —5, 	6—D °')':) 

—1 	(2H) —OH — 6 — 7J- *`j — 1 — { [ 5 — 	( 1- 1) 7/1/7J- 1=1) 	)1.) 

7J-  7 i 	— 2 — 4 A.] )< 	)1/1 — 1 , 	6 —:')L Ki=i— 1 	, 	3, 5 — 1- I) 7 

J— 2 —4)0 )< 	)1. 

-a*fN 3 3 0 T-Eì  	L tc_11FR 	[4 —  () 	)1/ 7J- ) — 6 —7J-* ̀) — 

1 — 	{ 	[ 5 — 	(1- ') 7/1/7J- 1=1)< 	)1/) 	7J-  7 i 	— 2 — 4 A.] )< )1/1 	— 1 

, 	6 —:')L Ki=i— 1, 	3, 	5— 1-')77 -2 --OH )</1/L4— (4 — 

7)1,7j- i=i7i=j1.) 	— 1 , 	2, 	3, 	6— 

)3 4 8 LP10051"-CaLtc_-  (59%117$) . 

[1082] -a -VM 4 5 7 

1/031 	(R) — {4— [4— (4 —7/1/7J- i=i7i=)1.) —5—D-'- 

5. 	6 —:')L KI=IE ,):')— 1 	(2H) —OH —6 —7J- *v— 1 — 	{ [5 

— 	(1- ') 7 )1/7J-  I=1) 	)1/) 	7J-  7 i 	— 2 — 4 A.] )< )1/1 	— 1 , 	6 —:')L 

K 11— 1 , 	3, 	5 — 1- ') 7-1:'J 	— 2 — 4 )1/1 )< 	)1. 

-a*fN 3 3 0 T-Eì  	L tc_11FR 	[4 —  () 	)1/ 7J- ) — 6 —7J- *V — 

1 — 	{ 	[ 5 — 	(1- ') 7/1/7J- 1=1) 	)1/) 	7J-  7 i 	— 2 — 4 A.] ) 3 )1/1 	— 1 

, 	6 —:')L Ki=i— 1 , 	3, 	5 — 1- ') 7:') 	— 2 — 4 A.] )< 	)1/ L -a*fN 

1 3 3 --eaLtz-_- 	(R) 	—4— 	(4 — 7/1/7J-  1=1 7 i=)I.) 	— 1 , 2, 	3, 	6 

— 5- 1-7 L 11=1 E') 	— 3— 7J- — )1/1E110 -C, o-a*fm 3 4 8 LP]aa) 

51"--e-Ei 	G LA:- 	(46%117$) . 

[1083] -a.14 5 8 a 

ECM 	( 4 — [4 — (4 — 7 )1/7J-  C17 i=)1.) E°,'7 :'J — 1 — 4 A.] — 6 

—7J- *V — 1 — 	f [ 5 — 	(1- ') 7/1/7J- 1=1) )1/) 	7J-  7 i 	— 2 — 4 A.] )< 

)1.1 	— 1 , 	6 — 	L Ki=i— 1 , 	3, 	5 — 1- ') 7:') 	— 2 — 4 AA )< 	)1. 

WO 2013/147183 352 PCT/JP2013/059589 

[1081] 4 5 6 

ffEBfe 14- [4- (4-7MD7I-J1/) -5. 6 - ̂  b K P b° U ^ > 

-1 ( 2 H) -4)11 -6-tffrV-1 - {[5 - (KU7^a^^) 

5Ptf 7x>- 2 ->fJUl ^JUl - 1 . 6-yHKD-l. 3. 5 - h'J 7 

vy-2-4)1) *?-)\s 

MM^3 3 0tMU/cMI [4- (p<^JU^tf) -6-tffrV-

1 - { [5 - ( K 'J 7 JUtf PP^JU) ^tf 7i>- 2 ->f JU] P<^JU} - 1 

, 6-yth'P-l, 3, 5 - K 'J 2 —-T JU] ^JU£4 - (4 -

7JUtfP7x~JU) -1, 2, 3, 6-T- K^ t KP bf'J Vy^m^X, # 

4 (59%J») 0 

[1082] 4 5 7 

(R) - 14- [4- (4-7JUtf P7H JU) -5-bKP *rV-

5. 6-»>* b K'P bf'J Vy- 1 (2 H) —TJUl - 6-tf V- 1 - I [5 

- ( K U 7 JUtf py ̂ JU) ^tf 7x>- 2 —T JUl y^JU) -1. 6-^'b 

K'P-1. 3. 5 - K U 2-^JU) y ^JU 

MM^3 3 0tMU/cMI [4- (p^JU^tf) -6-tffrV-

1 - { [5 - ( K 'J 7 JUtf Pp^JU) ^tf 7i>- 2 —T JU] P<^JU} - 1 

, 6-ytKP-l, 3, 5 - K 'J 2 —T JU] * ̂ JU£#:t£-/£0!J 

1 3 3 Ltc (R) -4- (4-7 JUtf P7i - JU) - 1 , 2 , 3 , 6 

-^K^L K'PL0'jy>-3-tf-JU£ffl^T, #^J^J3 4 8 £|W|*§0 

Lfc (46%®$) 0 

[1083] ^/£0IJ4 5 8 a 

ffEBfe (4- [4- (4-7JUtf P7x_JU) bf^^S/ 1 ->f JUl -6 

-tf fry - 1 - I [5 - ( K U 7 JUtf P^^JU) ^tf 7x> - 2 —T JUl X 

^JUI -1. 6 — y b K P — 1 . 3. 5 - K U J7y > - 2 - JU) * 5"JU 
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-aWN 4 5 8 b 

4— [4— (4 —7/1/7f1=17i=)1.) 	%- 1 --OH —6— (L K 

1=I*:>) 	)1.) 	— 1 — 	{ 	[ 5 — 	(I-') 7/1/7f1=1)< 	)1/) 7J-  7 i 	— 2 — 4 

)1.] 	)< 	)1/1 	— 1 , 	3, 	5 — F ') 77:')— 2 ( 1 H) 	—7J- 

0-a*fN 3 3 o --e-a 	Lk- El/FR 	[ 4 — ( )( 	)1/ 7J-  ) — 6 — 7J-* V — 

1 — 	{ [ 5 — 	( P) 7/1/7f1=1)< 	)1/) 	7J-  7 i i — 2 —4M )< 	)1/1 — 1 

, 	6—F-1, 	3, 	5 — P)7-1 -2-4/1.] )</l/L 1 — (4- 

7/1/7f I=17 i=)1.) 	Ei'7CE111,\ --C., o-a*fm 3 4 8 LP11051-C 

ah L, rfl1Ealt-CZa.14 5 8 a (15%117$) L -a*fN 4 5 8 b 	(65 

°ARV c 14 tc: . 

[1084] -E;.14 5 9 

6 —i)1.-4 — [4— (4 —7/1/7f1=17i=)1.) —5, 6 —:'JL KME') 

( 2 H ) - 4/1/1 - 1 - { [ 5 - ( P) 7 )1.7t 1=1 )< 	AA 	7J-  7i 

- 2 -4 A.] )< 	)1/1 	- 1 , 	3, 	5 - 	') 77 J- 2 ( 1 H) 	-7J- 

-a*fm 2 9 3 zap L tc 6 — i 	)1.— 4 — 	()< 	)1/7J- ) — 1 — { 	[ 

5 — 	( I- ') 7 )1.7f1=1)< 	)1/) 	7J-  7 i J — 2 — 4 )I.) 	)< )1/1 	— 1 , 	3 , 	5 

— I-')77 -2 	(1 H) —7J- L4— (4 —7/1/7J- 1=17i=)1.) 	—1, 2 

, 	3, 	6 —5- 1-7 L K 1=1 E') 	JCE111)\ --C., o-a*fm 3 4 8 LP100)51 

Z ahn Lk (84W$) . 

[1085] -,1.14 6 0 

4— [4— (4 —7/1/7f1=17i=)1.) —5, 6—L KI=IE'):')— 1 (2 

H) -4)1/i - 6 —7° C1 EA.— 1 — { [ 5 — ( I- I) 7)1,7j- i=o< 	)1,) 7j-  7 

i 	— 2 --OH )3)L.} —1, 3, 5 — P) i-2 ( 1 H) 	—7J- 

_-* -a*fN 2 9 4 --e-a 	Ltc_- 4 — 	()< 	)1/7J- ) — 6 —7°1=1E)1.— 1 — { 

[ 5 — 	( P) 7/1/7f1=1)< 	)1/) 	7J-  7 i J — 2 --OH )< 3 )1/1 	— 1 , 3, 

WO 2013/147183 353 PCT/JP2013/059589 

^£004 5 8 b 

4- f4 — (4-7MD7I-J1/) t°^<^Vy-1 -4 Jlyl -6- (b K 

Pfrfy^JU) - 1 - I f 5 - ( K U 7 JUtf P^JU) -^tf 7 x >- 2—4 

JUl ^JUl - 1 . 3. 5-KU TVy-2 ( 1 H) -tf > 

#t^£0U3 3 0-e^rj£L/cMI [4- (p<^JU^tf) -6-tffrV-

1 - { [5 - ( K U 7 JUtf PP^JU) ^tf 7i>- 2 -4 )\s~\ - 1 

, 6-ytKP-l, 3, 5 - K U 2-^JU] ^^JU^ 1 - (4-

7JUtfP7x~JU) #^^-j£^iJ3 4 8 

1§rj£U 5 8 a (15%J») £^/£0lJ4 5 8 b (65 

%W) zmtc„ 
[1084] ^/£0IJ4 5 9 

6 — x^JU — 4 — [4- (4—7 JUtf • 7 x _ JU) -5. 6-S/bKPtfU 

Vy - 1 (2 H) —r JUl - 1 - I [5 - ( K U 7 JUtf gy^JU) ^tf 7x 

>- 2 —r JUl y ^JU) - 1 . 3. 5 - K U TVy- 2 ( 1 H) -tf > 

#;#'nj£'f^lJ 2 9 3 T"nj£ L/c 6 — x^JU—4 — (^^JU^tf) — 1— { [ 

5- ( K U 7JUtf P^^JU) ^tf 7x>- 2-^JU) ^JU} -1, 3, 5 

- K U TVy- 2 (1 H) —tf>£4— (4 - 7 JUtf P7x-JU) -1,2 

, 3, 6-^K^L KPtfU^>£ffl^T, 4 

TSltiLfc (84%Uxm o 

[1085] ^/£0lJ4 6 0 

4 — f 4 — (4 -7 JUtf P7x_ JU) -5. 6 - V b K P bf U $/ > - 1 (2 

H) — 4 JUl - 6 - 7°P bfJU- 1 - I [5 - ( K U 7 JUtf P^^JU) ^tf 7 

x> - 2 —T JUl ^JUI - 1 . 3. 5 - K U TVy- 2 ( 1 H) -tf > 

#t^£0U2 9 4-e^£Lfc4- (p^JU^tf) — 6 — 7°P tf JU— 1 — { 

[5- ( K U 7 JUtf P ^JU) ^tf 7i>- 2 —T JU] ^JU} -1, 3, 
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5 - 1-')77 -2 	(1 H) -7J- L4- (4-7/1/7J- i=17i=)14 - 1, 

2, 	3, 	6-5-  I-7L KI=1E')CE111,\ --C, o-a*fm 3 4 8LP100) 

55Zahc Lk-  (84W$) . 

[1086] -aWN4 6 1 

1 - 	(7,9'7'91 - 1 -4/1/)<)14 -4- [4- (4-7/1/7J- 1=17i= 

)14 E°/'7 	/- 1 -4 A.] 	- 6 -)< 	)1.- 1 , 	3, 	5 - I-I) 7-1:')- 2 

1 H) 	-7J- 

_-* -a*fN 3 2 5 --e-a Lit 1 - (77 Y7 J'91 J- 1 -4 )1.)< 	)1.) -6 

-) 	)1.- 4 - 	()< 	)1/7J- ) -1, 	3, 	5 - I- ') 77:'J- 2 	( 1 H) 	-A- 

L 1 - (4 -7/1/7J- 1=17i=)14 	E/7:')CE111)\ --C, 	_-* -a*fN 3 4 8 

LP100)51--ea 	Lk-  (95%4 $) . 

[1087] -aWN4 6 2 

6 - 	[ (:')))1/ 7-1 Z i ) )< 	)1.] - 4 - [4 - (4 - 7 )1/7J- 1=17 i =JO 

t'°/'7 :'JJ - 1 - 4/1/1 - 1 - 	1 	[ 5 - 	( I- ') 7 )1/7J- 1=1)< 	)1/) 	7J-  7 i 

- 2 -4 A.] )< 	)1/1 - - 1 , 	3, 	5 - I- ') 7' 	' - 2 	( 1 H) 	-7Ji 

-a*M4 5 8 lo -eaLtc_- 4- [4- (4 -7/1/7J- i=i7i=j14 1'°7:') 

- 1 --OH -6- 	(L KI=I*:>) 	)1.) 	- 1 - 	{ [ 5 - 	(I- ') 7/1/7J- 1=1 

)3)I.) 37J-  7 i 	- 2 -4 A.] )3)L.} 	-1, 	3, 	5 - I- ') 7-1:'J- 2 

1 H) 	—2t 	(10.0 mg, 21.3 	/Imo° 	07 	1=1 1=1 )( '9' 474',4-Y 	(1.5 mL) 	I,: 

1) i)1/7-1 -Z i 	(6.0 	m.L, 	42.6 /Imo° 	Lit IL)( ,9' i ZJI.t=JI. (2.4 m.L, 

32.0 /Imo° 	.)iiiA. ---c-k-.5.H. --eiHem3o31,114-Ltc_-. avrf-Y#it:.-_ 3•0., 	- 

0Davrf-yt:.-_:-),<)1,77:z 	(20 m.L) 	L 1 , 	4 -*It 	(4.0 mL) 

MA_ -C 90°C ---e203rmri,14-  1., it. ag.337•1, a,nY 	ifil JEAN 1./Z1'41  6 tt.tc: 

R 1 	') t it)i. t 7 .z.,. I=17 	7 7 4 — (EIFRi)1.) --clitt -Z a.' L 

[1088] 

TrfAlEat (1.05 mg, 

-a*fN 4 6 3 

20%117$) V41  Az-. 

£ 9 17^-^ [880 L] 

(mmz 'em 90-L) 
±U6V^%'\(6%(\^'mk 

mtiM °^n#gf^0zaa,06Xi^¥ 
% (nui 0» P L (~i^ 02) 

- o^n^^0e^#flLa^iVD?^ 0owr1 0"ze 

'Tri P'Z) 1(=#1(Y<4'i<fyWfJ (l0Ujry 9 'ZP 'l* 0'9) < $Z1f^x fi 

H -1 (~|w 9"L) (louir/ g-lz '6w Q-QI) <£- (H L 

) z -<^d f, ̂ - Q 's 'L - {ir^^ [ir>-s(ir^^ 
• ̂ir^ fi H ) - s] } - L - q) -9 - [ir>- i - < 

^v03 (^(-^cn^(L-V) -17] - 17-yn^aq 8 s 17^-^ 

<-£- (H L ) Z-^ad. f I H - 3 '£ ' L - {ir^>c i^ry-z -
(\ H ) - 3 J } - L - [ir>- i -<^v0q 

17) —17j -17- [ir^^ (^$zir^>^) j -9 

S 9 17^-^ [Z.80L] 
0 (^X|T%96) 

8 P (^(-^ Ln^(L-V) -L^?< 

•£- (H L ) 2-<^ZH- 3 '£ ' L - - 17-ir^-

9- (ir^ir>- L-<$s:±6d) - L^n^aszer^lP# 

<£- (H L 

) s-<^ZfH-3 's ' L -ir^*- 9 — Lir>- L (ir 

-x^n^r^r^-17) —17j -p- (ir^ir>- L -<$<±&d) -i 

L 9 17^-^ [980 L] 

0 (»%t78) 

yLCDtm?817 2um°^ (\7\CLH 9 's 's 

' L - LU^( L-P) -P^K¥- (HL) Z-<ad(\^ -Q 

68S6S0/£I0ZdfAL3d £8UH/£I0Z OAV 
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[1089] 

[1090] 

4— [4— (4 —7/1/7J- 1=17i=)1.) L'/'7:')— 1 —OH —6— ()I. 

7J') i )( 	)1/) 	—1 — 	f [ 5 — 	(1- ') 7/1/7f1=1)< 	)1/) 	7J- 7 i 	— 2 — 4 

)1.] 	)< 	)1/1 	— 1 , 	3, 	5 — 1- ') 77:')— 2 	( 1 H) 	—7J- 

)1,* 1) J (20 µL) CE111,\ --C, awm 4 6 2 LITA01051--eal,, 	 

IllEat (0.960 mg, 	17%115($ ) V41  tc: . 

-aWN4 6 4 

1 — 	(4-1=11=1:'J)1.) 	—4— [4— 	(4-7/1/7J- 1=17i=)1.) 	—3- 

7f*'/E/'):)— 1 —4/1.] —1, 	3, 	5 —1-')77 -2 	(1 H) 	—7J- 

awm 9 1 Zah Lk- 1 - (4 — 	1=11=1, 	)1.) —4— [4— (4 — 7 

)1.7f1=17i=)1.) 	—3, 	4 —:'JL KI=1*:>E/H):')— 1 —4/1/1 — 1, 	3 

, 	5 — 1- ') 77:')— 2 	( 1 H) 	—7J-  J 	(202 mg, 	0.468 mmol.) , 	p — Hi.' 

J/1/7JJR-71<flirtt 	(341 	mg, 	1.99 mmo 1.) 	07 Hi,' 	.74,4-y 	(10 mL) 	)iii 

3m5ATT4HirAtti' L tc. ag.33 7'1, azA WEAN L.. MfilgR7.1<„ 

t 	') r,I.,.7.K g a 	))1:1 A. -C-  ElFR 1 	) I/ T #1t1 ffl L tc . VC1 	ifil a; n L -CM 

6 tt. tc RI 	1VH t 71a 	1=17 1- 	7 4 - (7.K/77-t I- = I- ')/1.) Tlit11-  

Z a.' L t:.-_,t -D -CrfAiLat (15.0 mg, 8%V$) V4i tc_-. 

-a*fN 4 6 5 

1 — 	(4 — 	1=11=1, ))1.) 	—4— 	{ [3 — 	(4 —7)1/7J-  1=1 7 i=j1.) 	—2 

, 	3—L K1=1*:>:>1=1, )1/] 	77 -ZJ} 	— 1, 	3, 	5 — 1-')77- 

2 	(1 H) 	—7J- 

awm 1 2 1 Zah Lk- 1 - (4-1=11=1)1.) —4— { [3— (4 

—7/1/7f1=17i=)1.) :>1=191 -2—i— 1 —OH 77 Z)} — 1, 

3, 	5 — 1- ') 7-1:')-2 	(1 H) 	—7J-  J 	(100 mg, 	0.252 mmol.) 	0777-t 1- 

(2.0 mL) 	—7.1< 	(0.20 mL) grf-yt:.-.. 	iffEEIRIEt Z...Z r, A 	(32.0 mg, 	0.012 
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4- f 4 — (4 -7UD7i-Jb) t'^^Vy- 1 —T JUl -6- ("EJU 

3ft U 7 ^JU) - 1 - I f 5 - ( K U 7 JUtf P^JU) f^7iy-2-^ 

JUl ^JUI - 1 . 3. 5-KU 7-y>~2 ( 1 H) -tf > 

^JU*U> (20 ixL) ^£00 4 6 2tmm(Dj5)t;-?:'£if&Ls H 

Mlbl^l (0.960 mg, 17%®$) £?#fc0 

[1089] ^/£0IJ4 6 4 

1- (4-^PP^>y'JU) -4- [4- (4 -7 JUtf P7x_ JU) -3-

tf V bfX'J »>*>- 1 —T JUl - 1 . 3. 5-KUj7y'>-2 ( 1 H) — tf 

_> 

-nj£^iJ9 1 -e^L/c 1 - (4-^PP^>yjU) -4 - [4- (4-7 

JUtfP7x~JU) -3, 4KPfr^ U 1 JU] -1,3 

, 5 — K U TVy-2 ( 1 H) —tf > (202 mg, 0.468 mmoL) N p-KJUx 

>XJU/1N>I|—(341 mg, 1.99 mmoL) GO KJUx>;#>^ (10 mL) 

^M^T-e40#^ji^L/co mwm&m 

•f K U 7A7K;#^;&iPxTM|x51JU-efflai L/c0 LTt# 

£*lfcglz6£&*l2J;7A?P^ K?^7-f- (TK/^-tz K-K UJU) 

(15.0 mg, 8%®$) £?#fc0 

[1090] n"j£$|] 4 6 5 

1 - (4-^PP^> V)[/) -4- { [3- (4 -7 JUtf P7x_ JU) -2 

. 3-Vt K'Pfr^^P^V^JUl T$s} - I. 3. 5-KU7-y>-

2 ( 1 H) -tf > 

1 2 1 -e^j£L/c 1 - (4-^PP^>yjU) -4- {[3- (4 

-7JUtfP7x~JU) P^>^ - 2-x>-1 --T JU] -1, 

3, 5-KU TVy-2 ( 1 H) -tf > (100 mg, 0.252 mmoL) (DTiz K> 

(2.0 mL) -7K (0.20 mL) ;#^^g^jbHl^btf X $ 0 A (32.0 mg, 0.012 
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6 mmo I., 7J- 	Z r, AA-129. 4%) 	)ilil A.25E--e3Hecti--  1, tc•l, azat..4 — 

6 	)1.)1/* ,) J 	N —MI I* 	(44.3 mg, 	0.378 mmo I.) 	.)JU A_ -,'_ 6 t:=3 El rm 

MI' Lk. aFt43 7,/, azi-w_mflil7J-Kngtt F ') r,11.7.1<gaililAAFOgt 

i)1/-CtEliffl 1., tc. VMJE 	WEAN 1, -C1'41  6 tt.tc Rli 	') t it ) l. t 7 ix 

i=i7 I- 	7 7 -I — 	( 	1=1 1=1* Ji/ix — ElIFRI 	AA 	--ClitIz 	Z a L t:.-.. ct t') 

IllEat (15.8  mg, 12%V$) V41  tc_-. 

[1091] -aWN4 6 6 a 

1 — 	(4 — 	i=11=1/:'))1.) 	—4— [3-7A/7J- 1=i-4— 	(4-7J1. 	C17 

i=)i.) 	— 5, 	6—:')LKI=IE,):— 1 	(2 H) 	—4)1/1 — 1, 	3, 	5 — 

1- ,)7-1 -2 	(1 H) 	— J 

-a) 	4 6 6 b 

1 — 	(4 —1=ii=1:'))1.) 	—4— 	[3, 	3 —:')7)1/7J- 1=1-4 — 	(4-7J1. 

7i=i7i=)i.) 	°'.') 	'— 1 --')L.] 	— 1 , 	3, 	5 — I- ,) 7-1:')— 2 	(1 

H) — t 

-a*fm4 6 4 --e-a 	Ltc 1 — (4 —1=ii=1, )1.) —4— [4— (4 — 

7)1/A-  1=1 7 i=)I.) —3 —A- *NiE 1):')— 1 —4)1/1 — 1 , 	3, 	5— 

')7 i-2 	( 1 H) —\ 7 5 L Ip7aa)51--e-a 	L, 

MAIL-at ---e 	Z -E`AIN 4 6 6 a (2.40 mg, 6%117$) Bwe-a*fN 4 6 6 b ( 

9.00 mg, 6%117$) V4tcc, 

[1092] -a -VM 4 6 7 

1 — (4 —1=11=1-3 —L I 	—4— [4— (4 —7)1/7J- D 

7i=)i.) 	E/7:')— 1 —4)1/1 — 1, 	3, 	5 — P)77:')-2 	(1 H) 

—7J- 

-a*fm 1 4 1 --e-at.,tc 1 — 	(4 — 	i=ii=i— 3 — )< 	.. 	)1.) 	—4 

— [4 — (4 — 7)1/7J-  C17 i=)i.) 	E/7:')— 1 —4)1/1 — 1 , 	3, 	5 — 

I- ,) 7-1:')-2 	(1 H) 	—7J-  J 	(10.0 mg, 	0.0232 mmol) 	a):')Di=i)(, 

WO 2013/147183 356 PCT/JP2013/059589 

6 mmoL, tf X $ 7 A#19.4%) Ltcfe, J5J^£4-

^ ^JU^EJUtfv 'J > N—H-fb^ (44.3 mg, 0.378 mmoL) £ £30 PEH 

mWLtc„ J5J»7^ K'J 

x^ju-eatJHLtco 'j a^jua^A 

^P7h^77<- (^PP*JUA-M£X^JU) "e^tf ££«>:£<£ 

(15.8 mg, 12%®$) £?#fc„ 

[1091] ^/£0IJ4 6 6 a 

1- (4-^PP^>->'Jb) -4- [3—7 JUtf P — 4 — (4-7MP7 

x _JU) -5. 6 -»>* b KP b°U »>*>- 1 ( 2 H) -^JUl -1. 3. 5-

K U TVy-2 ( 1 H) -tf > 

^£004 6 6 b 

1- (4-^PP^>JU) -4- [3. 3-S>'7JUtfP-4- (4-7JU 

tf P 7 x _ JU) y>- 1 —r JUl - 1 . 3. 5-KU:py>-2 (1 

H) -tf> 

"n j£^J 4 6 4 "£"• j£ L 7c 1 — (4-^7 P P^>:yJU) -4- [4- (4-

7JUtfP7x~JU) - 3 -tf V tfX'J 1 ->f JU] -1, 3, 5-K 

'J7y>-2 (1 H) -tf y£ffl^#t^£0J7 5 £ll*§(OT;£--ei=rj£U 

6 6a (2.40 mg, 6%®$) &tf^£0lJ4 6 6 b ( 

9.00 mg, 6%®$) £?#fc0 

[1092] ^/£0IJ4 6 7 

1- (4P P - 3 - b K'Pfrf>^>y'JU) -4- [4- (4—7 JUtf P 

7 x — JU) 1 —r JUl - 1 . 3. 5 — V- \) 7 V y — 2 ( 1 H) 

-tf > 

••j£^y 1 4 1 "e-nj£ L/c 1 - (4-^PP-3-^ Kfri>^>yju) -4 

- [4- (4 —7JUtf P7i-JU) 1 --T JU] -1, 3, 5-

V')TVy~2 ( 1 H) -tf> (10.0 mg, 0.0232 mmoL) (DVO PP^> 
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g'ff-Y (1.0 mL) 	1:.=-78t -e1 ME91L* 	 r, A 	(1.00 mL, 	1.00 mmo I.) ))1:1A_, 

4 /76:.:251,1 	L±-,'_ -ft ts e 6311%11r' 1., tc: . 	,33 7,/, azi-YizAK)in 

Allimi11,--etdi ffl L tc: . V-CM 	tV31, A lEdalg 1./T1'41  6 tt. tc 	12tK I'M 

IJI/T5A341 -Z a'. L TrfliEat (6. 00 mg, 62%115($) V41  tc. 

[1093] 	-a.14- 6 8 

4- [4- (4-7/1/7fi=i7i=)1.) -5, 	6-:')LKI=1E'- 1 (2 

H) -4/1.] - 1 - [4- (2, 	2, 2 - I- ')7/1/7J- 1=Ii I-*:>) 	/:')/l. 

] -1, 	3. 	5 - P) 7-1: 	- 2 	( 1 H) 	-7J- 

-a*fx 4 8 3 a --C-L` 	LA:-  4 - [4 - 	(4 - 7 )1/7J-  1=1 7 i=)1.) 	- 5 , 6 

-L KI=IE')- 1 	(2H) 	-4/1.] - 1 - (4-t' KI=1*))1. 

) 	- 1 , 	3 , 	5 - Imo I) 7-1:- 2 	( 1 H) 	-7J-  J 	(10.0 mg, 	0.0260 mmo I.) 

OW N, 	N -:'J)( 	)1/*/1/1,.77 -Z Kgat:.-..gR-t:>,,.LN. (10.3 mg, 	0.0320 mmo 

I.) , 	P) 711.7fC1)<51 JI/* 	R 2, 	2, 	2- I-') 7J1.7J-  C1= 11. (4. 

57µL, 	0.0320 mmo I.) 	))1:1A_, 	70t-e2Hirm*mt-o-c_-. r,t.337,/, az* 
1,',1 JE A ' 1,, 14' 6 tt. tc RI 	') t it )I. t 7 IA j 1=17 I- J 7 7 -I - ( 1=1 

1=1*11/-1-1./E1IFRIll/=1/1) 	-Nit, I  L„ 	 

tc. 

c  11E-alt (2.43 mg, 	14%117$) 14' 

[1094] 	-1 1.14- 6 9 

4- [4- (4 -7)1/A- 1=17 i=)I.) 1''i'7:'JJ- 1 -4/1.] - 1 - { [4 

-)( 	)1,- 5 - 	( 	I) 71l.- 1=1)< 	)1/) 7J-  7 i 	- 2 -4 )1.] )( 11/1 - 

1, 	3, 	5 - P) 7-1:-2 	( 1 H) -7J- 

-a*fm 1 5 4 Zah 1, tc 1 - f [ 4 - 11=1 	-5- 	( I- ') 7 )1/7J-  C1) 11. 

) 	7J-  7 i 	- 2 -OH )< 	11/1 -4- [4- 	(4 - 7 )1/7J- 1=17 i=11/) 

L'', 7:') -  1 -OH -1, 	3, 	5 - P) 7-1:-2 	( 1 H) -7J-  (50. 

9 mg, 	0.0982 mmo I.) , 	5 F 7* 	( ') 7 i =)I/* 	7 -I 	) /7:')r,11. ( 

0) 	(11.6 mg, 	0.0100 mmo I.) 	, 	*,,R I- 1) )< 	)1. 	(41 	m,L, 	0.295 mmo I.) , 

WO 2013/147183 357 PCT/JP2013/059589 

(1.0 mL) £-78°C"ei M — (1.00 mL, 1.00 mmoL) Q^.% 

(6.00 mg, 62%®$) £?#fc0 

[1093] 1§r«J4 6 8 

4 — f 4 — (4-7MD7I-J1/) -5. 6 - V b K • b° U V y - 1 (2 

H) — -f JUl - 1 - [4 - (2. 2. 2 - K U 7JUtf PX Kfr->) <<yyjU 

1 - 1 . 3. 5-KU TVy-2 ( 1 H) -tf > 

£-J$$iJ4 8 3 atMU/c4 - [4- (4 - 7 JUtf • 7 x -JU) -5, 6 

-*>*H KP tfU*>*>- 1 ( 2 H ) ->HU] -1- (4-kKP^ri/^V^U 

) - 1 , 3, 5-KU TVy — 2 ( 1 H) -tf > (10.0 mg, 0.0260 mmoL) 

GO N, N -y^JUJtfxJUAj7^ K)#>S£j^I£-tz:>7 A (10.3 mg, 0. 0320 mmo 

LK K U 7JUtf pp< * >X;U/1N>I| 2, 2, 2-hU7JUtfPifJU (4. 

57^L, 0.0320 mmo L) £jbp^ irCX2mm^mW Ltc0 J5J&& 

£MJ±}fisU mibtltcB^V U P7 K?'^7 -f - (<?P 

P/1sJUA/iiifJU=1/1) -eltiiL, mmib-&M (2.43 mg, 14%®$) £*§ 

tc o 

[1094] i§r«J4 6 9 

4 - f 4 — (4 -7iUtfD7i-JU) kfl^Vy- 1 —r ^U1 - 1 - I [4 

-y ̂ JU- 5 - (hU7JUtfP^fJU) ^tf 7x>-2 ~^;ul ^^JU} -

1 . 3. 5-KU TVy-2 ( 1 H) -tf > 

1 5 4-e^j£L/c 1 - { [4-7Pf-5- (hU7JUtfP^fJU 

) ftf7i>-2-^JU] ^^JU} -4- [4- (4-7iUtfP7i-JU) 

tz^yy- 1 -4 JUl - 1 , 3, 5 - K U 2 ( 1 H) -tf > (50. 

9 mg, 0.0982 mmoL) N T- K (KU7x-JU^f\7v7'i'>) i^VO A ( 

0) (11.6 mg, 0.0100 mmoL) N 7I£ K U ^ "^JU (41 ^L, 0.295 mmoL) N 



WO 2013/147183 
	

358 	 PCT/JP2013/059589 

ggd-  F ') ',Ix 	(20.8 mg, 	0.196 mmol.) 	0) 1 , 	4 —:')7J - *It i (2. 0 mL) - 

api.7*7,/, 71K 71C (0.25 mL) )8),RATf):#%,-F, 	100t-c3Himitti-Ltc_-. 

)1/ --egffl I., , glER )iii A. -c *f ft I., tc 	1* 	i ,) t )72)14:.-. 	,S I., --c1FR 1 

---(Iitla,, 	 n 1, Az-. 1464-Lk- 	12 	i) t it/1.)J 71-01=17 l' 774 

Eat (5.82 mg, 13%V$) V41  tc: . 

[1095] -E; 	4 7 0 

4— [4 —  (4 —7/1/7f1=17i=J1.) —5, 	6—L Ki=1E,):')— 1 	(2 

H) — 4 A/1 — 1 — { [ 4 — )( 	)1/ — 5 — ( P) 7 JI/t1=1)( 	)1/) 	7J-  7 i 

— 2 —4 A.] )3)L.} 	—1, 	3, 	5 — I- ,) 7-1:')— 2 (1 H) 	—7J- 

-a*fml 65 Zah I., tc 1 — f [ 4 — 11=1 	—5 — ( ') 7 )1/7J-  C1) 	)1. 

) 	7J-  Iii— 2 — 4)1/1 )< 	)1/1 — 4 — [4 — (4 — 7 )1.7f1=17 i =AA 

—5, 	6—LKI=1E1)-1 	(2H) 	—4)1/1 —1, 3, 	5 —1- ,)77:') 

— 2 	(1 H) 	—7J-  i (74.8 mg, 	0.150 mmo 1.) 	CE111,\ -a*fN 4 6 9 LITAa) 

i1Zahc 1, rfAlEat (1.50 mg, 2%115($) V4itc_-. 

[1096] -a*fN 4 7 1 

1 — ( 4 — 	1=1 1=1 /)1.) — 4 — { [ 3 — ( 4 — 7 )1/A-  1=1 7 i =AA — 2 

—L Ki=1*:>:>1=1 ,9' —3 —i— 1 —4)1/i 7Z /1 	—1, 	3, 	5 — 

P)7-1 — 2 	(1 H) —7J- 

-a*M4 6 5 -Cal,tc_-  1 — 	(4 — 	i=i1=1/)1.) —4— { [3— (4 

—7)1,7J- i=i7i=)1.) 	—2, 	3— ' -.L']7)}- 

1, 	3, 	5— I- ,) 7-1:)— 2 	(1 H) 	—7J-  J 	(14.0 mg, 0.0325 mmo 1.) 	, 	p — 

HI/I J ZJI.tR-7.101:11t (6.18 mg, 	0.0325 mmo 1.) 0) 1-)1/474,,,f-y (200 

go 	ff)ot ---e8HirAtti4-  Lko ag.33 7,1, arinIt: I- i)i)1/ 7-, :z 

mA., 	ifillISIN 1.T1'41  6 tt.tcRI 	I) t it)l. t 71,. 1=17 1‘7 74 —  ( 

1=11=17J/1/1A/EfFRI)1.= 1 /2) 	----att 	z z.: L t::_ ck -D 

mg, 52%V$) --(141  tc . 

-crkiltat (7.00 

WO 2013/147183 358 PCT/JP2013/059589 

(20. 8 mg, 0. 196 mmo L) 01, 4— V^^r^fy (2. 0 mL) — 

TK (0.25 mL) i00°c-e3mmmw[.tc0 TK 
'J £^U£^LTM£x^,iU--e;#tJH U MJ±)I 

IsL/co 'J -hf)\s-hz>AO PV K?'^7 -rH 

(5.82 mg, 13%W) £?#fc„ 

[1095] ^/£0IJ4 7 0 

4 — f 4 — (4-7Jl/^P7i-^) -5. 6 -*/ b K'P b°U $/ y- 1 (2 

H) ->fJUl ~ 1 ~ I [ 4 -j^JU- 5 - ( K U 7JUtf PJ^JU) ^tf 7x 

>- 2-4 JUl *^JU] - 1 . 3. 5-KU TVy-2 ( 1 H) -tf > 

£-j£0!l 1 6 5-e^j£L/c 1 - { [4-^Pf-5- (hU7Jl/tfP^fJb 

) ftf7i>-2-^Jb] P^JU} -4- [4- (4—7 JUtf P 7 i —JU) 

-5, 6 — y t K'P tfU Vy- 1 (2H) -^JU] -1, 3, 5-KU TV 

>-2 ( 1 H ) -tf> (74.8 mg, 0. 150 mmoL) 4 6 9 £|W]*§0 

U (1.50 mg, 2%®$) £?#fc0 

[1096] 4 7 1 

1 - (4P P^O^'JU) -4- { [3- (4 -7 JUtf P7i— JU) -2 

-bK'Pfr->->^P^>^-3-x>-1-^JUl77$y|-1. 3. 5 -

K U 7-y>~2 ( 1 H) -tf > 

"•/£$!] 4 6 5 T"nj5c L/c 1 — (4aa^yVJU) -4- {[3- (4 

— 7JUtf P7I-JU) -2, 3 -vt Fn*vv<7 n^y^jui T^J} -
1 , 3, 5-KU TVy — 2 ( 1 H) -tf > (14.0 mg, 0.0325 mmoL) N p-

KJUx>7JUtfN>It—(6.18 mg, 0.0325 mmoL) 0KJUx>;#>S (200 

ML) ^100°C-e80|^Ji^L/co J5J»7^ J5^£SUX^JU7$>«: 

flPa^ U -hfJU-h^AO P7 K?'^7 -r - ( 

/7pp*JUA/Mtx^JU = 1/2) (7.00 

mg, 52%®$) T??#fc0 
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[1097] 

[1098] 

[1099] 

-E;4 7 2 

1 — 	[4 — 	(7)1.7t1=1)< Ii 	) /11/] 	— 4 — 	[4 — 	(4 —7/1/7J- 1=1 

7i=)1.) 	—5, 	6—:'JLKI=1E'):')— 1 	(2H) 	—4/1.] —1, 	3, 	5 

— 1-')77:') -2 	(1 H) 	—7J- 

-a*fx4 8 3 a --e-al,tz-_- 4 — [4 — (4 —7)1/7J- 1=17 i=)I.) — 5 , 	6 

—L KI=IE')— 1 	(2H) 	—4/1.] — 1 — 	(4—L KI=1*:')/1/ 

) 	— 1, 	3, 	5 — 	') 7-1:')— 2 	(1 H) 	—7f J 	(15.0 mg, 	0.0396 mmol) 

077- 1,= F 1) )I, 	(1.0 mL) 	—4K 	(1.0 mL) 	grf-y6:.-..7.KRIEt I) r,1,, 	(44.5 mg 

, 	0.793 mmol.) 	))1:1A.-78°C-CItti-' LtSe 6, 	(11=1:'J7/1/71=1)( 	)1.)7J 

7j.iR:.;')i, 	(14.1 	µI, 	0.0794 mmol) 	. ))11A.tc•l, 	25'10'-e2HilV#M#' 

Ltco aFt437,/, 	i)i,i-5-)1,--etdiffl 1, tc. VMJE 	„:,:0.1<0,0grd- 

') r, 1.,. TIM, 	ifillEIRS' L tc: . 1'4' 6 tt. tc RI 	:> ') t it ) l. t 71,. 	1a7 H7' 

57 -I ---Clin.' LrfAlEat (2.10 mg, 11%117S) V41  tc_-. 

awN4 7 3 

I- ')7/1/7J- 1=1)<51 /1/*A31 	4— 	( {4— [4— 

)i,) —5, 	6—:'JL KI=IE'):')— 1 	(2H) --OH —2-7J- *V— 1, 

3, 	5 — I- ') 77 — 1 	(2 H) 	—4 )1/1 	)<J1.) 	7 i=)1/ 

-a*R4 8 3 a --e-al,tz-_- 4 — [4— (4 —7)1/7J- 1=17 i=)1.) —5, 	6 

—L KI=IE')— 1 	(2H) 	—4/1.] — 1 — 	(4—L KI=1*:')/1/ 

) 	—1, 	3, 	5 — 	') 7-1:')— 2 	( 1 H) 	—2t 	(50.0 mg, 	0.132 mmol) 	0) 

1=11=1)< '9174',4-Yt:.-..N, 	N —:')-f V .7°1=1E/1/i)1/ 77 Z 	(27.0 	µI, 	0.1 

58 mmo I.) 	MA., Ot TIM' LtSe 6 	I) 7 )1/7J-  1=1 )( 9' 	)1/* JR,K7.10t 

(23.8 	µI, 	0.145 mmo I.) 	. ))11A. --C251:11"--e 1191.1 	Lko 	ag.33.7,/, 	az 

'fIffillEIRS' L 	') t it/1.)J 7 1,. 	1=1 7 	7 7 4 — ( 	1=1 1=1 7J )1/1A 4FR i 

)1/=2/1) -Clitlz' 1,, rAlfa t (2.47 mg, 4%115($) V41  tc_-. 

-a*fN 4 7 4 

WO 2013/147183 359 PCT/JP2013/059589 

[1097] 4 7 2 

1 - [4- (VyMnx Kfr->) ^>y'jul -4- [4- (4-7JUtfg 

7x_JU) -5. 6-y'b Kg b°U 1 (2H) ->fJUl -1. 3. 5 

- K U 7-y>-2 ( 1 H) -tf > 

£-J$$iJ4 8 3 atMU/c4 - [4- (4 - 7 JUtf g 7 x ~JU) -5, 6 

-Vt Kg bf'J *>*>- 1 (2 H) ->TJU] -1- (4 -1 Kgfrs^o^ju 
) - 1 , 3, 5 - K 'J 7^'V-2 ( 1 H) -tf > (15.0 mg, 0.0396 mmoL) 

<D7izK—K'JJU (1.0 mL) -7K (1.0 mL) 'J 0 A (44.5 mg 

, 0.793 mmo L) £ JD A-78'C'eig^ (7"g =£*J 7 JUtf g * ̂ JU) 

*>I£^X^JU (14.1 ju,L, 0.0794 mmoL) 

L/co yx^ji/x—^Jiz-eaai L/Co WifrtifiMi- K 

MJ±)IlsL/co ?#£ftfcglz6£*>lJ2j4tJU*j;7A?g^ K?' 

^7<--zmmLmmits® (2.10 mg, nw$)4i/c„ 
[1098] £•$#!) 4 7 3 

K U 7 JUtf gy * >7JU/-ft>B£ 4- ( 14- [4- (4 - 7 JUtf g 7 x ~ 

JU) -5. 6 -y'b Kg b°U »>*>- 1 ( 2 H) —T JUl - 2 - tf V - 1 . 

3. 5-h'J7-y>-1 ( 2 H) —T JU> ^ ̂ JU) 7x_JU 

^^J4 8 3 a-eMLfc4- [4- (4 - 7 JUtf g 7 i - JU) -5, 6 

-Vt Kg bf'J Vy- 1 (2 H) —-r JU] -1- (4-bKg^i/^v^'JU 

) - 1 , 3, 5 - K >J TVy-2 ( 1 H) -tf > (50.0 mg, 0.132 mmoL) GO 

V<7nn*$ymmzN, N-yW7°g tfjux^ju^^ > (27.0 ^L, 0.1 
58 mmo L) £JP*., 0°CeJi^ K 'J 7 JUtf g * >7JU/1N 

(23.8 ML, 0.145 mmoL) £jbPa.T^-C 1 B&ftLtc0 JJ5J& 

isL*>'J ±>fJisti7A^P7h^77-f - (^gg*JUA/M|x 

^JU = 2/1) ^bl^tl (2.47 mg, 4%®$) £?#fc„ 

[1099] 4 7 4 
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[1100] 

[1101] 

4- [ 5 -7)1/7J- 1=1-4- (4 -7/1/7f1=17i=)1.) - 5. 	6 -:'JL KI=1E 

') 	J  - 1 	(2 H) 	- 4 11/i 	- 1 - 	{ [ 5 - 	( P) 7/1/7f1=1)< 	)1.) 	7J-  7 

i 	- 2 -4/1/1 )3)L.} -1, 	3, 	5 - P) 77:)- 2 	( 1 H) - 7J- 

-a*fN 1 9 0 --e-a 	L tc: 4 - [ 4 - ( 4 - 7 )1.7j-  1=1 7 i =)1,) -5- L F 

1=1*:>- 5, 	6 -:'JL K1=1E'):')- 1 	(2H) 	-4/1.] - 1 - 	{ [ 5 - 	( 

') 7/1/7f l=1)< 	)1/) 	7J-  7 i 	- 2 - 4 )I.] 	)< 	)1/1 	- 1 , 	3 , 	5 - F ') 

77:)- 2 	( 1 H) 	-7J-  i (44.0 mg, 	0. 973 mmo 0 	PI ki\ --c-a*R1 0 7 L 

Plea)51-C-a 	Li..  	It 	(28.0 mg, 	63%117$) 	''1141cc, 

-a*fN 4 7 5 

4- [4- (4 -7/1/7f1=17i=)1.) - 5 -)< 	..i-5, 	6 -:'JL KI=1E 

') 	J - 1 	(2H) 	--OH 	- 1 - 	{ [ 5 - 	( I- ') 7)1/7J- 1=1)< 	)1.) 	7J-  7 

i 	- 2 -4/1.] )3 	1/1 -1, 	3, 	5 - P) 77:')- 2 	( 1 H) - 7J- 

-a*fN 1 9 0 --e-a 	L tc: 4 - [ 4 - ( 4 - 7 )1.7j-  1=1 7 i =)1,) -5- L F 

1=1*:>- 5, 	6 -:'JL K1=1E'):')- 1 	(2H) 	-4/1.] - 1 - 	{ [ 5 - 	( 

Imo') 7/1/7f 1=1)< 	)1/) 	7J-  7 i 	- 2 - 4 )I.] 	)< 	)1/1 	- 1 , 	3, 	5- F') 

77:)- 2 	( 1 H) 	-7 i 	(50.0 mg, 	0.111 	mmol.) 	ON, 	N-:')))1/*/1/11. 

7Z F' 	(2. 0 mL) 	- :'J 	1=11=1)< '91 	(2. 0 mL) 	5')'3-)L'765) i 	)1. 7 Z 

(23.2 	µ.1_, 	0. 167 mmo 0 	, 	r, fE)( 	)1. 	(20.6 	ill, 	0.332 mmol.) 	)jii 

A.25E0' T-19111./4-' Lk-. 00-C, aZalzgRt 1) 'J L. (50.0 mg, 0.362 mm 

ol.) 	, 	r,lE)< 	)1. 	(40.0 	µI, 	0.643 mmol.) 	)ilil A.50tT 1 HilEMIT-'•1, 

7.KA1Et I-') r,./,. 	(12.0 mg, 	0. 500 mmol.), 	r,,(E) 	)1. 	(40.0 	µ,M, 	0. 643 

mmo 0 	)iliA.--C25tET-E1M4-  Lk-o a33 7,1, azat:.-.J.KA., 	i=i 

1=1*)1,1A --etdiffl L tc . VM1,1 	,w *KR 7 	r,I.,. TIM, WEAN L 

I) t it)l/t 51,. 	1=17 	7 7 -I - TIit-lzI LrfAlEat (7.80 mg, 15%V$ 

) c14tco 

-aWN4 7 6 

WO 2013/147183 360 PCT/JP2013/059589 

4- [5-7JUtfP-4- - 5 . 6-y'bK'Pt:° 

UVy- 1 ( 2 H ) —r JUl ~ 1 ~ { f 5 — ( K U 7 JUtf P^JU) 5Ptf7 

x> - 2 —T JUl ^JUl - 1 . 3. 5-hU7^V-2 ( 1 H) -tf > 

1 9 0-e-^j£L/c4 - [4- (4-7JUtf P7x-JU) -5-LK 

• 6 -V t KP bf'J Vy- 1 ( 2 H) —T JU] — 1 — { [ 5 — ( 

K'J 7JUtf Pp^JU) ^tf 7i>- 2 —T JU] P^JU} -1, 3, 5 - K 'J 

TVy-2 (1 H) -tf> (44.0 mg, 0.973 mmoL) 01 h 

mmib-&m (28.0 mg, 63%®$) 
[1100] ^£00 4 7 5 

4- f 4 — (4—7 JUtf P 7 x ~ JU) - 5- y Kfrv-5. 6--y'L KPL° 

ijyy-1 (2 H) —rJUI - 1 - I rs- ( K U 7jutf py^JU) ^tf7 

x> - 2 —r JUl * ̂ JU) - 1 . 3. 5 - K U TVy- 2 ( 1 H) -tf > 

-n^ij 1 9 0-e-^j£L/c4 - [4- (4 —7 JUtf P7i-JU) - 5- kK 

U^rV-5, 6 —V£. K P tf 'J Vy — 1 ( 2 H) —T JU] — 1 — { [ 5 — ( 

K 'J 7 JUtf Pp^JU) ^tf 7i>- 2 —T JU] P<^JU} -1, 3, 5 - K 'J 

TVy-2 (1 H) -tf> (50.0 mg, 0.111 mmoL) ©N, N — V * ̂ JUtfxJUA 

T7^ K (2.0 mL) -^^PP^^> (2.0 mL) K'J x^JUT7 $ 

> (23.2 VLL, 0.167 mmoL) N a^fb^JU (20.6 ju,L, 0.332 mmoL) £Jp 

(50.0 mg, 0.362 mm 

oL) N (40.0 ju,L, 0.643 mmoL) £jbPa.50,C-e 1 

7K^^b^"KlJ^A (12.0 mg, 0.500 mmoL), a^fb^JU (40.0 juM, 0.643 

mmol)^:iJPAT^m"P— BMW Ltc0 OU 

p * JU A -effl HH L tc o £ l7Kil7 vOA "elg'jfs MJ±)Ils L v 

'J^^fJU^^A^PV K^^7-r--eltiiL^^b^ (7.80 mg, 15%®$ 

) zmtc„ 
[1101] ^/£0IJ4 7 6 
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[1103] 

EIIFOlt 	4— (4-7J1.7J-  1=1 7 i=)I.) — 1 — (4 — 7J- *V —  5 — { [ 5 — ( 

I- ') 7/1/7J- 1=1) 	)1/) 	7J-  7 i 	— 2 —OH )< 	)1/1 	—4, 	5 —L K 1=1 

—1, 	3, 	5 —1-')77 -2-4/1.) —1, 	2, 	3, 	6-5- 1-7LH=IE 

1) 	— 3 — 4 )I. 

-a*fN 1 96Zgh L, tc: 4 — [ 4 — ( 4 — 7 )1.7j-  1=1 7 i =j1,) — 5 — L F 

1=1*:>— 5, 	6—:'JL K1=1E— 1 	(2H) —4/1.] — 1 — { [5 —  ( 

I- ') 7/1/7J- 1=1) 	)1/) 	7J-  7 i 	— 2 — 4 )1.] 	)< 	)1/1 	— 1 , 	3, 	5 — I- ') 

7 :) 	— 2 	( 1 H) 	— 2f J 	(20.0 mg, 	0. 0442 mmo 1.) 	t:.:25111 TA:V.KEIM (2. 0 

mL) 	, 	E/FOgtt I- 1) r,11. 	(9.00 mg, 	0.110 mmo 0 	'&5',Er-e)iliA_, 	100°C-e403 

L. aFt437•1, awl 	i *.-. L,71KA.-c * ffl Ltc,w t 	12tK 	6 rmrA 	k- 

ER 1, -C tiM1 -  Z a'. L TrktfEat (20.6 mg, 94%4 $) 	''f'41 7-c_-. 

-E; 	4 7 7 

4— [4— (4 —7/1/7ti=i7i=)1.) — 5 —7J- *V— 5, 	6 —L K1=IE') 

i-1 	(2 H ) 	—4 A.] 	— 1 — 	1 [ 5 — 	(1- ') 7/1/7J- 1=1) 	)1) 	7J-  7i 

— 2 —4/1.] )<)1/1 	—1, 	3, 	5—I-')7' 	'-2 	( 1 H) 	—7J- 

-a*fN 1 96Zgh L, tc: 4 — [ 4 — ( 4 — 7 )1.7j-  1=1 7 i =j1,) — 5 — L F 

CI-i-5, 	6—L KI=1E'):— 1 	(2H) —4/1.] — 1 — { [5 —  ( 

I- ') 7/1/7J- 1=1) 	)1/) 	7J-  7 i 	— 2 — 4 )1.] 	)< 	)1/1 	— 1 , 	3, 	5 — I- ') 

7-1:')— 2 	(1 	H) 	- 7J- J 	(20.0 mg, 	0.0442 mmol.) 	6:.-..:')1=11=1)< ,9' J 	(1.0 

mL) , 	gngt*At I- I) r,./A 	(11.1 	mg, 	0.132 mmol.) , 	52 	-7-1/1/ 

-:')J- J 	(28.1 mg, 	0.0663 mmol, 	jirtlEi,t0 	)iliA_, 	25111---e1 En 

l'''1, 	I=I I=I )< 51 	(4.0 mL) , 	52 	—7—')1/—J- 	(30.0 mg 

, 	0.0707 mmol.) 	. ))11A., 	22T2HilVItti-'1_,tc_- 0 	,t33 7,1, 	ar,n-Y:-./i) 

tit)i,t 71.0 Q7 I- 	77 -I — (E1IFRIJI/) --Clittl-Z a.' L t:.-_,t ('), 	 

IllEat (19.4 mg, 98%4R$) V41  AL-. 

-E; 	4 7 8 

WO 2013/147183 361 PCT/JP2013/059589 

ffEBfe 4 - (4-7 JUtf P 7 x _ JU) -1- (4-tffry-5- { f 5 - ( 

K U 7 JUtf P^JU) ftf7iV-2--f JUl ^^JUl -4. 5-y'bK'P 

-1.3. 5 - h 'J 7Vy — 2—4 JU) -1. 2. 3. 6-^K^bK'Pbf 

'J V y — 3 — 4 JU 

1 9 0-e-^j£L/c4 - [4- (4 -7 JUtf P7i -JU) -5-LK 

• 6 — ^ t K P tf 'J Vy — 1 ( 2 H) —T JU] — 1 — { [ 5 — ( 

K 'J 7 JUtf P^^JU) ^tf 7i>- 2 — -T JU] p^JU} -1, 3, 5-K'J 

7 Vy — 2 ( 1 H) -tf> (20.0 mg, 0.0442 mmoL) £^-eif7KMt (2.0 

mL) N K 'J 0 A (9.00 mg, 0.110 mmoL) 100°C"T:'40^ 

mmWLtco J5^^)IlsL7K^iPxT^aiL/ctefeg|^^5 

(20.6 mg, 94%®$) £?#fc0 

[1102] ^/£0IJ4 7 7 

4 — f 4 — (4 -7 JUtf P7x_ JU) -5-tffrV-5. 6-^'b K'P bf'J 

Vy - 1 (2 H) —r JUl - 1 - I [5 - ( K U 7 JUtf gy^JU) ^tf 7x 

>- 2 —r JUl y ^JU) - 1 . 3. 5-h'J7-y>-2 ( 1 H) -tf > 

1 9 0-e-^j£L/c4 - [4- (4 -7 JUtf P7i -JU) - 5 - L K 

U^rV-5, 6 -V L KP tf 'J Vy- 1 ( 2 H) —T JU] — 1 — { [ 5 — ( 

K 'J 7 JUtf P^^JU) ^tf 7i>- 2 — -T JU] p^JU} -1, 3, 5-K'J 

7Vy — 2 (1 H) -tf> (20.0 mg, 0.0442 mmoL) C^'^PP^V (1.0 

mL) N K 'J 0 A (11.1 mg, 0. 132 mmo L) N T'X — V — >^JU 

3—(28.1 mg, 0.0663 mmoL, £AP;^ ^/mT'lSjf 

W&s VOUU^^y (4.0 mL) N TX-^ — ̂ y^JlsB—Vj-y (30.0 mg 

, 0.0707 mmo L) £jbp^ ^^20#^^ Lfc0 J 

^^fJU^^A^ PY K?'^7 -r - (Mtx^JU) ^ H 

(19.4 mg, 98%®$) 

[1103] ^/£0IJ4 7 8 
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[1105] 

*R 	4— (4 —7/1/7f1=17 i=)I.) — 1 — (4 — 7J- *V — 5 — { [ 5 — ( 

P) 7/1/7f1=1)< 	)1/) 	7J-  7 i 	— 2 —4/1/1 )< 	)1/1 	—4, 	5—L K1=1 

—1, 	3, 	5 —P)77 -2-4/1.) —1, 	2, 	3, 	6-5- 17LK1=1E 

1) 	— 3 — 4 )I. 

-a*fN 1 9 0 --e-a 	L tc: 4 — [ 4 — ( 4 — 7 )1/7J-  1=1 7 i =)1,) —5— L F 

1=1*:>— 5, 	6 —:'JL K1=1E'):')— 1 	(2H) 	—4/1.] — 1 — 	{ [5 — 	( 

') 7/1/7f l=1)< 	)1/) 	7J-  7 i 	— 2 —4M 	)< 	)1/1 	— 1 , 	3, 	5 — Imo ') 

'-2 	( 1 H) —7f 	(50.0 mg, 0.111 mmo 1.) CE111,\ --CO -a*fN 6 8 

LFA61051-e-al,tc_114tWtt::_, 	N, 	N —:'))< 	)1/*/1/1x 7Z F (1.0 m 

L) 	L:>77 itlii] 	(49.3 mg, 	0.550 mmol.) 	))1:1A., 	100t-e1191M4-'1,tcc, 	az 

07•1, azat:Afillitt 	') r,A7.1<g',4-Y)inA.-cEl/FRi)1.--etEli ffl L, tc 

o VCV, 	,o.KKOtd-  i- 1) r, 1.,. TIM, WEAN 1./T1'41  6 tt.tcRI 	') t 

it/l/t 71-01=17 1‘7 7 -I - (1N*It 	/E1IFRI/1/=1/10/1) TIM 

Z a'. L TrfliEat (0.8 mg, 2%117$) V41  AL-. 

-aWN 4 7 9 

1 — [ ( 5 —:> 	1=1 .7°1=1 E/1/ 7J-  7 i 	— 2 —4)0 )< 	)1/1 —4— [4 — 

(4— L')-5. 	6 —:'JL K1=1E'):— 1 	(2H) 	—4/1/ 

1 —1, 	3, 	5 — P)7-1:')-2 	(1 H) 	—7J- 

a*fN 1 7 5 --e-aLtz-_-  1 — [ ( 5 — 11=17J-  7 i 	— 2 —4)0 )< 

)I.] —4— [4— (4 —7/1/7f1=17i=)1.) — 5, 	6 —:'JL K1=1E'):- 

1 	(2H) 	—4/1.] —1, 	3, 	5 — P)7-1:')-2 	(1 H) 	—2t 	(120 mg, 

0.268 mmol.) CE11 I, \-a.1.4- 6 9 LITA01051-CaL, rfAlEat (2.92 

mg, 	3%117$) 	14' tz-_-  . 

-a*fN 4 8 0 a 

4— [3, 	5 —7)1/7J- 1=1-4— (4 —7/1/7f1=17i=)1.) —5, 	6 —L 

K 1=1 E'):')— 1 	(2 1-1) 	—4 A/1 	— 1 — 	{ [5 — 	( P) 7/1/7t1=1)< 	)1.) 

WO 2013/147183 362 PCT/JP2013/059589 

frit 4 - (4 -7UD7i-Jb) -1- (4-tffry-5- { f5 - ( 

K U 7 JUtf P^JU) ^tf 7x>- 2 —T JUl ^JUl -4. 5-y'bK'P 

-1.3. 5 - h 'J TV y— 2—4 JU) -1. 2. 3. 6-^K^bK'Pbf 

'J V y — 3 — 4 JU 

1 9 0-e-^j£L/c4 - [4- (4-7JUtf P7x-JU) -5-LK 

• fri/-5, 6 -y L K'P bf'J *>*>- 1 ( 2 H) —T JU] — 1 — { [ 5 — ( 

K'J 7JUtf Pp^JU) ^tf 7i>- 2 — -T JU] p<^JU} -1, 3, 5-K'J 

TVy-2 (1 H) -tf> (50.0 mg, 0.111 mmoL) 6 8 

N, N-y^^JUtfNjUAT7^ K (1.0 m 

L) tVTJM (49.3 mg, 0.550 mmoL) 100°Cei BmW Ltc0 fcfc 

njm K 'J 0 A7K;#^;&iPxTM|x51JU-efflai Ltc 

0 ^n^»w^K'j^A-eig'j:#, mmm^xmbntcm^v^ti 
fJUti^A? P7h^77<- (^frHt>/M|X^JU = 1/1^0/1) 

£ d £-C^^b£-$l (0.8 mg, 2%]JX$) £?#fc0 

[1104] ^/£0IJ4 7 9 

1- [ (5 -VP P7°P bfJU^tf 7 x>— 2 —T JU) y^JUl -4- [4-

(4-7JUtf P7x_JU) -5. 6-»>* b K'P bf'J »>*>- 1 (2H) -^JU 

1 - 1 . 3. 5-h'J7-y>~2 ( 1 H) -tf > 

^/£0y 1 7 5 Ltc 1 - [ (5-7"P^ftf7x>-2-^JU) ^ 

JU] -4- [4- (4 -7 JUtf P7i — JU) -5, 6 - V t: K P tf 'J $/ > -

1 (2 H) —T JU] - 1 , 3, 5 - K 'J TVy- 2 ( 1 H) -tf > (120 mg, 

0.268 mmo L) 4 6 9 £ U b^ (2.92 

mg, 3%®$) £?#fc0 

[1105] 4 8 0 a 

4- [3. 5 - S/7 JUtf P-4- (4 -7 JUtf P7x_ JU) -5. 6 -Vt: 

K'P bf'J Vy- 1 ( 2 H) —T JUl ~ 1 ~ I [5- ( K U 7JUtf P^JU) 
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[1106] 

3-7J-7i -2 --1)1.] )()1/1 	—1, 	3, 	5 —P)7-1:)-2 	(1 H) 	— 

7J- 

-aWN 4 8 0 b 

4— [5, 	5 —:')7/1/7J- 1=1-4— 	(4 —7/1/7J- 1=17i=J1.) 	—5, 	6 —:'JL 

K1=1E'):') —  1 	(2 H) 	— 4 Ji/i 	— 1 — 	{ [ 5 — 	( P) 7/1/7f1=1)( 	)1/) 

3- 7J-7i 	— 2 --OH )()1/1 —1, 	3, 	5 — P) 7-1:')— 2 	(1 H) — 

7J- 

-a*M4 7 7 --CE`A Ltc: 4 — [4 — (4 —7J1.7J-  1=1 7 i=j1.) — 5 —7J-* 

V —5 , 	6—LK1=1E')— 1 	(2H) 	—4/1.] — 1 — 	{ [5 — 	(1') 

7 Ji/t 1=1)( 	)1/) 	t 7 i 	— 2 —4 A.] )( 	)1/1 	— 1 , 	3, 	5— 	') 7:') 

— 2 	( 1 H) 	—7J-  J 	(60.0 mg, 	0.133 mmo0 	(,:.= E' Z 	(2 —)( 	..:>i)l. 

) 	7 	i 1J-11/ 7  7 -  I`') 7 ll/t I) F 	(1.5 mL) 	)jpA.80°CZ 1 HirCti'LL- 

. ar,t33 7,1, avrf-Y3icA 1,, gOgrd-  I- ') r, IA 7.Kga^A T L, tc,1 	1=1 1=1 

*11/1A T 2 111#111ffl L, tc. VMM, 	,0.KKOgrd-  I- ') r, IA TIM, WEAN I, ---c• 

14'6 4' t. tc: R 1 	' ) t it ) I. t 7 IA 	1=17 	'77 4 -Tall  L, tc . 14' 6 4-Ltc 

malt 	•gRnI 	an 	,4-Y1 fJ 1=17 l'77 4 — ('7I 	: 7-t 1= 

')/1//* (0. 1%*R) =40/6060/40100/0, 	t7.LI, :Waters 	X 

Bridge 	C18 5 gm 	1)19 x 100 mm) t:.-.. --att. 	L.' LT, rEata 

It-eZ-a*M4 8 0 a (6.80 mg, 11%11R$) aVe-a*M4 8 0 b (7.30 mg 

12%11R$) 	•'f'47-z-_-. 

-a*M4 8 1 

4— [5 — 	()<)1/7-1 -Zi) 	—4— 	(4 —7/1/7J- 1=17i=J1.) 	—5, 	6 — 

L K1=1E'):')— 1 	(2H) 	—4/1.] — 1 — 	{ [5 — 	 D1)3  

)I.) 	7J-  7 i 	— 2 —4 A.] )( 	)1/1 	—1, 	3, 	5 — 	') 7-1:')— 2 	( 1 H 

-E'i*fN 3 2 1 Zah Ltc: 4 — [ 5 —7 Z i —4 — (4 — 7/1/7j-  1=1 7 i=j1, 

WO 2013/147183 363 PCT/JP2013/059589 

5Ptf 7x>- 2 —r JUl ^JUl - 1 . 3. 5 - K U TVy- 2 ( 1 H) -

tf > 

^£0J4 8 0 b 

4 — f 5 . 5-y'7JUtfa-4- (4—7 JUtf • 7 x _ JU) -5. 6 -Vtl 

Kab0|jy>- 1 ( 2 H) —r JUl ~ 1 ~ { f 5 — ( K U 7JUtf IH^JU) 

ftf7i>-2-'{JUl ^JUl - 1 . 3. 5-hU7^V-2 ( 1 H) -

tf > 

"• j£$|] 4 7 7 T"n L /c 4 — [4- (4 - 7 JUtf • 7 x - JU) -5-tffr 

V — 5 , 6 — ^ t K • tf 'J Vy — 1 ( 2 H) —T JU] —1— { [5 — (S'J 

7JUtfPp<51JU) ^tf 7i>- 2 — -T JU] p^JU} -1, 3, 5 — V^)TV 

y-2. (1 H) -tf> (60.0 mg, 0.133 mmoL) £ tfX (2 - Kfr^x^JU 

) T7 $ y "tJU7 7 — K U 7 JUtf 'J K (1.5 mL) £ jQ^80oC-e 1 Ltc 

o U ^11^" K U ^ p p 

tfx JU A "e 2 [gJtttJH L/co #$Jf £ « K U 0 A MJ±)Ils L T 

?# tlfcglzS % V U ±) fjutl 7 A ? p V K V=? 7 -r --eltii L tc0 % btltc 

PV K 7 -f - (^7^i> K : 7-tz K-

K U JU/7X (0. 1 % frit) =40/60—*60/40—»100/0N £^A : Wa t e r s X 

Bridge C18 5 /im 019X100 mm) •§> Z. t. T\ 

$)-C&£^£0!J4 8 0 a (6.80 mg, 11%®$) &tf^£0!J4 8 0 b (7.30 mg 

, 12%®$) £?#fc„ 

[1106] 4 8 1 

4- [5- (S/^^JU7$y) -4- (4 —7JUtfD7x—JU) -5. 6-

y'b Km bf'J y>- 1 ( 2 H) —T JUl ~ 1 ~ I [5- ( K U 7 JUtf • ̂ 51 

JU) ftf7xV-2--f JUl ^JUl - 1 . 3. 5-KU TVy-2 ( 1 H 

) ~tf> 

"• 3 2 1 T"n L 7c 4 — [5-77$y-4- (4 - 7 JUtf • 7 x ~ JU 
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) 	—5, 	6 —:'JL K1=1E'):')— 1 	(2H) 	—4/1.] — 1 — { [5 —  (II) 

7 JI/t 1=1)< 	)1/) 7J-  7 i 	— 2 — 4 A.] )< 	)1/1 — 1 , 3 , 	5 — ') 7:') 

— 2 	( 1 H) —7f J 	(10.0 mg, 	0.0222 mmol.) t:.:*)1/7  ') 	7.1<grf-y (37%) 

(0.80 mL) L*R (1.2 mL) 	.))11A_, 	90t-e1HirAM Lk-. arz*7,1, 

azi-Yt:.-Aframt I) r, IA 7.1<gA 	)ilil A., 	I'M 1 )1.--etEli ffl L tc. VAla 

,R7EKR7 	,:> r, ATtVgA, 	ifillISE'S' 1, -C1'4' 6 tt.tc RI 	/• *It TA349- 

- Z a'. L -erfAlEalt (7.44 mg, 70%4 $) V4i tz-_-. 

[1107] -a*fN 4 8 2 

4— [5 —7)1/7J- 1=1-4— (4 —7/1/7f1=17i=)1.) — 5, 	6 —:'JL K1=IE 

'):')— 1 	(2H) --OH —6—)<)1.— 1 — { 	[ 5 — 	( I- ') 7 )1/7J-  C1)< 

)1/) 	7J-  7 i i — 2 — 4J1.] 	)< 	)1/1 	— 1 , 	3 , 	5 — ') 7-1:) 	— 2 	( 1 

H) —J%  

a*fN 3 4 2 --e-Ei L tc ( R ) —4— [ 4 — ( 4 — 7 )1/7J- 1=17 i =J1/) 	— 

5 —L K1=1*:>— 5, 6 —:'JL K1=1E'):)— 1 (2H) --OH — 6 — )< 

)l/ — 1 — 	{ [ 5 — ( 	') 7/1/7f I=1)< 	)1/) 	7J-  7 i — 2 —4 A.] )< 	)1. 

} 	— 1 , 	3, 	5 — ') 77:)— 2 	( 1 H) 	—7J-  i (44.0 mg, 	0.0943 mmol.) 

JE111,\ ---C. 0-a*M 7 5 L P] ea) 	51--C-E`A 1,, VAIL-atoye#xtti2tqA 

-at (22.4 mg, 43%4 $) V4i tz-_-. 

[1108] ;*f 483 a 

4— [4— (4 —7/1/7f1=17i=)1.) 	—5, 	6 —:'JL K1=1E'):')— 1 	(2 

H) —4/1.] — 1 — (4 —L K1=1*:>/:'))14 —1, 3, 5 — P) 7-1:') 

—2 	(1 H) 	—7J- 

-aWN 4 8 3 b 

4— [4— (4 —7/1/7f1=17i=)1.) 	—5, 	6 —:'JL K1=1E'):')— 1 	(2 

H) —4/1.] — 1 — {4— [ (4 — I K1=1*:>/:')/14 7J- * :>] /:'J)1. 

} 	—1, 	3, 	5 — P)7-1:')-2 	(1 H) —7J- 

WO 2013/147183 364 PCT/JP2013/059589 

) - 5, 6-Vtl KP bf'J Vy- 1 (2 H) ->T JU] —1— { [5 — (h'J 

7 JUtf PP^JU) ^tf 7i>- 2 ->fJU] p^JU} -1, 3, 5-KU 7$/ 

y— 2 (1 H) -tf> (10.0 mg, 0.0222 mmoL) £tf\JUV U >7_K;#>S (37%) 

(0.80 mL) (1.2 mL) 90°CeiL/c„ 

u Mtx^ju-eaai L/C0 m§mz 

tZZtTi-mmi(7.44 mg, 70%®$) £?#fc0 

[1107] 1§r«J4 8 2 

4- [5—7 JUtf P — 4 — (4—7 JUtf P7i — JU) -5. 6-y'bK'Pb° 

'JVy-1 (2H) —r JUl -6-y^JU- 1 - I [5- ( h 'J 7 JUtf P y 

^JU) ftf7i>-2-/fJUl y^JU) -1. 3. 5-h'J7-y>-2 (1 

H) -tf> 

£-j£$J3 4 2?-£j$Lfc (R) -4- [4- (4 - 7 JUtf P 7 x - JU) -

5-bKP + i/-5, 6 -V t. KP bf'J *>*>- 1 (2 H) —T JU] — 6 

^JU- 1 - { [5 - ( K U 7 JUtf Pp^JU) ^tf 7i>- 2 —T JU] ^JU 

} - 1 , 3, 5-K 'J 7^'V-2 ( 1 H) -tf > (44.0 mg, 0.0943 mmoL) 

£ffl^T#t^£0U7 5^|W|«0^;i-e^L, 

£•$) (22.4 mg, 43%®$) £?#fc0 

[1108] 4 8 3 a 

4 — f 4 — (4 -7 JUtf P7x_ JU) -5. 6 - V b K P b° U $/ y - 1 (2 

H) —TJUl -1- (4-b KPfr->^>y'JU) -1.3. 5-h'JTVy 

- 2 ( 1 H) -tf > 

^£00 4 8 3 b 

4 — f 4 — (4 -7 JUtf P7x_ JU) -5. 6 - V b K P b° U $/ > - 1 (2 

H) — •<jui -1- {4- [ (4 -b Kpfr^^vyju) tffrf>i <<yyji> 

} - 1 . 3. 5-KU 7-y>-2 ( 1 H) -tf > 
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_-* -a*fN 3 5 2 --e—a 	L tz-_-  4 — [ 4 — ( 4 — 7 )1,7j-  1=1 7 i =AA —5, 

6 —:'JL K1=1EI):— 1 	(2H) 	—4/1.] 	— 1 — 	(4 —)4 	..:>/:')/1, 

) 	—1, 	3, 	5— 	') 7-1:— 2 	( 1 H) 	—2t 	(200 mg, 	0.510 mmol.) 	0) 

:')1=11=1)4  51  474',,f-Y (8.0 mL) 	6:.:0tTE9AL*r,A 	(1.53 mL, 	1.53 mmol.) 

)J11 A., 	25n1T1 El 11/4' L tc. aFt43 7,1, 	aVra6:=7.K7t.1=11=1*)1/11.--e 

A ffl Ltc. VtilifillEAS1_,, 	') tit/l/t 71-0 1=1 7 1‘7 7 4 — ('7  

1=11=1*11/1A/E1IFRIJI/)4  51  J —11/ /EIIFRI 	AA Tlit,t1-  Z a' Lt:: ct(,) , 

f],1IL-a!treZ-a.14 8 3 a 	(35.0 mg, 18%117$) arf-a*M4 8 3 b 

(7.15 mg, 	3%11X$) 	V41  tz-_- . 

[1109] a) {j4 8 4 

4— [4— (4-7/1/7f1=17i=)1.) L° ') 	J — 1 	(2H) —OH — 1 — 

{ [ 5 — 	(') -)I) 	37J-  7 i i — 2 —4 A.] )4 	)1/1 	— 1 , 	3 

- , 	5 — P)7-1 -2 (1 H) —J 1 

-a*fN 3 5 3 --e-a 	Lk-  4 — [ 5 — 	1=11=1— 4 — (4 —7)1/7J- 1=17 i 

=AA —5, 	6—L K1=1EI):— 1 	(2H) —4/1.] — 1 — { [5 —  ( 

Imo ') 7/1/7f 1=1)4 	)1/) 	7J-  7 i 	— 2 —4 )I.] 	)4 	11/1 	— 1 , 	3, 	5 — F ') 

7-1:)-2 	(1 H) 	—2f 	(10.0 mg, 	0.0212 mmol.) 	ON, 	N—:'J)4 /1/* 

)1/1,,77 Z Kg'ff-Y 	(1.0 mL) 	t: F 	I) IJI/7-1 Z i 	(10.0 	µI, 	0.0717 mmol.) 	, 

:>7 	'1E)J I) r,L, 	(10.0 mg, 	0.154 mmol.) 	. ))11A., 	25EI T2.5HirCti-' L tc: 

'1, 80t-e40312411/4-'1,tz-_-. ag.33 7,1, aVat:AfilgOgIVIKAt F ') r, L, 

71<;8a 	m AA,FRi 	11.--etEli ffl L tc. VC1 	,K7.1<0,0grd-  F ') r, IA TIM, 

ifillERS'1,--C1141 64-LtcRI') tit/l/t 71.0 1=1 7 l'77 4 — (,N*It 

/gliFpi)1,=1/10/1) --ema,---crkillEat (0.7 mg, 8%117$) V4' tc_- 

0 

[1110] -a*fN 4 8 5 

4 —  [4 —  (4 —7/1/7f1=17i=)1.) —3, 	3—E' 	(L K1=1*:>)11/) 

E',' 'J :')J-1   — 4 A.] 	— 6 — )4 	)1.— 1 — 	{ [ 5 — 	( 	') 7)1/7J- 1=1)4 	)1. 

WO 2013/147183 365 PCT/JP2013/059589 

$£#!] 3 5 2 T"n L 7c 4 — [4- (4-7JUtf P7x~JU) -5, 

6 —V£. K P tf 'J Vy — 1 ( 2 H) ->TJU] -1- (4-p< KfrS^O^JU 

) - 1 , 3, 5 - K 'J TVy-2 ( 1 H) -tf > (200 mg, 0.510 mmoL) GO 

VfUUtty^lfc (8.0 mL) £0oC-eH^btf^Sl (1.53 mL, 1.53 mmoL) 

^"ei SJi^L/co JSJ^OK^AP^PP^JUA-e 

ffltJHL/co #$Jf SrMJijIftSU V'JtltfJUtj^A^P7h^77< - (<? 

• • /INJUA/MIX^JU^ * y -JU/MIX^JU) "eltiitf-g) c £ <£ y N 

8 3 a (35.0 mg, 18%®$) &tf^£0IJ4 8 3 b 

(7.15 mg, 3%®$) £?#fc0 

[1109] ^/£0IJ4 8 4 

4 — f 4 — (4—7 JUtf P 7 x ~ JU) bf'jy>-1 ( 2 H ) —T JUl -1-

I [5- ( K U 7 JUtf py ̂ JU) ^tf 7x>-2 —T JUl y^JU) -1. 3 

. 5 - K U 7-y>~2 ( 1 H) -tf > 

#^"n j£0!l 3 5 3 -e-^j£ L/c 4 — [5-^PP-4- (4-7 JUtf P7i 

"JU) - 5, 6-V t KP tf'J */>- 1 (2 H) —T JU] - 1 - { [5 - ( 

K 'J 7 JUtf Pp^JU) ^tf 7i>- 2 — -T JU] p<^JU} -1, 3, 5-K'J 

TVy — 2 (1 H) -tf> (10.0 mg, 0.0212 mmoL) GO N, N - ̂  ^JU* 

JUA77$ K;#^ (1.0 mL) £ K'J x^JUT7 $ > (10.0 ixl, 0.0717 mmoL) N 

^^V-fb^'J^A (10.0 mg, 0.154 mmoL) £jbPa.N ^"^2.50|^Ji^ L/c 

m 80°C-e40^^Ji^L/co J5J»7^ J5^t£M[]^I|7K^^K'J^A 

*i§$£2jPa.B^x^ju-efflai Ltco K 'J £ A-eS£J£N 

MJ±)IlsLTt#^tl/c^)f 5cV A^P7 h^77 -f - (^fr+f 

>/M|x^JU=1/1^0/1) -elti^LT^^b^ (0.7 mg, 8%®$) £?#fc 

o 

[1110] ^£00 4 8 5 

4- f 4 — (4 —7JUtf P7X-JU) -3. 3 - bf X ( b K P ^ ̂ JU) 

bf/^ijy>- 1 —r JUl ~ 6 — y ^JU— 1 - { [5- ( K U 7JUtf P^^JU 
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[1111] 

[1112] 

) 	7J- 7i-2--f/1/1 )()1/1 	-1, 	3, 	5- P)7-1 -2 	(1 H) 

-7J- 

-a*fN 3 6 3 --e-a 	1., tc 4 - [ 1 1 - ( 4 - 7 )1/7J-  1=1 7 i =)1.) -2 

, 	4 -:'J7J- *It- 8 -7-11fE1=1 [5. 	5] r, 	52)j 	- 8 —OH - 6 - 

)( 	)1/ - 1 - f [ 5 - ( P) 7 )1/7f 1=1 )( 	)1/) 	7J-  7 i 	- 2 —OH )< 

)0 	- 1 , 	3, 	5 - 	') 7-1:- 2 	( 1 H) 	-2t 	(5.00 mg, 	9.53 µmot.) 

0 1 , 	4 - 	A-*it474,,,f-y (500 µL) 	(: 1 2 MYER (500 µL) 	)iriA_, 	110 

t-e2Hin#1,14-'1,tc. 	1 2M±R (500 µI) 	.))11_, 	110t-e2.5Hin#1,14-'LL- 

. arit-A3 7,1. 	it-A-Yizmfrantd-  I- I) ,,IA7E3ea)ilil A_ 	i=i1=I7J/1/1A -CtEli 

ffl 1, tc. VM1,1 	,:,:0.1<0,0grd-  I- ') r, L.---(IVA, WEAN 1, -C1'41  6 tt. tc RI 

:> ') t it/l/t 71A 	I=I 7 I- 	7 7 4 - (ElIFRI/1//)( 5' i -11.=1 /02O /1) 

Zits 	'' L, -crfAlEat (1.59 mg, 33%4 $) V41  tc_-. 

-a*fN 4 8 6 

4 - [1 1 - (4 - 7/1/7f 1=17 i=)I.) - 2, 	4 -:'J7J- *It- 8 -7-11fE 

1=1 [5. 	5] r, 	52)j- 1 0-I-8 —OH - 6 -)<)1.- 1 - { [5 

- 	( I- ') 7)1/7J-  I=I )( 	)1/) 	7J-  7 i 	- 2 - 4 A.] 	)( 	)1/1 	-1, 	3, 	5 - 

P)7-1 -2 	(1 H) -7J- 

-a*fN 2 9 2Zah L, tc 6 - )( 	)I. - 4 - () 	)1/7J-) - 1 - { [ 

5 - 	( 	') 7/1/7f 1=1 )( 	)1/) 	7J-  7 i i - 2 -4 A.] 	)( 	)1/1 	- 1 , 	3 , 	5 

- P) 7-1: - 2 (1 H) -7j- 	L 	-a*fN 3 5 9Zah Lk-  4 - (4 - 

7/1/7J- i=i7i=)1.) 	-3, 	3 -E' 	[ ()( 1-*:>)( I-*:>) 	)()1/] 	- 1 , 

2, 	3, 	6 -5-  I-7L Ki=1E')CEIlki\ --C, 0 -a*iN 348 L Hat:a 

hC L, --cm 6 ttd-c:  ±Mt CEH k, \ -c, -a*fN 4 8 5 L Holoa--e-a 	L, tc (37% 

115($) 	. 

-aWN 4 8 7 

4 - {4 - [2- (7-1Y7'91 	- 1 -4)0 - 2 -7J-*Vi)l.] L'',7 

WO 2013/147183 366 PCT/JP2013/059589 

) 5Ptf - 2 —r JUl *3MUl - 1 . 3. 5-hU7^V-2 ( 1 H) 

-tf > 

##nJ$0!l3 6 3-e-^j£L/c4 - [11- (4-7il/tfP7i-^) -2 

, 4-ytffrHt-8-7-tfxtfp [5. 5] oy^tiy-8-4- 6-

P^JU- 1 - { [5 - ( K 'J 7 JUtf Pp^JU) ftf7i>-2-^^] 

JU} - 1 , 3, 5-K 'J 7^'>-2 ( 1 H) -tf > (5.00 mg, 9.53 Atmol) 

01, 4-^tffrHt>;#^ (500 ML) £1 2MJ^I| (500 /xL) 110 

°C-e20|^Ji^L/co 1 2Mi*I£ (500 /xL) 110°Ce2.mmmW L/c 

o K <J 0 A7Km^-hUX<P P P^Jl/Afi 

HH L/c„ MJ±;IlsLT?#£*ifcgl>S£ 
:> 'J P7 K^'^7 'T — (Mtx^JU/^ * y — JU=1/0^20/1) 

-elti^LT^^b^ (1.59 mg, 33%®$) £?#fc0 

[1111] ^£00 4 8 6 

4- f 1 1- (4 —7 JUtf P7xzjb) -2. 4 -S/tf fr"fr- 8 - 7f^b° 

P [5. 51 Qy^-h- 1 0—x>—8—^JUl -6-y^JU- 1 - I [5 

- ( K U 7 JUtf py ̂ JU) ^tf 7x>-2-^JUl y^JU) -1. 3. 5-

K U 7-y>~2 ( 1 H) -tf > 

#t^/£0!J2 9 2-e^j£L/c6-p<51;U-4- (p^JU^tf) -1- { [ 

5- ( K 'J 7 JUtf P p< ^JU) ftf7i>-2-^U] P^JU} -1, 3, 5 

-h'JTVy-2 ( 1 H) -tf >£##^£00 3 5 9-ei=rj£L/c4- (4-

7JUtfP7i-JU) - 3, 3 - bfX [ (p< Kfr:>P< Kfr:>) ;>< ^JU] - 1 , 

2, 3, 6-^K^L KP 0^^M3 4 8 

£-j£$J4 8 5 £|W|*§(OT;£-e£-j£L/c (37% 

®$) o 

[1112] ^/£0IJ4 8 7 

4- {4- [2- (7^7>^ >- 1 ~^JU) - 2-tf VX^JUl 
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/ -1 -4 A.} 	- 6 - )< 	11.-1 - 	{ [ 5 - 	(1 	') 7 A.7f 1=1)< 	/1.) 	7J- 

7 i 	- 2 --(A.1 )< 	/1.1 -1, 	3, 	5 - P) 7-1:)- 2 	( 1 H) -7J- 

[1113] 	-a.14 

-_* -a*fN 3 5 1 T-Eì  	Lit 6 - )< 	/1.- 4 - ( E''' 7 :') 	- 1 -410 

- 1 - { [ 5 - ( P) 7 A.7f1=1)< 	)1/) 	7J-  7 i 	- 2 -4 A.] )( 	)1/1 - 

1 , 	3, 	5 - I-') 7-1: - 2 	( 1 H) 	-7f J 	(28.7 mg, 	80.0 /Imo° 	0777-t 

= 	') Mga (4. 0 mL) (:.= 1 - ( 7 Y7 i 51  i - 1 - 4 A.) - 2 -11=1 

i,91  ) J 	(23.1 	mg, 	90.0 	µmot.) , 	gRt 1) r,./A 	(13.8 mg, 	100 	µmot.) , 

r,lEt I- 1) r, L. 	(15.0 mg, 	100 	µmot.) 	)ili1A. ---C25Ea' --e1B1.114-'1,7-cc, 	az 

07•1, azat:_mfranto.KAt 1, i) r, 1A7.1<ga)iliAllFRI)1/T#Eliffl L 

tc. VM1,1 	1,',111ANire L -C1'41  6 tt. tc RI 	') t it)l. t 7 A 	1=17 l'77 

-f - 	( 	1=11=1*A.L./)< 51 / -11.=10/0 9/1) 	-Clitt -Z a'. L t:.-_,t t') 	'k.'llE 

Qt (20.8 mg, 49%117$) V41  AL-. 

8 8 

4- [4- ( { 3 - [ 1 - ( 4 - 7 A.7J-  1=17 i =A.) :> 	1=17°1=1 EA.] -1 

2. 	4 ---+t 	7"J-11.- 5 -41l.} )-11.) Ei'7:')- 1 --I JI/i 

- 6 - )< 	J1.- 1 - 	{ [ 5 - 	(I- ') 7)1/7J- 1=1)( 	)1.) 	7J-  7 i 	- 2 - 4 )I. 

1 )<)1/1 	-1, 	3, 	5 - I-') 77:'J-2 	(1 H) 	-7J- 

. 

[1114] 	-a.] 

-aW 1.14- 

5 - 	(1=11=1) 	/1.) 	-3- [ 1 - 	(4 - 7 A.7f1=17 i=A.) 	C17° CI 

EA.] - 1 , 	2, 	4 -7J- *It:')77 V-A. (22.7 mg, 	90.0 µmot.) CE111,vt, 

8 7 LP100)51"-C-aL, 	'k.1.1E-E`it (27. 2mg, 59%1170 V4itc_- 

4 8 9 

4 - [4- (4 -11=1 	- 1 H -E7V-)1.- 1 - 4 AA E',1) :') 	- 1 - 

4 11/i - 6 - )( 	A. - 1 - { [ 5 - ( P) 7 A.7f1=1)< 	)1/) 	7J-  7i 	-2 

-4 A.] )< 	11.1 	-1, 	3, 	5 - 	') 77:')- 2 	( 1 H) 	-7J- 

WO 2013/147183 367 PCT/JP2013/059589 

Vy- 1 -4)1} - 6-^^)1- 1 - { f 5 — ( K u 7JUtfP^JU) 

7iV-2-/f JUl ^JUl - 1 . 3. 5 - K U TVy- 2 ( 1 H) -tf > 

#t^/£0!J3 5 1 -e^L/c6-p<51JU-4- 1 -4)1) 

- 1 - { [5 - ( K U 7 JUtf Pp^JU) ^tf 7i>- 2 —T JU] P^JU} -

1 , 3, 5-K 'J 7^'V-2 ( 1 H) -tf > (28.7 mg, 80.0 Atmol) 0^-tz 

K-KU JU;#>S (4.0 mL) £1 - (7y7>^>-1 -4 JU) -2-7"P;E 

x-^y> (23.1 mg, 90.0 AtmoL) N U ^ A (13.8 mg, 100 AtmoL) N 

a^b^KU^A (15.0 mg, 100 /xrnL) ^JPxT^"ei EMW Ltc0 Kfc 

H7H K U 0 A7K/#/S;&iP^-i/Fl|x51JU"eJSt±i L 

fco #$Jf 'J a^JU^A? PV h^77 

•< — (^ P P^JUA/P< $ J —JU=10/0—»9/i) 

£•$) (20.8 mg, 49%®$) £?#fc0 

[1113] £-j£0!l 4 8 8 

4 - [4- ( 13 - [1- (4 —7 JUtf P7x~JU) ->^P7°Pb°JUl -1 

. 2. 4-tffr-ty7V-ju-5->rju) y^ju) \f.s<=jVy- 1 —rJUI 

- 6 — y ^JU- 1 - I [5 - ( K U 7 JUtf py ̂ JU) ^tf 7x> - 2 ->T JU 

1 y ^JU) - 1 . 3. 5 — h 'J TVy — 2 ( 1 H) -tf > 

5- (^PP^^JU) -3- [1- (4 —7JUtf P7i-JU) :>^P7°P 

fcfJU] -1,2, 4-tffr+J-y^V-JU (22.7 mg, 90.0 AtmoL) 

1§r«J4 8 7 £ll*§(OT;£--ei=rj£U (27.2mg, 59%®$) 

o 

[1114] 4 8 9 

4 — r4 — (4- ypf - 1 H-b°^y—JU— 1 —rJU) b°^uy>-i-

-< JUl - 6 - ̂^JU- 1 - I [5 - ( K U 7 JUtf P^^JU) ftf7i>-2 

—r JUl ^JUl - 1 . 3. 5-KU TVy-2 ( 1 H) -tf > 
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-E`i*fN 3 4 9 T-Eì  Lk-  )< 51 	)1/*JR 1 — ( 6 — )< )1.— 4 — 

t *V — 5 — { [ 5 — ( P) 7 )1.7f1=1)< )1/) 7J-  7 i — 2 —4 /I.] 	)< 
)0 — 4 , 	5 — 	L K1=1— 1 	, 3 , 	5 — 	') 77:')— 2 —4 )I.) E',' ') :'J 

— 4 —4 )1/(45. 2 mg, 	0.100 mm0001\1, N-:'))< 	)1/*/1/./A77 -Z Kg'ff-Y (1.0 	mL 

) t: 4 —11=1— 1 H — E7 `i—)I. (29.4 mg, 	0. 200 mmol.) L 'OR t I) ',1a 

(27.6 mg, 	0.200 mmol.) ))1:1A_, 1 oot -ei Hirct Lit. ar,ii.7*7,/, * 

MAII/FRI)VetEliffl L, IMJE ,:,: 7.1KKOgrd-  I) r, IA TIVIM, WEAN 

L tc. 14'6 tt.tcRli ) t it/1.)J 7 IA 	1=17 77 4 — (EI'FRi)1/) 

---att - Z z.: LT, 	11, I E a t (24.4 mg, 48%117$) ''f'41 7-c_-  . 

[1115] -a*fN 4 9 0 

6 — )< )1.— 4 — {4— [4 —  ( ') 7/1/7f l=1)< )1.) —1 H — E7V—)1. 

— 1 —4 A.] 	E°''') :')— 1 —4 )1/1 	— 1 — 	{ [ 5 — ( ') 7 )1.7f 1=1)< 	)1. 

) 	7J-  7 i 	— 2 — 4/1.] )3)L.} —1, 	3, 	5 — P) 77:')— 2 	( 1 H) 

— 7J- 

4 — ') 7 )1/7J- 1=1)< )1.— 1 H — E7 V—)1. (27.2 mg, 0.200 mmol.) 	CE11 

I,vr, -a*fN 4 8 9 LP101051-C -a -  Z a'. LT, VA tat (23.9 mg, 

49%117$) ''47-z-_- ,, 

[1116] 	-al.1.4- 9 1 75\ 6 4 9 3 1, , -t- tt.T11.07rfAiLat -_* -a*fN 3 7 4 Ta 

1,i-z-_-  6 — )< 	)1.— 4 — ()< )1/7J- ) —1 — { [2 —  ( P) 7/1/7j- i=o< 

)I.) 	7 ̀1—)1. — 5 —4A.] )< )1/1 	— 1 , 	3, 5 — ') 7-1:') —  2 	( 1 H 

) 	— 7J-  CEIII, \ --C . -a*fN 3 4 8 L P10051-e-Eì  L AL-. 	J-;t T 1,:::Ei 	L 

tz-_- 1E-altarfaZ17$ 2 c, 

[1117] -a*fN 4 9 1 

(R) —4— (5' 	—L K1=1*:> -6—)/l/— 5' 	, 6' —it H1— [ 

2, 	4' — EEI):1 — 1' (2' H) —4)0 — 6 —)< 	)1.— 1 — 	{ [ 

2 — ( ') 7 )1.7f 1=1)< )1/) 7 ̀1—)1. — 5 —4 /I.] 	)< 11/1 	— 1 , 	3 , 	5 

—P)77:')-2 (1 H) —7J- 

WO 2013/147183 368 PCT/JP2013/059589 

#t£-/£0!J3 4 9U£>f$Ltc*t>yX)\s7Ssym. 1- (6-^JU-4-

tffrV-5- { [5- ( h 'J 7 JUtf PP^JU) ^tf 7i>- 2 —T JU] ^ 

JU} -4, 5-ytKP-l, 3, 5 - K 'J T7 ^ - 2 - JU) tf^'J^> 

— 4—4 JU (45. 2 mg, 0.100 mmol)0N, N-:yp< ^JU* JU AT7 $ K)#>S (1.0 mL 

) £4—7"P^— 1 H-tf^V-JU (29.4 mg, 0.200 mmoL) tiMMt/'JOA 

(27.6 mg, 0.200 mmoL) 100°Cei 0#^^ Ltc0 J7.K£ 

iPxMlx^JU-efflai U #$Jf K 'J ^ A-e$£'Jt^ MJBfis 

L/co % btitdBJykikV 'J t> ^A^PV S y ̂  7 < — (MIx^JU) 

^bl^tl (24.4 mg, 48%J») £?#*:„ 

[1115] ^/£0IJ4 9 0 

6—y^JU-4- 14- [4- ( K U 7JUtf P^JU) -1 H — bf ̂  V—JU 

- 1 —rJUI bf^uy>- 1 —rJU> - 1 - I [5- (HJ7JUtfpy^ju 

) ^Ptf 7x>- 2 —r JUl y ^JU) - 1 . 3. 5-h'J7-y>-2 ( 1 H) 

-tf > 

4 — K'J 7JUtf P^^JU— 1 H - bf^/—JU (27.2 mg, 0.200 mmoL) 

lNT\ ^j£^iJ4 8 9 (23. 9 mg, 

49%J») Zmtzo 

[1116] "nJ^c^iJ 4 9 1 fr£4 9 3tt, 7 4 "£"• 

j£L/c6—^^JU—4— (^-^JU-^tf) —1 — { [2— (K'J 7 JUtf P^f-

JU) ^^y-JU-5-1-JU] p<^JU} - 1 , 3, 5 — V- x) 7 V y — 2 (1H 

[1117] ^/£0IJ4 9 1 

(R) -4- (5' — LK Pfr->—6-^JU-5' . 6' -y'LK'P- [ 

2. 4' -bfbf Uy'>l - 1 ' (2' H) JU) - 6 ^JU- 1 - { [ 

2- ( h U 7JUtf P^JU) ^7y-JU-5->TJUl ;^JU} -1. 3. 5 

- h U 7-y>~2 ( 1 H) -tf > 
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69%117$ 

[1118] -aWN 4 9 2 

(R) —4— (5 —7)1/7J- 1=1— 5' 	—I KI=1*:>-6—))1.— 5' 	, 	6' 

—:')L Kl=i— [2, 4' 	—EE'')] — 1' 	(2' 	H) —4)0 —6- 

3- )L'— 1 — 	{ [2 — 	(F ') 7/1/7f 1=1)( 	Ji/) 	7-1 `i—)1.— 5 —4 A.] 	)< 	)1. 

} 	—1, 	3, 	5 — P)7-1:')-2 (1 H) 	—7J- 

78%117$ 

[1119] -a*fN 4 9 3 

(R) —4— [5 —L I (5 —))1/ 7J-7i -3 --(/1/) 

—5, 	6—:'JL K1=1E'):— 1 	(2H) 	—4/1.] 	—6—)<)1.— 1 — 	{ 1- 

2 — 	(F ') 7/1/7f 1=1)< 	)1/) -7-1 `i—)1.— 5 —4 A.] 	)< 	)1/1 	— 1 , 	3, 	5 

— P)7-1:')-2 (1 H) 	—7J- 

59%117* 

[1120] -aWN 4 9 4 

4— [4— (4 —7/1/7J- 1=17i=)1.) —5, 	6—L K1=1E'):— 1 	(2 

H) —4 /I.] — 6 —)< 	)1.— 1 — 	{ [2 — 	( 	') 7/1/7f 1=1)< 	)1.) 	3 -J-1 `i— 

)1.— 5 —4 A.] )< )1/1 	— 1 , - 3, 	5 — F ') 77:)— 2 	( 1 H) —7Ji 

0 -a*fN 3 7 4 T-Eì  	Lit 6 — )( 	)1.— 4 — 	() 	)1/7J- ) 	— 1 — 	{ [ 

2 — 	(F ') 7/1/7f 1=1)< 	)1/) 77 `i—)1.— 5 —4 )1.] 	)( 	11/1 	— 1 , 	3, 	5 

— 	') 7-1:)— 2 ( 1 H) 	—7J-  i 	(38.7 mg, 	0.120 mmol.) 	07 1 , 	4 — :')A-* 

It 474'ff-Y (500 ii,L) 	t:4— 	(4 —7/1/7f1=17 i=)l.) 	— 1 , 	2, 	3, 	6 — 5- 

7 L K1=1E') :')i 	tiRti (30.8 mg, 	0.144 mmol.) 	L N, 	N —:-)-( v .7°D 

E/l/I)1/7-1 Z (41.1 	µI, 0.240 mmo 1.) 	)ilil A., 	)iFINIA5A-F-e1191.114-'L, 

tc. alt‘07•1, avrf-y 	i) tit/l/t 71-01=17 I- 	‘77 4 — (iN*1J-/ 

WO 2013/147183 369 PCT/JP2013/059589 

69%JJX$ 

[1118] ^/£0IJ4 9 2 

(R) -4- (5-7JUtfg-5' -bh"a^r'>-6-yfji/-5' . 6' 

-y'bKD- [2. 4' -bfbf'JVyl -T (2' H) ->f JU) - 6 

^JU- 1 ~ I [2 - ( K U 7 JUtf g^JU) 3-7sJ-)\s-5—4 JUl ^^JU 

} - 1 . 3. 5-KU TVy-2 ( 1 H) -tf > 

78%J» 

[1119] ^/£0IJ4 9 3 

(R) -4 - [5-bKmfr->-4- (5-y^JU^tf 7x>-3-^JU) 

-5. 6-Vt K'D b°u 1 (2 H) -^JUl -6-y^JU- 1 - I r 

2- ( K U 7 JUtf gy ̂ JU) 3-TV-JU-5-4 JUl **JU] -1. 3. 5 

- K U TVy-2 ( 1 H) -tf > 

59%J» 

[1120] ^/£0IJ4 9 4 

4 — f 4 — (4—7 JUtf g 7 x ~ JU) -5. 6 -y b Kg b°U y 1 (2 

H) — 4 JUl — 6 — ^ ̂ JU — 1— {[2— ( h U 7 JUtf g ̂  3-)U) 513P 

)U— 5—4 JUl *^)U I - 1 . 3. 5-KU TVy-2 ( 1 H) -tf > 

#t^/£0!J3 1 4-ei^cL/c 6-^^-4- (p^JU^tf) -1- { [ 

2- ( K U 7JUtf gp^JU) ^V-JU-5->TJU] ^^JU} -1, 3, 5 

- K U TVy-2 ( 1 H) -tf > (38.7 mg, 0.120 mmoL) 0 1 , 4 -*/*tf 

(500 ML) £4- (4 -7JUtf g7x~JU) -1, 2, 3, 6 -J-

K^tKgtfU^> (30.8 mg, 0.144 mmoL) t. N, N-yW7°g 

tfJUx^JUT7^ > (41.1 ixl, 0.240 mmoL) BMW L 

tc o U ^^fJU^^A^ g7 K?'^7 -r - (^fr+fW 
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[1121] 

[1122] 

ElIFRi)1/=1/10/1) ---Olt,z z_.- L -erfAlEat (33.3 mg, 	61%117$) 

14 tc: . 

-a -014- 9 5 

6—)<)1.-4— [4— (5 —))1/ 7J- 7i-3-4)1.) —5, 	6—:'j 

L Ki=1E ,):')— 1 	(2H) 	—4)1.] 	— 1 — 	{ [2— 	(1-1)7)1,7J- D)<)1, 

) 	77 N)s—)1.— 5 — 4 )1.] 	)< 	)1.1 	— 1 , 	3, 	5 — I- ,) 7-1:)— 2 	( 1 H) 

—7J- 

4— (5 —))1/ 7J- 7i-3-4)1.) — 5, 	6—:)L KI=IE ,):- 

1 	(2 H) 	—)j)1,7JR 	t e r t — l)1. 	(50.0 mg, 	0.179 mmol) 	6:.:4M 

itlEAKA/ 1 , 	4 —*It 	(500 ilL) 	)ililA., 	251E.T1E1111-1-'1,k- c, a 

Pi.33 7,1, arin-Ya'' L -CM 6 41. tc_114tMt 	PI 0 --C-  . a*fN 4 9 4 L P] 

0751--e-a -z z.: L TrfliEat (30.0 mg, 44%4 $) V41  tc: . 

-a*M4 9 6 

4— [4— (5 —)<)1/ 7J-7i 	— 3 —4)0 E'/'7 	— 1 —4/1/1 — 

1 — 	{ [3 — 	( I- ,) 7)1/7J- D)< 	)1.) 	— 1 H — E7V—)1.— 1 —4 A.] )< 

)1/1 	—1, 	3, 	5 — P) 7-1:-2 	(1 H) 	—7J- 

_-* -a*fN 2 8 6 --e-L` 	Lit 1 — ( 5 — ) 	)1/ 7J-  7 i 	— 3 — 4 AA E 

/ . 7:';i (401 mg, 2.20 mmol) 	1E111)\ --Co -a*fm 3 4 1 Ezt/e0a*fN 3 

4 2 L FA00)51-e 4 — [4 — ( 5 —) 	)1,7j-  7 i i — 3 — 4 AA L'',.7 

— 1 — 4 11.] — 1 , 	3, 	5 — I- ,) 7-1:')— 2 	( 1 H ) —t 	0)41.t Mt 

Theo  14641.k- 4— [4— (5 —))1/ 7J-7i 	—3 — 4 AA E','7 

J -1 — 4 A.] —1, 	3, 	5 — I- ,) 7-1:')— 2 	( 1 H) —A-  JoDgat -Ztt (5 

0.0 mg) 	L .-a*fN 5 7 T-Eì Ltz-_- 4 —)</l/i -ff)1/7ingt 	[3 

— 	( 	I) 7/1/7J-  CI) 	)1.) 	— 1 H — E7V—)1.— 1 — 4 A.] )< 	)1. (70.0 mg 

, 0.219 mmol) CE110-C, a*fN 1 LP100)51T-EìZ z.: L TVA:IL-a 

It (32.8 mg, 43%4 $) V41  tc_-  . 

WO 2013/147183 370 PCT/JP2013/059589 

smi^=i/i->0/n (33.3 mg, 61%®$) 
zmtc „ 

[1121] ^/£0IJ4 9 5 

6-^^)1-4- [4- (5-yfJ^7i>-3-^^) -5. 6-V 

b Km bf'J 1 (2 H) —T JUl - 1 - I [2- ( K U 7 JUtf D^JU 

) ^7"/-JU-5 —T JUl ^JUl - 1 . 3. 5 — K U TVy-2 ( 1 H) 

-tf > 

4- (5 — p^JU^tf 7i>— 3 —-T JU) -5, 6 -V t KP bf'J *>*>-

1 ( 2 H ) — JUtf\ >I£ tert— y^JU (50. 0 mg, 0. 179 mmo L) iZ 4 M 

ikit&M/ 1 , 4-^tffrHt> (500 ML) £jbn*.N ^-eiSJi^L/co K 

l&mj&s £f&m4 9 4tm 

Z> z txmmi(30.0 mg, 44%®$) £?#fc0 

[1122] ^/£0IJ4 9 6 

4- [4- (5-y^JU^tf 7x>-3-^JU) t°^^Vy- 1 —TJUl -

1 - I [3 - ( K u 7jutf my ^JU) - 1 H - b0z7x/—JU— i —rjul 

JU) - 1 . 3. 5-KU TVy-2. ( 1 H) -tf > 

#t£-J$0!]2 8 6-e^L/c 1 — (5 -p^JU^tf 7i>—3 -^JU) tf 

(401 mg, 2.20 mmoL) 3 4 1 3 

4 2 £|W]*§(OT;£-e4 - [4- ( 5 - ^JU^tf 7 x > - 3 - -f JU) 

*>*>-1 ->CJU] - 1 , 3, 5-KUJ7^>-2 ( 1 H) -tf 

£?#fco m*>tltc4- [4- (5-p^JU^tf 7x>-3-^JU) 

1 —TJU] — 1 , 3, 5 - K U TVy-2 ( 1 H) —tf >0*I£j^ (5 

0.0 mg) ^#^^IJ5 7-e^L/c4-p<^JU^>-tz>XJUtfx>11 [3 

- ( K U 7 JUtf P^JU) - 1 H-tf^V-JU- 1 —T JU] p^JU (70.0 mg 

, 0.219 mmoL) %m^Ts 1 t & £ t T?^§Hb£-

M (32.8 mg, 43%®$) £?#fc0 
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[1123] -a -VM 4 9 7 

4— [5 —7)1/7J- D-4— (5 —))1/ 7J- 7i-3-4)14 —5, 	6— 

L KI=IE ,)— 1 	(2H) 	—4)1/1 	—6—)<)I.— 1 — 	{ [2— 	(I-i) 

7)1/A- 1=1)< 	)1/) 	7 NI - )1/ - 5 —4)1/i 	)< 	)1/1 	— 1 , 	3, 	5 — I- ') 7-1  

J-2 	(1 H) —7J- 

-a*M4 9 3 -Cal.,tc_-  (R) —4— [5 —L Ki=1*:>-4— (5 —) 

)1/A- 7i-3-4)14 —5, 	6—:')LKI=IE,):— 1 	(2H) - 4 )1, 

] - 6 —)< 	)1/ —  1 — 	{ [2 — 	( I- I) 7)I/7D)< 3 )1/) 	3 7 V—)1/ — 5 — 4 

)1.] 	)<)1/1 	— 1 , 	3, 	5 — I- ,) 7-1:')— 2 	(1 H) 	—2f 	(15.8 mg, 0.03 

37 mmo 0 CEI1k,\ --c-, 	__-a*iN 7 5 L He a) 	51--e -a 	Z (7_. L TVAIL-a 

It (4.80 mg, 30%115($) 	)ic#xtti7tKm-alt L L --04 tc. 

[1124] J-;CF1,:.=-0 -a*fMR1, - -a*fM--e-a 	L tc_lEalt IDIE***IA 	7i -c. 

etc, J-;CF a) 	2 — 6 t:.: -a*fm--e-a 	L tc_lEalt 01t ft 52 	5' , 	 

7 — 1 3 t::..--a*fm--e-a 	L tc IL -a It 01t ft 52  —9' 	Tots 8.  A t:.= t g, 

a L tce, 4 itioRf L a),Eato-a*fm, Ex L logaat-a*fmag 

zo 

WO 2013/147183 371 PCT/JP2013/059589 

[1123] 9 7 

4- [5-7,>Utfg-4- (5-^fJbf^7i>-3-^Jb) -5. 6-

y'b KD bf'J 1 (2 H) —rjul - 6 1 - { r2 — ( K u 

^Utfg^^U) 5 -4 JUl -1.3. 5 - h U 7-y 

> — 2 ( 1 H) -tf > 

•" 4 9 3 T"n J5c L tc (R) -4- [5 —LKgfr^-4- (5-^^ 

Jbftf7i>-3-^Jl/) -5, 6 -V t Kg bf'J *>*>- 1 ( 2 H) -4 )U 

1 — 6 — / ^ )V— 1 — { [2— (K'J7 JUtf g ̂  ̂ JU) ^7 V—JU — 5—4 

JUl S^JU) - 1 , 3, 5 - K 'J TVy-2. ( 1 H) -tf > (15.8 mg, 0.03 

37 mmo L) 5 

M (4.80 mg, 30%J») LX%tc0 

[1124] uTiz^0^mnx^^mnx^mLtcit^(Dit^m^^to 

£tc, &LT<D$k2~6lZ&&m-&]&m-e'&J&Ltz<b'&M<DM&Jr-**s £ 
7~ 1 3 &fc\ 
ALtctf, 
§ o 



WO 2013/147183 
	

372 
	 PCT/JP2013/059589 

53] 

CI 0 0 0 

NANH NAN"-‘0Ts 
,J.I., 	„,, 	 ,..Q 	,,,.. _II, 	,,j _,[1., 	_..j 

i'''''N 	N 	CI 	r.'"N 	N 	CI r-----N 	N 	 r----N N' 
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-'.-NL)--CF3 ____ 

Rf 13 	
lel OH 1110
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 r. 
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[<ft53] 
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N NH 
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[4E54] 
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[<b54] 

F 

Rf 36 

F,C 
*=N 

NBoc 

Rf 33 

Rf 37 

F3C 

NH 

Rf 34 

Rf 38 

NBoc 
O 

Rf 35 

OH 

Rf 39 

NH 

Rf 43 

Rf 47 H-CI 

NH 
O. 

Rf 44 

, . x J<CI=3 
N->'NH2 -iMe^ 

Rf 48 

'NH2 

OH H-CI [I 

Rf 41 

Rf 49 

OH 

0 

^^^N^>NH2 

H-CI 
Rf 45 

0 

OH r 

Rf 42 

OH 

FXJ 
Rf 46 

Rf 50 

FsC-^Ql^OTs 
Rf 51 

c|Cf^CF3 
HN-N 

Rf 55 

H 

Rf 59 A~ 

CI N" 
-Cp3 

Rf 63 

TsO N"\-CF, 
N==/ 3 

Rf 52 

T'SD^N-N Ts° Y>-CF3 
s 

Rf 60 

fxxi, NBoc 

EtO. V^N"% 
O N=( 
Rf 53 CF3 

TsO N"\ 
N-

CF, 
Rf 57 

CI 

Me 
M 

crxi NH 

Rf 64 
H-CI 

Rf 65 

TsO^^ N\. 
N 

Rf 54 Cp3 

O' "CF3 

Rf 58 

TsO^Ag^CF3 
Rf 62 

J3 NBoc 

Rf 66 



WO 2013/147183 
	

374 
	

PCT/JP2013/059589 

[4b551 

r-NH 
0 	S'.--.-I  

H-CI 

Ark 14,, 
CI 	lir S7 

HO 	Cl 	Cl 	Cl 

O® 	

O

® 
Rf 67 Rf 68 Rf 69 	 Rf 70 

Boc H NBn2 	 NH2 
N 

HO HO r 

 1•1 

c"( 	 F * 	'OH 	F  10 N 	OH 
NBn2 NBn2  

Rf 71 Rf 72 Rf 73 	 Rf 74 

Boc 
N 

s' 

NBn2 	 NH2  
* NI ...,,  

'F 	 * 	"'F 
 

NBn2  NBn2  
Rf 75 Rf 76 Rf 77 	 Rf 78 

Me NHMe 	 NHBoc 
NHBoc NBoc 

40 40 40 	
F 40 

Rf 79 Rf 80 Rf 81 	 Rf 82 

CI 0 	 0 
A 

NH N 'N N lNH 	 N)1,NH 
F 

40 	40  
AN 	 F r'N 	r"Cl 

N..) 	 40  r-NANACI 	F 	r.'"NAN-)  
INI.„) 	 40  N„) 

Rf 83 	 F Rf 84 Rf 85 	 Rf 86 

O 0 0 	 0 A NON .N 

	

Me0 C NAN 	ai 	Me02C NAN 	40 

	

2
r...),,NAN,i 
	

.qW..  CI 	N
,K

N
,) 

Cl 
N 	__)--CF3 	N

)
N 	CF 3 

NAND 	- 	 NAN,)  

BocN,J 	 HN,,) 
Rf 87 Rf 88 	40 OH 

F 
 Rf 89 	so OH 	Rf 90 

F 
0 0 0 	 0 

NAN N \ F 
NAN,1 	N 

C3 

NAN—N \ 
NAN-.) 	N- NJ 

CF 3 40  
OH 	Rf 91b 	OH 

N-11.N 	 NA
N 

A
N- 	s 7  

	

NAN."' 	S c 3 	c 3  
CI 

40 OH 	Rf 91a 	40 Rf 92a 	® OH 	Rf 92b CI 

WO 2013/147183 374 PCT/JP2013/059589 

[<fc55] 

H-CI 
Rf 67 

CI J 13 
Rf 68 

HO P 
Rf 69 

CI CI, 
0' 

Rf 70 

HO 

Boc 

NBn2 

Rf 71 

HO ,4 
NBn2 

Rf 72 

NBn, 

OH 

Rf 73 

N0 
Rf 74 

NH2 

'OH 

,•9 
Boc 
N 

NBn2 
Rf 75 

a NHBoc 

Rf 79 

FCr C NH2 

Rf 83 

,9 
NBn2 

Rf 76 

VNCI 
Rf 80 

Me 
NBoc 

CI 
N^N 

F r^N^N^CI 

FXJ 
Rf 84 

F-^*> "F 

Rf 77 

Fjy iO 
NHMe 

Rf 81 

0 
ji 

N NH 
F r^N^N^a 

FJU Rf 85 

Rf 78 

NHBoc 

Rf 82 

O u 
N NH 
J! J 

F r^N N 
N^J 

Rf 86 



WO 2013/147183 
	

375 
	 PCT/JP2013/059589 

[4E56] 

O 

HO-"----, 	0 HO 
I 	0,,CF3 Cl'-n_ 9 0 

(1111 	\ 	CF3 
CF3 

5 

NO''',‘ 0 
, 	. 	s-- 

N 	0' 'CF3 0 
 0 

Rf 93 Rf 94 Rf 95 Rf 96 

CI 	0 CF3 

0 

HO 	fa 	
CF3 	CI 

Mr 0 
ill 	

CF3 
!WP  0 

HO 
/ 

Rf 97 Rf 98 Rf 99 Rf 100 Br  

Br HO 	Br Br 	Br Br 
S / S S 

Br CF3  CF3  F 

Rf 101 Rf 102 Rf 103 Rf 104 

0 
HO CI HO 

S / 0 S / 
S / OCH2CF3 

Rf 105 	O Rf 106 O Rf 107 OCH2CF3  Rf 108 

Br-N1---- 
0J1

NO- -S, 	1-CF3  
HO 	N•:- 	

ci,..,..„,...1‘1,... 
I 	 I 	--0 , 

S.  ---/( 
OCH2CF3  NI;-"0".".'CF3  N 	O''''CF3  "---N 

Rf 109 Rf 110 Rf 111 Rf 112 

0 
HO"-"Ns..--S 	r-CF3 ,HO 

I 	--0 
1‘1 

c 	 FI---"N[S. 	/-C 3 
--13 

N N::-.,„..0„.CF3 CF3 N 

Rf 113 Rf 114 Rf 115 Rf 116 

Cl 
"--n..„., 

N
-- 	0 	CF3 

HN \ 
N- 

F 

HO-""` 	\ 

N--- 

 F 

N- 
01--NN.,s, 

F 
Rf 117 Rf 118 Rf 119 	F Rf 120 	F 

Me Me 
0 0 

Et0 HO HO 
S / 

CI 
S / 

S / S 

Rf 121 	CF3 Rf 122 CF3 Rf 123 F F Me Rf 124 F 	Me 
F 

HO Br CI 
 S/ S / CI 

• 

ill  

F F OTBS 
F 

Me Rf 125 Rf 126 	Me 
OTf 

Rf 127 Rf 128 

WO 2013/147183 375 PCT/JP2013/059589 

[fc56] 

HO 

CI 

>^CF3 

N" "0'\ 

Rf 93 

CF3 

Rf 97 

CI 

HO 

P N' ""0 CF3 

Rf 94 

CF3 

Rf 98 Rf 99 

HO >-CF3 
O 

Rf 96 

HO 

Rf 100 
Br 

Br 

OCH2CF3 

N. 

Rf 109 

H0'T'5 N 
Rf 110 

N O^CF3 

Br' Tr* 
CF3 

Rf 103 

Rf 107 OCH2CF3 

CI 

N O CF3 

Rf 111 

Br 

Rf 104 

HO 

Rf 108 

0 

// 
OCH2CF3 

S ^-CF3 

N 
Rf 112 

H°-~YVCTCFI °Hf 
N 

Rf 113 

S A~CF3 />-o 
N 

Rf 114 
N' 
Rf 115 

HO 

0-/CF3 O^CF3 N 

Rf 116 

CI 

N' 

Rf 117 

O^CF3 

Me 

HO 
s-// 

Rf 121 CF3 

HN-\ 

Rf118 F 

Me 

CI 
s^// 

Rf 122 CF3 

HO 
Ni 

Rf 119 FF 

O 

EWTN^ 
sy 

Rf 123 F-T~Me 

Rf120 F 

H0^O 
Rf 124 F-T~Me 

HO-^V^N 

Rf 125 Me 

ci-^V'N 

Rf 126 F Me 

CI 

OTf 
Rf 127 

Br 

OTB S 

Rf 128 



WO 2013/147183 
	 376 

	 PCT/JP2013/059589 

[4E571 

NBoc NBoc I 	NBoc I 	NH 

E *H6 OH 

_ HO  
0 6  	F' Oy\-- 

Rf 129 Rf 130 0 Rf 131 	0  Rf 132 	0 

NH 	 NBoc NBoc I 	NBoc 

F*HO 
F * 

0 SI 	OH 	 OH  F  HO 
F 	0,1(1\-- 

Rf 133 Rf 134 Rf 135 	o Rf 136 0 

NH 
I 	

NH ,,,,-,N,Boc NBoc 

0 

Ftf 137 

ITBoo 

 OH 
Rf 138 

NBoc 

Me° 	N,..„,„-1, 
I 

CK''4
Rf139 

H 

Me0 

...,, 	01-6 
CI 

Rf 140 

NH 

Me0 Me0 Me0 Me0 
,., 	n 

CI' -",""
,._1 I 	OH °I-6Piv ,-- CI 

cr„--....1 	OPiv —Piv CI 

Rf 141 Rf 142 Rf 143 Rf 144 

N"Boc „„,-.N,Boc NBoc NBoc 

Me 	 MN,...,,,,,) 

,.. 
01-6N 6 

F 	,-' 	Piv 
Me 

OPiv 
Rf 145 Rf 146 Rf 147 Rf 148 

NH 
Me 	I 

NH 
N 

,,,m,Boc 
HQ 	," 

CI 	N„;,,,,,„i 
,Boc 

Q 
CI 

F,,.1 	OPiv F 	,,-' 	OH 1 	OH I 	O
. 

Rf 149 Rf 150 Rf 151 Rf 152 

Boo (''NH ---'-'NH N. 

CI CI 	) CI N HO, 
" 

I 6.Ply 0' Ply I OH 
Pv  

6-i 
Rf 153 Rf 154 Rf 155 Rf 156 

NBoc 
NCH 

,,..N, N ,)
-7.'"NH 

\ 

NBoc 

6,piv  
''''C'' 	eLPiv 

,-- 	ohl 16  Me 
Rf 157 Rf 158 Rf 159 Rf 160 

WO 2013/147183 376 PCT/JP2013/059589 

[<b57] 

NBoc 

Rf 129 

Rf 133 

,Boc 

Rf 153 

Rf130 0 

NBoc 

H0 OH 
Rf 134 

Rf 154 

.Boo 

Rf 156 

.Boo 

Rf 157 Rf 158 Rf 159 

NBoc 



WO 2013/147183 
	

377 
	

Per/31'2013/059589 

[4b58] 

NBoc NBoc NBoc NH 

1101 ~ H 
OH

',.. 
0 11101 F 	 F y< 

Rf 161 0 0 
Rf 164° Rf 162 Rf 163 

NH '"NBoc --''NBoc "NBoc 

Me0 N„,,,,:\,,,I., 	Me0 N 	- 	 Me° 
- , N„....,,,,,,) 

0 OH .,--' 
I 	OW% 
'N--%''' 	'b1-1 

I 6itk
. 

Rf 165 Rf 166 Rf 167 Rf 168 0 

--F", 	NBoc --""'"NH "--̀ 11H NBoc 
Me0 N.,,,,,_,,L,,J 	Me0 	 Me0 N.,..„--t„..) 

I 	
T. 

---.„-,..--,'0 6 r 	OH lis 
Rf 169 0 Rf 170 	0 Rf 171 Rf 172 

NBoc NBoc NBoc 
F 

I 	NH 

S
iOH 
 %."OH 11110 0 

Rf 173 Rf 174 0 Rf 175 Rf 176 0 

i 	
NH 

OH 

NBoc 
gith 

F illir 

CI 

F 

NBoc 	 NBoo

CI CI401 

OH 	F 5 

Rf 177 Rf 178 Rf 179 Rf 180 0 

CI 
NBoc 

I 
‹" 

CI 	„..
)

NH 
.„7. CI I 	

NH 0 
OH 

NBoc 
AI 

F 	111151 

I 	6 
F 

Me° 

...--* 

0 Rf 181 
0 

Rf 182 Rf 183 Rf 184 

Me0 N "NBoc WON 
 -''''''NBoc '''''', 	NBoc NH 

Me0 	I 	
Meg 

HO 
OH 

f HO OPiv •Piv 

Rf 185 Rf 186 	0 Rf 187 Rf 188 

H `NBoc --N NBoc NBoc 
WO S 

--...*•„--.1 	OH I OW%OH \ 	i 	- 
\ I 	0 

Rf 189 Rf 190 Rf 191 0 Rf 192 

, 	NH 
S 	i 

' 	6( 

'''''''

,)

NH 

\ 1 	pH 
S ,,_ &  

----"NBoc NBac 

.,,, 

-CH 
Rf 193 0 Rf 194 Rf 195 Rf 196 

WO 2013/147183 377 PCT/JP2013/059589 

[•fb58] 

"NBoc 

Rf 161 

"NH 

OH 

Rf 165 

"NBoc 
MeOv_ ,NN 

0. 

Rf169 0 

"NBoc 

OH'* 
'OH 

Rf 173 

"NH 

^ OH 

Rf 177 

'"NBoc 
Ck 

r o. 
0 

NBoc 

MeO. 

Rf 163 

NBoc 
MeO. 

Rf 166 

MeO, 

Rf 181 

Me0V-N f'NBoc r- ' 
HO 

V-IN j 0~V 
HCAH 

Rf 185 

-NH 
MeO. 

OH 

Rf 189 

"NH 

0. 

Rf 193 0 

Rf 182 

Me°V-N f^NBoc y>iy H° 0 

Rf 186 o 

Rf 190 

Rf 167 

MeO 

Rf 171 

Rf 179 

Rf 183 

Rf 164 

"NH 

.0 

"NBoc 
MeO. 

V 

NBoc 

Rf168 O 

j^NBoc 

FIJ^ 
Rf 172 

"NH 

0. 

Rf176 ° 

"NBoc 

OH" 
Ck 

F' 
Rf 180 0 

"NBoc 
MeO.. ,N. 

Rf 184 

"NH 

OPiv 

Rf 188 

0. 
Rf 191 0 Rf 192 

NBoc 

"NBoc 

r 
0 

NBoc 

S. T OH"' 

Rf 196 
'OH 



WO 2013/147183 
	

378 
	 PCT/JP2013/059589 

[ 4 L 5 9 ] 

S \ 	''''''NBoc NBoc 	 NH NH 
---, 	: I 

HO E  0 a OH 

Rf197 0  Rf198 0 	Rf 1990  Rf 200 

.Boc N 
N,Boc 	 I 

,Boc NH  

00 N 0 0 	NHF 2 	
0 HN ,

P' ',. O 
Rf 201 * 	 Rf 202 	 Rf 203 

C/   N  -,s', 
o' 

Rf 204 

1 	NH NH 	 1 
i 

.Boo 
	 1 	NH 

F 0O N O 0 NH2 	0 H N y- 	F ® HN Ir.'  

Rf 205 * Rf 206 	 Rf 207 	0  Rf 208 	0 

 

,Boc 
I 	NH _Boo 

I NH 
0O  N O 	F 0O N O 

0 
* 

NH2 

Rf 209 * 	Rf F  210 * 	Rf 211 Rf 212 

NH 

• 

 NH 
. 

0 
. 

/1H2 	O 	N 	OH O N 	NH2  

Rf 213 . Rf 214 	 Rf 215 Rf 216 

F F 	 F 

I. 	 I. 	 • • 
N 	NH2 	°yN 	OH 	0 	N 	NH2 /NH2 

Rf 217 Rf 218 	 Rf 219 Rf 220 

0 0 

 Tf0 	• 	
O  N • 	e 

0 

NH2 
0 

• NH2 
* 

0FRf 
0 

221 Rf 222 	 Rf 223 Rf 224 

0 /--.......--., 0 
F . 	N-Bn F 

• 
NH 

* OAc It 	"OAc 

Rf 225 Rf 226 	 Rf 227 Rf 228 

WO 2013/147183 378 PCT/JP2013/059589 

atm 
S-"^ C "NBoc 

H60. 

Rf197 0 Rf 198 0 

.Boo 

Rf 202 

F 

Rf 213 u 
F 

NH2 cv ^ Rf 217 

Rf 214 

F 

fS 
<V-N OH t>"' 

Rf 218 

Rf 221 

Rf 199° 

.Boo 

Rf 203 

.Boo 

Rf 207 
Y 
0 

Rf 211 

F 

f s 
OH 

Rf 215 

0 
°V-N ^NH2 

O' 
Rf 219 

Rf 200 

Rf 204 

Rf 208 

0 °yN NH2 

^ Rf 216 

0 
NH2 O" ^ Rf 220 

Rf 222 Rf 223 Rf 224 

F-^v3~NCXyN_Bn F_HWHNCCNH 
Rf 225 Rf 226 Rf 227 Rf 228 



WO 2013/147183 
	

379 
	 PCT/31)2013/059589 

[ILO] 

0 	N 'p 0 0 N 
4110 

# 	
0 

Rf 229 
411 	"NH2 

RI 230 

ip 	0 
R I 231 Rf 232  

NH2 

0 
N 

fa NH2 
fik 	N"\ 

H NHBoc 

F 	Rf 233 RI 234 Rf 235 Rf 236 

0 
0 NH 

F• 	NH2 . 4 

NBn • A NBn 

F 

 
F 
 . A 

Rf 237 RI 238 Rf 239 Rf 240 

F F F 

10 	0  110 110 
' '''' 	NH2 

HN NO2 
BnN 0 

BocN 0 BooN Br 

Rf 241 RI 242 RI 243 Rf 244 

Me, Me, 
,a2 NO2NO2 NO2

N   \ 	k ..,, NH2 

III I 
F 

F  IP,  
F 	Rf 245 Rf 246 Rf 247 RI 248 

NH2 10, NH2  
. N . is 

• 
40, ,N 

IP Rf 249 fik 	0 Rf 250 Rf 251 gli 	0 Rf 252 

,NH2 Me020 	,,OH . Me02C 	N H0 2G 	N  IP . 40  40,  

• o 	F * 	0 
Rf 253 Rf 254 Rf 255 RI 256 

F 

H2NOC„. N  NQ 	N 	110 kr-40, NH2 
F>L...., 
r 	̀N-Boc 

F. 	0 F. 	0 w- NN__J ill  
Rf 257 Rf 258 Rf 259 F 	RI 260 

WO 2013/147183 

Ub60] 

379 pCT/Jp2013/059589 

Rf 260 



WO 2013/147183 
	 380 

	 PCT/JP2013/059589 

[4k,611 

N-Boc 
jN

H NH N s,....  j 

rNBoc 

N 

110 CF3CO2H CF3CO2H 
F 

0  

Rf 261 Rf 262 Rf 263 Rf 264 

(--NH ""--CNH , 	NH NH 

N 
--N 	HCI .,,N 	HCI 

Cl"-'y  HCI 

Rf 265 OMe Rf 266 OMe 	Rf 267 F 	Rf 268 

NH 
S 

-_----,..Nti 
1 

NBoc NH 

a 	HCI 
F 

\ i 110 	0. 
"Si 

OH 

CI 	Rf 269 Rf 270 
\ 

Rf 271 Rf 272 

Tf0 	0 NBoc NBoc NBoc 

"L'it'OMe 116 HNIrOMe 
`N'' * 0 	OMe 0 	OH 

Boc Rf 273 Rf 274 Rf 275 Rf 276 0  

Me Me 
1 	NH 

I
, 	NH NBoc NH 

F 	HN y0 Me III 	NH2 so OH 1110 	CF3COOH 

Rf 277 	° Rf 278 Rf 279 Rf 280 

Me Me Me 
_Boo 

NH N'Boc
Me 

NH 

a CF3COOH 	F  0F  • F F Si • 
F 	Rf 280 Rf 281 Rf 282 Rf 283 

NH 1  Me  M 
NH NH (NH 

N.,,„-i 

F 
 a Ha 0 	Ha 

F 
 40 OH 1 

Rf 284 Rf 284 Rf 285 Rf 286 

NH r.'"NH NH 0 NH 0 
.--'-•-•-r-, 	N.,) 

ov--...fh N 

N,,,) 

N 
. 	-it, MeS 	N 	N'"'\\ 1,, 

H LT 
MeS)t,NAN 

H 	H 	S / 

OMe Rf 287 Me 	Rf 288 Rf 289 Rf 290 	
CF3 

WO 2013/147183 380 PCT/JP2013/059589 

[fc61] 

N-Boc 

Rf 261 

^ M NH 

CF3CO2H 

Rf 262 

. F ps 
NH 

GF3CO2H 

Rf 263 

r? 

Rf 264 

Boo 

vV 

•^T 

VNH 
J 

Rf 265 

"NH 

HC! 

CI Rf 269 

HCI 

OMe Rf 266 

Rf 270 Rf 271 Rf 272 

TfO 0 

N 
Boc Rf 273 

NBoc 

0 OMe 
Rf 274 

NBoc 

Q^OH 
Rf 275 

^NBcc 

HN. ,0Me F y 
Rf 276 0 

-NH 

HN_,OMe F T 
Rf 277 0 

NH2 

Rf 278 

Me 

AN-BOC 

F^°H 
F ^Rf 279 

Me 

fjr 
JIJ GF3C00H 

Rf 280 

Me 
NNH 

•^r 
CFjCOOH 

Rf 280 

.Boc 

Rf 281 

Me^_^-x.,.Boc 
N 

Rf 283 

Me. 

Rf 284 

f^NH 

c.-VN 
OMe Rf 287 

Rf 284 

f^NH 

N 
Me Rf 288 

-NH 

OH 

Rf 285 

NH 0 
1 1 

MeS N N^\j » WN 

Rf 289 

// 

r^NH ,u 
Rf 286 

NH O 
1 1 

MeS N N' 
H H 

Rf 290 
CF3 



WO 2013/147183 
	 381 

	 PCT/JP2013/059589 

[4 	6 2 ] 

0 0 0 0 

	

N
AN 	 N

AN 

	

MeSA 
 lsrj 	

S 	 A „.1., 	/ 
MeS 	N 	Me 	 MeS 

CF3 	 CF3 

NAN 	 N
A

N A ....,i, 	/ 	 ,LL 	s / N 	Et 	 MeS 	N 	nPr 
CF3 	 CF3  

Rf 291 Rf 292 Rf 293 Rf 294 

NH 0 0 0 	 NH 0 

MeSAN)-L
N N

A 
N 	 NN 	 MeS).LNAN 

N 	 S
AN

A 	

s / 	H 	H 	s  / H 	H 	/ 
S
A 	S 

Rf 295 	Br I 	 Br 	I 	 Br 
Rf 296 	 Rf 297 I Rf 298 	C 

0 0 	 NH 0 0 

NAN 	i N
,ii..

N 	i MeSANAN 
H 	H N

A
N 

s
),,

N CI 
711„  *1„, 

S 	N 	CI F 

)1. 	....i 	O / 
S 	N" 	"•• 
I 	 CF3 

1 	Rf 299 1 	Rf 300 Rf 301 	F 	F Rf 302 

0 	 NH 0 0 0 

N
A

N 	 MCSANAN  
/ 

N
A

N N
A

N 

S N 	
0 H 	H 	S / 

S
A 

SMe
S A 

N
,) 	s  

1 	 CF3 
Rf 303 

0 	1411/ 

Rf 304 I 	Rf 305 I 
Rf 306 

0 

N \ 	H N 
0, P 0---/  

F---/ '0  

F 
''', 	0, 	I,F 	

NH 	0 

- 	‘s---'•F 	MeS'ANAN 	0 	I,F 	„.1.1, 
N"--'.0- ,c, 	H 	H 	, 	'§,."F 	S 

	

0- 	I 309 	t)  

N
A

N 	
F 

1 	0, )<F 
41, 

N" 	̀• 	N 	02S, 	F  0 
Rf 310 

F F 	Rf307 Rf 308 	 Rf 

0 NH 0 	Me 
0 0 

NAN 
	 F , -", 	q,  )<F 	.,,sAN.I.L.N  

),..„ 	,,..1 	I 	,S 	F S 	N 	N 	0 	' 0 
H 	H 	s / 	''S 

N
.11.N 	 NAN 	iii 

A 	S / 	 ..4 ..) 
N 	Me 	 MeS 	N 	446-1-F  OMe 

Rf 311 Rf 312 	CF3  Rf 313 	F 	F Rf 314 

0 

NAN 	ii HO S N H2N 
S 

,,,11,  , 	*I.,  
MeS 	N 	Me .1rIP  OMe 

Rf 315 

F 	CF3 	41 
F 

Rf 316 

0 
F 	CF3 

Rf 317 	F 

F 	CF3  F 
Rf 318 

NH 0 0 0 

S
J-1NAN NAN 	 H 	H NAN 

H 	H 	s 	 •, 

F 	
CF3 

A -...L. 	S/ 	MeS...„,N-,eN  
S 	N 	Me 	F 	11 

NH u 	 MeS A 	
A 	..,,j 

N 

Rf 319 	F Rf 320 	F3C 	F  Rf 321 Rf 322 

WO 2013/147183 381 PCT/JP2013/059589 

[fc62] 

o 

MeS"^N^ 
CF3 

Rf 291 

0 

1A»- , 
MeS""^N^MeS"" 

Rf 292 

0 
NAN"N^=\ 

MeS^N^Et5^ 
CF3 

Rf 293 

0 

A , / 
MeS^N^nP?""7 

Rf 294 
CF3 

NH 0 
A A 

MeS N N 
H H 

Rf 295 Br 

O 

N^N' 

sV ^ 
Rf 296 

Br 

O 

N^N 

S^N 
Rf 297 Br 

NH 0 
A A 

MeS N N 
H H 

Rf 298 

S~/ 
CI 

o 
N^N 

sV 
1 Rf 299 

CI 

o 
N^N N . 

I Rf 300 
CI 

NH 0 
A A 

MeS N N 
H H oJ 

Rf 301 F F 

O 

N"% 

S^N 
I 

Rf 302 
CF3 

O 

N^N 

sV 
Rf 303 

CF3 

H2N 

NH O 
A A MeS N NJ^Ssr^s\ 

H H IJ 
Rf 304 f\~ 

O 

sV^J<_ 
1 Rf 305 /V 

F NH O 
0 L.F A A 
's-^F MeS N N 

N O SQ H H 
Rf 308 Rf 309 

O >F 
•vS F 

O 

1 Rf 306 A~ 

O 

N^N 

S^N' 
Rf 310 

O j> 
ve^c 

N^O'% F 

O 

N^N a AF 
,;S^F 'o 

Rf 311 

O 

N^N r, 
II J (I 

MeS N Me 

Rf 315 

OMe 

H0^D 
^V-CFs 

Rf 316 Rf 317 

H2N^(A siL F-t~CF3 
F 

Rf 318 

NH O 

-S^N^N' 
H H -L/ 

F"h"cF3 
Rf 319 F 

O 

3'^N^MeS"^.F 

Rf 320 F3C F 

H " J| > 
MeS^,N^-N^>-s 

NH O 
Rf 321 

O 

N^N 

MeS^N^ 

Rf 322 



WO 2013/147183 
	

382 
	

PCT/JP2013/059589 

[lI63] 

0 0 

MeS 

N
AN 	

NH 
A  
0 	

NAN 
MeS

A
NN ,k 	

,k 
N 	 H 	H 	 MeS 	N 	Me 	

MeS 

NH 0 
A ANN 

H 	H 	
..1"P  

Rf 323 Rf 324 Rf 325 Rf 326 	
CI 

.„..0Ac 0 ,,OAc 
0 

A 
O''''N 	0 	 N

I 
	N 	101 	Ce"N 0 N

A 
N 
N

N
H 

A 
MeS*N-JLN 	irk 	MeS'I'N-:&1 	CI 	MeS 

A 
N 	N MeS 

g/ 

H 	 OAc 
‘qi..-F  CI 

H 	H 	S / O Ac 	CF3  
Rf 327 Rf 328 Rf 329 	CF3 Rf 330 

0 CI 

H..11.
N 

CI 
.1.,  ' 

0 
A 

NNH 
j..;

;N j J. J A . J _ s 
MeS

A
O N 	lvre 

CF3 
N 	N 

I N 	N 
I 

Rf 331 0 OH 	 F 0 OH 	 11101  6H 
Rf 332a Rf 332b 	F  Rf 333a 

0 

N
A

NH 
0 CI 0 

N
A 

NH .1.. 
N
A

NH 

I 
NA N ,

,5J 
,k 

N 	N 	Me HO 
N 
A 

 N  ..
.j 

_.;,j N 	N 

0 
I 

OH 
101  JO Rf 333b 101  OH 

Rf334 	
F

Rf 335 
OH 

Rf 336 

CI 0 0 0 
N

--I.N  " N
A

NH N
ANH N

ANH A 	,,J 

0-1.1 	N  
A .. j A ----N 	N 	Me 

A 
di,  N1D-1.11 	N 

N ,..) 
r'N 	N 	Me 
N,.) 

F

AI 
 

IP 	 ilir 
ig
& 

lir 
i
i
ii 

 

Rf 337 Rf 338 Rf 339 	F iggl  Rf 340 

CI 
-I'-,N 

0 

N
ANH 

0 CI 
N.. 

NA
NH .1.. A 

N 
 ,,j 

N 
A 

N 
 .) 

N N
A

N Me 

N' N 

, 	N
,..,1...;„

N
j 

1101  

I 

F 	Rf 341 	F Oil  Rf 342 	F  0 Rf 343 Rf 344 

01-1 0 0 
..i.. N' N N

.J.L.
N N 

A
N ,I,,, j 

N 	N 
A 

-----"N 	N 
A 	,...J 

N 	N 4"-Per  CI 
015.--<) ...,,,,..) - 	 F 

F 
F 

>5-6 
Rf 345 Rf 346

0
Rf 347 

WO 2013/147183 382 PCT/JP2013/059589 

[<ft63] 

MeS 

0 

N^N 

Rf 323 

NH 0 
U.SANA 

H 

Rf 324 

A A L/f MeS' 
MeS N Me^—^ 

Rf 325 Rf 326 

NH 0 
XNX 

H 
CI 

,OAc 

O N 0 
A A MeS N N 

H H 

Rf 327 

0 

N^N 
II 

MeS N 

CI 
OAc 

Rf 328 

CI 

,OAc 

O N 0 
A A 

MeS N N 
H H sA/ 

Rf 329 CF3 

MeS 

A ^ N 
.A ' AH 

OAc CF3 

Rf 330 

Fja 

CI 

N^N 

0-KAN'J 
N 

Rf 337 

CI 

N^N 

N^V 

F-^- Rf 341 

0 
A N NH 

N<V 

Rf 342 

0 
Jl 

N NH 

N^N^Me 

Rf 343 
>6 

CI 

N^N 

N"H^ 

Rf 344 

J0«t 

OH 

N^N 

NV 

Rf 345 

,0~r 

0 

N^N^V^V 
N>V 

F F 

Rf 346 

0 

N^N „ 

N^V l' 

Rf 347 

CI 



WO 2013/147183 
	

383 
	 PCT/JP2013/059589 

[1I 64] 

0 	 0 0 

NANi 	 NAN NAN 
J: J. 	/ 	 ,K ,5,, 	S/ 

•'''''N 	N 	Me 	 P

° 	

N 	N 	Me 	 --"N 	N" '• 
CF3 	''', 	 CF3,..0,7rN 	 F 

HO" 	 0 	
> 	,) 	F F 

Rf 348 	 Rf 349 	 0 Rf 350 

0 	 0 0 

NAN NAN 	16 NAN 
/ ),I,  ,1 	 _II, *J 

N 	N 	OMe N 	N" "• 
,..k 	, J 

N 	N 
CF3 

HN,..) 	 F 

Rf 351 	
F F 40 F 	

Rf 352 1101 CI 	Rf 353 

0 	 0 	OMOM NBoc 	
)...,.OH OTf,OMOM 

0H 	
,),

.,_- , OMOM -71'----'0MOM 

III 	OH 	 N 	 '''N' 
F 	 Boo Lc 

Isl".  
Boc 

Rf 354 	 Rf 355 	 Rf 356 Rf 357 

NBoc 	 CF3CO2H 	 Boc 
NH 	 N NH  

16  OMOM OMOM F 4111  OMOM F

OMOM 	40 	OMOM 

OMOM 5  OMOM OMOM 

Rf 358 	 Rf 359 	 Rf 360 Rf361 

0 	 0 

NAN 	 NAN 
,IL 	,,,J., 	/ 	 __Li , 	,,,j, 	/ 

N 	N 	Me 	 N 	N 	Me 
NBoc 

i 
CF3 	 CF3  

OMOM 

Si 

®

OMOM 
F 1101 	OH 

F 	 Rf 362 	 -,...-0 	Rf 363 Rf 364 

CI 	 0 

NBoc   
I 

0 

..-1,-
N.11.NH N ' N 

,k 	...J 	 .„.., 	,,,,j N 	N 	 N 	N 

HO 

OH 0 	'13n F 	 0 OH F 
411 

o 
Rf 365 	CI 	Rf 366 	CI 	Rf 367 Rf 368 

F3C 
0 HO 	 OH 	F S 

NH2 	NH 0 0 	I\ NH 	

. • 	
MeS

).z., 
 NAN 

 H 	/ F 
 

, 
0 

NAN 

Rf 369 	 Rf 370 	 Rf 371 	CF3 MeS 	N 	F 

Rf 372 

1H I 	 0 

''S 	N 	N---"rAN 	NAN 	-(-•- N  
H 	H 	S / 	 N 	S S 	'- 

Rf 373 	F F 	Rf 374 	F F 

WO 2013/147183 383 PCT/JP2013/059589 

[<ft64] 

HO 

0 

K> 
Rf 348 

0 

NAN , 

O r^NAN^MeS~^ 

Rf 349 

0 

CF3 r-NAA H vJ ^VF VY 1 o Rf 350 

HN^J 

0 

-rV 
Rf 351 

F F 

NBoc 

Rf 354 

0 
»AN 

KV 
Rf 352 

OMe 

0 ^OMOM 

"OMOM 

"N' 
Boc 

Rf 356 

O 

NAN- , , 

N-v ^ 
CF3 

CI Rf 353 

OTf^OMOM 
sOMOM 

"N 
Boc 
Rf 357 

.Boc 

OMOM 

OMOM 

Rf 358 

CF3C02H 
NH 

OMOM 

OMOM 

Rf 359 

OMOM 

Rf 360 Rf361 

Rf 367 

HO 0 

NH 
l\0 

Rf 369 

NH 0 

"sAaAs'"t> 
Rf 370 

Sr^NH 0 
F F JU. A 

MeS N N 
H 

Rf 371 

NBoc 

HO 

kQ N~Bn 

CF3 

X MeS N 

Rf 368 

F3C 

«V 

Rf 373 FVF 

0 

NAN-V^N S-{ 
Rf 374 FF 

Rf 372 F 

"S N 



WO 2013/147183 
	

384 
	

PCT/JP2013/059589 

[4b65] 

0 	 0 0 	 0 NA
N fal 	 NA

N ii 	 NA
N 11 	 NA

N 0 r....NA
N

e-I 	 r..--,N.4.
N '11347  CI 	 "Ir".  NO2 	r----N-LI-N-=' 	'IP.  CF3 NJ r.--,NA

N;) Ail 

 

lF iir 	

Me 
Ex.1 	

dik  N,-.J 	

F 
lik NJ 	 N,) 

WI 	Ex.2 F VI 	Ex.3 
F 111° 	

Ex.4 

O 	 0 	 0 	 0 
N 	gal 

A
N NAN 0 	 NA

N ®CI 
N):

N,J 	 .1."-. 	
NAN 	io CF3  

r...,-.. 	r.„-.N.Q.N 	OCF3 	re' NA.
N,J 	 r...NA

N
,J 

Al  N..,J 	

F
®N,....) 	 aski  N..) 

IP 	
Ex.6 	

® NJ 	
Ex.8 lir 	

Ex.7 
F

® NJ Ex5 

O 	 0 	 0 F 	 0 

	

NAN 	0 Me 	NAN 	0 	NA.N'Th---- -NAN 	ga 

	

risi)1.N:-..1 	 ,...,
N...Q.

N-) 	 f.-----NAN-:JMeN-r,t 	\ 	 .4111A7  OMe r 	 r'NA
N-;J 

aik  N,....J so  N.,_„..-1 	Ex.9 	 dim  N..„...1  

ir 	
Ex.10 	

F

N---) 	E 1 40 	x. I 
F 

	

go 	
Ex.12 

0 	 0 	 0 	H 	 0 
A 	0--- 	j 	 NAN 	NN 	 NA

N 	N ....., 

	

NAN 	 N N 
r'NA

N
.,-) 

	

r'NA
NJ 	 r.....,N,A

N
J 	L-% 	'0-\ 	("NAN') 	 CF3  

io  N....„.) 	Ex.13 	®NJ  .,.. 	 iiki  N..,..> 	 ilk  N,,,J 
Ex.14 	 Ex.15 	 Ex.16 ir 	 41.1-0,  F 	 F 	 F 

 

0 	 0 	 0 	 0 

	

NAN 	ilk S 	 NAN-,,, 	
Nrij'N''N '4-'N 	CF 	 NAN 	CI 

	

(..-NAN-.,-J 	lir 	' 	(....NA
N

,J 	ll  
(N

A
N*I 	"----/ 	3 r,N-X

N
-.) 

N,,) 	 Ns„....J 	 Ail  N.„....) Ex.17 	 Ex.18 	CI 	di 	Ex.19 	 Ex.20 
F

® N J 	
F ® IP 	 IIP- 	 F 'Iv" 	 IIIP- F 

0 	 0 	 0 	 0 	Ph 

	

NAN 	 NA
N 	 A 

cF3 	 N 	WTh---\,_-', CF3 	 NAN 	\ 

	

rN):N,-.1 	 r.-N-11,N.) 	N--- 

	

rNAN-) 	N CF3 	(NJ NJ HN-N 

F

AI.  N..,....) 
	

F
® NJ 
	 Ai  N,) 	

F

dui  N.,..-J 	 CF3 

UPI 	
Ex.21 	 Ex.23 	 Ex.24 RP 	

Ex.22 
1111P 	 Mr 

O 	 0 	 0 	 0  

	

NA
N NAN 	N 	 NAW'N 1:

...
1
.7
._.0 	 ... OF 	 """'N .:5 	 N

A
N 

rN,Q,N,-) 	 A -...) 	}---,-J 	 N -- rN-I:
N,) 	- (NJ  N F3C 	 r'N'I'N'j 	0"-"CF 3  

®NJ 

	
®N  .„....) 	 ®NJ     NO Ex.25 	 Ex.26 	 Ex.27 	 5 	Ex.28 

F 	 F 
 

F 
	

F 
0 	 0 	 0 	 0 

NAN 	N)..-CF3 	NAN 	S
;>--CF3 	 NA

N 	Ail 	 NAN 
S 	i.,---,NAN 	N 	 A ,.:. 	IP NJ N 	 r--N N ome 	CI 	re--NA

N-) 	N- 
N„) 	 Ali  N.....,) 	 nik  N„..) 

,11)F 	
Ex.31 

F WI 	
Ex.29 

F liri 	
Ex.30 110 

N,) 
Ex.32 F  

0 	rn., ,, 	0 	 0 	° OEt 	 0 ....r3 
N
A

N
„N N,  0 NAN....N.M.N  

	

(-AlAN.,..,1 	 NAN 	io 
r'NA

N.. 	OEt 	 NAN''N' ••,\_ 
N- 	 (--NA.

N
,),

NMe2  CI dik  N..,,..) 	 dik  N.,.....) NJ 

	

Ex.33 	 ist.  N.,,...) 	 N.,...)  RPF 	 F WI 	Ex.34 
lir 	

Ex.35 	 li 	Ex.36 

9EVN^ _v 9EX3 fr£'x3 fyd ££'x3 fYi 

n *m* N NO ~YK, N NO V rN^ rti-^ 
txTX hjY .ao/^Vv^ *•r • o >30% ° 0 NN"'NYN EdO-^N 

"VN^ lE'xa rN^d ora rN-0^d 62X3 <^£2* 
EJO-T^ l0Y"T°VNyN^ Ni f\N^ S~. ANJ d0VN^NYN XXJrl e^^N\.NrYN 

0 0 0 0 

(rarN0J iZX3 rN0d rN^d 92X3 
cd0^°r ,NT.N^ ^ ,NrN^ e ̂ ,NrN^ 

^-NYN 0~V-NYN VN-NYN JO-\^N N 

rV 
r-NrN^ 

,NN^'VN 

VN V-T\N~NYN NN'^YN edo-^N ft 
O.o.o 0 

>J0 '"3-NJ' fd E"a r N:"-rJ «'3 Nf''J ™ ,-,/•/ 

Kv^ td0tx,A° ^£U>^ Hd o O o 0 

*™r»Q rN-O''13, 81X3 rN^ "X3 

„ /~n fNrN^ /=, O-. ,NYNJ N^\ N^J 
^-<JUYft H^v 0 0 0 0 

91X3 rNXX v Sl*3 rn^ Hxa r^N'O' Ei"*3 ^ 
^0^,0 N N^J -V N ^o.^ r-NrN^ n r'Nr 

tX£Jl VXN <HA-NYN V-NYN 
o H 0 0 do 

n*3 ^NXT oixg r«0 6 "3 r^N 
9N0^ r-NrN^ \N-N^r'NrN^ r-NrN^ r-NrN-J 

kA_NyN TWNYN JAJLNYN 3WVCNYN 

8'X3 9x3 rn-^Xj s'*3 m 
•Y^ n JY° ,JDVI A--1 ^ A"J Hi |"T - ri r-NrN^ Ed00^n r-NrN^ >T"1 r-Nr sd0-^L-NYN |0AJL.NYN XJL^,NYN kA^.NYN 
O 0 o O 

s/ 

" "O^l 1 ePi " ra <-*&* *oj$r IO-OUY° 0 0 0 £ 

[99^n 

68S6S0/£I0Zdf/I3d £8UPI/£10Z OAV 



WO 2013/147183 
	 385 

	 PCT/JP2013/059589 

['fI661 

o 

NAN --,1-N 	cF3  
L----I 

o 
A 	N N 	W." kr ,...-CF3  

'-,---./ ANN 

o o 
N'jl'N-NN- ,.....N 	c 3 	 A. 	N N 	Isr-N" •_.-CF3  r.N.-11,N,J \----- i rN )L.

N.1 	 \-----/- (--..N1:N-;-1  
Me° isii  N,„...--I 	 N,) 	 Me 

0 
ilk  N..,,,) 	 A 	N..-}  ilk  

WI 	Ex.37 	ci  Ex.38 RP 	Ex.39 IP 	Ex.40 

0 0 0 
A 	.N 	 A 	N 

N 	isr'N 	\.--CF3 	N 	N"-NN" .sy-CF3 A 	N NIN-"'N. 	-...--"N 	CF 	N 	N"'N" ...-CF3  
' (--..N,A.N.-) 	k-----.1 	.„...N)1 lej 	1-----/- 

i 
,,...„ N.4NJ 	‘,-------/ 	,...-.,N.1:N-) 	-\----j 
i 	 1 

F3C 	) 	 N..,,,I N.,) 	 N.,) mibi 	 ilk  

®N 

	
Ex.41 

F3C • 
Ex.42 

F3CS 
Ex.43 	 Ex.44 

ir 	 Me Iri  
0 0 

	

A 	N 	 A 	.N 1,4 	N"-"N" N)--CF3 	N 	N'''''N 	-,_-cF3  

	

r^N...-) 	\,----/ 	(..NA N
-'j 	1  -----/ 

	

Nil  1\r"N" '..--N 	CF3 	NA

o

Is -.1--N 	CF3  
.„..-.N 
 

.1!N.:-.) 	1,--  --../ 	,....N.4N-) 	‘-'-----/ 
1 	 i 

al N.,..)
Ex.45 	

dilh  N.....„) 
Ex.46 	F F 

N.„.„.) 	 Me iith  N,.) 
0 	Ex.47 	 Ex.48 

ir  F300 -.111r"-- 	 Et 
0 F 

0 
Ur  F 

0 	 0 
A 	.N N 	N''''N 	...-CF3  A N 	14."'N" \\-CF3  

 A  WN''''N 	...-  GF3 	 N 	N--"N 	...-CF3  
):

N,) 	\---,./ 	r,....--.N,1,N:-1 	
NC N..,....) 	Me020 	1,1,-1 	 NC Ali  

‘,----/- 1  
1 	

.„--..NANe..-1 	t,-----/- 
1 

N 	 N.,...-1  N.,......1 	 F3C iii, 
Ex.49 

0 	

WO 	Ex.50 
NC 	 F 

Ex.51 	 Ex.52 
11111 	 F 411" 

0 0 0 
A N 	N''''N 	%--CF3  

('N):N-5I 	k-,---/ 
NAN.- --  CF3 

N):N ..) 

0 

	

A 	N 	N N 	N''''N 	,s,-cF 3 	 N 	fe ,,r ,...,3  

	

(N.1:1,1-) 	k'---.--/ 	 r., N.V. N*1 	1--",-/- 
CI * N .,) 	 NC * 

Ex.53 
F 

CI 
Ex.54 

isti  14,,,) 	 F3C dik  N...,.71  
UPI 	

Ex.55 

CI 	Ilijil 	

Ex.56 

0 0 0 	 0 
A 	N N 	N 	,....- CF3 

N N 	N''''N' %_.-cF, A 	.N 	 A 	-IV N 	N'''N, 	.,,--CF3 	N 	N's'N 	,.CF3 
r....---NAI‘ej 	\,---/- 	 .„...-... ') 	62- 

1 	N
AN

A 

1,...1\1A.N,J 	k---,-1 M 	 F 	r'N):N-,-,i 	1,---/ 
02N AI  N...) 	Ex.57 	na N---) 	Ex.58 * 14") 	Ex.59 	iii- N---) 	Ex.60 

F 	411111" 	 F 	"g111-7  CI 	41111F  
0 	 F 0 0 	 0 
A 	 A. 	N N 	1,1"--N" t--CF3 	N 	INI''''N 	..-CF3 

r1,1AN,:') 	1,----/ 	
(NAND 	_ 

	

.11-.. 	.N 	 A 	.N 
%.- N 	I\"'N 	CF3 	 N 	1,1"'N 	CF3  

.... 	.---J Me 	,---N 	N 	 F 	r....-.1,1AN-) 	1,---/ 

Et020 AI  N,....) 	Ex.61 	NC AI  N......) 	Ex.62 0 N"--) 	Ex.63 	* N.---) 	Ex.64 

CI 	4111" 	 CI 	41111111" 02N 
0 

0 0 
NAN 	Ali 	 NA,N 	III A -1,, 	ir ,----N 	N 	0 	1 ("NA.N-.1.0 IIIP-1 

	

dik, 
	N„.....1 	 1 

diiii. 
	N,,,,,i 

	

F 

 

IF; 	Ex.65 	UPI 	Ex.66 

	

NAN---"N 	:) 

("NAN') 	N 

110 	N...,...„) 
  Ex.67 I

F ® 
0 	 0 0 

NA 1,1,---N 

0 

Wit' N 	N 	'-',., N
A 

N 	 NA N 	...., 

N...J&N. 	N- 
CF3 

1'4-) 	4 N-jj'N 
CF3 

/ N 	N  .,J 	S 
NA

N-) 	s 
F3 	 F 0 	

Ex.70 Ex.68 
CI 

 Ex.69 CI 5 	
Ex.71 

WO 2013/147183 385 PCT/JP2013/059589 

[<ft66] 

MeO 

0 
NAN^CF3 

l"~ N-V W 

• lU 
Ex.37 CI 

j; 7 N f'-N'Sr w 

l--k^ Ex.38 Ex.39 

0 
NAN" 

r^N-V 
•N^J 

Ex.40 

0 1 
NArpNLNrcF3 I N^N^CF3 r^-V ^ r-y-v 

t> *•" Fs0JU M F,os-Cr 
o o 

xTtrc^ fyty^ f-N-V w r-'-N-'V ^ 
'NVX)EX.45 II^YN"/I Ex.46 FN F 

0 

iVO-0* 
f'"sN N 
•io 

Ex.43 
Me 

0 
NV 

1 J Ex.44 

'LrCF3 

w^CF3 

G F3C0^^ Et 
O 

N-^-NuyCF3 
r~NAfT w 

Me02C 

NC-U EX'49 

0 

f""N N W 

rXJ BS3 

o 
N-SJ-N^0^ 

r^NANJ 

.N^J NC. 
Ex.50 PCJ 

0 0 

N^tT-N^VcF-, NAhT 

I^N-JV ^ r^N-V 
Ex.47 YJ Ex.48 

0 0 
N-^N-^N-N-CF, N-^N' 

^N-V ^ r^N'V 
F3C.r^vN^ 

FXJ Ex-52 Ex.51 

NuyCF3 

w^CFs 

CI NC. "O 

r-*-N'JV 
O2N^Q,N^J EX57 

0 
K,Ak 

0 

NAN^N^y,CF3 

Et02C 

CI to 
N N^N 

' I N-^ Ex.61 

i-N. 
IJ O~0F3 

r~uxHJ w 

,0 

0 
NAN TI M J y 

f^N N 0 
•lU k 

Ex.65 

DOr' 

o 

fftrQF 
CI 

Ex.54 

xY^ r^N-Sr w 

Ex.58 

xYtr"--r^N-V w 

o 
NAN-N.N 

N^J Ex.62 

O 
"jpN—N-'V-CFs N^N 

I^N-V ^ r-NAN/J 

Ex.55 

o 01 o 
NA-N-^N-N CF NAN-' 

Me f^N-V F 
E"M Jf E"'M 
o o 

N^N^N-'VcFj NAN' 
Me ^ F r^NAN^ 

N^CF, 

Ex.56 

'{jKeFa 

'Nj>-CF3 

Ar«-J 
O2N JU Ex.63 N^J Ex.64 

"CI 

0 
NAN r, 
J1 JL 1! 

f^N^N^O 

» I Ex.66 

NAN""-N-^> 
r^NAN^ ^ •» rf*' 

o 
NAN^N-> 

"N'JV 
CF3 

Ex.68 

0 
NAN^N^ 

NAN^ 
-N->> 

CF3 

Ex.69 

0 
NAN t , *V s-^ 
Ex.70 

;F3 

CI' 

O 
NAN 

VNAN^ 

Ex.71 



WO 2013/147183 
	

386 
	 PCT/JP2013/059589 

[1E67] 

0 0 0 0 
N

XN Ai 

("NAN-) 	'IF' 

	

NA N 	iii 

CI 	r'N'A'N'') 	Cl CI 
NAN 

F NJ  N)I. CI 

NAN di 

r'NAN-)  ""r" CI 
>1-------N---)  Ex.72 N----) 	Ex.73 

410 	
----) 1.4 	Ex.74 	F

3 
C

_.>r  0y  N,,,..i Ex.75 
- 0 	 0 

0 0 
NAN al 	 NAN la 

r'NAN-) 
("NAN-:-.) 	411r.  CI 	 41112v  CI 
N„) 	 N..,„.) 

11A3'1  0 	• rN N 	CI 
N„..) 

0 

	

NAN 	ift 

	

NA N,-) 	"gr.  CI 
, N 	Ex.76 	 N 	Ex.77 

02N 	 F3C 
S 	Ex.78 

CI 
tix.79 

0 	F Ali. 	0 
0 0 

NAN di 

F 	NAN.) 
410 	

.161-2-P  CI 

Ex.80 

gpi 

	

NAN 	111 

	

NAN-) 	.11114' CI 
Me Ex.81 

NAN th, 
At. 0.NAN.) 	'illikv  CI liki •"Isl MP 	H F 	 F 	41111117  Ex.82 

NAN 	ill 
• A 	--••••J N 	'I." 	I 
H 
Ex.83 

0 0 
A N 	N 	Allth 

	

NAN.:1 	IW  
NAN 

I 	411.  • N N 
H 

NAN 
 NAN-) 	

40 

CI 	 CI 
H 

H
i 
s 	

Ex.84 
---' 

Ex.85 Ex.86 
0 

	

0 	 0 

	

NAN a 	 NAN s F 
A N AN.:-.) 

	

'Ir. 	 I „ciN 	N 	CI -) 

0  0 

	

Ex.87 	
N ki 

	

F3C--cj 	Ex.88 

	

0 	N-it- J N 	-I- CI

F 

   

0 
NAN! 	di 

Ex.89 	F 411111). 

NAN di 

NAN?) 	'4117.  Cl 

OH 	Ex.90 
0 	 0 0 

NAN 	 A 

® CI 	 aN.lN, NAN di 

	

NANi.I 	41111rP  

	

HO 	
. 

	

 Ex.91 	 Ex.92 

	

0 	
H 

® CIF 4I "41111A" NAN-)  
Me 	Ex.93 

Cl 

•HF  
0 

O 
OH .A. 

0 
F A NAN 

• F  ®
ND'.

'N
V 0 CI 	F ®N 	,N 1if; 'V ® CI 	i ..,..) CI 

H 
Ex.94 

H 
Ex.95 F 11.11 	Ex.96 

0 0 0 

H 	NAN 	AD 

	

N----NAN--' 	--.. 
H 

F 	 Ex.97 

0 

	

NAN 	CF3  

	

NIL
.
).-N 	CF3 

CI 	N
AN.,,J 	---• 	 N AN) 

F 41) 

	

Ex.98 	 Ex.99 	 S el 	 1110 
0 

0 

0 
NAN 

__CsdN
A N.) 

Cl 
Ex.100 
0 

AN N
A
N di N 

	

LN AN.) 	

41 

0 	S 	Ex.101 
F 

 

NAN 
CI 	NY' N A N.) 	.1111-47  CI 

NAN.) . 	•  I iill  N...) 	 0 
4.11) 	

Ex.102 	F  011 	0,-.1 	Ex.103 

	

NAN 	ithi 

	

NAN-) 	"glixF  CI 
H Ex.104 

WO 2013/147183 386 PCT/JP2013/059589 

[<ft67] 

o 

r'-N'V 
Ex.72 

0 
UA. NAN'~Y^I 
"V U'ClF 

0,N 
i] 0 

ks^-N"N~i NAN "Cl U*NV 
IVIe EX.81 

H 
Ex.85 

-CI 

Ex.78 

0 
r^i NAN' 

lrvN^ANAN^ 
FXJ H 

Ex.82 
0 

NAN 
'Ci 

N H 

Ex.86 

O 
NAN 

u r-N-V 
F3C^f°YN Ex.75 

1 O 

1 ^ A N-^| N N 
^VN'J 

£1.79 
0 

-A. 

CI 

"CI 

H 
Ex.83 

"CI 

CI 

NAN"V^I 
^~NAN^ 

0 
NAN 

/-N'V 
FiXs Ex'101 

-NAN^ 
0 H Ex.104 



WO 2013/147183 
	

387 	 PCT/02013/059589 

NL681 

0 

F  

NAN Ai 
„1,

N.)
N*1  	"r""' CI 

0 
NAN 

' ,J1,
N-J 	1 N 	 CI 

0 
NA

N ii 

N
.):

N,;.) 	'9157.  CI 

H  Ex.105 H 	Ex.1 06 F Ex.1 07 
0 0 

NA
N 0 

N,1..N.-) Me02C NAN • .); 	,-)  CI 	 N 	N 	CI 	F 
14„.„,) 

___ 0 riN,) *CI 
F 

 
• H 	Ex.108 

. 
Ex.109 Ex.110 

0F  0 0 
NA

N di 

N, 	
N.,,) 	

1r 	CI  
NA 	di 

N.-1L
N,-) 

N 	

'113.--  CI 

NA 

N.).!,N,,..-J
N  

Cl 

F  OH 	Ex.111 ~ 	Ex.112 Ex.113 
F F 

0 0 
NAN 

N-QN 
..,,,) 

di 

'CI 	CI  gab  
NA

N al 

r---N-11-Nj 	'Isr-  Cl 
Ex.114 EIF 

N.,-) Ex.115 
F 

W02»«/1J7,SJ 

T/fcegj 

387 PCT/JfMmS9ss, 

if, NAN 
ny-V 1 

EX-105 
CI 

N\ 

'H Ex /OS 

TC/ 

O 

tf-V 

OH 
vV I 

Ex.11 j 

C/ 

o,j> 
/yV 

6x.r06 

M00* A y 
^ AV * 
/V^ 

F-^s^ 
&C./09 

0 

c/ 

'C/ F~<H 

rrfrr-
£x. 107 

-Xf r^ 

ci 

% 

jg\ 
Ex.114 

V-V 

CI CI. 

Ex.112 

0 

n\ 
N 

CI 

II 

N 

Ex.1 io 

X?' rN 
c/ 

Ex.113 

CI 

EX.115 
CI 



WO 2013/147183 
	

388 
	 PCT/JP2013/059589 

NE691 

A. 	 0 A A 
0 0 

• 41 41. ).N sl 	® CI F  410 • N IfN 	 • 
0 CI F  * • N 1 

 N--  
) 	

®CI F  0 • 1N q  0 CI 

Ex. 116 Ex. 117 Ex.118 Ex. 119 	
HH 

0 0 0 
NAN 	ai 

"11112P 	CI 
N...„..) NJ 

0 
NAN 	iii 	 NAN 

 AN) 	'lir  CI 
ii N 	N .4. Ne) 	S c'11114-P 	I 

N...k.N.-) 	'42' CI 

\ S F  	Ex. 120 	 F * Ex. 121 Ex, 	122 
5  

F Ex. 123 
FF 

0 
0 

	

A 	 . 

F 

0 	ND, tjt ,,  N 	N 	CI 

0 
0 	 A ..1.. 

101 	 ih, 401 N 1,tN 	® CI 1N j 	O CI 	lir N 	
Ex, 126 

NAN  di 
e 	1‘,1)LN41 	41119Y..  CI 

101 * 	H  
Ex. 127 Ex. 124 Ex. 125 

F F 
0 0 0 0 	 F A 

N'll'N 	Ith 
N 	..-. 	..-1(N.-) 	.11127 	CI 

* 	NAN 6 

NAN 
 

,J 	'I"' CI 

* 1 rA 	• N 	N 	N 	I 
F 

	

NAN 	illi 

	

g-1,NI•J 	'111)' CI 

Ex. 128 EX. 129 Ex, 130 Ex. 131 

0 0 0 0 
NAN 0 	 NAN di 

NA
Ne) 	 NA

N-.%) 
'Ir.  CI 	 'IlIF.  CI 

NAN 0 
NAN.)  CI 

NAN di 

N.Q.N) 	.1112-.  CI 

F 0 	Ex. 132 	 F • 	Ex. 132 	 F  0 	EX. 133 F 0 	EX. 133 

0 0 9 
NAN NAN 0 0 

NAN 
NANJ 	S c' 
	

NA N.,-1 CI Na NON 	
CI N N 	

0 N,Ji...N1,1 	
ift 
'IV  CI 

F 
0F 	Ex. 134 	

0 OH 
Ex. 135 Ex, 136 EX. 137 

0 	 F  0 0 

	

NAN 	th 	 0 	 NA; 111 

	

r.--,NAN.,..i 	 r----N 	'1112" 0"------"- 'Ir.  CI 	 NAN 

0, 

	

NAN 	ril  

	

r'NN:i 	411111jk°  CI 
N,,..1 	 AN.::.1 

CI 	
dik,  N„.....1  5 

41.111 

0  N.„) 

Ex. 138 	 Ex. 139 Ex. 140 EX. 141 

0 	 0 0 0 

N
..11,

N 	1 „ NAN NAN 
 

NAN  
rNAN1,1 	

* 	

N
AN) 	N ...." 	F rNA.N..,1 

N rNAN:,)  '° 

®\/

N 	 0  N„) 	 0  N„,......1  0  N,,,,I 

Ex. 142 	 Ex. 143 Ex. 144 Ex. 145 

0 0 	 F 0 0 
NN 

rs.N.AN:J ,---N 
NAN 0 0 	F 

.1t. 	,J N 

NAN 
rN...1:N,:i 

NAN 
r
...„.„

N
,, 	s  , 	Sr 

air  N,,,,1 	 dik„ N.,) 0  N,......) 	 Br 
N') 	

Br 

1411, 	 Jr 
Ex. 146 Ex. 147 Ex. 148 	 F Ex. 149 

WO 2013/147183 388 PCT/JP2013/059589 

[<ft69] 

F-fV '-oaj6 i N' 

Ex. 116 Ex. 117 

^-cKi/ncx 
Ex118 Ex.119 

0 

••U "CI 

Vs 
F r Ex. 120 

F F 

Ex. 124 

0 0 

r^vUe! ^X^x, 
• '-cnC. 

o 

j'V Crn-
Ex. 128 

Ex. 125 

O 

NA-N'Y^ XjXg 

'L. 0 o 
0 N*N-V> F^VOL XXJ^Cl F-A-N! l\N~A WNJ U,, ^Ac, IAC1 
^ EX. 128 Ex.130 £x 131 

Ex. 134 

r,i"Xicl ^ 
-N^J 

Ex. 136 

0 

N^N-~Y% 
I^N "V ^-^0 

.»0 
^ 0 

NN1 I^'Yl 
Ex. 13B 

0 
.,Ak, 

Ex. 140 

O 
A ^ ^ N N'Y5I N Yl " n Tl 

j^N'V ^-Ao'-Vy N 

jry° rrM^ 
^ Ex. ,42 E".'« 

0 

1AN I 

,0^ 
r Ex. 144 

0 F F 
if i i /> N N T 

|"~ N-V S-? f^N'V ^ 
vN^ \ 

Ex. 146 Ex. 147 

0 

NAN-~Y^> 
r~uxHJ ®-< 

-N^) Br 

Ex. 148 

0 

N^N""YV0^ 
r-^N'V ^Aci 

•N^J 

EX. 141 

I°N^A 
I^NAN^ 

•lO F p 

Ex. 145 

0 
1 N N-"V*\ Q r^V ^Br 

Br 

Ex. 149 



WO 2013/147183 
	

389 
	

PCT/JP2013/059589 

E 7 0 ] 

0 
NAN 

0 	Br 	 0 0 
NAN 	N NAN NAN 

0 N):N;') 
,J r't‘ljtN 	S 	 r'N A 	S  

F FF 	
o

f 
 N....„,.) 	Br N,..) 

r'N4Ne) 	S 
N.,.) 	Br 

F  Ex. 150 Ex. 151 F 	 Ex. 152 

* 01 	
Ex. 153 

0 0 	 0 0 

NAN N
A

N 	 NAN''''N \ NAN 
A ,.,1 

r-NAN N- 	
FF 

 / 	r--N'N, 	r'NAN-,-.) i'-''N 	N 	F 
* N ,,,,) 

F F F 	
Or N.,) 01 N..,) 

F 	F

F   

. N'')  

Ex. 154 Ex. 155 	 Ex. 156 Ex. 157 

0 0 	 0 0 

NAN N...k.N 	 A  NAN 
i,....NAN%) N):N-) 	0  	Br  

F 	 F 	
NA

N
D 
 N):N.1 	F 

iii. 
 N...„.) F F 

SO 	 .I  SI  Mr 
F Ex. 158 

Ex. 159 	 Ex. 160 Ex. 161 

0 

NA
N 

N., ,NeJ 
" N 	 F NA

N 	
F 0 

F 	

0 

...jt 	, 	0 	F 	
N,ItN.) 0.--)<FF 	N 	N 

 , iS 

IF 

F I. Ex. 162 F 011 	Ex. 163 	 41  F 	 Ex. 164 

0 0 	 0 0 
NAN 
..11, 	.,,,,i N 	N 

	

NA
N 	...„„ 	

N
A

N 0 
	Br

)1, 	.,...j ' 	 N 	N 	Isr O'''''-''''-'-''• 	NAN.), NAN 
NON 

 j 	F 

N' 0,1,  F 

011 Ex. 165 
F F F 	al 40 

F 	"e"- 	Ex. 168 	 F 	 Ex. 167 	F 401 	Ex. 168 

0 0 	 0 0 
NAN 

-11.. 	F 

	

0 	 N N Q̂._ F 	NAN `.• 	0,6 	 / NAN 	..„.. 

N).:N,:l 

	

,..̀ S ,_, F 	 IsrkN'I. 	F 	 NAN,""J 
N 	0" 	r-F 	 CI F 

N,J:N1-) 	N.- 

F 310 

* 

Ex. 170 	
ill Ex, 171 110 	Ex. 172 

Ex, 169 

0 0 	 0 0 
NA

N 
A N NA'r aN 	 NAN NAN 

NN-) 	
so 

NAN) • ®I 	N ..,... N..,,,J 	N ' 	 N,(1 N:ri 	B / 
Br 

40 F Ex. 173 

FF 
	

11101 0 	F 

Ex. 174 	 F 	Ex. 175 	F ®Ex. 176 

0 0 	 0 0 
NA

N 

N-NAN) N 
NAN 	

®p 

	 N
A,N so 	

_I!, 	...,,,j 	 NJ 	$ N S 
NAN 

N41sei 

F 40 Ex. 177    40 	 110 Ex. 178 	 Ex. 179 	F 	F  ®Ex. 180 

0 0 	 0 0 
NAN 

.....6„. 	...,1 
N 	N 

)1,  ,) 	
116 0 NAN 	 NA

N 	00 IS 	
N 	N 	411111-" 0 	N.11.N,) 

NAN 	 F 

N,1:N.r) 

IP EL 181 

	

110  0 	F

F 	

F  

F 10 	Ex. 182 	 F 01 	Ex. 183 	 F 1101 	
N.. 

Ex. 184 

WO 2013/147183 389 PCT/JP2013/059589 



WO 2013/147183 
	

390 
	

PCT/JP2013/059589 

[ 4 E7 1 ] 

0 	 0 	 0 0 
NAN 	 .A..N NAN''N \ 	 N  A N \ 

N 	
N

N NAN-) 	S 	 NN 	FF 
	 NA

N,J 	 •J 	— NA 

F 
O 0 

	F 

F 	
* 	 11101 	OH 	

FFF  
Ex. 185 	 Ex. 186 	 F 	 Ex. 187 

Ex. 188 

O
0 	 0 	 0 

	

N
A

N 	 „1.1, 	s 	F 

	

NJ:Nei 	
N 	N .."1

\_ 
 j..—..(--F 	 NAN 	* 	 NAN 

N 	0 	 )1, ,J NAN  .,J 

	

NAN-) 	/ 	F 	HO 
Or..0 	 ".. 	

N 	N 	0 

F 

F 

F 
• OH F - F 	0 	 0 	Ex. 191 	 0 	• F 	 OH F 

Ex. 189 	 Ex. 190 	 Ex. 192 

0 	 0 	 0 	 0 

HO 

	

NAN 	 NAN 	N\ 	 N-11.N 	 F 	 NAN 

	

N'AN'14 	1.111— 	 HO F 	
), .,,) 

	

N AN-) 	0 	HO N N 	• 	F  0 	F 	 N A lej 
F 

• 
F F 	 F F 	10 

0 
F F 	 Ex. 194 	 Ex, 195 	 OH 

Ex. 193 	 Ex. 196 

0 	 0 	 0 	 0 
NAN 	 NAN 

HO 

	

NAN 	
NN  HO 	N

). N„..„I 	/ 

	

NA-N.j 	S 	 N HO 	
A 

N  j 
	

Br 	 NA.N•:-J 	S 

.-.., 	 .-. 

11110 0 	 0 	 OH 
Ex. 197 	 Ex. 198 	 F 	 Ex. 199 	 F 0 	

Ex. 200 F  

O 	 0 	 0 
0 

	

NAN 	 NAN 	 NAN N \ 

	

N):N-) 	S 	 tsr” ts,t
N 

 
NA

N 	S i 	 NAN:-..1 	fi — 	
NAN -) 	— NA 

F 	F 	 F F 
F F 

F 0 OH 	 0 OH 
Ex. 201 	 Ex. 202 	

0 	

Ex. 203 	
F 0 	01-1 

Ex. 204 

0 	 0 	 0 	 0 

NA
N 	 N'AN 	N\ 	 N

A 
 N 	..„., 	 NAN 

NAN-) 	 N S 	 „I1„ N.„.j 
N A N-..,1 	S 	 NAN,J 	N— N 	0 

F 	 F 	 0.S.0 

F OH Ex. 205 	F 	OH Ex. 206 	 01 	OH 	Ex, 207 	0 	OH 	Ex. 208 	F "
F 	 F 	

kF 

0 	 0 	 0 	 0 
NA

N 	i 	 NA
N 	

A. 
11 	 F

F 	NAN -)- 	F 
NA

N
e) 	 )„ ,..,,,) 	 „

Nil 	Up 	% 	
-) 	N'. 	--.,..,,„)<F 

N 	N 	 N 	N 	Oa  ID F 
	

NA N 	0 	F 

F$1 OH  Ex. 209 	F O 	OH 	Ex, 210 	F O 	OH 	Ex. 211 	F  011 	OH 	Ex. 212 

0 	 0 	 0 	 0 
A 1

N

1 	iii- 	q 	F 	NA
N 	 NA

N 	..,,, 

'Mr 0.,S,
o
, 	F 	.,11, 	,,,j,,,, 	

Is li'NN N 
N
A

N
,....„ 	N— 	F 	 ), „,... N''' 	 N 	N 	 F 	 N 	N 	N 	0 

OsSO 
ail 	OH 	OH

I 
 	OH 	 F''F OF 	OH 

F 	 F 	
F 	 F  Ex, 213 	 Ex. 214 	 Ex. 215 	 Ex. 216 

0 	 0 	 0 	 0 
A. 	 NAN  

N WThrk) 	F 	NAW'N N 	 NAN c  
A 	--', 	11. ..)',..,,O,.....-kr 	,JJ, 	,1 	ii—

NA
N

..)...., 	 NJ:
NI-) 	0 

N 	N 	N 	F 	N 	N" --• 	F 

F 10 	OH 
F  FF 	111 

CI 0 	
F F 

F 	411112P 	OH 	
F F 

Ex. 217 	 F O 	OH 	
Ex. 218 	 Ex. 219 	 Ex 220 

WO 2013/147183 390 PCT/JP2013/059589 

[<ft71] 

0 

NAN 
N N 

0 
X ^ NN 

(~HANTJ N=(F 

F 
Ex.18 

F F 

0 

NAN'"V>\ 
NV 

Ex. 187 

0 
A „ 

N N N**% 

N N X-F 
F F 

J AN ^Nr~-0AF 

0 1 
N N^N-^ 

(V K 
0 

NAN-"N-\ w K 
FV 

Ex. 217 



WO 2013/147183 
	

391 
	 PCT/JP2013/059589 

] [1l 72] 

0 0 0 0 
NAN 

r,N.1:N).., 
 A N 	0 

r•-•..NAN*IN, 	' 
("NAN)., 

NA
N -"N 

N- 	F 	
Na 1  

N 	N 0  1,1,„...1 	 F F N 	 4 	111P 	N) .,„) 
F  

(FF * 
F F 

Ex. 221 F  Ex. 222 Ex. 223 Ex, 224 

0 0 0 0 

NAN' I‘ .N 	FF "_..4- NAN NAN NAN 

NAN: 	',-..-/ N 	N., 
*

CI 
), 	,,,,J 

® CI NAN) 	411112-F  NAN) 	S 

'.... F 

F 0 
Ex. 225 Ex. 226 F N  Ex. 227 	 0   

F 
Ex. 228 

F 
0 0 0 0 

NAN 	x N.it,N 	i NAN NAN 
NAN 	S 

NAN.) 	S NAN) 	$ NAN) 	S 
F F F FF 

,... 	Ex. 229 F 
 0 

N ", 
Ex. 230 	 T 	, 

CI 	N 

F F 
Ex. 231 	 N 

F F 
Ex./ 	232 

o 0 
o 0 

NAN NAN A 	S 	F A. 	S 	F 
NAND  NAN-) lit  

N 	N 
 ..,
:j 	

F
4--TO-4---F lit 

N„
:j4--"0---<-- 

F
F 

'  N 
CI F FF 

0F 	
F FF 
	

N 
Ex. 233 Ex. 234 

CI 	N 
Ex. 235 

S 
Ex, 236 

F F F 

 
0 

A 	S 	F 
NAN 

0 
NAN 

0 
NAN  

10 

.---V \—/,--F 
NAN-) 	11-, 	‘F 

Ex. 237 

	

WIN') 	s  
F 

	

Ex. 238 	

F F 
110 

F 	1110 

A ,), 
N 	N 

Ex. 239 	
F FF  

N 

NAN) 	S 

Ex. 240 

0 	O''''' 	 F F „0 

0 0 0 0 
NAN NAN NAN NAN 

NA.N 	S 
NAN-) NAN.,) 	S 

NAN) 	$ i 
F F F 

F 	N 
Ex. 241 (01  F 
	 Ex. 242 	

F F 
* 

A 

F 
Ex. 243 	 , a 244 	

F F 

0 0 0 
N AN NAN --.'" 5 	FF r  Nrik0'” 	\_....4-8 	FF 

,a 	S 	F N 	N '' 	\--(--F 
NAN) 	S 

NAN) 	V -) 	F NAN) 	-S sF 
Y 

 NAN-) 	--, 	F 

F F 
245 

0 	
Ex. 246 0 Ex. 247 

F
Ex. 

N Ex. 248 

F 	 CI OJ 

0 0 0 0 
NAN NAN NAN NAN 

NAN-) 	S 
NAN) 	S NAN,J 	S NANJ  

•-•.. F FF S 	 F FF F F
F  

F FF 
" 

F F  
Ex. 249 Ex. 250 	

• F 
Ex. 251 

'0 	N  
Ex. 252 

,0 

0 0 0 0 
NAN NAN NAN A 	S 	F N 	N "'"r \ —(F 

NAN-) 	S 
F 

NAN-) 	S NAN) 	S 
F NAN) 	11-, 	sF 

0 Ex. 253 	
F F 

0 	
FFF 

Ex. 254 F IPS Ex. 255 	
F F 

CI 	
I Ex. 256 

CI CI 	 0 

F 	F F 

WO 2013/147183 391 PCT/JP2013/059589 

[<ffc72] 

r^NAN' 
.lO 

JCCP1 

Ex. 221 

0 

N 
-tO 

Ex. 222 

0 

~'J7' 
r» 
JO 

F F F F 
Ex. 223 

N->-~-N^y^-F IN IN •F NAN-^Y^I 

f^N'V 
Ex. 225 

0 

NAN'~V:\ 

-J FV 
Ex. 229 

cr^ Ex. 226 

s-r^ FV 0\5=i Ex. 230 

fW M 
N'^Y^J F F' 
1 J Ex. 231 

II 
N N'VS 

f-N'V S"\_ 
VJ EX. 233 

0 

NAN'~V;\ 
-V ®-f 

-S. f. ,-w H Op * Ex. 234 XI CI N 

0 

NAN" T, V 

N-V F 

Ex. 235 
S 

F^F 

:n^L cx*~n rV^ 
18 pY^ Ex'239 

Ex. 224 

O 

r*v K. 
Cr^ Ex, 228 

0 

NAN'">^\ 

•NV K_ J .VF FF 
Ex. 232 

0 

N N^YSyiF 
NV 

Ex. 236 

u 
11 

N N^V^\ 

NV 
Ex. 240 



WO 2013/147183 
	

392 
	 PCT/JP2013/059589 

C4E73] 

0 0 
NA

N NAN 
0 

NA N 
0 

N,..U.,.N..) 

•.... 
N
AN-.:i 	$ / 

NJLN<) 	S 
N-ILN

NAN
'.) 	S 

F F 
Ex. 258 F 	N. , Ex. 257 ... N Ex. 259 	F F 

Ex.260 F 
CI • 

\--F 
F F F F F 

0 0 0 
0 

F 

NA
N 

A.,,--) 	s N 	1,1 
F 

F F 

AN N 
„it, 	,J 

N 	N 
F 

FF 

N
AN 

,fi. N 	Is )  
F 

FF 

A 

N
I

N r  
F 

Ex. 261 N ..., Ex. 262 	
F 	I 	...N Ex. 263 

0 
F F 

FF 
Ex.264

F 

0 0 0 0 
N
A

N NA
N NAN N

AN 
N
AN%J 	S N ..k 

 N 
 ,,,J N ...„8, 

 N 
 .„,.I 

NAle)  
F F  F F F 

N F F F 0 F F 
0 

F F F F 
\---S Ex. 265 Ex. 266 F 

Ex. 267 Ex.268 

F
F

F F 

0 0 0 0 

N
AN N

A
N N

A
N N

A
N 

01* 

N
-4N,) 	

S/
N.II..N..) 

F 
F F 

Ex. 269 , 

S 
F 

F F 
Ex. 270 

NA.N„,J 	S /  
F 

F F 
Ex. 271 

N.-11..N,  

'..... 
I , N 	Ex.272 

S 
F 

F F 

0 

F 

0 

0, 

0 

,0 

0 
N

.-11,N NAN N
A

N NA
N 

„11., 	,..) 	s  
N 	N N.):Ne.J 	S ., j), 	.„) N 	N N..1:N*1  

I 
CI 

FFF  
Ex. 273 N 

---, 
F 

Ex. 274 

S 
Ex. 275 . 	Ex.276 

F FF  

-0 
F F F 

0 0 0 0 
N
A

N A 
NN A 

NN NAN 

N
AN.,--I 

N
,I:N-:) 

N
-.I:N.) Cl 	W414,1.1  S 

0 

F 

Ex. 277 	
F F 

F . 

F 
F F 

Ex. 278 0  ” 	
Ex.280

F 

F 
F F 

Ex. 279 
-... 

0 

F FF 

N 
I I 

0 0 0 0 

N
A

N NAN N
A

N N
A

N 

NON)  N,i:N:d 	S 
N,

II,  N-
...) 	s 

N
.QN-) S 

F S F F F FFF 
	

N FFF 
 

Ex. 281 

0 

Ex. 282 c
)_, 

 

0 

N Ex. 283 

0 

N 	Ex. 284 

0 

N 

N
AN 

),I, 	,,,.) 	s 
N 

N
A N 

N...k.N#1 	S 
N
A

N 
j 

).1, 1\1"- N 
N
A

N 
N. N. S 

140 

F 
F F 

Ex. 285 
F F 

Ex. 286 	

F 	

, 0 

F 

Ex. 287 	
F F ,... 

N Ex. 288 

F 
F F 

F F  .....0 

WO 2013/147183 392 PCT/JP2013/059589 

[<ffc73] 



at Ica 

Q 

	

ste la 	

tat 'oS 	711„ 

a 	

4  4 	
SW,r3 	

NH 

r -(14 
NY 

a 	
4 	

4 4 

1,1 	1111 	
tai  

	

1 	lir 

	

f'"I 	1 46 

	

0  

	

0 

	

t1.0.4 	f 1,1 
•i  i 

N A 
•-f 

14,14 	Iii 
0 

tri,14 
11 	ir 

. 	
•stP 

V lE ,t1 6'W 	 c,S,ICY 

Slt 1,3 
4 

,P,,,34 
4...,\4 

II 
0 

Ztt 'o3 

43 
A s .1( 

NN 

6 

a 
4 

NN  

 

511 ,G 	
14C). 

s 	e --r 
A 	

4 4  

c,,,1,1 	

1.4 	Ai 	I 

14  ..e 	

141,14 	

tyl 

4 

0 	

0 	

0 

 3 3 	
vtt 11 	

3
3 A 	

0‘.t 'oS , , 	

3 	era 'IS 

 r4.1(11 	.4 	
S 	• 

a 	
I 	

4 	44 

s,Ifs 	

NO 

0 	\)1--- 
--0 

	

— 	
i 	c' .1 ''14 	

V 

s„,ccri 	 socg "0 
o 

o 	

0 

see .i(a 	 ‘.4--,(s  

3 3 	
Lot 'n 	

4 4 	

2 
3 	

4 

	

wa,4 	

sIN 	

14....e's 	

1411.4 

0 	

0 

	

e --,f 	* 	

, 	" 	. 	
''''-f• 

H 	

a 	(:),k,,\A 
	' 

Zot 'oS 	

ta ,,a 

	

0 	
4 4 

N 

	

, 	

, 	

r ‘1(14  0 	 s.lcs 
En 'x1 	

OH 
3,,N 	 0 

HO 
3 	

A 	

' 	4,,%4 

4 

	

OE le4 	 r14-(14 

a 	
. 	

14 11 vs 
NON 	

s..ics 

 

	

0 	

0 	

0 

NON 

	

Opt o3 	

62x3 	
3  3 
	96x3 	

ea 	

La '13 

/ 	ci.„' 	f„ 	

et'Le4 

3 a 	

a  

-I(' 	

,14 	1,4 

S 

	
4 	

( 

fl 	

1 

	

el,.(1 	

,1_,N 

ewe 	

N 

	

0 	

0 	

0 

He- \ 

r- 	

0 	

ea 

96t Ira 	
14 	

sa ,,s 	4 
	

va 

A 4 

	

4 a 	
4 	

4 

14 	

14 

r '(14 	

S
N
V
0 	

r -(1.4 

 

N.1-14 	

SIN 	

H (
ri 

a 	

A 

4 

	

4 4 	

43 

6 	

o 

!8z  x3 	

Oa 'IS 

,-,4 	 e
14-iftl 

4,(14 

10 
H 

)- 4 	0 

lc3 	IA 

Is 
o 

aZ 143 

 -le4  
1414 

\ 1 
o 

zsz .,,1 	4 	 6 

Y1—,rsys 	

.14_.(14 

0 

S 	14)(14 	

S...fN _111-.(A\`1  

A 	0 

CST Lft, I £1.0Z 
0 Ss, 

6%i6c4OiciotaviIld 

393 



WO 2013/147183 
	

394 
	

PCT/JP2013/059589 

[1E75] 

o 0 0 0 
NA

N NA
N N

A
N NA

N 
NAN:3 	S 

I N
AN-) 	S / )1., 	) NN-- NANeJ 	S 

F 	0 N 	 F F F F F 
F * 	NH2 	Ex. 321 

F F 
H 	Ex.322 	F 0 

F F F F 
NH2 	Ex.323 F * 	NH2 	Ex. 324 

0 0 o o 

N
A

N NAN N.-II..N 	..„ N ..N 

NANeJ 	S ,,I 
N
AN N

ANI) 	S A N 
N 

F 	c F F 

110 	OH 	Ex. 325 	
F F 

F   OH 	5.326 	
F F I OH 	Ex.327 

F F 
OH 	Ex. 328 	

F F 

0 0 0 

..., 

0 
NA

N N
A

N N
AN N

.11-..N 
NAN,.:-J 	S 

NAN---.I 	S A ,,,,j N 	N NAN-) 	S 
F 	Cl F F 

N 
FF

F 

* 
F F 
FF 

F F 
CI F..- N 	OH 	Ex. 329 

-0 

0 

OH 	Ex.330 

o 

OH 	Ex.331 

o 

..., OH 	Ex. 332 

0 

NAN NA
N N

AN A 
NN 

NA N.I - 
A.N-..) 	S N 

A ,,,j 
N 	N 

A ,...1 
N 	N 

F F 	N F F 
F F 
00 

F F F F F F 
— 	OH 	Ex. 333 NH2 	Ex.334 OH 	Ex.335 OH 	Ex. 336 

FE 

F 
	

0 0 
0 

F 
o 

0 	....OH 	A 
N 	N 

• NA N 

	

OH 	NAN 

0 	L. 	N
-II.N--) N

A
N 

N
AN-- F 

N
A

N 

NANI,. S 

F 	F 
F F 

Ex. 337 

sO F FF  
Ex.338 

F * 

F 
E.339 * 

FE 
Ex. 340 

O 0 0 0 
N
A

N 

N
A.N.-A, s 

N
A

N 

Neji'VI"' 

NAN 
...1 	s  N..  i 1., N"'` 

NAN 

r'NA.N,....-•,1 	s 
F 

FF 
	 F F

F  
F FF  N.„..) 	 F 

* F OH 	Ex. 341 	 * 	6H 	Ex.342 	 0 F 	 F Mr OH 	Ex.343 
Ail  

F F 
Ex. 344

F  

0 o 0 0 
NA

N NAN NAN NA
N 

S 

NJ 

......-. 	A 	..A.., 	S r 	N 	N NA.N-.4., s )I, 	,,j, 
N 	9,1" --• 

N.,...) 	F F 	i F F N.,..,,I F F i 
F F F FF  

N 	Ex. 30 	 CI .... 	Ex.346 	 F 101 NH2  Ex.347 F * 1-'41'12 	Ex. 348 
0, 

O 

0 0 o 

NA  NAN N-11...N NAN 
A  

N S/   
N NA N..A, S NA N.A..„.  S ....11, 	A, 

N 	N-  ''' 
F 	CI 	 F F F 

F F 	 F F 
OH 	Ex. 349 	 F® 	6H 	Ex.350 	 1.1 F 01F ® Ex.351 

F F 
Ex. 352 	

F F 
 

WO 2013/147183 394 PCT/JP2013/059589 

[<ft75] 

0 
A 

F€r i-^N 

NAN^\ 

V-H VF 
F F 

Of1 
r^N-

O 
NAN'"V^\ AN^I> 

FT 
V-H r-NA„ v NO FVF 

0 

FV 
NH2 EX.347 

O 

NAN'~Y:\ 

. %F 
Ex. 348 

0 

NAN"V5\ 

Ex.350 



WO 2013/147183 
	

395 
	

PCT/JP2013/059589 

[M76] 

0 0 0 0 

NA N NAN 	

rj  
N'll' N N

A N 
N..-1:N'„ S ...k..te, NANA„  

NANA,  

P F 
F F F 

.... 

	

E. 353 

FJr ) 	F F 
I 

F FF  

CI 
Ex 354 Ex. 355 N 	C::6-4 	Ex. 3E6  

,0 

0 0 0 0 
NAN 

(
...-.N,Z.Nt,L, s f 

NAN 
re,NA NA s 

NAN 
 

r.---N,A.N.o1. 
AN 

I WWI."- 
N..„....) 	F 	F N„) 	F FF 	

CI.NI
')  * 	

Ex. 358 	 F 

PF ti 
F F

F 

E. 357 
Ex. 359 Ex, 360 

F 

0 0 0 0 

NAN 

N-ii.NA, 

--. 	 F F 
I 	

OH 

NAN 

NA.N , 

• F F 

N,11.-N.-- 

N,A..N ..,„ 
F 

F F 
0H 

N
A

N 
r,,,NAN*IN, 

IN 	 F F I& 	,„..„.i 

CI 	'14 	Ex. 3616 CI 6H 	Ex. 3616 Ex, 362 IV Ex. 363 

0, 

0 
A. 

r,,,,N„itNot, $/ 

N1 	 F 
F 

0, 

0 

NA.N 
........N,L!..N 	. r 
N.,„..i F  F F 

0 

N 	N 

	

NA.N,• 	S / , 

N„) 	 F 
F FF  

366 
F 

 

0 

N-11,  
(,...„ NA Ne-t-, 
N.„) 	P.  F 

2N 	Ex, 364 N 	Ex. 30 Ex. Ex. 367 
CI 

0 0 0 
-1,N N) 

0 

N
AN 

NN
.g.N

F ...i 	F 

NAN 

N11”-  
F FF 

...II, 	...1.„, 

_..) 	F F 

NAN 	.., 

F F 

N 	Ex. 368 F  61'1 	Ex. 369 Ex. 370 H 	Ex. 371 

0 0 0 

H
AW- 

,Q, NA., 	
F 

N 

N,..II.N 

NAN01,„ $ / 
F 

NAN 

N
„II,

N
,I„.., 

N„..„.) 

N 	W.-.  

N
.AN,,,l,„ 

F F F F r F N . 	 F F 
--- 	6H 	Ex, 372 F OH 	Ex. 373 	 F  OH 	Ex. 374 F 	ohl 	Ex. 375 

0 0 0 

N2...N 
F 	NA,  N NAN NAN 

N
A N,,4, 	- 

10 	i 	
F F F 

Ex. 376 

NANA., S 
N,...-/ 

F FF 
 

Ex. 377 
-F 

( 	S ---N-krel,  
N„,"1 	 F 

Ex. 378 	F  

N'A'Al*  

F F 

OH 	Ex, 379 

0 0 
r. NAN  

0 

NAN 
 

NAN / S NAN 
 AWL- 

1,,,,N.A.Ne1-, r.,-, )4.N „ F  4* 	N-=-4.N_ILNA, 

F F F F N.,,,) 	F F 
Ex. 380 Ex. 381 Ex. 382 Ex. 383 	F F 

0 0 0 0 

NAN' 
N
A 

N N
AN NA N 

N..II..Ni) S / N.k.NI) N..II,N4') NAN-.,J 
Br 

Br Br Br 

NH2 	Ex. 384 OH 	Ex. 385 	 1110 OH 	Ex, 386 OH 	Ex.  387 

WO 2013/147183 395 PCT/JP2013/059589 

Lit 76] 

I 

0 
NAN-"V\ 

FVF 
.Kl Ex. 353 

N^N^-^V 
s~{ 

Fy 
y** Ex, 357 

>rF 
F F 

N Ex. 354 

O 

s~( 
fY^ F FF 

.AV Ex. 358 

0 

N^N'*Y\ 
^,A„A Ij 

o 
N"Jt~N'~Y\ 

I 7'ts^ 
N °H Ex. 356 

0 
„A„ N'^N'VX 
-Vk l{ ,w 
Ex.360 F F 

0 
NAN"V\ 

N-'V^ 

6H EX. 362 

0 
X 

F F ,rv 
Ex. 383 

F F 

NAN" 

r^N-V--
F F 

Ex. 364 

0 
A ^ N^N'^N 

f^N lA- S"\ o Jkf 
Ex. 3 

F F 

O 

(^NA|NA S~{ o FV 
N Sx. 366 

CI 

0 
NAN-~Y5\ 

o FV 
Ex. 387 

NAN-V\ 
H r^» .. 

yO FV 
«N Ex. 368 

0 
N^N^-v^N 

S-yF 
8'TA F F 

OH Ex. 372 

0 
NAN'~YS\ W^KF 

F F 
p--^ OH Ex. 309 

0 

[^•MANA, S-/ cP F^F 
Ex, 370 

1 ^ NAN'V\ 

Ex. 373 

r^N-^N'-^ ®-\ i 

JTX^ f^XxOH Ex.374 
F^F 

0 
JL ^ 

N N 

-N-V-- ®~\ 
A-V FV 

OH Ex. 371 

0 

S J 
\NYV F F 

F JLjf> OH &,. 375 

7SVTP 
XT-1 

Ex. 376 
FT 

•NANA, S-/ 

Ex. 380 

0 
UAU Fy! 

Ex, 377 F F 

I N,N'V\ 

-Cr"*1 „,., 'F' *« ^ 

0 
iL N^N"^Y*\ 

S~\ 
„VF 

Ex. 378 F F 

0 

N^N-^X 

0 
N N""VJ\ 

NA^ 
F F 

OH E*3?9 

0 

NAN'~'Y\ 
-NAN^ U 

Br 

NH; 2 Ex. 384 

0 
«AN , , 

NAN«J S-4 
Br 

6H Ex. 385 

0 
1 NAK'V\ 

NV H 
Br Ck 

f 

0 

N^N' 

W 
Sr 

OH 



WO 2013/147183 
	

396 
	

PCT/JP2013/059589 

[1t77] 

0 0 0 0 
NAN N..-11-..N NAN NAN 

NA Ne-I NANJ 	S i 
Br NAN.)..., S 

N.J.:N.J., S / 
.....0 	N 	 Br ,0 	N I 	 Br Br 

OH 	Ex. 388 CI 	--- OH 	Ex. 389 110/ NH2 	Ex. 390 F 40 	OH 	Ex. 391 

0 0 
A 

0 0 
NAN NN 

/ 
NAN NA  

W 
Br 

1110 	OH 	Ex. 392 

Cl 

F

I-NJ"' 

 

$ NAN.*c 
Br 

OH 	EX. 393 
0 	N 0

., 

	

NAN,),,, 	/ 
Br 

6H 	Ex. 394 

S--( NAN,--1 	
Br 0 	N 

CI 	OH 	Ex. 395 

0 0 0 0 

NAN NAN NAN NAN 

S / N..J.:N *, 	
Br 

/ NAN-.) 	S 
CI NAN-,) 

CI 
NAN.:I 

CI 

I OH 	Ex. 396 F 1110 OH 	Ex. 397 01 gal2 	Ex. 398 110 	OH 	Ex. 399 

0 0 0 0 
AN 

N 	N .) 
J

A NAN 

NAN..,-I 	S 
N 

J A N 	N  

NAN 

NN-k 

CI 
Ai 

 ..„0 	N CI 0 	N 
I  I 	 CI 

1111" 	OH 	Ex. 400 
F  OH 	Ex. 401 ci 	---- 

Ex, 402 
OH *I 	OH 	Ex. 403 

O 0 0 0 

NAN --I:.N NAN N.-11..N 
NAN  NAN 	S NAN  ,..k 

NAN .1k S i 

F 	 CI 

* 	6H 	Ex. 404 

0 

a ak, 
F  WI OH 	Ex. 405  

0 

,0 	N 

OH  Ex. 406 

0 

..,..0 	N 	 CI 
I 

CI 	-"" 	OH 	Ex. 407 

0 
NAN NAN NAN NAN 

NAN-,k S 
Cl NAN I,,, 	/ 

Cl N):N-,-1., NA.N•;,1 	s 

I 	OH 	Ex. 408 0 I'`IH2 	Ex. 409 01  OH 	Ex.  410 Ex. 1101 	OH 411 

0 0 0 0 
NAN 	,.... NAN NAN NAN 

NAN.-) 	S 
NAN-) 	S 

NAN-) 	S NN-) 	S 
CI 0 	N N 

F . 

	

OH Ex. 412 CI 	I OH 	Ex. 413 F  0 OH 	Ox. 414 F 	I 	...-• 	OH 	Ex. 415 

0 0 0 0 

NAN 

NANA„ S / 
NAN 

NAN-A, S 
NAN 

NAN1.-k 
NAN 

r..,ANAN-k S 
F CI 

iiii 
 _0 	N F 	

L)  F 	411111111*. 101 
	

OH 	Ex. 416 OH 	Ex. 417 
CI 

6H 	Ex. 418 
®

NEx. 419 

0 0 0 0 

NA
N NAN NAN NA  N 

r"NAN 	S 
ilk 

 N.„.„) Ex. 420 

,I..„ 
CI 

F lir 

rI NAN*I., 

N,...„) 
Ex. 421 FEx. 

NAN-k 

 OH 	Ex. 422 

NAN;A, 

110 	6H 
423 

WO 2013/147183 396 PCT/JP2013/059589 

N 

OH Ex. 388 

0 
N'%'"V°S 

Br 

Ex. 391 

N N5^ 

OH Ex. 394 

0 
1 

X N 11 J Br 
OH Ex. 395 

Sy\/ 

Ex. 408 6H EX. 411 

;u r^N 
N N^VV 
V-H 

Ex. 420 91 
r? 

N N'Vv 

Ex. 421 



WO 2013/147183 
	

397 
	

PCT/JP2013/059589 

ClE781 

0 0 0 0 
NAN 	T NAN NAN NAN 	..-- „1.1.  ,a" 
	S N 	N" N.-I:N*4, 

N 
NAN1, S 

NN-) 	S 

OH 	Ex. 424 	 — OH 	Ex. 425 F 	i OH 	Ex. 426 0 	OH 	Ex. 427 

O NAN 
S 

0 
A NN 

0 

N...t4N 

0 

NAN 

CI it 
NAN 

NAN-.1 	S -- NAN-)  NJ N •J 	S 

,0 	N ..,.0 
F 1111" OH 	Ex. 428 

CI 
OH 	Ex. 429a 

CI OH 	Ex. 4296 

	

OH 	Ex. 430 
 

0 0 0 0 
NAN NAN NAN NAN 

N,J:N;) 	S NAN:J., S NAN  
r-
,,,,

N
.J:N.-) 	0 

N At  N.„.....) 
6H 	Ex. 431 	F 0 OH 	Ex. 432 

F OH 	Ex. 433 RP 	Ex. 434 

0 0 0 0 

NAN NAN NAN NAN 
r".NAN-) 	0 r

.,..., 
N
AN-) „....-..NAN J 	0 

I N..KN.) 	0 

CI nit  

F 	Iiiiir  

N.„.....,1  F FF 
Ex. 435 

N.,,,,J 	F FF  
Ex 436 

.....0 	N 

CI 

N.,,,,,) 	F FF  
Ex. 437 

F FF  
* 	1.;1142 	Ex. 438 

0 0 0 0 

NAN NAN NA.N NAN 
A -,4 	0 	 NAwl-, O 

N 	N" ' 	 1 
F F 	

0F 	
F FF  ..,.0 	N 

, jI, 	,,.1,,,  
re'N 	N 
N) 	

F 
F F 

r NAN.:I, 
_0 	N 	N...,,,.) 	 F 

F F 

F 0 1̀4H2 	Ex. 440 6H 	Ex. 439 Ex. 441 CI 	Ex. 442 

0 0 0 0 

NAN 
r'N'ILN')''''''C__.  

NAN  
r'N'll'N'k 6 

F 
 

F NAN 	""-- 	0, ...kF 
NAN-.:J N 	0:S, 	F 

N.-1 N 
NAN .J  isr 

dit  
Mr 

N.,,I 	 F 
Ex. 443 	F F N,J F F

F 
Ex. 444 

F  
0 	riFi2  

0 

Ex. 445 

F 	 OrS=0 
0 	OH Ex. 446 	F"INT F 

0 0 0 0 
NAN 

N.):NeJ 	
„ 

Ni 0 

NAN 

NAN:4, 	N 	0 

NAN 
A NN.---4.„ 	N 	0 

NAN 	-, 

NAN.:4, 	N 	9 
CI it, 

F 	41111" 

OrS=0 F 0  
OH 	Ex. 447 	F)r..-F F 

0,S.0 
OH 	Ex. 448 	F 4"F F 

CI avi  

WI F 

0.6=0 
OH 	Ex. 449 	F-"I'F F 

_.,0 	N„ 	 OxS.0 
6H 	Ex. 450 	F4'F CI 	 F 

0 0 0 0 
NAN 	"••• 	0 F <F _. NAN NAN NAN 

.A. 	-.1-1.., 	." 	'S, 	F N 	N 	N 	0' t)  N'll'N').cq_ N)Ne.1:(21S---i ,,,11, 	,i 	/ 
N 	1,1 " 	F 

I 	F F 	F F 	F 

F 0 * 	
Ex. 452 	F F 

AH2 	Ex. 451 
0 

F 
OH 	Ex. 453 . 	OH  Ex. 454 F F  

O 0 0 0 
NAN AI NAN NAN NAN 

F 0 

	

N'il seL) 	IV  CI 	 N'ILN*L'i 	/ 

	

0,0 	
010 
 	F 

OH 	I 	 $ 	
F F 

Ex. 456 Ex. 455 
0 

	

rs'N .41') 	s 
0 	0 	F 

OH 	T 	F F 

Ex. 457 

„---N-q-N-L, 
0  N.„,,) 	OTO 	F 

F F 

F 	Ex. 458a 

WO 2013/147183 397 PCT/JP2013/059589 

[<ft78] 

6H EX- 433 

o 
NAN'"Y;\ 

Ex. 434 

0 
II 

rNAN-J H 
C'yV^ FV 
FA^ EX.435 

0 

rNV K. • N^J FW 
Ex. 436 c,XJ 

0 
II 

N N^V^X 

rNV H .& FV 
Ex. 437 

0 

NAN-~Y% 
~NAN^ 

l\IH2 E*-438 

O » 

rNAN^H iO FVr 
X/ Ex. 441 

F F 

0 
NAN'N#S\ 

r""NAiA 
<Q~N N^J FV 
|A^ Ex 442 CI 

r? 
0 

NAN^Y«\ 

VF 
C~ AA1 ^ F 

N N/V\ 

,lU Af 
Ex. 444 

0 

NAN"Y^ ^Ni-0 
o=s=o ci 

i jum %H 

O 

NAN- T. 

W 1 
0^0 

OH 
Ex. 457 



WO 2013/147183 
	

398 
	 PCT/JP2013/059589 

Cit79] 

0 0 0 0 
NAN NAN NAN A 

1  r'NAINrk) 
N,„) 	OH 	F r F 

NAN, 	S 

F F 

NAN, 	S 

F F 
r"-"'NIN-Is.  

N.,.......) 
F 0 

 

Ex. 458b F  0 	Ex. 459 1101 	Ex. 460 Ex. 461 
0  

F F 

0 0 0 

NAN NAN NAN di 0 

( NAN'L) 
N..,„„) 	,N, F FF 

re'liN->L1 S 
 N,„.) 	(Ni F 	F 'Ilir•  NAN 	CI 

0O 

HO 	NAN 
* • A I) N 	N 	Cl 

H. 
Ex. 462 	 F Ex. 463 	0 F 	 Ex 464 Ex. 465 

0 0 0 0 

NAN NAN 0 NAN 	i, OH NAN 0 
AN.,-,J 	

0 
N 	 Cl NAN,-J 

1 r--,NAN.) 	MP" CI NAN,J 

F * F Ex. 466a 	F 
0 	F F F  Ex. 4696 

0  N.,,,J 
Ex. 467 

F 
* 	Ex. 468 

0 0 0 0 
NAN NAN NAN 	rai NAN 	IQ 	F 

	

A ) 	S (----N 	NI' 
F 

NAN,J   )1' AN.:.i .4112" ClCI kr OAF 
iiii 	N,,,,,) 

el 	Ex. 469 	 F  
F F 

0 	Ex. 470 	
F F 

• Ex. 471 0 • 
F * 	Ex. 472 

0 0 0 0 
NAN 

A 	s 	F 
NAN NAN 

NAts f'l 	
0

9  
O.S.0 

N 11N sirL -?-4-FF 
N AN NAN:-.1 

F 1110 Ex. 473 	F*F F 	F 	Ex. 474 F 0 	Ex. 475 	
F F 

F -r 	Ex. 476F F  * 0 0 

0 0 0 0 

NAN 
NAN NA

N NAN 

NANe-i NAN.,) 	s 
NAN'') 	s NAN.,1 	S/ 

F 
F F 

Ex. 477 F  0 • 
F F 

5 	OyEl  Ex. 478  F  * 	Ex. 479 110 	F 	Ex. 480a 	
F F 

0 

O 0 0 0 
NAN NAN 	-- NAN NAN 

NAN*1 	S 
N..-it.Ne) 	S / 

NAN-A, S A ,,,j 	
0 

N 	N 	OH 

* F 
F F F F F  

F 0 ,N,, 	Ex. 481 
F F 

F Ex. 480b F 0 	F 	Ex 482 	F Ex. 483a 

0 0 0 
NAN 0 NAN NAN 

NAN-)  

0 5 
N.1:N .:I NAN-A, S 

.., F 

F  Ex. 4836 
OH 	

0 FEx. 
FF 	

* 484 	 OH 
FF 

OH 	Ex. 485 

0 0 
NAN 	F  

0 0 NAN 
NANA,. NAN A NN 

F 	
0 S  rNANA' 

N.„) 	 F 11  N-0 	,----NAN-..k NAN'`   S 

0 • • 
F F F F 'N'i-,--",-) F 

 F F 	Br /' 	• 	 F FF  
Ex. 486 Ex. 487 Ex. 488 — 	Ex. 489 

0 0 0 0 

N NAN""Ne•N N.AN.,r, N 

F 

FN 

NANk. S 

F F 

Ex. 490 

NAN. 	S  
F . 	F F 

.., 	OH 	 F 
Ex. 491 

NAN*C 	, 
N 

F F 
..., 	OH 

Ex. 492 

N -A, $ ' AN 

F FF 
OH 

Ex. 493 

WO 2013/147183 398 PCT/JP2013/059589 

,o 
0 

f'-N'V S~\ & FV 
Ex. 469 

0 
NAN'>=5\ 

pXJ^ -

N N'^Y^i v XX 
0 
JL ^ 

N N">f% F 
N'V ^^O^F 

Ex. 472 

'N N"' " \ VF 
F F 

0 
N'^N'^r^V 

isiV T^p 

Ex. 477 

^ H ^ °YH EX-478 

0 
Ex. 479 

0 

NVJ ^ 

o 
N^N'VV 

NV ^ 
j I F^F F pF 

r Ex. 480b 

0 

NAN'^VS\ 

H 
F pF 

Ex. 481 

0 
1 

N'^N'~V5\ 

NV^H 
FV 

J6 t OH 

jfr i 
OH 

NV ^ 
Ex. 404 

N'%-"Ys\ 
rArA s~y 

FV 
OH OH E*-485 

O 

I 
Ex. 486 

0 
J1 N^w~y*\ 

FVF 
Ex. 488 

./"N 
\»N 

0 

N^N'^V^N 

OV^> 
0 

AYXN 
NAN^ s~i 

FV 

o 
NAN^Y\I 

F F 

Ex. 493 



WO 2013/147183 
	

399 	 PCT/JP2013/059589 

[1E80] 

0 
--11,. N 	N'-y- \" 

0 
.1.... N 	N"--y \-- 

0 

N.11..N 
.....
O
tt, 

 

N 	N'Thi"\--  

N 4.N:),,, 	S 

F 

,,,,( 	,,,, I 	
N  

N 	N..,,, 	S 	/ 

F 
F 

,---N 
N N„....1  

...11, 	.
.„,1 	-- 

N 
F 

A ,,,,i, s  , 
N 	N 

N  

F 

1101 
F F 	S F F S -- 

F F 

F Ex.494 Ex.495 Ex.496 Ex.497 

[ 3] 

WO 2013/147183 399 PCT/JP2013/059589 

[<ft80] 

0 X 
« * T;N 
rv-^ 

F F s 

Ex.494 

0 

NAN''V!\, 

FVF 

Ex.495 
pr 

s 
m'S 

C"x*r N*( 
F F S 

Ex.496 

0 

l.rA% 
F 

EX.497 

[IS 3 ] 



WO 2013/147183 
	

400 
	

PCT/JP2013/059589 

[3] 

Rf Data 

1 
Morphology:colorless 	solid, 
'H-NMR 	(CDC13) 	6 : 	3. 18 	(t, 	J = 5. 1 Hz, 	4H), 	4.07 	(t, 	3 = 5. 1 Hz, 	4H), 	6. 96-7. 04 	(m, 
4H). 

2 Morphology: 	colorless solid 

3 
Morphology: 	colorless solid 
LC/MS : cond. 	1 	RT 2. 97 min 	LC/MS (EST') 	m/z; 	276 	[M+H]+ 

5 
Morphology: 	colorless solid 
LC/MS : cond. 	1 RT 4. 56 min 	LC/MS (ESI +) 	m/z; 	334 	[M+11] +  

6 
Morphology: 	colorless solid 
LC/MS : cond. 	1 RT 3.44 min 	LC/MS(ESP) 	m/z; 	316 	[M+11] .  

7 
Morphology: 	colorless solid 
LC/MS : cond. 	1 RT 3. 06 min 
LC/MS (ESL') 	m/z ; 	282 	[M+H] + 	LC/MS (ESI-) 	m/z; 	280 	[M-H]- 

8 

Morphology: 	colorless solid 
1H-NMR (CDC13) 	8 : 	1.48 (s, 	911), 	3. 43-3. 50 	(m, 	411), 	3. 80-3. 90 	(m, 	4H), 	4. 94 	(s, 	2H), 
7. 25-7. 39 	(m, 	4H), 	7. 92 	(s, 	1H). 
LC/MS : cond. 	1 RT 4. 19 min 	LC/MS (ESI+) 	m/z; 	406 	[M+11]* 

9 
Morphology: 	colorless solid 
LC/MS : cond. 	2 RT 1. 3 1 min 	LC/MS (ESI+) 	m/z; 	306 	[M-i-H]+ 

10 
Morphology: white 
111-NMR 	(CDC].) 	8: 
LC/MS : cond. 	2 RT 

solid 
4.90 	(s, 	2H), 	7. 30-7. 45 	(in, 	41), 	8.56 	(s, 	110, 	11.6 	(s, 	11-1). 
1. 61 min 	LC/MS (ESI +) 	m/z; 	238 	[M+H] +  

11 LC/MS : cond, 	2 RT 1. 97 min 	LC/MS (EST +) 	m/z; 	256 	[M-r1-1].  

12 
Morphology: brown 
LC/MS : cond. 	1 RT 

amorphous 
4. 39 min 	LC/MS (ESI+) 	m/z; 	343 	[M+11]' 

13 
Morphology: 	colorless solid 
LC/MS : cond. 	1 RT 3. 32 min 	LC/MS (ESP) 	m/z; 	325 	[M+H]+ 

14 
Morphology: pale 
LC/MS : cond. 	1 RT 

yellow solid 
2. 74 min 	LC/MS (ESL') 	m/z; 	291 	[M+11]* 

15 
'H-NMR (CDC13) 	6 	: 
J = 8. 2 Hz, 	2H), 

2.41 	(s, 	3H), 	6.05 	(s, 	2H), 	6.46 	(d, 	J = 	2.5 Hz, 	11-1), 	7.26 	(d, 

	

7.60-7, 62 	(m, 	111), 	7. 65 	(d, 	J 	= 	8. 2 	Hz, 	21). 

16 

Morphology: 	colorless solid 

'H-NMR 	(CDC13) 	6 : 	1.47 (s, 	9H), 	3. 43-3. 50 	(m, 	411), 	3. 82-3. 91 	(in, 	411), 	6. 01 	(s, 	2H), 
6.54 	(d, 	J 	= 	2. 3 	Hz, 	111), 	7. 90-7. 94 	(m, 	11i), 	8.30 	(s, 	11-1). 
LC/MS : cond. 	1 RT 4. 14 min 	LC/MS (EST +) 	m/z; 	430 	[M+H]' 

17 
Morphology: 	colorless amorphous 
LC/MS : cond. 	1 RT 0. 35 min 	LC/MS (EST +) 	m/z; 	330 	[M÷11] +  

18 
Morphology: white 
LC/MS : cond. 	1 RT 

solid 
2. 60 min 	LC/MS (ESI +) 	m/z; 292 	[M+111+  

19 

Morphology: white 
'H-NMR (DMSO-d6) 	8 
7. 28-7. 38 	(m, 	411). 
LC/MS : cond. 	1 RT 

solid 
: 	3. 16 	(m, 	411), 	3.78 	(in, 	411), 	4.86 	(s, 	2H), 	6. 97-7. 10 	(m, 	411), 

4. 00 min 	LC/MS (ESP) 	m/z; 416 	[M+H] +  

20 Morphology: pale yellow solid 

21 
Morphology: 	colorless solid 
LC/MS : cond. 	1 RT 3. 40 min 	LC/MS (EST +) 	m/z; 	341 	[M+11]+ 

22a Morphology: 	colorless amorphous 

22b Morphology: colorless amorphous 

WO 2013/147183 400 PCT/JP2013/059589 

[^3] 

Rf Data 

1 
Morphology: color less solid, 
'H-NMR (CDC13) 6:3.18 (t, J = 5. 1 Hz, 4H), 4. 07 (t, J = 5. 1 Hz, 4H), 6. 96-7. 04 (m, 
4H). 

2 Morphology: colorless solid 

3 
Morphology: colorless solid 
LC/MS: cond. 1 RT 2.97 min LC/MS (ESI+) m/z; 276 [M+H] + 

5 
Morphology: colorless solid 
LC/MS : cond. 1 RT 4.56 min LC/MS (ESI+) m/z; 334 [M+H] + 

6 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.44 rain LC/MS(ESI+) m/z: 316 [M+H] + 

7 
Morphology: colorless solid 
LC/MS : cond. 1 RT 3. 06 min 
LC/MS (ESI+) m/z: 282 [M+H]+ LC/MS (ESI") m/z: 280 [M-H]" 

8 

Morphology: colorless solid 
'H-NMR (CDClj) 5 : 1.48 (s, 9H), 3.43-3.50 (m, 4H), 3.80-3.90 (m, 4H), 4.94 (s, 2H), 
7.25-7.39 (m, 4H), 7.92 (s, 1H). 
LC/MS : cond. 1 RT 4.19 min LC/MS (ESI+) m/z: 406 [M+H]+ 

9 
Morphology: colorless solid 
LC/MS : cond. 2 RT 1.31 min LC/MS (ESD m/z; 306 [M+H]* 

10 
Morphology: white solid 
'H-NMR (CDC13) 8: 4.90 (s, 2H), 7.30-7.45 (m, 4H), 8.56 (s, 1H), 11.6 (s, 1H). 
LC/MS : cond. 2 RT 1.61 min LC/MS (ESI+) m/z; 238 [M+H] + 

11 LC/MS : cond. 2 RT 1.97 min LC/MS(ESI+) m/z; 256 [M+H] + 

12 
Morphology: brown amorphous 
LC/MS: cond. 1 RT 4.39 min LC/MS (ESI+) m/z; 343 [M+H]* 

13 
Morphology: colorless solid 
LC/MS : cond. 1 RT 3.32 min LC/MS (ESI+) m/z; 325 [M+H] + 

14 
Morphology: pale yellow solid 
LC/MS : cond. 1 RT 2.74 min LC/MS (ESI+) m/z; 291 [M+H]+ 

15 
'H-NMR (CDCI3) 6 : 2.41 (s, 3H), 6.05 (s, 2H), 6.46 (d, J = 2. 5 Hz, 1H), 7.26 (d, 
J = 8. 2 Hz, 2H), 7.60-7.62 (m, 1H), 7.65 (d, J = 8. 2 Hz, 2H). 

16 

Morphology: colorless solid 
'H-NMR (CDClj) 6 : 1.47 (s, 9H), 3.43-3.50 (m, 4H), 3.82-3.91 (m, 4H), 6.01 (s, 2H), 
6.54 (d, J = 2.3 Hz, 1H), 7.90-7.94 (m, 1H), 8.30 (s, 1H). 
LC/MS : cond. 1 RT 4. 14 min LC/MS (ESI+) m/z; 430 [M+H] + 

17 
Morphology: colorless amorphous 
LC/MS: cond. 1 RT 0.35 min LC/MS (ESI+) m/z; 330 [M+H] + 

18 
Morphology: white solid 
LC/MS : cond. 1 RT 2. 60 min LC/MS(ESI+) m/z;292 [M+H]+ 

19 

Morphology: white solid 
'H-NMR (DMS0-d6) 8 • 3.16 (m, 4H), 3.78 (m, 4H), 4.86 (s, 2H), 6.97-7.10 (m, 4H), 
7.28-7.38 (m, 4H). 
LC/MS : cond. 1 RT 4.00 min LC/MS (ESI+) m/z;416 [M+H] + 

20 Morphology: pale yellow solid 

21 
Morphology: colorless solid 
LC/MS : cond. 1 RT 3.40 min LC/MS (ESI+) m/z; 341 [M+H] + 

22a Morphology: colorless amorphous 
22b Morphology: colorless amorphous 
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23 
Morphology: pale brown 
LC/MS : cond. 	1 RT 

solid 
3. 85 min 	LC/MS(ESP) 	m/z; 	295 	[M+H]' 

24 

Morphology: pale brown 
1H-NMR 	(CDC13) 	8 : 
2.72 	(dt, 	J = 	10. 5, 
LC/MS : cond. 	1 RT 

solid 

	

1. 39-1. 57 	(m, 	211), 	2.00 	(d, 	J = 13. 0 Hz, 	210 , 	2. 44-2. 54 	(m, 	4H), 

	

2. 0 Hz, 	2H), 	3. 46-3. 57 	(m, 	2H), 	6. 84-6. 98 	(m, 	4H). 

	

0. 39 min 	LC/MS(ESP) 	m/z; 	209 	[M+11] -1  

25 

Morphology: pale yellow 
'H-NMR (CDC13) 	8 : 
1H), 	3. 78-3. 92 	(m, 
LC/MS : cond. 	1 RT 

solid 
1. 54 	(s, 	9H), 	1. 61-1. 90 	(m, 	411) , 	2. 84-3. 10 	(m, 	3H), 	3. 20-3. 30 	(m, 

114), 	4.92 	(br. 	s, 	111), 	6. 83-7. 00 	(m, 	4H). 
4. 15 min 	LC/MS (ESI -1) 	m/z; 	295 	[M+H] .1  

26 

Morphology: 	colorless solid 
'H-NMR 	(DMSO-d6) 	8 : 	1. 55-2. 05 	(m, 	4H), 	2. 90-3. 15 	(m, 	2H), 	3. 22-3. 58 	(in, 	3H), 	7. 15 
(d, 	J = 6. 6 Hz, 	4H), 	8. 49 	(br. 	s, 	3H). 
LC/MS : cond. 	1 RT O. 57 min 	LC/MS (ESP) 	m/z; 	195 	[M+H].  

27 
Morphology: 	pale yellow 
'H-NMR (CDC13) 	8 : 
1H), 	3. 78-3. 92 	(m, 

solid 
1. 54 (s, 	9H) , 	1. 61-1. 90 	(m, 	4H), 	2. 84-3. 10 	(m, 	3H), 	3. 20-3. 30 	(m, 

1H), 	4. 92 	(br. 	s, 	1H), 	6. 83-7. 00 	(m, 	4H). 

28 
Morphology: 	colorless solid 
LC/MS : cond. 	1 RT 0. 50 min 	LC/MS (ESI +) 	m/z; 	195 	[M+H] +  

29 
Morphology: orange 
LC/MS : cond. 	1 RT 
LC/MS (ESI+) 	m/z; 

solid 
4. 40 min 

281 	[M+11]. 	LC/MS (ESL-) 	miz; 	325 [M+HCM - 

30 
Morphology: 	colorless solid 
LC/MS : cond. 	1 RT O. 42 min 	LC/MS (ESI +) 	m/z; 	181 	[M+H] +  

31 

Morphology: pale 
'H-NMR (CDC13) 	8 : 
= 9.5, 	3. 8 Hz, 	111), 
(m, 	21) , 	6.93 	(t, 

orange solid 
1. 45 	(s, 	9H), 	1. 86-2. 00 	(m, 	111), 	2.23-2. 35 	(m, 	1H), 	3. 12 	(dd, 	J 
3.21-3. 55 	(m, 	3H), 	4. 35 	(br. 	s, 	1H), 	4. 72 	(br. 	s, 	1H), 	6. 42-6. 52 
J 	= 8. 9 Hz, 	2H). 

32 
Morphology: 	colorless solid 
LC/MS : cond. 	1 RT O. 47 min 	LC/MS(ESP) 	m/z; 	181 	CM-FL-a +  

33 
Morphology: 	colorless oil 
'H-NMR (CDC13) 	8 : 	1. 48 (s, 	9H) , 	1. 84-2. 04 	(In, 	2H), 	2. 08-2. 20 	(m, 	2H), 	2. 80-2. 96 (m, 
2H), 	4. 20-4.40 	(m, 	3H), 	6. 56 	(dd, 	J = 17. 1, 	2.0 Hz, 	1H), 	7. 49 	(d, 	J = 20.1 Hz, 	111). 

34 Morphology: 	colorless oil 
36 Morphology: brown oil 
37 Morphology: 	colorless oil 
39 LC/MS : cond. 	2 RT 2. 22 min 	LC/MS (ESP) 	m/z; 	312 	[M+H]1- 
40a LC/MS : cond. 	2 RT O. 60 min 	LC/MS (EST+) 	m/z; 	212 	[M+11]+ 

40b 

Morphology: brown 
1H-NMR (DMS0-4) 	8 
(s, 	111), 	6. 15 	(t, 
LC/MS : cond. 	2 RT 

solid 
: 	2. 93-3. 01 	(m, 	1H), 	3. 19-3. 27 	(m, 	111), 	3. 48-3. 80 	(m, 	2H), 	4. 39 
J 	= 	3, 3 	Hz, 	111), 	7. 00-7. 08 	(m, 	2H), 	7. 46-7. 54 	(m, 	211). 
0. 97 min 	LC/MS (ESL') 	m/z; 	194 	[M-F11] +  

41 
Morphology: 	colorless solid 
LC/MS : cond. 	1 RT 0. 52 min 	LC/MS (ESI +) 	m/z; 	170 	[M+H]' 

WO 2013/147183 401 PCT/JP2013/059589 

[H4] 

Rf Data 

23 
Morphology: pale brown solid 
LC/MS: cond. 1 RT 3.85 min LC/MS (ESI+) m/z; 295 [M+H] + 

24 

Morphology: pale brown solid 
'H-NMR (CDClj) 5: 1.39-1.57 (m, 2H), 2.00 (d, J= 13. 0 Hz, 2H), 2.44-2.54 (m, 4H), 
2.72 (dt, J = 10.5, 2.0 Hz, 2H), 3.46-3.57 (m, 2H), 6.84-6.98 (m, 4H). 
LC/MS : cond. 1 RT 0.39 min LC/MS (ESI+) m/z; 209 [M+H] + 

25 

Morphology: pale yellow solid 
'H-NMR (CDClj) 5 : 1.54 (s, 9H), 1.61-1.90 (m, 4H), 2.84-3.10 (m, 3H), 3.20-3.30 (m, 
IH), 3.78-3.92 (m, IH), 4.92 (br. s, IH), 6.83-7.00 (m, 4H). 
LC/MS: cond. 1 RT 4.15 min LC/MS(ESI+) m/z; 295 [M+H] + 

26 

Morphology: colorless solid 
'H-NMR (DMS0-d6) 6 : 1.55-2.05 (m, 4H), 2.90-3.15 (m, 2H), 3.22-3.58 (m, 3H), 7.15 
(d, J = 6. 6 Hz, 4H), 8. 49 (br. s, 3H). 
LC/MS: cond. 1 RT 0.57 min LC/MS(ESI+) m/z; 195 [M+H] + 

27 
Morphology: pale yellow solid 
'H-NMR (CDC13) 6 : 1.54 (s, 9H), 1.61-1.90 (m, 4H), 2.84-3.10 (m, 3H), 3.20-3.30 (m, 
IH), 3.78-3.92 (m, IH), 4.92 (br. s, IH), 6.83-7.00 (m, 4H). 

28 
Morphology: colorless solid 
LC/MS: cond. 1 RT 0.50 min LC/MS (ESI+) m/z; 195 [M+H]+ 

29 
Morphology: orange solid 
LC/MS : cond. 1 RT 4. 40 min 
LC/MS (ESI+) m/z; 281 [M+H]+ LC/MS (ESI") m/z; 325 [M+HC02]" 

30 
Morphology: colorless solid 
LC/MS: cond. 1 RT 0.42 min LC/MS(ESI+) m/z; 181 [M+H] + 

31 

Morphology: pale orange solid 
'H-NMR (CDClj) 6: 1.45 (s, 9H), 1.86-2.00 (m, IH), 2.23-2.35 (m, IH), 3.12 (dd, J 
= 9.5, 3. 8 Hz, IH), 3.21-3.55 (m, 3H), 4.35 (br. s, IH), 4.72 (br. s, IH), 6.42-6.52 
(m, 2H), 6.93 (t, J = 8.9 Hz, 2H). 

32 
Morphology: colorless solid 
LC/MS: cond. 1 RT 0.47 min LC/MS(ESI+) m/z; 181 [M+H] + 

33 
Morphology: colorless oil 
'H-NMR (CDClj) 5 : 1.48 (s, 9H), 1.84-2.04 (m, 2H), 2.08-2.20 (m, 2H), 2.80-2.96 (m, 
2H), 4.20-4.40 (m, 3H), 6.56 (dd, J = 17. 1, 2.0 Hz, IH), 7.49 (d, J = 20. 1 Hz, IH). 

34 Morphology: colorless oil 
36 Morphology: brown oil 
37 Morphology: colorless oil 
39 LC/MS: cond. 2 RT 2.22 min LC/MS (ESI+) m/z; 312 [M+H] + 

40a LC/MS: cond. 2 RT 0.60 min LC/MS (ESI+) m/z; 212 [M+H]+ 

40b 

Morphology: brown solid 
'H-NMR (DMS0-d6) 8• 2.93-3.01 (m, IH), 3.19-3.27 (m, IH), 3.48-3.80 (m, 2H), 4.39 
(s, IH), 6.15 (t, J = 3.3 Hz, IH), 7.00-7.08 (m, 2H), 7.46-7,54 (m, 2H). 
LC/MS : cond. 2 RT 0.97 min LC/MS (ESI+) m/z! 194 [M+H]* 

41 
Morphology: colorless solid 
LC/MS : cond. 1 RT 0.52 min LC/MS (ESD m/z; 170 [M+H] + 
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Rf Data 

42 
Morphology: brown oil 
LC/MS : cond. 	1 	RT 3. 10 min 
LC/MS(ESP) 	m/z; 290 	[M+H] + 	LC/MS (EST -) m/z; 288 [M —H]- 

43 
Morphology: 	colorless solid 
LC/MS : cond. 	1 RT 3. 12 min 
LC/MS (ESI1 	m/z; 	210 	[M-FH]* 

44 
Morphology: 	colorless oil 
LC/MS : cond. 	1 RT 0.54 min 	LC/MS (EST +) m/z; 196 [M-FH].  

45 
Morphology: 	colorless solid 
LC/MS : cond. 	1 RT 0. 34 min 	LC/MS(ESP) m/z; 195 [M+1-] +  

46 
Morphology: brown 
LC/MS : cond. 	2 RT 

oil 
1.85 min 	LC/MS (EST+) m/z; 182 [M+1-1]* 

47 
Morphology: 	colorless solid 
LC/MS : cond. 	2 RT O. 37 min 	LC/MS (ESI1 m/z ; 195 [M+H] + 

48 Morphology: 	black oil 

49 
Morphology: pink solid 
LC/MS : cond. 	1 RT 1. 74 min 	LC/MS (ESP) m/z; 196 [M+1-1]+ 

50 
Morphology: yellow 
LC/MS : cond. 	2 RT 

oil 
O. 86 min 	LC/MS (EST') m/z; 195 [M+H]* 

51 Morphology: brown oil 

52 
Morphology: 	yellow 
LC/MS : cond. 	1 	RT 

oil 
4. 25 min 	LC/MS (ESI1 m/z ; 321 [M+F1]* 

53 LC/MS : cond. 	1 	RT 3. 68 min 	LC/MS (ESP) m/z ; 223 [M+H]+ 

54 
Morphology: 	orange 
LCJMS : cond. 	1 RT 

oil 
4. 21 min 	LC/MS (EST*) m/z; 335 [M-I-M]' 

55 LC/MS : cond. 	2 RT 1. 85 min 	LC/MS (ESI-) m/z; 183 [M-1-1] - 

56 
Morphology: brown 
LC/MS : cond. 	2 RT 

oil 
2. 67 min 	LC/MS (ESI +) m/z ; 261 [M+Fl] +  

57 Morphology: 	colorless solid 

58 
Morphology: 	red oil 
LC/MS : cond. 	1 RT 3. 56 min 	LC/MS (EST*) m/z ; 286 [M+1-1]' 

59 
Morphology: brown 
LC/MS : cond. 	1 RT 

solid 
3. 67 min 	LC/MS (ESL') m/z ; 173 [PC' 

60 
Morphology: 	pale yellow 
LC/MS : cond. 	1 	RT 

oil 
4. 30 min 	LC/MS (ESP.) m/z 338 [M+H]* 

61 
Morphology: 	brown 
LC/MS : cond. 	1 RT 

solid 
3. 88 min 	LC/MS (EST*) m/z ; 187 [M+1-1]* 

62 
Morphology: 	brown 
LC/MS : cond. 	1 	RT 

oil 
4.34 min 	LC/MS (ESI +) m/z; 338 [M+I-1]+ 

63 
Morphology: 	yellow 
LC/MS : cond. 	1 RT 

oil 
3.09 min 	LC/MS (ESI1 m/z; 212 [M+EI].  

64 
Morphology: 	yellow 
LC/MS : cond. 	1 RT 

oil 
4. 50 min 	LC/MS (ESr) m/z ; 284 [Mi-H] +  

65 
Morphology: pale yellow 
LC/MS : cond. 	1 RT 

solid 
O. 42 min 	LC/MS (ESV) m/z ; 184 [M+H] * 

66 
Morphology: 	yellow 
LC/MS : cond. 	1 RT 

oil 
4. 50 min 	LC/MS (ESI.) m/z ; 298 [M-FH]. 
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[^5] 

Rf Data 

42 
Morphology: brown oil 
LC/MS : cond. 1 RT 3. 10 min 
LC/MS (ESI+) m/z; 290 [M+H]+ LC/MS (ESI") m/z; 288 CM~H]" 

43 
Morphology: colorless solid 
LC/MS : cond. 1 RT 3. 12 min 
LC/MS (ESD m/z; 210 [M+H]+ 

44 
Morphology: colorless oil 
LC/MS : cond. 1 RT 0.54 min LC/MS (ESI+) m/z; 196 [M+H] + 

45 
Morphology: colorless solid 
LC/MS: cond. 1 RT 0.34 min LC/MS(ESI+) m/z; 195 [M+H] + 

46 
Morphology: brown oil 
LC/MS: cond. 2 RT 1.85 min LC/MS (ESI+) m/z; 182 [M+H]+ 

47 
Morphology: colorless solid 
LC/MS : cond. 2 RT 0.37 min LC/MS (EST) m/z; 195 [M+H] + 

48 Morphology: black oil 

49 
Morphology: pink solid 
LC/MS : cond. 1 RT 1.74 min LC/MS (EST) m/z; 196 [M+H] + 

50 
Morphology: yellow oil 
LC/MS: cond. 2 RT 0.86 min LC/MS(ESI+) m/z; 195 [M+H] + 

51 Morphology: brown oil 

52 
Morphology: yellow oil 
LC/MS: cond. 1 RT 4.25 min LC/MS (EST) m/z; 321 [M+H] + 

53 LC/MS : cond. 1 RT 3.68 min LC/MS (ESD m/z; 223 [M+H] + 

54 
Morphology: orange oil 
LC/MS: cond. 1 RT 4.21 min LC/MS(ESI+) m/z", 335 [M+H] + 

55 LC/MS : cond. 2 RT 1.85 min LC/MS (ESI") m/z; 183 [M-H]" 

56 
Morphology: brown oil 
LC/MS: cond. 2 RT 2.67 min LC/MS (ESI+) m/z; 261 [M+H] + 

57 Morphology-' colorless solid 

58 
Morphology: red oil 
LC/MS : cond. 1 RT 3.56 min LC/MS (ESI+) m/z; 286 [M+H]' 

59 
Morphology: brown solid 
LC/MS : cond. 1 RT 3.67 min LC/MS (ESD m/z; 173 [M+H]" 

60 
Morphology: pale yellow oil 
LC/MS : cond. 1 RT 4.30 min LC/MS (ESD m/z 338 [M+H] + 

61 
Morphology: brown solid 
LC/MS : cond. 1 RT 3.88 min LC/MS (ESI+) m/z; 187 [M+H] + 

62 
Morphology: brown oil 
LC/MS : cond. 1 RT 4.34 min LC/MS (EST) m/z; 338 [M+H] + 

63 
Morphology: yellow oil 
LC/MS : cond. 1 RT 3.09 min LC/MS (EST) m/z! 212 [M+H]* 

64 
Morphology: yellow oil 
LC/MS : cond. 1 RT 4.50 min LC/MS (ESI+) m/z; 284 [M+H] + 

65 
Morphology: pale yellow solid 
LC/MS : cond. 1 RT 0.42 min LC/MS(ESI+) m/z; 184 [M+H] + 

66 
Morphology: yellow oil 
LC/MS : cond. 1 RT 4.50 min LC/MS(ESI+) m/z; 298 [M+H] + 
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Rf Data 
67 Morphology: 	pale 

LC/MS : cond. 	1 RT 
yellow oil 
O. 47 min 	LC/MS (ESP) 	m/z; 	198 [M+H]' 

68 Morphology: yellow oil 
69 Morphology: 	white 

111-NMR 	(CDC13) 	6 : 
7.23 	(dd, 	J ---- 	2.2, 

solid 
1.92 	(t, 	J = 6. 0 Hz, 	1H), 	4. 47 	(d, 	J = 6. 0 Hz, 	2H), 	6. 62 	(s, 	1H), 
8.4 Hz, 	1H), 	7.37 	(d, 	J = 8.4 Hz, 	1H) , 	7.52 	(d, 	J = 2.2 Hz, 	1H). 

70 Morphology: 	pale yellow oil 
71 Morphology: 	colorless solid 

LC/MS : cond. 	1 RT 3. 94 min 	LC/MS (EST') 	m/z ; 	383 	[M+H]' 
72 Morphology: brown 

LC/MS : cond. 	2 RT 
oil 

1. 71 min 	LC/MS (EST') 	m/z ; 	283 	[M+H]' 
73 Morphology: 	brown amorphous 

'H-NMR (CDC13) 	6 : 	1. 81 	(d, J = 3. 9 Hz, 	1H), 	3. 06 (dd, 	J = 6. 5 Hz, 	9.5 Hz, 	1H), 	3. 28-3. 38 
(m, 	1H), 	3. 38-3. 49 	(nr, 	2H) 	3.59 	(dd, 	J = 7. 1 Hz, 	9.2 Hz, 	1H), 	3.68 	(d, 	J = 13.5 Hz, 
2H), 	3. 84 	(d, 	J 	= 	13. 8 Hz, 	2H), 	4. 45-4. 54 	(rn, 	1H), 	6. 40-6. 49 	(in, 	211) , 	6. 93 	(t, 	J = 
8.9 	Hz, 	211), 	7. 29-7. 41 	(nr, 	1011). 
LC/MS : cond. 	2 RT 2. 41 min 	LC/MS (ESI.) 	m/z ; 	377 	[M+H]' 

74 Morphology: 	brown oil 
'H-NMR 	(CDC13) 	8 : 	3. 03 	(dd, 	J = 4.7 Hz, 	9. 5 Hz, 	1H) 	3. 20 	(dd, 	J = 4.2 Hz, 	9. 6 Hz, 
1H), 	3. 43-3. 54 (rn, 	1H), 	3. 61-3. 72 	(m, 	2H), 	4. 10-4. 17 	(m, 	1H), 	6. 43-6. 48 	(m, 	2H), 	6. 94 
(t, 	J 	= 	8.9 	Hz, 	211). 
LC/MS : cond. 	2 RT 1. 13 min 	LC/MS (ES') 	m/z; 	197 	[M+H]' 

75 Morphology: 	colorless solid 
LC/MS : cond. 	1 RT 5. 08 min 	LC/MS (EST') 	m/z ; 	385 	[11+11]' 

76 Morphology: 	pale yellow amorphous 
77 Morphology: 	colorless amorphous 

LC/MS : cond. 	2 RT 3.43 min 	LC/MS (ESI +) 	m/z ; 	379 	[M+Ii]' 
78 Morphology: 	colorless solid 

LC/MS : cond. 	2 RT 1. 39 min 	LC/MS (ESP) 	m/z ; 	199 	[M+H]' 
79 Morphology: yellow 

LC/MS : cond. 	1 RT 
solid 

0.37 min 	LC/MS (ESI +) 	m/z ; 	281 	[M+H]' 
80 Morphology: pale 

LC/MS : cond. 	1 RT 
yellow solid 
4. 63 min 	LC/MS (ESP) 	rn/z ; 	295 	[M+H]' 

81 Morphology: brown 
LC/MS : cond. 	2 RT 

oil 
1. 21 min 	LC/MS (ESI1 	m/z; 	195 	[M+H]' 

82 Morphology: 	pale 
LC/MS : cond. 	1 RT 

brown solid 
3. 42 min 	LC/MS (ESL') 	m/z ; 	295 	[M+H]' 

83 Morphology: 	colorless solid 
LC/MS : cond. 	1 RT 0. 39 min 	LC/MS (EST') 	m/z; 	195 	[M+H]' 

84 Morphology: 	colorless solid 
LC/MS : cond. 	1 RT 4. 70 min 	LC/MS (ESV) 	m/z; 346 [M+H]' 
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[^6] 

Rf Data 
67 Morphology: pale yellow oil 

LC/MS: cond. 1 RT 0.47 min LC/MS (ESI+) m/z; 198 [M+H] + 

68 Morphology: yellow oil 
69 Morphology: white solid 

'H-NMR (CDC13) 5: 1.92 (t, J = 6. 0 Hz, IH), 4.47 (d, J = 6. 0 Hz, 2H), 6.62 (s, IH), 
7.23 (dd, J = 2.2, 8.4 Hz, IH), 7.37 (d, J = 8. 4 Hz, IH), 7.52 (d, J = 2. 2 Hz, IH). 

70 Morphology: pale yellow oil 
71 Morphology: colorless solid 

LC/MS : cond. 1 RT 3.94 min LC/MS (ESI+) m/z; 383 [M+H]+ 

72 Morphology: brown oil 
LC/MS: cond. 2 RT 1.71 min LC/MS (ESI+) m/z; 283 [M+H] + 

73 Morphology: brown amorphous 
'H-NMR (CDCI3) fi : 1.81 (d, J = 3. 9 Hz, IH), 3. 06 (dd, J = 6. 5 Hz, 9. 5 Hz, IH), 3. 28-3. 38 
On, IH), 3.38-3.49 (m, 2H) 3.59 (dd, J = 7. 1 Hz, 9.2 Hz, IH), 3.68 (d, J = 13. 5 Hz, 
2H), 3.84 (d, J = 13.8 Hz, 2H), 4.45-4.54 (m, IH), 6.40-6.49 (m, 2H), 6.93 (t, J = 
8.9 Hz, 2H), 7. 29-7. 41 (m, 10H). 
LC/MS : cond. 2 RT 2.41 min LC/MS(ESF) m/z; 377 [M+H] + 

74 Morphology: brown oil 
'H-NMR (CDC13) 6 '• 3.03 (dd, J = 4.7 Hz, 9.5 Hz, IH) 3.20 (dd, J = 4.2 Hz, 9.6 Hz, 
IH), 3.43-3.54 (m, IH), 3.61-3.72 (m, 2H), 4.10-4.17 (m, IH), 6.43-6.48 (m, 2H), 6.94 
(t, J = 8. 9 Hz, 2H). 
LC/MS : cond. 2 RT 1.13 min LC/MS(ESI+) m/z; 197 [M+H] + 

75 Morphology: colorless solid 
LC/MS : cond. 1 RT 5.08 min LC/MS(ESI+) m/z; 385 [M+H]+ 

76 Morphology: pale yellow amorphous 
77 Morphology: colorless amorphous 

LC/MS : cond. 2 RT 3.43 min LC/MS(ESI+) m/z; 379 [M+H] + 

78 Morphology: colorless solid 
LC/MS : cond. 2 RT 1.39 min LC/MS(EST) m/z; 199 [M+H]+ 

79 Morphology: yellow solid 
LC/MS : cond. 1 RT 0.37 min LC/MS(ESI+) m/z; 281 [M+H] + 

80 Morphology: pale yellow solid 
LC/MS : cond. 1 RT 4.63 min LC/MS (ESI+) m/z; 295 [M+H] + 

81 Morphology: brown oil 
LC/MS : cond. 2 RT 1.21 min LC/MS (ESI+) m/z; 195 [M+H] + 

82 Morphology: pale brown solid 
LC/MS : cond. 1 RT 3.42 min LC/MS(ESI+) m/z; 295 [M+H]+ 

83 Morphology", colorless solid 
LC/MS : cond. 1 RT 0.39 min LC/MS(ESI+) m/z; 195 [M+H] + 

84 Morphology: colorless solid 
LC/MS : cond. 1 RT 4.70 min LC/MS(ESD m/z; 346 [M+H] + 
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Rf Data 
85 Morphology: 	colorless solid 

LC/MS : cond. 	1 	RT 3.59 min 	LC/MS (BSI +) 	m/z; 	328 	[M+11] +  
86 Morphology: 	pale yellow amorphous 

LC/MS : cond. 	1 	RT 3.22 min 	LC/MS (ESI.) 	miz ; 	294 	[M+H] +  
87 Morphology: 	colorless solid 

LC/MS : cond. 	1 	RT 4.24 min 	LC/MS (HSI +) 	m/z; 	464 	[M+14] +  
88 Morphology: 	colorless oil 

LC/MS : cond. 	1 	RT 0.94 min 	LC/MS (ESI +) 	m/z; 	364 	[M-I-H]' 
89 Morphology: 	colorless amorphous 

LC/MS : cond. 	1 RT 3.99 min 	LC/MS (ESL') 	m/z; 439 	[M+H]' 
90 Morphology: 	colorless solid 

LC/MS : cond. 	2 RT 2.39 min 	LC/MS (EST') 	m/z ; 	455 	[M+11]+ 
Morphology: 	colorless amorphous 

91 
1H-NMR (CDC13) 	6 : 	1. 76-2. 10 (m, 	4H), 	3. 30-3. 52 	(m, 	2H), 	4. 72-4.90 (m, 	2H), 5. 97 (d, 

a 
J 	= 	13. 9 	Hz, 	1H), 	6. 05 	(d, 	J = 	13. 9 Hz, 	111), 	6. 54 	(d, 	J 	= 	2. 3 	Hz, 
-, 	2.3 	Hz, 	211), 	7.33 	(d, 	J = 	2.3 	Hz, 	2H), 	7. 90-7. 95 	(m, 	111), 	8.29 
LC/MS:cond. 2 RT 1.78 min 	LC/MS (ESL') 	m/z ; 	455 	[M+11]* 

1H), 	7. 
(s, 	1H). 

32 	(d, J 

Morphology: colorless amorphous 
'H-NMR 	(CDC1 3) 	6 : 	1. 70-2. 10 	(m, 	4H), 	3. 30-3. 60 	(m, 	2H), 	4. 70-4. 90 (m, 211), 5. 48 (d, 

91 J = 13.9 Hz, 	111), 	6.06 	(d, 	J = 13.9 Hz, 	111), 	6. 54 	(d, 	J = 2. 0 Hz, 	1H), 7. 10-7.50 (m, 
b 511), 	7. 90-8. 00 	(m, 	1H), 	8. 28 	(s, 	1H) 

LC/MS: cond. 2 RT 1.66 min 
LC/MS(ESP) 	m/z ; 	421 	[M+11]+ 

92 Morphology: 	colorless solid 
a 

92 Morphology: 	colorless solid 
b 
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IW1 

Rf Data 
85 Morphology: colorless solid 

LC/MS : cond. 1 RT 3.59 min LC/MS(ESI+) m/z; 328 [M+H]* 
86 Morphology: pale yellow amorphous 

LC/MS : cond. 1 RT 3.22 min LC/MS (ESD m/z; 294 [M+H] + 

87 Morphology: colorless solid 
LC/MS: cond. 1 RT 4.24 min LC/MS (ESI*) m/z; 464 [M+H]* 

88 Morphology: colorless oil 
LC/MS : cond. 1 RT 0.94 min LC/MS(ESI*) m/z; 364 [M+H]* 

89 Morphology: colorless amorphous 
LC/MS : cond. 1 RT 3.99 min LC/MS (ESI*) m/z; 439 [M+H]* 

90 Morphology: colorless solid 
LC/MS: cond. 2 RT 2.39 min LC/MS (ESI*) m/z; 455 [M+H]* 

91 
a 

Morphology: colorless amorphous 
'H-NMR (CDClj) 8 : 1.76-2.10 (m, 4H), 3.30-3.52 (m, 2H), 4.72-4.90 (m, 2H), 5.97 (d, 
J = 13.9 Hz, IH), 6.05 (d, J = 13.9 Hz, IH), 6.54 (d, J = 2.3 Hz, IH), 7.32 (d, J 
= 2.3 Hz, 2H), 7.33 (d, J = 2.3 Hz, 2H), 7.90-7.95 (m, IH), 8.29 (s, IH), 
LC/MS:cond. 2 RT 1.78 min LC/MS(ESI*) m/z; 455 [M+H]* 

91 
b 

Morphology: colorless amorphous 
'H-NMR (CDC13) 8 : 1.70-2.10 (m, 4H), 3.30-3.60 (m, 2H), 4.70-4.90 (m, 2H), 5.48 (d, 
J = 13. 9 Hz, IH), 6. 06 (d, J = 13. 9 Hz, IH), 6. 54 (d, J = 2. 0 Hz, IH), 7. 10-7. 50 (m, 
5H), 7.90-8.00 (m, IH), 8.28 (s, IH) 
LC/MS: cond. 2 RT 1.66 min 
LC/MS (ESI*) m/z; 421 [M+H]* 

92 
a 

Morphology: colorless solid 

92 
b 

Morphology: colorless solid 
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Rf Data 

93 
Morphology: yellow 
LC/MS: 	cond. 	2 RT 

oil 
1.90 min 	LC/MS 	(HSI + ) 	m/z; 	258 	[M+H]' 

94 
Morphology: brown 
1H-NMR 	(CDC13) 	5 : 
Hz, 	111), 	8. 39 	(d, 

oil 
4.61 	(s, 	2H), 	7. 19 	(d, 	J 	= 8. 6 Hz, 	1H), 	7.94 	(dd, 	J = 8. 2, 	2. 5 
J = 2. 4 Hz, 	1H). 

95 
Morphology: 	yellow solid 
1H-NMR 	(CDC13) 	5 : 	7. 30 	(s, 	1H), 	7. 71 	(d, 	J = 8. 9 Hz, 	1H), 	8. 02 	(dd, 	J = 8. 6, 	1. 5 
Hz, 	111), 	8.21 	- 	8.24 	(m, 	111), 	10.09 	(s, 	1H). 

96 
Morphology: 	pale yellow 
1H-NMR 	(CDC13) 	5 : 
(m, 	1H), 	7.56 	(d, 

solid 
1.50 - 2.20 	(brs, 	1H), 	4. 81 	(s, 	2H) , 	7. 16 	(s, 	1H), 	7.42 - 7.48 
J 	= 	8.4 	Hz, 	1H), 	7. 68 	(s, 	1H). 

97 
Morphology: 	pale yellow 
1H-NMR 	(CDC13) 	5 : 

1H), 	7. 56 	(d, 	J = 

oil 

	

4.70 	(s, 	211), 	7.13 	- 	7.20 	(m, 	111), 	7.47 	(dd, 	J 	= 	8.6, 	1.5 	Hz, 

	

8. 6 	Hz, 	1H) , 	7. 69 	(d, 	J 	= 	1. 5 	Hz, 	11-1). 

98 Morphology: 	colorless solid 

99 Morphology: 	yellow oil 

100 
Morphology: 	colorless oil 
1H-NMR 	(CDC13) 	5 : 	1.75-1. 96 	(m, 	111), 	2.15 	(s, 	3H), 	4.69 	(d, 	J = 5. 7 Hz, 	2H), 	6.69 
(s, 	111). 

101 Morphology: brown oil 

102 
Morphology: black 
1H-NMR (CDC13) 	5 : 

oil 
2. 01 	(t, 	J = 6. 2 Hz, 	1H), 	4. 84 	(d, 	J = 6. 0 Hz, 	211) , 	6.96 	(s, 	111). 

103 Morphology: brown oil 
104 Morphology: 	yellow oil 
105 Morphology: brown oil 
106 Morphology: brown oil 
107 Morphology: 	colorless oil 

108 
Morphology: 	colorless solid 
1H-NMR 	(CDC13) 	5 : 	1. 67 	(t, 	J = 5. 9 Hz, 	111), 	4. 36 	(q, 	J = 8. 1 	Hz, 	2H), 	4. 68 	(d, 	J 
= 	5.6 Hz, 	2H), 	6.21 	(d, 	J = 3.6 Hz, 	1H), 	6.64 	(d, 	J = 3.6 Hz, 	1H). 

109 Morphology: brown oil 

110 
Morphology: brown 
LC/MS: 	cond. 	2 RT 

oil 
1. 52 min 	LC/MS 	On m/z; 209 [M+H]f 

111 
Morphology: 	yellow 
LC/MS: 	cond. 	2 RT 

oil 
2. 20 min 	LC/MS 	(HSI +) 	m/z; 	227 	[M+H]' 

112 
Morphology: yellow 
LC/MS: 	cond. 	2 RT 

oil 
2. 27 min 	LC/MS 	(ESr) 	m/z; 	242 	[M+H] f  

113 
Morphology: 	yellow 
LC/MS: 	cond. 	1 RT 

oil 
2.95 min 	LC/MS 	(ESI1 m/z; 	214 [M+H] +  

114 
Morphology: 	yellow 
1H-NMR 	(CDC13) 	5 : 

oil 
4. 67 	(s, 	211) , 	4. 80 	(q, 	J = 	3. 0 	Hz, 	2H), 	7. 08 	(s, 	1H). 

115 
Morphology: 	yellow 
LC/MS: 	cond. 	2 RT 

solid 
2. 00 min 	LC/MS 	(ESI*) 	m/z; 	250 	[M+H]+ 

116 
Morphology: 	yellow 
LC/MS: 	cond. 	2 RT 

oil 
0.85 min 	LC/MS 	(m') m/z; 	222 [M+H] +  

117 
Morphology: 	yellow 
LC/MS: 	cond. 	2 RT 

oil 
2.03 min 	LC/MS 	(EST+) 	m/z; 	240 	[M-Ff]+ 

118 
Morphology: 	yellow 
1H-NMR 	(CDC13) 	5 : 
J = 	2.4 Hz, 	1H). 

oil 
2.03 	(t, 	J = 	18.5 	Hz, 	3H), 	6.51 	(d, 	J = 	2.4 	Hz, 	1/1), 	7.59 	(d, 

119 Morphology: 	yellow oil 
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Rf Data 

93 
Morphology: yellow oil 
LC/MS: cond. 2 RT 1.90 min LC/MS (ESI+) m/z; 258 [M+H] + 

94 
Morphology: brown oil 
1 H-NMR (CDC13) 8 • 4.61 (s, 2H), 7.19 (d, J = 8. 6 Hz, IH), 7.94 (dd, J = 8. 2, 2.5 
Hz, IH), 8.39 (d, J = 2.4 Hz, IH). 

95 
Morphology: yellow solid 
1 H-NMR (CDC13) 5: 7.30 (s, IH), 7.71 (d, J = 8. 9 Hz, IH), 8.02 (dd, J = 8. 6, 1.5 
Hz, IH), 8.21 - 8.24 (m, IH), 10.09 (s, IH). 

96 
Morphology: pale yellow solid 
1 H-NMR (CDClj) 6 : 1.50 - 2.20 (brs, IH), 4.81 (s, 2H), 7.16 (s, IH), 7.42 - 7.48 
(m, IH), 7.56 (d, J = 8.4 Hz, IH), 7.68 (s, IH). 

97 
Morphology: pale yellow oil 
1 H-NMR (CDC13) 5 : 4.70 (s, 2H), 7.13 - 7.20 (m, IH), 7.47 (dd, J = 8. 6, 1.5 Hz, 
IH), 7.56 (d, J = 8. 6 Hz, IH), 7.69 (d, J = 1. 5 Hz, IH). 

98 Morphology colorless solid 
99 Morphology yellow oil 

100 
Morphology 
1 H-NMR (CDC 
(s, IH). 

colorless oil 
13) 6: 1.75-1.96 (m, IH), 2.15 (s, 3H), 4.69 (d, J = 5. 7 Hz, 2H), 6.69 

101 Morphology: brown oil 

102 
Morphology: black oil 
1 H-NMR (CDClj) 8- 2.01 (t, J = 6. 2 Hz, IH), 4.84 (d, J = 6. 0 Hz, 2H), 6.96 (s, IH). 

103 Morphology brown oil 
104 Morphology yellow oil 
105 Morphology brown oil 
106 Morphology brown oil 
107 Morphology colorless oil 

108 
Morphology 
1H-NMR (CDC 
= 5. 6 Hz, 

colorless solid 
:i3) S : 1.67 (t, J = 5.9 Hz, IH), 4.36 (q, J = 8. 1 Hz, 2H), 4.68 (d, J 
2H), 6.21 (d, J = 3.6 Hz, IH), 6.64 (d, J = 3.6 Hz, IH). 

109 Morphology: brown oil 

110 
Morphology: brown oil 
LC/MS: cond. 2 RT 1.52 min LC/MS (ESI+) m/z; 209 [M+H] + 

111 
Morphology: yellow oil 
LC/MS: cond. 2 RT 2.20 min LC/MS (EST) m/z; 227 [M+H] + 

112 
Morphology: yellow oil 
LC/MS: cond. 2 RT 2.27 min LC/MS (ESI+) m/z; 242 [M+H] + 

113 
Morphology: yellow oil 
LC/MS: cond. 1 RT 2.95 min LC/MS (ESI+) m/z; 214 [M+H] + 

114 
Morphology: yellow oil 
1 H-NMR (CDCI3) 8: 4.67 (s, 2H), 4.80 (q, J = 3. 0 Hz, 2H), 7.08 (s, IH). 

115 
Morphology: yellow solid 
LC/MS: cond. 2 RT 2.00 min LC/MS (EST) m/z; 250 [M+H]" 

116 Morphology: yellow oil 
LC/MS: cond. 2 RT 0.85 min LC/MS (ESI+) m/z; 222 [M+H] + 

117 
Morphology: yellow oil 
LC/MS: cond. 2 RT 2.03 min LC/MS (ESI+) m/z; 240 [M+H]+ 

118 
Morphology: yellow oil 
1 H-NMR (CDC13) 5 : 2.03 (t, J = 18.5 Hz, 3H), 6.51 (d, J = 2. 4 Hz, IH), 7.59 (d, 
J = 2. 4 Hz, IH). 

119 Morphology: yellow oil 
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Rf Data 
120 Morphology: brown oil 
121 Morphology: brown oil 
122 Morphology: pale brown oil 
123 Morphology: pale brown oil 
124 Morphology: 	colorless oil 
125 Morphology: pale yellow oil 
126 Morphology: pale yellow oil 
127 1H-NMR 	(CDC13) 	8 : 	4. 59(s, 	211), 	7.26-7.29(m, 	211), 	7.47-7.50(m, 	2H). 

128 
Morphology:colorless 	liquid 
LC/MS: 	cond. 	2 RT 3.02 min 	LC/MS 	(ESP) 	m/z; 	320 	[M+11] 1- 

129 

Morphology: white amorphous 
1H-NMR 	(CDC13) 	5 :1. 48 (s, 	9H), 	1. 82 (brs, 	2H), 	2. 79 (brs, 	1H), 	2. 94-3. 14(m, 	211), 
3.89-4. 19(m, 	311) , 	7. 06(m, 	2H) , 	7. 45 (m, 	21) . 
LC/MS: 	cond. 	1 RT 3. 77 min 	LC/MS 	(EST-) 	m/z ; 	356[M+HCO2 ]- 

130 

Morphology : 	colorless amorphous 
111-NMR 	(CDC13) 	5 :0. 96 (s, 	911), 	1. 49 	(s, 	911), 	l.84-1.89(m, 	21) , 	2. 27 (brs, 	111), 
3. 05-3. 23(m, 	2H) , 	3. 98 (brs, 	111), 	4. 14 (brs, 	1H), 	5. 24 (brs, 	111), 	6. 98-7. 04(m, 	2H), 
7. 36-7. 43(m, 	2H). 
LC/MS: 	cond. 	2 RT 2. 74 min 	LC/MS 	(ESI +) 	m/z; 	413 	[M+NH 4]+  

131 

Morphology: 	colorless oil 
1H-NMR 	(CDC13) 	6 :1. 08 (s, 	9H) , 	1.49 	(s, 	9H), 	3. 31 (brs, 	1H), 	3. 81 (brs, 	1H), 	4. 19 (brs, 
1H), 	4. 50 (brs, 	111), 	5. 75(s, 	111), 	6. 23 (brs, 	1H) , 	7. 00 (t, 	2H), 	7. 28 (t, 	2H). 
LC/MS: 	cond. 	2 RT 3.06 min 	LC/MS 	(ESI +) 	m/z ; 	278 	[M+H-Boc] +  

132 
111-NMR 	(CDC13) 	6 : 	1. 05 	(s, 	911), 	3. 07-3. 21 	(m, 	2H), 	3. 42-3. 61 	(m, 	211), 	5. 69 	(brs, 
1H), 	6. 32 	(dd, 	J = 4.2, 	3.0 Hz, 	1H), 	6.99 	(t, 	J 	= 9. 0 Hz, 	2H), 	7.25-7. 31 	(m, 	2H). 
LC/MS: 	cond. 	2 RT 1. 72 min 	LC/MS 	(ESP) 	m/z; 	278 	[M+11] +  

133 

Morphology: 	pale yellow amorphous 
1H-NMR 	(CDC13) 	6 : 	3. 24 	(dd, 	J = 12. 9, 	2. 7 Hz, 	1H), 	3.42 	(dd, 	J = 12.6, 	2. 7 Hz, 	1H), 
3.52 	(d, 	J= 3.9 Hz, 	2H), 	4. 40(s, 	1H) , 	6. 16 	(t, 	J= 3.6 Hz, 	111), 	7. 04 	(t, 	J = 8.7 Hz, 
211), 	7. 48-7. 53 	(m, 	2H). 
LC/MS: 	cond. 	2 RT 0.37 min 	LC/MS 	(ESI.) 	m/z; 	194 	[M+11]* 

134 

Morphology: white amorphous 
1H-NMR 	(CDC13) 	5 1.48 (s, 	911) , 	1. 82 (brs, 	211), 	2.79 (brs, 	111), 	2. 94-3. 14 (m, 	2H), 
3. 89-4. 19(m, 	3H), 	7. 06 (t, 	2H), 	7.45(t, 	2H). 
LC/MS: 	cond. 	1 RT 3. 77 min 	LC/MS 	(ESI -) 	m/z; 	356[M+HCO2 ]- 

135 

Morphology : 	colorless amorphous 
1H-NMR 	(CDC13) 	6:0. 96 (s, 	911), 	1.49 	(s, 	911), 	1. 84-1. 89 (m, 	2H), 	2. 27 (brs, 	1H), 
3. 05-3. 23(m, 	2H), 	3. 98 (brs, 	111), 	4. 14 (brs, 	1H), 	5. 24(brs, 	111), 	6. 98-7. 04 (m, 	2H), 
7. 36-7. 43(m, 	2H). 
LC/MS: 	cond. 	2 RT 2. 74 min 	LC/MS 	(ESI+) 	m/z; 	413 	[M+NH 4]+ 

136 

Morphology: 	colorless amorphous 
1H-NMR (CDC13) 	6 :1. 08 (s, 	911), 	1. 49 	(s, 	911) , 	3. 31 (brs, 	1H), 	3. 81 (brs, 	1H), 	4. 19 (brs, 
111), 	4. 50 (brs, 	1H), 	5.75 (s, 	1H), 	6. 23 (br, 	1H), 	7. 00 (t, 	2H), 	7. 28 (t, 	2H). 
LC/MS: 	cond. 	2 RT 3.06 min 	LC/MS 	(ESP.) 	m/z ; 	278 	[M+H-Boc].  

137 
1H-NMR 	(CDC13) 	6 : 	1. 05 	(s, 	9H), 	3. 07-3, 21 	(m, 	2H), 	3.42-3. 61 	(m, 	2H), 	5. 69 	(brs, 
1H), 	6. 32 	(dd, 	J = 4.2, 	3.0 Hz, 	1H), 	6.99 	(t, 	J 	= 9.0 Hz, 	2H), 	7. 25-7. 31 	(m, 	211) . 
LC/MS: 	cond. 	2 RT 	1.72 min 	LC/MS 	(ESI +) 	m/z ; 	278 	[M+H] +  

138 

Morphology: pale yellow amorphous 
1H-NMR 	(CDC13) 	6 : 	3. 24 	(dd, 	J = 12. 9, 	2. 7 Hz, 	1H), 	3.42 	(dd, 	J = 12.6, 	2. 7 Hz, 	111), 
3.52 	(d, 	J= 3. 9 Hz, 	2H), 	4. 40 (s, 	111), 	6. 16 	(t, 	J= 3. 6 Hz, 	1H), 	7. 04 	(t, 	J = 8. 7 Hz, 
2H), 	7. 48-7. 53 	(m, 	al) 
LC/MS: 	cond. 	2 RT 0.37 min 	LC/MS 	(ESI +) 	m/z; 	194 	[M+H]+ 
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Rf Data 
120 Morphology brown oil 
121 Morphology brown oil 
122 Morphology pale brown oil 
123 Morphology pale brown oil 
124 Morphology colorless oil 
125 Morphology pale yellow oil 
126 Morphology pale yellow oil 
127 1 H-NMR (CDClj) 5: 4. 59(s, 2H), 7. 26-7. 29 (m, 2H), 7.47-7.50(m, 2H). 

128 
Morphology:colorless liquid 
LC/MS: cond. 2 RT 3.02 min LC/MS (EST) m/z; 320 [M+H]+ 

129 

Morphology: white amorphous 
1 H-NMR (CDClj) 5=1. 48(s, 9H), 1.82(brs, 2H), 2.79(brs, IH), 2. 94-3. 14 (m, 2H), 
3.89-4. 19 (m, 3H), 7. 06 (m, 2H) , 7. 45 (m, 2H). 
LC/MS: cond. 1 RT 3.77 min LC/MS (ESI") m/z; 356[M+HC02]" 

130 

Morphology: colorless amorphous 
1 H-NMR (CDClj) 8 :0. 96 (s, 9H), 1.49 (s, 9H), 1.84-1. 89(m, 2H), 2.27(brs, IH), 
3. 05-3. 23 (m, 2H), 3.98(brs, IH), 4. 14(brs, IH), 5.24(brs, IH), 6.98-7. 04 (m, 2H), 
7. 36-7. 43 (m, 2H). 
LC/MS: cond. 2 RT 2.74 min LC/MS (EST) m/z; 413 [M+NH4] + 

131 

Morphology: colorless oil 
1 H-NMR (CDClj) 8 :1.08(s, 9H), 1.49 (s, 9H), 3.31(brs, IH), 3. 81 (brs, IH), 4. 19 (brs, 
IH), 4. 50(brs, IH), 5.75(s, IH), 6.23(brs, IH), 7. 00(t, 2H), 7. 28(t, 2H). 
LC/MS: cond. 2 RT 3.06 min LC/MS (ESI+) m/z; 278 [M+H-Boc]' 

132 
1 H-NMR (CDC13) 8- 1.05 (s, 9H), 3.07-3.21 (m, 2H), 3.42-3.61 (m, 2H), 5.69 (brs, 
IH), 6.32 (dd, J - 4.2, 3.0 Hz, IH), 6.99 (t, J = 9. 0 Hz, 2H), 7.25-7.31 (m, 2H). 
LC/MS: cond. 2 RT 1.72 min LC/MS (ESI+) m/z; 278 [M+H]+ 

133 

Morphology: pale yellow amorphous 
1 H-NMR (CDClj) 8: 3.24 (dd, J = 12. 9, 2. 7 Hz, IH), 3.42 (dd, J = 12.6, 2. 7 Hz, IH), 
3.52 (d, J= 3. 9 Hz, 2H), 4.40(s, IH), 6.16 (t, J= 3.6 Hz, IH), 7.04 (t, J = 8.7Hz, 
2H), 7.48-7.53 (m, 2H). 
LC/MS: cond. 2 RT 0.37 min LC/MS (ESI+) m/z; 194 [M+H] + 

134 

Morphology: white amorphous 
1 H-NMR (CDClj) 6 1. 48 (s, 9H), 1.82 (brs, 2H), 2. 79 (brs, IH), 2.94-3. 14 (m, 2H), 
3.89-4. 19(m, 3H), 7. 06(t, 2H), 7.45(t, 2H). 
LC/MS: cond. 1 RT 3.77 min LC/MS (ESI") m/z; 356[M+HC0?]" 

135 

Morphology: colorless amorphous 
1 H-NMR (CDC1,) 8 '• 0. 96(s, 9H), 1.49 (s, 9H), 1.84-1. 89(m, 2H), 2.27(brs, IH), 
3. 05-3. 23(m, 2H), 3.98(brs, IH), 4. 14(brs, IH), 5. 24(brs, IH), 6.98-7. 04(m, 2H), 
7. 36-7. 43(m, 2H). 
LC/MS: cond. 2 RT 2.74 min LC/MS (EST) m/z; 413 [M+NHJ + 

136 

Morphology: colorless amorphous 
1 H-NMR (CDClj) 8 :1.08(s, 9H), 1.49 (s, 9H), 3. 31 (brs, IH), 3. 81 (brs, IH), 4. 19 (brs, 
IH), 4. 50(brs, IH), 5.75(s, IH), 6.23(br, IH), 7.00 (t, 2H), 7.28(t, 2H). 
LC/MS: cond. 2 RT 3.06 min LC/MS (EST) m/z; 278 [M+H-Boc]* 

137 
1 H-NMR (CDClj) 5: 1.05 (s, 9H), 3.07-3.21 (m, 2H), 3.42-3.61 (m, 2H), 5.69 (brs, 
IH), 6.32 (dd, J = 4.2, 3.0 Hz, IH), 6.99 (t, J = 9. 0 Hz, 2H), 7.25-7.31 (m, 2H). 
LC/MS: cond. 2 RT 1.72 min LC/MS (EST) m/z; 278 [M+H] + 

138 

Morphology: pale yellow amorphous 
1 H-NMR (CDClj) 6: 3.24 (dd, J = 12. 9, 2. 7 Hz, IH), 3.42 (dd, J=12.6, 2. 7 Hz, IH), 
3.52 (d, J= 3. 9 Hz, 2H), 4. 40 (s, IH), 6.16 (t, J= 3. 6 Hz, IH), 7.04 (t, J = 8. 7 Hz, 
2H), 7.48-7.53 (a, 2H) 
LC/MS: cond. 2 RT 0.37 min LC/MS (EST) m/z; 194 [M+H] + 
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Rf Data 

139 
Morphology: 	pale yellow oil 

LC/MS: 	cond. 	2 RT 3.01 min 	LC/MS 	(ESI') 	m/z; 	325 	[M+H]* 

140 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.31 min 	LC/MS 	(ESI+) 	m/z; 	359 	[M+H]* 

141 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.90 min 	LC/MS 	(ESP') 	m/z; 	443 	[M+H].  

142 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 3.18 min 	LC/MS 	(ESP) 	m/z; 	425 	[M+H]* 

143 Morphology: pale red oil 

144 
Morphology: 	yellow solid 

LC/MS: 	cond. 	2 RT 1.34 min 	LC/MS 	(ESI') 	m/z; 	241 	[M+H]* 

145 
Morphology: 	pale yellow oil 

LC/MS: 	cond. 	2 RT 2.72 min 	LC/MS 	(ESP-) 	m/z; 	293 	[M+H]* 

146 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 2.10 min 	LC/MS 	(ESI+) 	m/z; 	327 	[M+H]* 

147 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 2.88 min 	LC/MS 	(ESI1 	m/z; 	411 	[M+H]* 

148 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 3.03 min 	LC/MS 	(ESP) 	m/z; 	393 	[M+11].  

149 Morphology: 	pale yellow oil 

150 
Morphology: 	pale yellow solid 

LC/MS: 	cond. 	2 RT 0.81 min 	LC/MS 	(ESI+) 	m/z; 	209 	[M+H]* 

151 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.11 min 	LC/MS 	(ESL*) 	m/z; 	329 	[M+H]' 

152 Morphology: 	colorless amorphous 

153 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 3.01 min 	LC/MS 	(ESL') 	m/z; 	395 	[M+11].  

154 
Morphology: 	orange oil 

LC/MS: 	cond. 	2 RI 1.76 min 	LC/MS 	(ESI+) 	m/z; 	295 	[M+H]' 

155 
Morphology: 	yellow oil 

LC/MS: 	cond. 	2 RT 0.72 min 	LC/MS 	(ESP) 	m/z; 	211 	[M+H].  

156 
Morphology: 	yellow oil 

LC/MS: 	cond. 	2 RT 2.54 min 	LC/MS 	(ESL*) 	m/z; 	393 	[M+H]* 

157 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 2.55 min 	LC/MS 	(ESP) 	m/z; 	375 	[M+H].  

158 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.52 min 	LC/MS 	(ESL') 	m/z; 	275 	[M+H]* 

159 
Morphology: 	yellow solid 

LC/MS: 	cond. 	2 RT 0.35 min 	LC/MS 	(EST.) 	m/z; 	191 	[M+11].  

160 Morphology: 	colorless oil 

161 
Morphology: white amorphous 

LC/MS: 	cond. 	2 RT 2.30 min 	LC/MS 	(EST*) 	m/z; 	326 	[M+H]* 

162 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	1 RT 4.82 min 	LC/MS 	(ESI+) 	m/z; 	310 	[M+H-Boc]* 

163 
Morphology: 	colorless oil 

LC/MS: 	cond. 	1 RT 5.12 min 	LC/MS 	(ESL*) 	m/z; 	392 	[M+H]+  

164 Morphology: 	pale yellow oil 

165 

Morphology: 	colorless oil 

1H-NMR (CDC13) 	5 : 	2.29(s, 	3H), 	3.03-3.16(m, 	2H), 	3.46(s, 	2H), 

2H), 	6.83-6.89(m, 	2H), 	7. 11 (m, 	111). 

4.12(s, 1H), 5.72(s, 
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Rf Data 

139 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 3.01 rain LC/MS (EST) m/z; 325 [M+H] + 

140 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.31 min LC/MS (ESI+) m/z! 359 [M+H]+ 

141 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.90 min LC/MS (EST) m/z; 443 [M+H]+ 

142 
Morphology: colorless oil 
LC/MS: cond. 2 RT 3.18 min LC/MS (EST) m/z! 425 [M+H] + 

143 Morphology: pale red oil 

144 
Morphology: yellow solid 
LC/MS: cond. 2 RT 1.34 min LC/MS (ESI+) m/z; 241 [M+H]* 

145 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 2.72 min LC/MS (EST) m/z; 293 [M+H]" 

146 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2.10 min LC/MS (EST) m/z; 327 [M+H] + 

147 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2.88 min LC/MS (EST) m/z; 411 [M+H] + 

148 
Morphology: colorless solid 
LC/MS: cond. 2 RT 3.03 min LC/MS (ESI+) m/z; 393 [M+H] + 

149 Morphology: pale yellow oil 

150 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 0.81 min LC/MS (EST) m/z; 209 [M+H] + 

151 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.11 min LC/MS (EST) m/z; 329 [M+H] + 

152 Morphology: colorless amorphous 

153 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 3.01 min LC/MS (ESD m/z! 395 [M+H]* 

154 
Morphology: orange oil 
LC/MS: cond. 2 RT 1.76 min LC/MS (EST) m/z; 295 [M+H] + 

155 
Morphology: yellow oil 
LC/MS: cond. 2 RT 0.72 min LC/MS (EST) m/z; 211 [M+H] + 

156 
Morphology: yellow oil 
LC/MS: cond. 2 RT 2.54 min LC/MS (ESI+) m/z; 393 [M+H] + 

157 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2.55 min LC/MS (EST) m/z; 375 [M+H]+ 

158 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.52 min LC/MS (ESI+) m/z; 275 [M+H] + 

159 
Morphology: yellow solid 
LC/MS: cond. 2 RT 0.35 min LC/MS (ESI+) m/z; 191 [M+H] + 

160 Morphology: colorless oil 

161 
Morphology: white amorphous 
LC/MS: cond. 2 RT 2.30 min LC/MS (EST) m/z; 326 [M+H] + 

162 
Morphology: colorless amorphous 
LC/MS: cond. 1 RT 4.82 min LC/MS (EST) m/z; 310 [M+H-Boc]+ 

163 
Morphology: colorless oil 
LC/MS: cond. 1 RT 5.12 min LC/MS (ESI+) m/z; 392 [M+H] + 

164 Morphology: pale yellow oil 

165 
Morphology: colorless oil 
1 H-NMR (CDC13) 5 : 2.29(s, 3H), 3. 03-3.16(m, 2H), 3.46(s, 2H), 4. 12(s, IH), 5. 72(s, 
2H), 6.83-6. 89 (m, 2H), 7.1 l(m, IH). 
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166 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 2.80 min 	LC/MS 	(ESI +) 	m/z; 	291 	[M+11] +  

167 
Morphology: white 
LC/MS: 	cond. 	2 RT 

amorphous 
2.07 min 	LC/MS 	(EST +) 	m/z; 	325 	[M+H] +  

168 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 2. 78 min 	LC/MS 	(ESI +) 	m/z; 	409 	[M+H] - 

169 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 3. 02 min 	LC/MS 	(ESI +) 	m/z; 	391 	[M+H]" 

171 
Morphology: 	brown 
LC/MS: 	cond. 	2 RT 

oil 
0.68 min 	LC/MS 	(HSI +) 	m/z; 	207 	[M+H]+ 

172 
Morphology: 	colorless oil 
1H-NMR 	(CDC13) 	8 	: 	1.55 (s, 	9H), 	1. 57 (s, 	3H), 	2. 48 (brs, 	211), 	3.62 (t, 	J = 5, 79 	Hz, 
2I1), 	4. 06 (s, 	211), 	6. 02 (brs, 	1H), 	6. 98-7. 17 (m, 	3H). 

173 
Morphology: 	white 
LC/MS: 	cond. 	2 RT 

amorphous 
2.27 min 	LC/MS 	(EST+) 	m/z; 	326 	[M+11]+ 

174 
Morphology: 	white 
LC/MS: 	cond. 	2 RT 

amorphous 
2.87 min 	LC/MS 	(ESP) 	m/z ; 	310 	[M+H-Boc]* 

175 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 3. 19 min 	LC/MS 	(ESP) 	m/z; 	292 	[M+H-Boc]+ 

176 
Morphology: 	pale yellow 
LC/MS: 	cond. 	2 RT 

oil 
2.01 min 	LC/MS 	(ESP) 	m z; 	292 	[M+11]+ 

177 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 1.25 min 	LC/MS 	(ESL') 	m/z; 	208 	[M+H] +  

178 
Morphology: 	colorless oil 
1H-NMR 	(CDC13) 	8 : 	1. 49(s, 	911), 	2. 47 (brs, 	2H), 	3.63 (t, 	J = 5, 76 Hz, 	2H), 	4. 06 (brs, 
2H), 	6.00 	(brs, 	1H), 	7. 09 (t, 	J = 	8.64 	Hz, 	11-1), 	7. 21-7. 26(m, 	1H), 	7. 39(d, 	1H) 

179 
Morphology: 	white 
LC/MS: 	cond. 	2 RT 

amorphous 
2.31 min 	LC/MS 	(ESP') 	m/z; 	246 	[M+H-Boc]+ 

180 
Morphology: white 
LC/MS: 	cond. 	2 RT 

amorphous 
2.89 min 	LC/MS 	(ESI +) 	m/z ; 	330 	[M+H-Boc] + 

181 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 3.21 min 	LC/MS 	(ESI +) 	m/z; 	312 	[M+H-Boc] +  

182 
Morphology: pale 
LC/MS: 	cond. 	2 RT 

brown oil 
2.03 min 	LC/MS 	(ESI.) 	m/z; 	312 	[M+11]+ 

183 
Morphology: 	pale 
LC/MS: 	cond. 	2 RT 

yellow solid 
1. 30 min 	LC/MS 	(ESr) 	m/z; 	228 	[M+H] +  

184 Morphology: 	colorless oil 

185 
Morphology: pale 
LC/MS: 	cond. 	1 RT 

brown oil 
3. 70 min 	LC/MS 	(ESI +) 	m/z; 	325 	[M+H] + 

186 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 2.78 min 	LC/MS 	(ESI1 	m/z; 	409 	[M+H] +  

187 
Morphology: 	colorless oil 
LC/MS: 	cond. 	1 RT 4.87 min 	LC/MS 	(ESI+) 	m/z; 	391 	[M+H] +  

188 Morphology: brown oil 

189 
Morphology: brown 
1H-NMR (CDC13) 	8 : 
6. 61-6. 66 (rn, 	2H), 

oil 
2.99-3. 31 (m, 	2H), 	3. 51-3. 63 (m, 	211) , 	3.92 (s, 	3H), 	4. 55 (brs, 	1H), 
7. 09(d, 	J = 	7. 5 	Hz, 	1H), 	7.57 (t, 	J = 	7. 8 	Hz, 	1H) 

190 Morphology: 	colorless oil 
191 Morphology: 	colorless oil 

192 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 2.81 min 	LC/MS 	(ESP) 	m/z; 	380 	[M+H]+ 

WO 2013/147183 408 PCT/JP2013/059589 

[^11] 

Rf Data 

166 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2.80 min LC/MS (ESI+) m/z! 291 [M+H]+ 

167 
Morphology: white amorphous 
LC/MS: cond. 2 RT 2.07 min LC/MS (ESI+) m/z; 325 [M+H]+ 

168 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2.78 min LC/MS (EST) m/z; 409 [M+H]" 

169 
Morphology: colorless oil 
LC/MS: cond. 2 RT 3.02 min LC/MS (EST) m/z! 391 [M+H]* 

171 
Morphology: brown oil 
LC/MS: cond. 2 RT 0.68 min LC/MS (EST) m/z; 207 [M+H] + 

172 
Morphology: colorless oil 
1H-NMR (CDC13) 5: 1.55(s, 9H), 1. 57 (s, 3H), 2.48(brs, 2H), 3.62(t, J = 5, 79 Hz, 
2H), 4. 06 (s, 2H), 6. 02 (brs, IH), 6.98-7. 17 (m, 3H). 

173 
Morphology: white amorphous 
LC/MS: cond. 2 RT 2.27 min LC/MS (EST) m/z; 326 [M+H] + 

174 
Morphology: white amorphous 
LC/MS: cond. 2 RT 2.87 min LC/MS (EST) m/z; 310 [M+H-Boc] + 

175 
Morphology: colorless oil 
LC/MS: cond. 2 RT 3.19 min LC/MS (EST) m/z; 292 [M+H-Boc] + 

176 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 2.01 min LC/MS (EST) m/z; 292 [M+H]+ 

177 
Morphology: colorless oil 
LC/MS: cond. 2 RT 1.25 min LC/MS (EST) m/z; 208 [M+H]+ 

178 
Morphology: colorless oil 
1H-NMR (CDCI3) 8 • 1. 49(s, 9H), 2.47(brs, 2H), 3.63 (t, J = 5, 76 Hz, 2H), 4.06(brs, 
2H), 6.00 (brs, IH), 7.09(t, J = 8.64 Hz, IH), 7.21-7. 26(m, IH), 7.39(d, IH) 

179 
Morphology: white amorphous 
LC/MS: cond. 2 RT 2.31 min LC/MS (EST) m/z; 246 [M+H-Boc] + 

180 
Morphology: white amorphous 
LC/MS: cond. 2 RT 2.89 min LC/MS (ESI+) m/z; 330 [M+H-Boc] + 

181 
Morphology: colorless oil 
LC/MS: cond. 2 RT 3.21 min LC/MS (ESI+) m/z; 312 [M+H-Boc] + 

182 
Morphology: pale brown oil 
LC/MS: cond. 2 RT 2.03 min LC/MS (EST) m/z; 312 [M+H]* 

183 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 1.30 min LC/MS (EST) m/z! 228 [M+H] + 

184 Morphology: colorless oil 

185 
Morphology: pale brown oil 
LC/MS: cond. 1 RT 3.70 min LC/MS (ESI+) m/z; 325 [M+H] + 

186 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2.78 min LC/MS (EST) m/z; 409 [M+H]* 

187 
Morphology: colorless oil 
LC/MS: cond. 1 RT 4.87 min LC/MS (ESI+) m/z; 391 [M+H] + 

188 Morphology: brown oil 

189 
Morphology: brown oil 
1 H-NMR (CDCI3) 6: 2.99-3. 31 (m, 2H), 3.51-3. 63 (m, 2H), 3. 92 (s, 3H), 4. 55 (brs, IH), 
6.61-6.66(m, 2H), 7. 09(d, J = 7.5 Hz, IH), 7.57(t, J = 7.8 Hz, IH) 

190 Morphology colorless oil 
191 Morphology colorless oil 

192 
Morphology 
LC/MS: conc 

colorless oil 
i. 2 RT 2.81 min LC/MS (ESI+) m/z; 380 [M+H] + 
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193 
Morphology: brown 

LC/MS: 	cond. 	2 RT 

oil 

1.92 min 	LC/MS (ESP) m/z; 280 [M+Hr 

194 
Morphology: brown 

LC/MS: 	cond. 	2 RT 

oil 

1.05 min 	LC/MS (ESN m/z; 196 [M+F1]+  

195 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 

oil 

2.91 min 	LC/MS (ESP) m/z; 280 [M+F]' 

196 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 

oil 

2.12 min 	LC/MS (ESI*) m/z; 314 [M+W+ 

197 Morphology: 	yellow oil 

198 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 

oil 

3.14 min 	LC/MS (ESI*) m/z; 380 [M+H]* 

199 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 

oil 

1.99 min 	LC/MS (ESI') m/z; 280 [M+H]' 

200 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

1.08 min 	LC/MS (ESI*) m/z; 196 [M+H]* 

201 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 2.77 min 	LC/MS (ESI*) m/z; 423 [M+H]' 

202 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 1.66 min 	LC/MS (ESI') m/z; 293 [M+H]* 

203 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 2.30 min 	LC/MS (ESI*) m/z; 371 [M+H]* 

204 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.08 min 	LC/MS (ESP) m/z; 271 [M+H]* 

205 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 1.69 min 	LC/MS (EST') m/z; 323 [M+H]* 

206 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

oil 

0.36 min 	LC/MS (ESI') m/z; 193 [M+1-1]' 

207 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.12 min 	LC/MS (ESP) m/z; 335 [M+H]' 

208 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 1.02 min 	LC/MS (ESI*) m/z; 235 [M+H]' 

209 
Morphology: 	pale 

LC/MS: 	cond. 	2 RT 

yellow solid 

2.77 min 	LC/MS (ESI') m/z; 423 [M+11]+  

210 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 1.68 min 	LC/MS (ESI'") m/z; 323 [M+F1]+ 

211 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 0.38 min 	LC/MS (ESI') m/z; 193 [M+H]* 

212 
Morphology: pale 

LC/MS: 	cond. 	2 RT 

yellow solid 

2.77 min 	LC/MS 	(EST') m/z; 423 [M+E]t  

213 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 	1.70 min 	LC/MS 	(ESI*) m/z; 323 [M+H]* 

214 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 0.39 min 	LC/MS 	(ESP) m/z; 193 [M+11]+ 

215 
Morphology: 	black 

LC/MS: 	cond. 	2 RT 

oil 

1.13 min 	LC/MS 	(ESI*) m/z; 210 

Morphology: 	dark 

LC/MS: 	cond. 	2 RT 

[M+H]*

216 
brown oil 

0.39 min 	LC/MS 	(ESP) m/z; 209 [M+H]* 

217 LC/MS: 	cond. 	2 RT 1.40 min 	LC/MS 	(ESP-) m/z; 195 [M+H]* 

218 
Morphology: black 

LC/MS: 	cond. 	2 RT 

oil 

1.13 min 	LC/MS 	(ESI*) m/z; 210 [M+H]* 
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193 
Morphology: brown oil 
LC/MS: cond. 2 RT 1.92 min LC/MS (ESI+) m/z; 280 [M+H]+ 

194 
Morphology: brown oil 
LC/MS: cond. 2 RT 1.05 min LC/MS (ESI+) m/z; 196 [M+H]* 

195 
Morphology: yellow oil 
LC/MS: cond. 2 RT 2.91 min LC/MS (EST) m/z; 280 [M+H] + 

196 
Morphology: yellow oil 
LC/MS: cond. 2 RT 2.12 rain LC/MS (EST) m/z; 314 [M+H] + 

197 Morphology: yellow oil 

198 
Morphology: yellow oil 
LC/MS: cond. 2 RT 3.14 rain LC/MS (ESI+) m/z; 380 [M+H] + 

199 
Morphology: yellow oil 
LC/MS: cond. 2 RT 1.99 min LC/MS (ESI+) m/z; 280 [M+H] + 

200 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 1.08 min LC/MS (ESD m/z; 196 [M+H] + 

201 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2.77 min LC/MS (ESI+) m/z; 423 [M+H] + 

202 
Morphology: colorless oil 
LC/MS: cond. 2 RT 1.66 min LC/MS (ESD m/z; 293 [M+H]* 

203 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2.30 min LC/MS (EST) m/z; 371 [M+H]+ 

204 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.08 min LC/MS (ESI+) m/z; 271 [M+H] + 

205 
Morphology: colorless oil 
LC/MS: cond. 2 RT 1.69 min LC/MS (ESI+) m/z; 323 [M+H] + 

206 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 0.36 min LC/MS (ESD m/z; 193 [M+H] + 

207 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.12 min LC/MS (ESD m/z; 335 [M+H]T 

208 Morphology: colorless oil 
LC/MS: cond. 2 RT 1.02 min LC/MS (ESD m/z; 235 [M+H] + 

209 Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.77 min LC/MS (ESD m/z; 423 [M+H] + 

210 
Morphology: colorless oil 
LC/MS: cond. 2 RT 1.68 min LC/MS (ESI+) m/z; 323 [M+H] + 

211 
Morphology: colorless oil 
LC/MS: cond. 2 RT 0.38 min LC/MS (ESI+) m/z; 193 [M+H] + 

212 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.77 min LC/MS (ESI+) m/z; 423 [M+H] + 

213 
Morphology: colorless oil 
LC/MS: cond. 2 RT 1.70 min LC/MS (ESD m/z; 323 [M+H] + 

214 
Morphology: colorless oil 
LC/MS: cond. 2 RT 0.39 min LC/MS (EST) m/z; 193 [M+H]+ 

215 
Morphology: black oil 
LC/MS: cond. 2 RT 1.13 min LC/MS (ESD m/z; 210 [M+H] + 

216 
Morphology: dark brown oil 
LC/MS: cond. 2 RT 0.39 min LC/MS (ESD m/z; 209 [M+H] + 

217 LC/MS: cond. 2 RT 1.40 min LC/MS (EST) m/z; 195 [M+H]* 

218 
Morphology: black oil 
LC/MS: cond. 2 RT 1.13 min LC/MS (ESD m/z; 210 [M+H]* 
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219 
Morphology: 	dark brown 
LC/MS: 	cond. 	2 RT 

oil 
0.39 min 	LC/MS 	(ESI +) 	m/z; 	209 	[M+H]' 

220 LC/MS: 	cond. 	2 RT 1.40 min 	LC/MS 	(ESP) 	m/z; 	195 	[M+f1]+ 
221 Morphology: pale brown oil 

222 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 2. 74 min 	LC/MS 	(ESP) 	m/z : 	308 	[M+H] +  

223 Morphology: pale brown solid 
224 Morphology: pale brown solid 

225 
Morphology: 	yellow 
LC/MS: cond. 	2 RT 

solid 
1. 84 min 	LC/MS 	(ESI +) 	m/z; 	297 	[M+11]+ 

226 
Morphology: yellow 
LC/MS: 	cond. 	2 RT 

oil 
1. 34 min 	LC/MS 	(ESI +) 	m/z; 	207 	[M+H] + 

227 

Morphology: 	colorless oil 
1H-NMR (CDC13) 	6 : 	1.94-2.05(m, 	1H), 	2. 11(s, 	3H), 	2. 40 (q, 	J = 5.4 Hz, 	1H), 	3.92 	(dd, 
J = 12. 0, 	10.5 Hz, 	1H), 	4. 34 (q, 	J = 5. 1 Hz, 	1H), 	5. 03(q, 	J = 5.4 Hz, 	11), 	5.37-5. 40(m, 
1H) , 	7. 00-7. 05 (m, 	2H) , 	7. 28-7. 33 (m, 	2H). 

228 

Morphology: 	colorless oil 
1H-NMR 	(CDC13) 	6 : 	1.90-1.97(m, 	1H), 	2. 03(s, 	3H), 	2. 68-2. 77(m, 	1H), 	3. 95 	(dd, 	J = 
11. 1, 	5. 1 	Hz, 	111), 	4. 13 (d, 	J = 	10.8 Hz, 	1H), 	4. 84 (t, 	J = 7. 8 Hz, 	1H), 	5. 33-5. 36 (m, 
1H), 	7.00-7. 06 (m, 	2H), 	7. 33-7. 37(m, 	2H). 

229 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 RT 4. 14 min 	LC/MS 	(ESI +) 	m/z; 	312 	[M+11] + 

230 
Morphology: 	colorless oil 
1H-NMR 	(CDC13) 	6 : 	1. 56-1. 66 (m, 	1H) , 	2. 59-2. 68 (m, 	11), 	3. 70-3. 79(m, 	2H) , 
3. 99-4. 06 (m, 	1H), 	4. 88 (t, 	J = 	7. 8 	Hz, 	1H), 	6. 99-7. 07 (m, 	2H), 	7. 31-7. 38 (m, 	2H). 

231 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 RT 4. 14 min 	LC/MS 	(EST') 	m/z; 	312 	[M+13]+ 

232 
Morphology: 	colorless oil 
1H-NMR 	(CDC13) 	6 : 	1. 94-2. 14 (tn, 	2H), 	3. 59-3. 68 (ro, 	1H), 	3. 70-3. 79 (m, 	11) , 
4. 20-4. 28 (m, 	1H) , 	5. 08-5. 15 (m, 	1H), 	6. 99-7. 07 (m, 	211), 	7. 31-7. 38 (m, 	211) . 

233 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 RT 4.29 min 	LC/MS 	(EST') 	m/z; 	326 	[M+Il] + 

234 

Morphology: 	colorless oil 
1H-NMR 	(CDC13 ) 	6 : 	1. 41-1. 48 (m, 	1H) , 	1.64-1.71(m, 	111), 	1. 86-2. 02 (m, 	2H), 	3. 48 (t, 
J = 3. 6 Hz, 	1H) , 	3.84-3. 90(m, 	1H), 	4. 00-4. 09(m, 	110, 	4. 82 (dd, 	J = 10. 8, 	2. 7 Hz, 	111) , 
6.99-7. 04(m, 	211), 	7. 29-7. 35 (m, 	211). 

235 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 RT 2. 93 min 	LC/MS 	(EST') 	m/z; 	238 	[M+H] + 

236 

Morphology: 	colorless solid 
1H-NMR 	(CDC13) 	6 : 	1. 25-1.40 (m, 	1H), 	1. 45-1. 58(m, 	1H), 	1.47 (s, 	9H), 	1. 93-1.98 (m, 
111), 	2.20 (brs, 	111), 	3. 59-3. 68 (m, 	111), 	3. 81 (brs, 	1H) , 	4. 13-4. 18 (m, 	1H), 	4.33-4. 36(m, 
111) , 	4. 45 (brs, 	11-1) , 	7. 00-7. 34 (m, 	2H), 	7. 25-7. 31 (m, 	2H). 

237 
Morphology: 	colorless oil 
LC/MS: 	cond. 	1 RT 0.37 min 	LC/MS 	(ESI + ) 	m/z; 	196 	[M+H]' 

238 
Morphology: 	colorless oil 
LC/MS: 	cond. 	1 RT 4. 10 min 	LC/MS 	(ESI+) m/z: 	282 [NH- ]+  

239 
Morphology: 	colorless oil 
LC/MS: 	cond. 	1 RT 2. 45 min 	LC/MS 	(ESI +) 	m/z; 	268 	[M+H] +  

240 
Morphology: 	colorless oil 
LC/MS: 	cond. 	1 RT 0.40 min 	LC/MS 	(ESr) 	m/z; 	178 	[M+11] +  

241 
Morphology: 	colorless oil 
LC/MS: 	cond. 	1 RT 3. 04 min 	LC/MS 	(ESL') m/z; 	415 	[M+C 
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219 
Morphology: dark brown oil 
LC/MS: cond. 2 RT 0.39 min LC/MS (ESI+) m/z; 209 [M+H]+ 

220 LC/MS: cond. 2 RT 1.40 min LC/MS (EST) m/z! 195 [M+H]+ 

221 Morphology: pale brown oil 

222 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.74 min LC/MS (ESI+) m/z; 308 [M+H] + 

223 Morphology: pale brown solid 
224 Morphology: pale brown solid 

225 
Morphology: yellow solid 
LC/MS: cond. 2 RT 1.84 min LC/MS (EST) m/zl 297 [M+H]+ 

226 
Morphology', yellow oil 
LC/MS: cond. 2 RT 1.34 min LC/MS (EST) m/z; 207 [M+H] + 

227 

Morphology: colorless oil 
1 H-NMR (CDC13) 5 : 1.94"2.05(m, IH), 2. 11 (s, 3H), 2.40(q, J = 5.4Hz, IH), 3.92 (dd, 
J = 12. 0, 10. 5 Hz, IH), 4. 34(q, J = 5. 1 Hz, IH), 5.03(q, J = 5. 4 Hz, IH), 5.37-5.40(m, 
IH), 7.00-7. 05 (m, 2H), 7. 28-7. 33(m, 2H). 

228 

Morphology: colorless oil 
1 H-NMR (CDC13) 6: 1.90-1. 97(m, IH), 2.03(s, 3H), 2.68-2.77(m, IH), 3.95 (dd, J = 
11.1, 5.1Hz, IH), 4. 13 (d, J = 10. 8 Hz, IH), 4. 84(t, J = 7. 8 Hz, IH), 5. 33-5. 36 (m, 
IH), 7.00-7. 06 (m, 2H), 7. 33-7. 37(m, 2H). 

229 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.14 min LC/MS (EST) m/z; 312 [M+H]+ 

230 
Morphology: colorless oil 
1 H-NMR (CDClj) 6: 1.56-1. 66 (m, IH), 2. 59-2. 68 (m, IH), 3. 70-3. 79 (m, 2H), 
3. 99-4. 06(m, IH), 4. 88(t, J = 7. 8 Hz, IH), 6. 99-7. 07(m, 2H), 7. 31-7. 38 (m, 2H). 

231 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.14 min LC/MS (EST) m/z; 312 [M+H] + 

232 
Morphology: colorless oil 
1 H-NMR (CDC13) 5 : 1.94-2. 14 (m, 2H), 3. 59-3. 68 (m, IH), 3.70-3.79(m, IH), 
4. 20-4. 28 (m, IH), 5. 08-5. 15 (m, IH), 6. 99-7. 07 (m, 2H), 7.31-7. 38 (m, 2H). 

233 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.29 min LC/MS (ESI+) m/z; 326 [M+H] + 

234 

Morphology: colorless oil 
1 H-NMR (CDC13) 5: 1. 41-1. 48 (m, IH), 1.64-1.71(m, IH), 1.86-2. 02 (m, 2H), 3.48(t, 
J = 3. 6 Hz, IH), 3. 84-3. 90 (m, IH), 4.00-4.09(m, IH), 4.82(dd, J = 10. 8, 2. 7 Hz, IH), 
6. 99-7. 04(m, 2H), 7. 29-7. 35 (m, 2H). 

235 
Morphology: colorless solid 
LC/MS: cond. 1 RT 2.93 min LC/MS (EST) m/z; 238 [M+H] + 

236 

Morphology: colorless solid 
1 H-NMR (CDCI3) 6: 1.25-1. 40 (m, IH), 1.45-1. 58(m, IH), 1.47(s, 9H), 1.93-1. 98 (m, 
IH), 2. 20 (brs, IH), 3.59-3.68(m, IH), 3. 81 (brs, IH), 4.13-4. 18 (m, IH), 4.33-4.36(m, 
IH), 4. 45 (brs, IH), 7. 00-7. 34 (m, 2H), 7. 25-7. 31 (m, 2H). 

237 
Morphology: colorless oil 
LC/MS: cond. 1 RT 0.37 min LC/MS (EST) m/z; 196 [M+H]* 

238 
Morphology: colorless oil 
LC/MS: cond. 1 RT 4.10 min LC/MS (ESI+) m/z; 282 [M+H] + 

239 
Morphology: colorless oil 
LC/MS: cond. 1 RT 2.45 min LC/MS (EST) m/z; 268 [M+H]+ 

240 
Morphology: colorless oil 
LC/MS: cond. 1 RT 0.40 min LC/MS (EST) m/z; 178 [M+H] + 

241 
Morphology: colorless oil 
LC/MS: cond. 1 RT 3.04 min LC/MS (EST) m/z; 415 [M+H]* 
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242 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 RT 4.55 min 	LC/MS 	(ESI +) 	m/z; 	425 	[M+H] +  

243 

Morphology: 	colorless oil 
1H-NMR 	(CDC13) 	5 : 	1. 47 (s, 	9H), 	2. 27-2. 38 (m, 	1H), 	2. 64-2. 76(m, 	111), 	2. 75-2. 81 (m, 
111), 	2. 93-3. 05 (m, 	111), 	3. 12-3. 19 (m, 	1H), 	3. 23-3. 36 (m, 	1H), 	3. 75-3. 88 (m, 	2H), 
6. 99-7. 06 (m, 	2H) , 	7. 18-7. 23 (m, 	211). 

244 
Morphology: brown 
LC/MS: 	cond. 	2 RT 

oil 
1.91 	min 	LC/MS 	(ESI+) 	m/z ; 	191 	[M+11] + 

245 
Morphology: brown 
LC/MS: 	cond. 	2 RT 

solid 
2. 37 min 	LC/MS 	(ESI-) 	m/z; 	205 	[M-H] - 

246 Morphology: brown oil 
247 Morphology: pale yellow oil 

248 
Morphology: pale 
1H-NMR 	(CDC13) 	8 
7. 81-7. 83 (m, 	111). 

yellow solid 
: 	6. 90-6. 91 	(m, 	211), 	7. 18-7. 24(m, 	2H), 	7. 38-7. 42 (m, 	21-1), 

249 
Morphology: purple 
LC/MS: 	cond. 	2 RT 

oil 
1. 13 min 	LC/MS 	(ESP- ) 	m/z; 	177 	[M+H] +  

250 
Morphology: 	colorless solid 
111-NMR (CDC13) 	5 : 2. 64-2. 73(m, 	21) , 	3. 04-3. 12 (m, 	211) , 3. 16-3. 25m, 	1H), 3. 73-3. 83 (m, 
1H), 	6.98-7. 06 (m, 	2H), 	7. 40-7. 47(m, 	2H), 	7.70-7. 75 (m, 	211), 	7. 82-7. 87 (m, 	2H). 

251 Morphology: 	colorless oil 

252 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 RT 4. 54 min 	LC/MS 	(ESI+) 	m/z; 	296 	[M+11] +  

253 Morphology: 	colorless oil 

254 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 	1. 78 min 	LC/MS 	(ESI +) 	m/z; 	225 	[M+1-1] +  

255 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 RT 4.35 min 	LC/MS 	(ESI +) 	m/z; 	354 	[M+1{] +  

256 
Morphology: 	colorless oil 
LC/MS: cond. 	1 RT 3.94 min 	LC/MS (ESP) iii/z; 340 [M+H] + 	LC/MS (EST-) m/z ; 338 [M-El] - 

257 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 	RT 3.70 min 	LC/MS 	(ESI +) 	m/z; 	339 	[14-41] +  

258 
Morphology: 	colorless solid 
1H-NMR 	(CDC13) 	15 : 	3. 08-3. 17 (In, 	2H) , 	3. 54-3. 63 (m, 	211), 	5. 21-5.33 (In, 	111), 
7. 12-7. 19 (m, 	211), 	7. 69-7. 79 (m, 	4H), 	7. 85-7. 90(m, 	21). 

259 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 1. 21 min 	LC/MS 	(ESP) 	m/z; 	191 	[M+H] +  

260 
Morphology: 	pale 
LC/MS: 	cond. 	2 RT 

yellow amorphous 
2. 76 min 	LC/MS 	(ESI +) 	m/z; 	331 	[M+11] +  

261 
Morphology: pale 
LC/MS: 	cond. 	2 RT 

yellow amorphous 
2. 76 min 	LC/MS 	(ESI +) 	m/z; 	313 	[M+11] +  

262 
Morphology: brown 
LC/MS: 	cond. 	2 RT 

amorphous 
1.45 min 	LC/MS 	(ESI+) 	m/z; 	231 	[M+H] +  

263 
Morphology: brown 
LC/MS: 	cond. 	2 RT 

amorphous 
1. 35 min 	LC/MS 	(ESI +) 	m/z; 	213 	[M+11] +  

264 
Morphology: 	yellow 
LC/MS: 	cond. 	2 RT 

oil 
2.81 min 	LC/MS 	(ESI +) 	m/z; 	307 	[M+H]+ 

265 
Morphology: brown 
LC/MS: 	cond. 	2 RT 

amorphous 
1. 36 min 	LC/MS 	(EST+) 	m/z; 	207 	[M+11]* 
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242 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.55 min LC/MS (ESI+) m/z; 425 [M+H]+ 

243 

Morphology: colorless oil 
1 H-NMR (CDC13) 5: 1.47(s, 9H), 2.27-2.38 (m, IH), 2.64-2.76(m, IH), 2. 75-2. 81 (m, 
IH), 2. 93-3. 05 (m, IH), 3. 12-3. 19 (m, IH), 3. 23-3. 36 (m, IH), 3. 75-3. 88 (m, 2H), 
6. 99-7. 06 (m, 2H), 7. 18-7. 23 (m, 2H). 

244 
Morphology: brown oil 
LC/MS: cond. 2 RT 1.91 min LC/MS (ESI+) m/z; 191 [M+H]+ 

245 Morphology: brown solid 
LC/MS: cond. 2 RT 2.37 min LC/MS (ESI") m/z; 205 [M-H]" 

246 Morphology: brown oil 
247 Morphology: pale yellow oil 

248 
Morphology: pale yellow solid 
1 H-NMR (CDCI3) 6: 6.90-6.91 (m, 2H), 7.18-7.24(m, 2H), 7.38-7.42 (m, 2H), 
7. 81-7. 83 (m, IH). 

249 
Morphology: purple oil 
LC/MS: cond. 2 RT 1.13 min LC/MS (EST) m/z! 177 [M+H]* 

250 
Morphology: colorless solid 
1 H-NMR (CDCI3) 5 : 2. 64-2. 73 (m, 2H), 3. 04-3. 12 (m, 2H), 3. 16-3. 25m, IH), 3. 73-3. 83 (m, 
IH), 6.98-7. 06 (m, 2H), 7. 40-7. 47(m, 2H), 7. 70-7. 75 (m, 2H), 7.82-7. 87 (m, 2H). 

251 Morphology: colorless oil 

252 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.54 min LC/MS (ESI+) m/z; 296 [M+H] + 

253 Morphology: colorless oil 

254 
Morphology: colorless oil 
LC/MS: cond. 2 RT 1.78 min LC/MS (EST) m/z; 225 [M+H] + 

255 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.35 min LC/MS (ESI+) m/z; 354 [M+H]+ 

256 
Morphology: colorless oil 
LC/MS: cond. 1 RT 3. 94 min LC/MS (ESD m/z; 340 [M+H]* LC/MS (ESI") m/z; 338 [M-H]~ 

257 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.70 min LC/MS (ESI+) m/z; 339 [M+H]+ 

258 
Morphology: colorless solid 
1 H-NMR (CDCI3) 6: 3.08-3. 17 (m, 2H), 3. 54-3. 63 (m, 2H), 5.21-5.33(m, IH), 
7. 12-7. 19 (m, 2H), 7. 69-7. 79 (m, 4H), 7. 85-7. 90 (m, 2H). 

259 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.21 min LC/MS (ESI+) m/z; 191 [M+H] + 

260 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.76 min LC/MS (ESI+) m/z; 331 [M+H] + 

261 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.76 min LC/MS (ESI+) m/z; 313 [M+H] + 

262 
Morphology: brown amorphous 
LC/MS: cond. 2 RT 1.45 min LC/MS (ESI+) m/z; 231 [M+H]+ 

263 
Morphology: brown amorphous 
LC/MS: cond. 2 RT 1.35 min LC/MS (ESI+) m/z; 213 [M+H] + 

264 
Morphology: yellow oil 
LC/MS: cond. 2 RT 2.81 min LC/MS (ESI+) m/z! 307 [M+H] + 

265 
Morphology: brown amorphous 
LC/MS: cond. 2 RT 1.36 min LC/MS (ESD m/z; 207 [M+H]+ 
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266 
Morphology: 	yellow solid 
LC/MS: 	cond. 	2 RT 	1. 09 min 	LC/MS 	(ESP) 	m/z; 	191 	[M+E]+ 

267 
Morphology: 	pale yellow solid 
LC/MS: 	cond. 	2 RT 	1. 52 min 	LC/MS 	(ESI+) 	m/z; 	225 	[Mi-H] +  

268 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 	1. 52 min 	LC/MS 	(ESP) 	m/z; 	192 	[M-FH].  

269 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 	1.54 min 	LC/MS 	(ESI+) 	m/z ; 	212 	[M+H]+ 

270 
Morphology: brown oil 
LC/MS: 	cond. 	2 RT 	1.35 min 	LC/MS 	(ESI +) 	m/z; 	180 	[M+11].  

271 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 3. 65 min 	LC/MS 	(ESI +) m/z; 	322 	[M+H-Bod +  

272 
Morphology: 	colorless liquid 
LC/MS: 	cond. 	2 RT 0.98 min 	LC/MS 	(ESI+) 	m/z; 	208 	[M+H]* 

273 
Morphology: pale brown oil 
1H-NMR 	(CDC13) 	5 : 	1. 40(s, 	3H), 	1. 44(s, 	9H), 	3. 13 (brs, 	1H), 	3.73 (s, 
J = 	18.9, 	3. 3 	Hz, 	1H), 	4. 26-4. 32 (m, 	2H), 	5. 87(s, 	1H) 

3H), 	3.90 (dd, 

274 
Morphology: 	pale yellow oil 
LC/MS: 	cond. 	2 RT 2.79 min 	LC/MS 	(ESI +) 	m/z; 	350 	[M+H]+ 

275 

Morphology: 	colorless oil 
1H-NMR 	(CDC1 3) 	15 : 	1. 20(s, 	3H), 	1. 46(s, 	9H), 	3. 13 (d, 	J 	= 	12 	Hz, 1H), 
19. 2 , 	2. 7 Hz, 	1H), 	4. 23-4. 37 (m, 	2H), 	5. 80 (s, 	1H), 	6. 88-6. 98 (m, 	2H) , 
2H) 

3. 90 (dd, 	J = 
7. 18-7. 25(m, 

276 
Morphology: 	pale yellow oil 
LC/MS: 	cond. 	2 RT 2.56 min 	LC/MS 	(ESI +) 	m/z; 	365 	[M+H] +  

277 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 1. 42 min 	LC/MS 	(ESI +) 	m/z; 	265 	[M+H] +  

278 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 0.53 min 	LC/MS 	(ESI +) 	m/z; 	207 	[M+H] +  

279 
Morphology: 	pale yellow oil 
LC/MS: 	cond. 	2 RT 2. 48 min 	LC/MS 	(ESI +) 	m/z; 	310 	[M+H] +  

280 LC/MS: 	cond. 	2 RT 1. 33 min 	LC/MS 	(Esn 	m/z; 	192 	[M-Ffi] +  

281 
Morphology: 	pale yellow oil 
LC/MS: 	cond. 	2 RT 2.85, 	2.97 min 	LC/MS 	(ESI+) 	m/z ; 	312 	[M+1-1]+ 

282 Morphology: 	colorless oil 

283 
Morphology: 	colorl es oil 
LC/MS: 	cond. 	2 RT 2.53 min 	LC/MS 	(ESL') 	m/z; 	310 	[M+H] +  

284 LC/MS: 	cond. 	2 RT 1.40 min 	LC/MS 	(ESI+) 	m/z ; 	192 	[M±H]+ 

285 
Morphology: pale yellow oil 
LC/MS: 	cond. 	2 RT 	1.04, 	1.14 min 	LC/MS 	(ESI +) 	m/z ; 	210 	[M+H] +  

286 
Morphology: 	yellow oil 
LC/MS: 	cond. 	2 RT 	1. 10 min 	LC/MS 	(ESI +) 	m/z; 	183 	[M+11]+ 

287 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 1.49 min 	LC/MS 	(ESI +) 	m/z; 	228 	[M+H] +  

288 
Morphology: 	yellow solid 
LC/MS: 	cond. 	2 RT 1. 15 min 	LC/MS 	(ESI +) 	m/z; 	196 	[M+H] +  

289 

Morphology: 	colorless solid 
1H-NMR 	(DMSO-D6) 	5 : 	2. 49 	(s, 	3H), 	7. 02 	(s, 	1H), 	7. 60 	(s, 	1H), 	8. 28 
(brs, 	2H) 
LC/MS: 	cond. 	2 RT 0.40 min 	LC/MS 	(ESP) 	m/z; 	185 	[M+H]+ 

(s, 	1H), 	9. 26 
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266 
Morphology: yellow solid 
LC/MS: cond. 2 RT 1.09 min LC/MS (ESI+) m/z: 191 [M+H]t 

267 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 1.52 min LC/MS (ESI+) m/z; 225 [M+H]+ 

268 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.52 min LC/MS (ESI+) m/z! 192 [M+H]+ 

269 Morphology: colorless solid 
LC/MS: cond. 2 RT 1.54 min LC/MS (EST) m/z; 212 [M+H] + 

270 
Morphology: brown oil 
LC/MS: cond. 2 RT 1.35 min LC/MS (EST) m/z; 180 [M+H]+ 

271 
Morphology: colorless oil 
LC/MS: cond. 2 RT 3.65 min LC/MS (EST) m/z; 322 [M+H-Boc] + 

272 
Morphology: colorless liquid 
LC/MS: cond. 2 RT 0.98 min LC/MS (EST) m/z; 208 [M+H] + 

273 
Morphology: pale brown oil 
1H-NMR (CDC13) 5: 1.40(s, 3H), 1.44(s, 9H), 3.13(brs, IH), 3.73(s, 3H), 3.90 (dd, 
J= 18.9, 3.3 Hz, IH), 4. 26-4. 32(m, 2H), 5.87(s, IH) 

274 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 2.79 min LC/MS (ESI+) m/z; 350 [M+H]+ 

275 

Morphology: colorless oil 
1H-NMR (CDC13) S : 1.20(s, 3H), 1.46(s, 9H), 3. 13 (d, J = 12 Hz,lH), 3. 90 (dd, J = 
19.2, 2. 7 Hz, IH), 4.23-4. 37(m, 2H), 5. 80(s, IH), 6. 88-6. 98 (m, 2H), 7. 18-7. 25(m, 
2H) 

276 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 2.56 min LC/MS (ESI+) m/z; 365 [M+H] + 

277 
Morphology: colorless oil 
LC/MS: cond. 2 RT 1.42 min LC/MS (ESI+) m/z; 265 [M+H]+ 

278 
Morphology: colorless oil 
LC/MS: cond. 2 RT 0.53 min LC/MS (ESD m/z; 207 [M+H] + 

279 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 2.48 min LC/MS (ESI+) m/z; 310 [M+H]+ 

280 LC/MS: cond. 2 RT 1.33 min LC/MS (ESI+) m/z; 192 [M+H]+ 

281 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 2.85, 2.97 min LC/MS (ESD m/z; 312 [M+H] + 

282 Morphology: colorless oil 

283 
Morphology: colorles oil 
LC/MS: cond. 2 RT 2.53 min LC/MS (ESI+) m/z; 310 [M+H] + 

284 LC/MS: cond. 2 RT 1.40 min LC/MS (EST) m/z; 192 [M+H] + 

285 Morphology-' pale yellow oil 
LC/MS: cond. 2 RT 1.04, 1.14 min LC/MS (ESI+) m/z; 210 [M+H] + 

286 
Morphology: yellow oil 
LC/MS: cond. 2 RT 1.10 min LC/MS (EST) m/z; 183 [M+H] + 

287 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.49 min LC/MS (ESI+) m/z; 228 [M+H] + 

288 
Morphology: yellow solid 
LC/MS: cond. 2 RT 1.15 min LC/MS (ESI+) m/z; 196 [M+H] + 

289 

Morphology: colorless solid 
1H-NMR (DMS0-D6) 5: 2.49 (s, 3H), 7.02 (s, IH), 7.60 (s, IH), 8.28 (s, IH), 9.26 
(brs, 2H) 
LC/MS: cond. 2 RT 0.40 min LC/MS (ESD m/z; 185 [M+H] + 
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290 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.68 min 	LC/MS 	(ESP) 	m/z; 298 	[M+H]+  

291 

Morphology: 	colorless solid 

1H-NMR 	(CDC13) 	6 : 	2.43 	(s, 	3H), 	5. 22 	(s, 	2H) 

(s, 	1H). 

LC/MS: 	cond. 	1 RT 3. 72 min 	LC/MS 	(ESP) 	m/z; 

, 	7.32 	(s, 	1H), 

308 	[M+H]+  

7.61 (s, 1H), 8.77 

292 
Morphology: 	yellow solid 

LC/MS: 	cond. 	1 RT 3.84 min 	LC/MS 	(ESP) 	m/z; 322 	[M+H]+ 

293 
Morphology: 	colorless oil 

LC/MS: 	cond. 	1 RT 2. 41 min 	LC/MS 	(ESP) 	m/z; 336 	[M+H]+ 

294 
Morphology: 	colorless oil 

LC/MS: 	cond. 	1 RT 2. 56 min 	LC/MS 	(EST') 	m/z; 350 	[M+H].  

295 

Morphology: 	colorless solid 

1H-NMR 	(CDC].) 	6 :2. 37(s, 	3H) , 	4. 47(d, 	J = 	6. 

= 3. 7 	Hz, 	1H), 	6. 88(d, 	J = 	3. 7 	Hz, 	1H). 

1 	Hz, 	2H), 	5. 68 (brs, 1H), 6. 73(d, 	J 

296 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2. 01 min 	LC/MS 	(ESP) 	m/z; 318 	[M+H]* 

297 

Morphology:pale yellow solid 

1H-NMR 	(CDC].) 	6 :2. 51(s, 	3H) , 	2. 55 (s, 	3H), 	5. 

6.92 (d, 	J 	= 	3. 7 	Hz, 	1H). 

20(s, 	2H) , 	6. 87 (d, 	J = 3. 7 Hz, 1H), 

298 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 1. 55 min 	LC/MS 	(ESI+) 	m/z; 264 	[M+H]' 

299 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.97 min 	LC/MS 	(ESI+) 	m/z; 274 	[M+H]' 

300 

Morphology:pale yellow solid 

1H-NMR 	(CDC13) 	6 :2. 51(s, 	3H), 	2. 55(s, 	3H), 	5.19 

6.89 (d, 	J 	= 	3. 3 	Hz, 	1H). 

(s, 	2H), 6. 78 (d, J=3. 7 Hz, 1H), 

301 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 1.55 min 	LC/MS 	(ESI1 	m/z; 282 	[M+H]' 

302 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 2.04 min 	LC/MS 	(ESI+) 	m/z; 306 	[M+H]* 

303 Morphology: 	colorless solid 

304 
Morphology: 	colorless oil 

LC/MS: 	cond. 	1 RT 3.09 min 	LC/MS 	(ESP) 	m/z; 286 	[M+H]' 

305 Morphology: 	yellow solid 

306 Morphology: 	colorless solid 

307 Morphology: 	colorless solid 

308 Morphology: 	colorless amorphous 

309 
Morphology: 	yellow oil 

LC/MS: 	cond. 	2 RT 1.78 min 	LC/MS 	(ESI1 	m/z; 373 EM+Hr 

310 Morphology: 	colorless oil 

311 Morphology: 	colorlesssol id 

312 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 1.92 min 	LC/MS 	(EST') 	m/z; 312 	[M+H]* 

313 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 2.28 min 	LC/MS 	(EST') 	m/z; 336 	[M+H]' 

314 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1. 73 min 	LC/MS 	(EST') 	m/z; 264 	[M+H]+ 

315 
Morphology: 	yellow amorphous 

LC/MS: 	cond. 	2 RT 1. 84 min 	LC/MS 	(EST') 	m/z; 278 	[M+H]+ 

316 Morphology: 	colorless oil 
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Rf Data 

290 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.68 min LC/MS (ESI+) m/z; 298 [M+H]+ 

291 

Morphology: colorless solid 
1 H-NMR (CDClj) 6: 2.43 (s, 3H), 5.22 (s, 2H), 7.32 (s, IH), 7.61 (s, IH), 8.77 
(s, IH). 
LC/MS: cond. 1 RT 3.72 min LC/MS (ESI+) m/z; 308 [M+H]+ 

292 
Morphology: yellow solid 
LC/MS: cond. 1 RT 3.84 min LC/MS (ESI+) m/z! 322 [M+H]* 

293 
Morphology: colorless oil 
LC/MS: cond. 1 RT 2.41 min LC/MS (EST) m/z; 336 [M+H] + 

294 Morphology: colorless oil 
LC/MS: cond. 1 RT 2.56 min LC/MS (EST) m/z; 350 [M+H]+ 

295 
Morphology: colorless solid 
1 H-NMR (CDClj) S : 2. 37 (s, 3H), 4. 47 (d, J = 6. 1 Hz, 2H), 5.68(brs, IH), 6. 73 (d, J 
= 3.7 Hz, IH), 6. 88(d, J = 3. 7 Hz, IH). 

296 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.01 min LC/MS (EST) m/z; 318 [M+H] + 

297 
Morphology:pale yellow solid 
1 H-NMR (CDClj) 6 :2. 51 (s, 3H), 2. 55 (s, 3H), 5.20(s, 2H), 6. 87 (d, J = 3. 7 Hz, IH), 
6. 92 (d, J = 3. 7 Hz, IH). 

298 
Morphology: colorless oil 
LC/MS: cond. 2 RT 1.55 min LC/MS (ESI+) m/z; 264 [M+H] + 

299 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.97 min LC/MS (EST) m/z; 274 [M+H] + 

300 
Morphology:pale yellow solid 
1 H-NMR (CDClj) S : 2. 51 (s, 3H), 2.55(s, 3H), 5.19(s, 2H), 6. 78 (d, J=3. 7 Hz, IH), 
6. 89 (d, J = 3. 3 Hz, IH). 

301 
Morphology: colorless oil 
LC/MS: cond. 2 RT 1.55 min LC/MS (ESI+) m/z; 282 [M+H] + 

302 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2.04 min LC/MS (EST) m/z; 306 [M+H] + 

303 Morphology: colorless solid 

304 
Morphology: colorless oil 
LC/MS: cond. 1 RT 3.09 min LC/MS (EST) m/z; 286 [M+H] + 

305 Morphology yellow solid 
306 Morphology colorless solid 
307 Morphology colorless solid 
308 Morphology colorless amorphous 

309 Morphology 
LC/MS: conc 

yellow oil 
i. 2 RT 1.78 min LC/MS (EST) m/z; 373 [M+H]' 

310 Morphology colorless oil 
311 Morphology colorlesssolid 

312 
Morphology 
LC/MS: con 

colorless oil 
1. 2 RT 1.92 min LC/MS (ESI+) m/z; 312 [M+H]+ 

313 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2.28 min LC/MS (ESI+) m/z; 336 [M+H] + 

314 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.73 min LC/MS (EST) m/z; 264 [M+H] + 

315 
Morphology: yellow amorphous 
LC/MS: cond. 2 RT 1.84 min LC/MS (EST) m/z; 278 [M+H] + 

316 Morphology: colorless oil 
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Rf Data 
317 Morphology: pale brown oil 
318 Morphology: 	pale brown oil 

319 
Morphology: 	pale yellow oil 
LC/MS: 	cond. 	2 RT 2. 11 min 	LC/MS 	(EST.) m/z; 348 	[M+H]* 

320 
Morphology: pale yellow oil 
LC/MS: 	cond. 	2 RT 2. 41 min 	LC/MS 	(Br) m/z; 372 	[M+H]* 

321 LC/MS: 	cond. 	2 RT 1. 97 min 	LC/MS 	(EST*) m/z; 284 	[M+1-1]* 
322 LC/MS: 	cond. 	2 RT 2. 30 min 	LC/MS 	(EST') m/z; 294 	[M+H]' 
323 LC/MS: 	cond. 	2 RT 2. 39 min 	LC/MS 	(EST*) m/z; 308 	[M+11] +  

324 
Morphology: 	colorless amorphous 
LC/MS: 	cond. 	2 RT 2. 14 min 	LC/MS 	(ESI*) m/z; 282 	[M -1-11] +  

325 
Morphology: 	orange solid 
LC/MS: 	cond. 	2 RT 2. 51 min 	LC/MS 	(Esil m/z; 306 	[M+H].  

326 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 RT 1.09 min 	LC/MS 	(Br) m/z; 258 	[M+1-1] .  

327 
Morphology: 	colorless amorphous 
LC/MS: cond. 2 RT 2.39 min 	LC/MS (EST*) m/z; 358 [M+H]+ 	LC/MS (EST-) m/z; 356 [M-1-1]-  

328 
Morphology: 	pale yellow 
LC/MS: cond. 2 RT 2.14 min 

amorphous 
LC/MS (EST') m/z ; 340 [M+11]' 	LC/MS (EST-) m/z; 338 [M-11]-  

329 
Morphology: 	pale yellow 
LC/MS: cond. 2 RT 2.46 min 

solid 
LC/MS (EST*) m/z ; 398 [M+1-1]+ 	LC/MS (ESI-) m/z; 396 [M-1-1] -  

330 
Morphology: 	colorless solid 
LC/MS: cond. 2 RT 2.27 min 	LC/MS (EST') m/z ; 380 [M+H]* 	LC/MS (EST-) m/z; 378 [M-141-  

331 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 RT 4.05 min 	LC/MS 	(EST') m/z; 338 	[M+H]* 

332a 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 RT 3. 70 min 	LC/MS 	(EST*) m/z; 307 	[M+1-1]* 

332b 
Morphology: 	colorless amorphous 
LC/MS: 	cond. 	1 RT 3.67 min 	LC/MS 	(Er) m/z; 307 	[M+H]* 

333a 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 RT 2.95 min 	LC/MS 	(EST') m/z; 289 	[M+H]* 

333b 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 RT 2.77 min 	LC/MS 	(ESP) m/z; 289 	[M+H]* 

334 
Morphology: 	colorless solid 
LC/MS: 	cond. 	1 RT 3. 05 min 	LC/MS 	(EST*) m/z; 303 	[M+11] +  

335 
Morphology: white amorphous 
LC/MS: 	cond. 	2 RT 2.08 min 	LC/MS 	(EST*) m/z; 307 	[M+H]' 

336 
Morphology: 	pale brown solid 
LC/MS: 	cond. 	2 RT 	1. 51 min 
LC/MS 	(ESP) 	m/z; 	289 [M+H]* 	LC/MS 	(EST-) m/z; 287 	[M-H]-  

337 
Morphology: 	pale yellow oil 
LC/MS: 	cond. 	2 RT 2. 36 min 	LC/MS 	(ESI +) m/z; 294 	[M+11] +  

338 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 1.63 min 	LC/MS 	(EST') m/z; 276 	[M+I] c  

339 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 1. 73 min 	LC/MS 	(EST*) m/z; 286 [M+H]* 

340 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 1. 71 min 	LC/MS 	(EST') m/z; 290 	[M-I-11]* 

341 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 2.66 min 	LC/MS 	(EST') m/z; 291 	[M+H]* 
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Rf Data 
317 Morphology: pale brown oil 
318 Morphology: pale brown oil 

319 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 2.11 min LC/MS (EST) m/z; 348 [M+H]+ 

320 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 2.41 min LC/MS (EST) m/z; 372 [M+H]+ 

321 LC/MS: cond. 2 RT 1.97 min LC/MS (ESI+) m/z; 284 [M+H] + 

322 LC/MS: cond. 2 RT 2.30 min LC/MS (EST) m/z; 294 [M+H] + 

323 LC/MS: cond. 2 RT 2.39 min LC/MS (ESI+) m/z; 308 [M+H]+ 

324 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.14 min LC/MS (ESI+) m/z; 282 [M+H] + 

325 
Morphology: orange solid 
LC/MS: cond. 2 RT 2.51 min LC/MS (ESI+) m/z; 306 [M+H]+ 

326 
Morphology: colorless solid 
LC/MS: cond. 1 RT 1.09 min LC/MS (ESI+) m/z; 258 [M+H]4 

327 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2. 39 min LC/MS (ESP) m/z; 358 [M+H]+ LC/MS (ESI") m/z; 356 [M-H]" 

328 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2. 14 min LC/MS (EST) m/z; 340 [M+H]* LC/MS (EST) m/z; 338 [M-H]" 

329 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.46 min LC/MS (ESI+) m/z; 398 [M+H] * LC/MS (ESI") m/z; 396 [M-H]" 

330 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.27 min LC/MS (ESI*) m/z; 380 [M+H]* LC/MS (ESI") m/z; 378 [M-H]" 

331 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.05 min LC/MS (ESI*) m/z; 338 [M+H]+ 

332a 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.70 min LC/MS (EST) m/z; 307 [M+H]+ 

332b 
Morphology: colorless amorphous 
LC/MS: cond. 1 RT 3.67 min LC/MS (ESI+) m/z; 307 [M+H] + 

333a 
Morphology: colorless solid 
LC/MS: cond. 1 RT 2.95 min LC/MS (EST) m/z; 289 [M+H]f 

333b 
Morphology: colorless solid 
LC/MS: cond. 1 RT 2.77 min LC/MS (EST) m/z; 289 [M+H] + 

334 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.05 min LC/MS (EST) m/z; 303 [M+H] + 

335 
Morphology: white amorphous 
LC/MS: cond. 2 RT 2.08 min LC/MS (EST) m/z; 307 [M+H] + 

336 
Morphology: pale brown solid 
LC/MS: cond. 2 RT 1. 51 min 
LC/MS (ESI*) m/z; 289 [M+H]+ LC/MS (ESI") m/z! 287 [M-H]" 

337 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 2.36 min LC/MS (EST) m/z; 294 [M+H] + 

338 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.63 min LC/MS (EST) m/z; 276 [M+H] + 

339 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.73 min LC/MS (EST) m/z; 286 [M+H] + 

340 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.71 min LC/MS (EST) m/z; 290 [M+H] + 

341 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2.66 min LC/MS (EST) m/z; 291 [M+H] + 
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Rf Data 

342 

Morphology: 	white solid 

LC/MS: 	cond. 	2 RT 1.84 min 

LC/MS 	(EST') 	m/z; 	273 	[M+H]' 	LC/MS 	(ESI-) 	m/z; 	271 	[M-H]-  

343 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.93 min 	LC/MS 	(ESP) 	m/z; 	287 	[M+H]' 

344 
Morphology: 	white solid 

LC/MS: 	cond. 	2 RT 2.65 min 	LC/MS 	(ESP) 	m/z; 	323 	[M+H].  

345 
Morphology: 	white solid 

LC/MS: 	cond. 	2 RT 1.76 min 	LC/MS 	(EST') 	m/z; 	305 	[M+H]' 

346 
Morphology: 	pale yellow solid 

LC/MS: 	cond. 	2 RT 2.64 min 	LC/MS 	(ESP) 	m/z; 	469 [M+H]* 

347 
Morphology: 	pale yellow oil 

LC/MS: 	cond. 	2 RT 2.55 min 	LC/MS 	(EST') 	m/z; 	429 	[14-141]* 

348 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 1.89 min 	LC/MS 	(ESP) 	m/z; 	375 	[4+11]* 

349 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	1 RT 3.79 min 	LC/MS 	(ESP') 	m/z; 	453 	[M+H]' 

350 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.55 min 	LC/MS 	(ESL') m/z; 	460 [M+H]' 

351 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 1.55 min 	LC/MS 	(EST') 	m/z; 	360 	[M+H]' 

352 
Morphology: 	pale yellow solid 

LC/MS: 	cond. 	2 RT 2.42 min 	LC/MS 	(ESI') 	m/z; 	393 	[M+H]' 

353 
Morphology: brown amorphous 

LC/MS: 	cond. 	2 RI 2.60 min 	LC/MS 	(EST') 	m/z; 	471 	[M+H]* 

354 
Morphology:pale yellow oil 

LC/MS: 	cond. 	2 RT 2.30 min 	LC/MS 	(ESI') 	m/z; 	294 	[M+H]' 

355 Morphology: 	yellow amorphous 

356 
Morphology: 	colorless liquid 

LC/MS: 	cond. 	2 RT 2.17 min 	LC/MS 	(ESI') 	m/z; 	348 	[M+H]' 

357 

Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RT 2.82 min 

LC/MS 	(EST') 	m/z; 	480 	[M+H]' 	LC/MS 	(EST-) 	m/z; 	478 	[M-H]-  

358 
Morphology: 	pale yellow oil 

LC/MS: 	cond. 	2 RT 2.88 min 	LC/MS 	(ESI') 	m/z; 	426 	[M+H].  

359 
Morphology: 	yellow oil 

LC/MS: 	cond. 	2 RT 1.70 min 	LC/MS 	(ESI') 	m/z; 	326 	[M+H]* 

361 
Morphology: yellow amorphous 

LC/MS: 	cond. 	2 RT 	1.72 min 	LC/MS 	(ESI') 	m/z; 	328 	[M+H]' 

362 
Morphology: pale yellow amorphous 

LC/MS: 	cond. 	2 RT 2.82 min 	LC/MS 	(ESL') 	m/z; 	601 	[M+H]* 

363 

Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.60 min 

LC/MS 	(ESI') 	m/z; 	525 	[M+H]' 	LC/MS 	(ESI-) 	m/z; 	523 	[M-H]- 

364 

LC/MS: 	cond. 	2 RI 2.29 min 

LC/MS 	(ESI*) 	m/z; 	294 	[M+H]' 

Enantiomeric 	ecess: 	99% ee, 	ChiralPak 	IA(3um 4.6x150mm), 

99/1(v/v), 	40°C, 	11.1min 	(Rf 364), 	14.1min(Rf 364) 

1.5mL/min, Hex/EtOH = 

365 

LC/MS: 	cond. 	2 RT 2.29 min 

LC/MS 	(EST') 	m/z; 	294 	[M+H]' 

Enantiomeric 	ecess: 	98% ee, 	ChiralPak 	IA(3um 4.6x150mm), 

99/1(v/v), 	40°C, 	11.1min 	(Rf 364), 	14.1min(Rf 365) 

1.5mL/min, Hex/EtOH = 
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Rf Data 

342 
Morphology: white solid 
LC/MS: cond. 2 RT 1. 84 min 
LC/MS (ESI+) m/z; 273 [M+H]+ LC/MS (ESI") m/z; 271 [M-H]" 

343 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.93 min LC/MS (EST) m/z; 287 [M+H]+ 

344 
Morphology: white solid 
LC/MS: cond. 2 RT 2.65 min LC/MS (EST) m/z; 323 [M+H] + 

345 
Morphology: white solid 
LC/MS: cond. 2 RT 1.76 min LC/MS (EST) m/z; 305 [M+H] + 

346 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.64 min LC/MS (EST) m/z; 469 [M+H] + 

347 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 2.55 min LC/MS (ESI+) m/z; 429 [M+H]+ 

348 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 1.89 min LC/MS (EST) m/z; 375 [M+H] + 

349 
Morphology: colorless amorphous 
LC/MS: cond. 1 RT 3.79 min LC/MS (EST) m/z; 453 [M+H]+ 

350 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.55 min LC/MS (EST) m/z; 460 [M+H] + 

351 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 1.55 min LC/MS (EST) m/z; 360 [M+H] + 

352 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.42 min LC/MS (EST) m/z! 393 [M+H] + 

353 
Morphology: brown amorphous 
LC/MS: cond. 2 RT 2.60 min LC/MS (ESI+) m/z; 471 [M+H]+ 

354 
Morphology:pale yellow oil 
LC/MS: cond. 2 RT 2.30 min LC/MS (EST) m/z; 294 [M+H]+ 

355 Morphology: yellow amorphous 

356 
Morphology: colorless liquid 
LC/MS: cond. 2 RT 2.17 min LC/MS (EST) m/z! 348 [M+H] + 

357 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2. 82 min 
LC/MS (ESI+) m/z; 480 [M+H]+ LC/MS (ESI") m/z; 478 [M-H]" 

358 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 2.88 min LC/MS (ESI+) m/z; 426 [M+H] + 

359 
Morphology: yellow oil 
LC/MS: cond. 2 RT 1.70 min LC/MS (ESI+) m/z; 326 [M+H] + 

361 
Morphology: yellow amorphous 
LC/MS: cond. 2 RT 1.72 min LC/MS (ESI+) m/z; 328 [M+H] + 

362 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.82 min LC/MS (EST) m/z; 601 [M+H] + 

363 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.60 min 
LC/MS (ESI+) m/z; 525 [M+H]+ LC/MS (ESI") m/z; 523 [M-H]" 

364 

LC/MS: cond. 2 RT 2.29 min 
LC/MS (ESD m/z; 294 [M+H] + 

Enantiomeric ecess: 99% ee, ChiralPak IA(3um 4. 6x150mm), 1.5mL/min, Hex/EtOH = 
99/1 (v/v), 40CC, ll.lmin (Rf 364), 14. lmin (Rf 364) 

365 

LC/MS: cond. 2 RT 2.29 min 
LC/MS (ESD m/z; 294 [M+H]' 
Enantiomeric ecess: 98% ee, ChiralPak IA(3um 4.6x150mm), 1.5mL/min, Hex/EtOH = 
99/1 (v/v), 40t, ll.lmin (Rf 364), 14. lmin (Rf 365) 
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Rf Data 

366 Morphology: 	white solid 

367 

Morphology: 	white solid 

LC/MS: 	cond. 	2 RT 2.01 min 

LC/MS 	(EST/ 	m/z; 	289 	[M+H]. 	LC/MS (EST/ m/z; 287 [MA]-  

368 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 0.74, 	0.88 min LC/MS (ESI*) m/z; 328 	[M+H]* 

369 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 0.79 min 	LC/MS (ESP) m/z; 238 [M+H]+  

370 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 0.62 min 	LC/MS (ESI/ m/z; 196 [M+H]* 

371 
LC/MS: 	cond. 	2 RT 2.32 min 

LC/MS 	(ESP) m/z; 394 [M+H]* 	LC/MS 	(ESI1 m/z; 392 [M—W - 

372 
Morphology: 	colorless oil 

LC/MS: 	cond, 	1 RT 4.37 min 	LC/MS (EST/ m/z; 376 pd+e- 

373 

Morphology: 	yellow oil 

LC/MS: 	cond. 	2 RT 	1.37 min 

LC/MS 	(ESI*) 	m/z; 	299 	[M+H]* 	LC/MS (EST-) m/z; 297 [M—H]- 

374 

Morphology: 	orange oil 

LC/MS: 	cond. 	2 RT 1.93 min 

LC/MS 	(ESI*) 	m/z; 	323 	[M+Fl]+ 	LC/MS (ESI1 m/z; 321 [M-1-]- 
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Rf Data 
366 Morphology: white solid 

367 
Morphology: white solid 
LC/MS: cond. 2 RT 2. 01 min 
LC/MS (ESD m/z: 289 [M+H]+ LC/MS (ESI") m/z; 287 [M-H]' 

368 
Morphology: colorless solid 
LC/MS: cond. 2 RT 0.74, 0.88 min LC/MS (ESD m/z; 328 [M+H] + 

369 
Morphology: colorless solid 
LC/MS: cond. 2 RT 0.79 min LC/MS (ESD m/z! 238 [M+H] + 

370 
Morphology: colorless solid 
LC/MS: cond. 2 RT 0.62 min LC/MS (ESD m/z; 196 [M+H]+ 

371 
LC/MS: cond. 2 RT 2. 32 min 
LC/MS (ESD m/z; 394 [M+H]+ LC/MS (ESI") m/z; 392 [M-H]" 

372 
Morphology: colorless oil 
LC/MS: cond, 1 RT 4.37 min LC/MS (ESD m/z; 376 [M+H] + 

373 
Morphology: yellow oil 
LC/MS: cond. 2 RT 1.37 min 
LC/MS (ESD m/z; 299 [M+H]+ LC/MS (ESI") m/z; 297 [M-H]" 

374 
Morphology: orange oil 
LC/MS: cond. 2 RT 1. 93 min 
LC/MS (ESD m/z; 323 [M+H]+ LC/MS (EST) m/z; 321 [M-H]" 
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Ex Data 

1 

Morphology: 	colorless solid 
'H-NMR 	(CDC13) 	6 : 	3. 11 	(m, 	4H), 	4.03 	(m, 	4H), 	4.95 	(s, 	2H), 
2H), 	7.32 	(m, 	4H),7.93 	(s, 	1H). 
LC/MS:cond.1 RT 4.40 min 	LC/MS(ESV) 	m/z; 400 [M+H].  

6.89 	(m, 2H), 6.97 (m, 

2 
Morphology: 	yellow solid 
LC/MS:cond.1 RT 4.05 min 
LC/MS(ESI1 	m/z; 411 	[M+H]' 	LC/MS(ESI1 	m/z; 	409 	[M-H]-  

3 
Morphology: 	colorless solid 
LC/MS:cond.1 	RT 4.44 min 	LC/MS(ESI+) 	m/z; 	434 	[M+11]* 

4 
Morphology: 	colorless solid 
LC/MS:cond.1 	RT 4.22 min 	LC/MS(ESI*) 	m/z; 	380 	[M+H]' 

5 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 4.72 min 	LC/MS(ESP) 	m/z; 	422 	[M+H].  

6 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 4.49 min 	LC/MS(ESI1 	m/z; 450 	[M+1-1]* 

7 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 4.29 min 	LC/MS(ESI +) 	m/z; 	400 	[M+H]' 

8 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 4.39 min 	LC/MS(ESV) 	m/z; 	434 	[M+1-1]+ 

9 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 4.26 min 	LC/MS(ESI1 	m/z; 	380 	[M+1-1] .  

10 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 4.14 min 	LC/MS(ESI1 	m/z; 	384 	[MI-H]' 

11 

Morphology: 	colorless solid 
1 H-NMR 	(CDC(CDC13)6 : 	1.28 	(s, 	9H), 	3.13 	(m, 	4H), 	3.84 	(s, 	3H), 

(s, 	2H), 	6.11 	(s, 	1H), 	6.86-7.01 	(m, 	4H), 	7.86 	(s, 	1H) 
LC/MS:cond.1 RT 3.99 min 	LC/MS(ESI1 	m/z; 	426 	[M+H]* 

4.02-4.07 (m, 4H), 4.99 

12 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 4.05 min 	LC/MS(ESV) 	m/z; 	396 	[M+11]* 

13 
Morphology: 	pale yellow solid 
LC/MS:cond.1 RT 4.09 min 	LC/MS(ESI1 	m/z; 	384 	[M+11].  

14 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 3.90 min 	LC/MS(ESI1 	m/z; 	428 	[M+H]* 

15 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 3.90 min 
LC/MS(ESI1 	m/z; 	412 	[M+H]' 	LC/MS(ESI1 	m/z; 	410 	[M-H]-  

16 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 3.90 min 	LC/MS(ESII 	m/z; 	451 	[M+H].  

17 
Morphology: 	pale yellow solid 
LC/MS:cond.2 RT 2.08 min 	LC/MS(ESI1 	m/z; 	423 	[M+11]* 

18 
Morphology: 	pale yellow solid 
LC/MS:cond.2 RT 2.60 min 	LC/MS(ESI1 	m/z; 	440 	[M+H]' 

19 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 4.22 min 	LC/MS(ESI.) 	m/z; 	424 	[WU].  

20 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 4.32 min 	LC/MS(ESP") 	m/z; 	406 	[M+H]' 

21 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 2.40 min 	LC/MS(ESV) 	m/z; 	424 	[M+H]* 

22 
Morphology: 	colorless solid 
LC/MS:cond.1 RT 4.07 min 	LC/MS(ESI +) 	m/z; 	435 	[M+H]* 
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Ex Data 

1 

Morphology: colorless solid 
'H-NMR (CDC13) S • 3. 11 (m, 4H), 4.03 (m, 4H), 4.95 (s, 2H), 6.89 (m, 2H), 6.97 (ra, 
2H), 7.32 (m, 4H),7. 93 (s, IH). 
LC/MS: cond. 1 RT 4.40 min LC/MS (ESI+) m/z 1 400 [M+H]+ 

2 
Morphology: yellow solid 
LC/MS: cond. 1 RT 4.05 min 
LC/MS (ESD m/z; 411 [M+H]+ LC/MS (ESI") m/z; 409 [M-H]" 

3 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.44 min LC/MS (ESI+) m/z; 434 [M+H]+ 

4 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.22 min LC/MS (ESD m/z; 380 [M+H]+ 

5 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.72 min LC/MS (ESI+) m/z; 422 [M+H]+ 

6 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.49 min LC/MS (ESD m/z; 450 [M+H]+ 

7 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.29 min LC/MS (ESI+) m/z; 400 [M+H] + 

8 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.39 min LC/MS (ESI+) m/z; 434 [M+H] + 

9 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.26 min LC/MS (ESD m/z; 380 [M+H]+ 

10 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.14 min LC/MS (ESD m/z! 384 [M+H]+ 

11 

Morphology: colorless solid 
'H-NMR (CDClj) 6 : 1.28 (s, 9H), 3.13 (m, 4H), 3.84 (s, 3H), 4.02-4.07 (m, 4H), 4.99 
(s, 2H), 6.11 (s, IH), 6.86-7.01 (m, 4H), 7.86 (s, IH) 
LC/MS: cond. 1 RT 3.99 min LC/MS (ESI+) m/z; 426 [M+H] + 

12 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.05 min LC/MS(ESI+) m/z; 396 [M+H] + 

13 
Morphology: pale yellow solid 
LC/MS: cond. 1 RT 4.09 min LC/MS (ESI+) m/z; 384 [M+H] + 

14 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.90 min LC/MS (ESD m/z; 428 [M+H]+ 

15 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.90 min 
LC/MS (ESD m/z; 412 [M+H]+ LC/MS(ESI") m/z; 410 [M-H]" 

16 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.90 min LC/MS (ESI+) m/z; 451 [M+H] + 

17 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.08 min LC/MS (ESI+) m/z; 423 [M+H] + 

18 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.60 min LC/MS (ESD m/z; 440 [M+H] + 

19 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.22 min LC/MS (ESI+) m/z; 424 [M+H] + 

20 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.32 min LC/MS (ESD m/z; 406 [M+H] + 

21 
Morphology: colorless solid 
LC/MS: cond. 1 RT 2.40 min LC/MS (ESI+) m/z; 424 [M+H]+ 

22 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.07 min LC/MS (ESD m/z; 435 [M+H] + 
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Ex Data 

23 
Morphology: 	colorless solid 
LC/MS: cond. 1 RT 3. 85 min 
LC/MS (HI+) 	m/z ; 424 [M+11] + 	LC/MS (ESF) 	m/z ; 	422 [M-H]-  

24 
Morphology: 	colorless solid 
LC/MS: cond. 2 RT 2.72 min 	LC/MS(RSV) 	m/z ; 	500 [M+H] +  

25 

Morphology: 	colorless solid 

'H-NMR (CDC13) 	5 : 	3. 09-3. 30 	(m, 	4H), 	4. 00-4. 09 (m, 	4F1), 	5. 12 (s, 
4H), 	7. 10 	(d, 	J 	= 	3. 7 	Hz, 	1H), 	7. 31 	(d, 	J = 	3. 7 	Hz, 	114) , 	8. 00 
LC/MS: cond. 2 RT 2.51 	min 	LC/MS (EST') 	m/z ; 	440 	[M+H] +  

214), 
(s, 

6. 84-7. 02 	(n, 
1H). 

26 
Morphology: 	colorless solid 
LC/MS: cond. 1 RT 4.10 min 	LC/MS (EST+) 	m/z ; 	424 	[M+11]+ 

27 
Morphology: 	colorless solid 
LC/MS: cond. 1 RT 4.40 min 	LC/MS (EST -) 	m/z ; 	438 	[M+H]+ 

28 
Morphology: 	pale brown solid 
LC/MS: cond. 1 RT 4.16 min 	LC/MS (ESL +) 	m/z ; 	465 	[M-FH]' 

29 
Morphology: 	colorless solid 
LC/MS: cond. 1 RT 4.07 min 	LC/MS(ESP) 	m/z ; 	441 	[M+11] +  

30 
Morphology: 	colorless solid 
LC/MS: cond. 1 RT 4.02 min 	LC/MS (ESI +) 	m/z ; 	441 	[M+H]' 

31 
Morphology: 	colorless solid 
LC/MS: cond. 1 RT 4.47 min 	LC/MS (EST +) 	m/z ; 	430 	[M+H]' 

32 

Morphology: 	colorless solid 
111-NMR (CDC13) 	5 : 3. 11 (t, J= 5. 0 Hz, 	4H), 	4. 02-4. 07 (m, 	4H), 	6.00 
(m, 	4H), 	7.72 	(s, 	111), 	8. 17 	(s, 	1H), 	8.29 	(s, 	114). 
LC/MS: cond. 1 RT 4.39 min 	LC/MS (ESI +) 	m/z ; 	424 	[M+H]+ 

(s, 2H), 	6. 86-7.01 

33 

Morphology: 	colorless solid 
1H-NMR 	(CDC13) 	5 : 	3. 07-3. 13 	(m, 	4H) , 	3. 95-4. 04 	(m, 	4H), 	4. 29 	(dd, 	J 
Hz, 	2H) , 	4. 56 	(dd, 	J = 4. 0 Hz, 	6. 0 Hz, 	211), 	6. 50 	(4.29 (d, 	J = 3. 0 Hz, 
(m, 	4H), 	7.37 	(m, 	111), 	7.42 	(s, 	1H). 
LC/MS: cond. 2 RT 2.27 min 	LC/MS (ESI +) 	m/z; 	438 	[M+H]' 

= 4. 0 
111), 	6. 

Hz, 	6. 0 
86-7.01 

34 
Morphology: 	colorless solid 
LC/MS: cond. 1 RT 4.62 min 	LC/MS (EST') 	m/z; 	484 	[M+H] f  

35 
Morphology: 	colorless solid 
LC/MS: cond. 1 RT 3.09 min 	LC/MS(ESP) 	m/z; 	484 	[M+H]' 

36 

Morphology: 	colorless oil 
1H-NMR (CDC13) 	5 : 	2. 90 	(s, 	611), 	3. 11 	(m, 	4H), 	4. 01 	(m, 	410, 	5. 06 
(m, 	4H), 	7.08 	(m, 	2H). 7. 28 	(in, 	2H) 
LC/MS: cond. 1 RT 4.14 min 	LC/MS (ESI +) 	tn/z; 	443 	[M+14]+ 

(s, 2H), 	6. 88-6. 98 

37 

Morphology: 	colorless solid 
1H-NMR 	(CDC13) 5 : 	3. 16-3. 25 	(m, 	4H), 	3.79 	(s, 	311), 	4. 00-4. 07 	(tn, 	411) , 
6. 44-6. 50 	(n, 	211), 	6.50-6. 57 	(rn, 	21-1), 	7. 15-7. 25 	(m, 	1H), 	7. 93 	(d, 	3 
8.30 	(s, 	111) . 
LC/MS: cond. 1 RT 4.04 min 	LC/MS(ESP) 	m/z; 436 [M+H]+ 

6.02 
= 1. 6 

(s, 	2H), 
Hz, 	1H), 

38 
Morphology: 	colorless amorphous 
LC/MS: cond. 1 RT 4.30 min 	LC/MS (EST') 	m/z ; 	440 	[M+H]* 

39 
Morphology: 	colorless solid 
LC/MS: cond. 1 RT 4.18 min 	LC/MS (ESr) 	m/z ; 	420 	[M+H] +  

40 
Morphology: 	colorless solid 
LC/MS: cond. 1 RT 4.35 min 	LC/MS (ESL') 	m/z ; 	446 	[M+14]* 
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Ex Data 

23 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.85 min 
LC/MS (ESD m/z! 424 [M+H] + LC/MS (ESI") m/z; 422 [M-H]~ 

24 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.72 min LC/MS (ESI+) m/z; 500 [M+H] + 

25 

Morphology: colorless solid 
'H-NMR (CDC13) 8 : 3.09-3.30 (m, 4H), 4.00-4.09 (m, 4H), 5.12 (s, 2H), 6.84-7.02 (m, 
4H), 7.10 (d, J = 3. 7 Hz, IH), 7.31 (d, J = 3. 7 Hz, IH), 8.00 (s, IH). 
LC/MS: cond. 2 RT 2.51 min LC/MS (ESD m/z; 440 [M+H]+ 

26 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.10 min LC/MS(ESI+) m/z; 424 [M+H] + 

27 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.40 min LC/MS (ESI") m/z; 438 [M+H] + 

28 
Morphology: pale brown solid 
LC/MS: cond. 1 RT 4.16 min LC/MS(ESI+) m/z; 465 [M+H] + 

29 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.07 min LC/MS(ESD m/z; 441 [M+H] + 

30 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.02 min LC/MS (ESD m/z; 441 [M+H]f 

31 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.47 min LC/MS (ESD m/z; 430 [M+H] + 

32 

Morphology: colorless solid 
'H-NMR (CDClj) 8:3.11 (t, J=5. 0 Hz, 4H), 4.02-4.07 (m, 4H), 6.00 (s, 2H), 6.86-7.01 
(m, 4H), 7.72 (s, IH), 8.17 (s, IH), 8.29 (s, IH). 
LC/MS: cond. 1 RT 4.39 min LC/MS (ESD m/z ; 424 [M+H] + 

33 

Morphology: colorless solid 
'H-NMR (CDC13) 8 : 3.07-3.13 (m, 4H), 3.95-4.04 (m, 4H), 4.29 (dd, J = 4.0 Hz, 6.0 
Hz, 2H), 4. 56 (dd, J = 4. 0 Hz, 6.0 Hz, 2H), 6. 50 (4. 29 (d, J = 3. 0 Hz, IH), 6. 86-7.01 
(m, 4H), 7.37 (m, IH), 7.42 (s, IH). 
LC/MS: cond. 2 RT 2.27 min LC/MS (ESD m/z! 438 [M+H] + 

34 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.62 min LC/MS (ESI+) m/z; 484 [M+H] + 

35 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.09 min LC/MS (ESD m/z! 484 [M+H] + 

36 

Morphology: colorless oil 
'H-NMR (CDClj) 8 : 2.90 (s, 6H), 3.11 (m, 4H), 4.01 (m, 4H), 5.06 (s, 2H), 6.88-6.98 
(m, 4H), 7.08 (m, 2H). 7. 28 (m, 2H) 
LC/MS: cond. 1 RT 4.14 min LC/MS (ESI+) m/z; 443 [M+H] + 

37 

Morphology: colorless solid 
'H-NMR (CDClj) 8 : 3.16-3.25 (m, 4H), 3.79 (s, 3H), 4.00-4.07 (m, 4H), 6.02 (s, 2H), 
6.44-6.50 (m, 2H), 6.50-6.57 (a, 2H), 7.15-7.25 (m, IH), 7.93 (d, J= 1.6 Hz, IH), 
8.30 (s, IH). 
LC/MS: cond. 1 RT 4.04 min LC/MS (ESI+) m/z; 436 [M+H] + 

38 
Morphology: colorless amorphous 
LC/MS: cond. 1 RT 4.30 min LC/MS (ESD m/z! 440 [M+H] + 

39 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.18 min LC/MS (ESI+) m/z; 420 [M+H] + 

40 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.35 min LC/MS (ESD m/z! 446 [M+H] + 
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Ex Data 

41 
Morphology: 
LC/MS:cond.1 

colorless 	solid 
RT 4.40 min 	LC/MS(ESI1 m z; 474 [M+H].  

42 
Morphology: 
LC/MS:cond.1 

colorless 	solid 
RT 4.39 min 	LC/MS(ESI +) m/z; 474 [M+H] +  

43 
Morphology: 
LC/MS:cond.1 

colorless solid 
RT 4.60 min 	LC/MS(ESI +) m/z; 506 [M+H]' 

44 
Morphology: 
LC/MS:cond.1 

colorless solid 
RT 4.15 min 	LC/MS(ESI1 m/z; 420 [M+F]' 

45 
Morphology: 
LC/MS:cond.1 

colorless 	solid 
RT 4.43 min 	LC/MS(ESP) m/z; 490 [M+11]* 

46 
Morphology: 
LC/MS:cond.1 

colorless 	solid 
RT 4.32 min 	LC/MS(ESP) m/z; 434 [M+H]' 

47 
Morphology: 
LC/MS:cond.l 

colorless solid 
RT 4.34 min 	LC/MS(ESI1 m/z; 522 [M+H]' 

48 
Morphology: 
LC/MS:cond.1 

colorless solid 
RT 4.27 min 	LC/MS(ESI1 m/z; 438 [M+H]' 

49 
Morphology: 
LC/MS:cond.1 

colorless 	solid 
RT 3.94 min 	LC/MS(ESI1 m/z; 431 [M+W +  

50 
Morphology: 
LC/MS:cond.1 

colorless solid 
RT 4.07 min 	LC/MS(ESI1 m/z; 464 [M+H]' 

51 
Morphology: 
LC/MS:cond.l 

colorless 	solid 
RT 4.07 min 	LC/MS(ESI1 m/z; 449 [M+H]' 

52 
Morphology: 
LC/MS:cond.1 

colorless solid 
RT 4.43 min 	LC/MS(ESI1 m/z; 492 [M+Hr 

53 
Morphology: 
LC/MS:cond.1 

colorless 	solid 
RT 4.34 min 	LC/MS(ESI1 m/z; 458 [M+H]+ 

54 
Morphology: 
LC/MS:cond.1 

colorless 	solid 
RT 3.99 min 	LC/MS(ESI1 m/z; 431 [M+H]* 

55 
Morphology: 
LC/MS:cond.1 

colorless solid 
RT 4.32 min 	LC/MS(ESI1 m/z; 440 [M+H]' 

56 
Morphology: 
LC/MS:cond.1 

colorless solid 
RT 4.57 min 	LC/MS(ESI1 m/z; 508 [M+Hr 

57 
Morphology: 
LC/MS:cond.l 

yellow solid 
RT 4.10 min 	LC/MS(ESI+) m/z; 469 [M+H]' 

58 
Morphology: 
LC/MS:cond.1 

colorless 	solid 
RT 4.34 min 	LC/MS(ESI1 m/z; 460 [M+Hr 

59 
Morphology: 
LC/MS:cond.l 

colorless 	solid 
RT 4.35 min 	LC/MS(ESI'") m/z; 420 [M+H]' 

60 
Morphology: 
LC/MS:cond.1 

yellow solid 
RT 4.40 min 	LC/MS(ESr9 m/z; 458 [M+H]' 

61 
Morphology: 
LC/MS:cond.1 

yellow solid 
RT 4.34 min 	LC/MS(5ST1 m/z; 512 [M+H]' 

62 
Morphology: 
LC/MS:cond.1 

colorless solid 
RT 4.18 min 	LC/MS(ESI1 m/z; 465 [M+H]' 

63 
Morphology: 
LC/MS:cond.l 

yellow solid 
RT 4.25 min 	LC/MS(ESI1 m/z; 465 [M+11] +  

64 
Morphology: 
LC/MS:cond.1 

colorless solid 
RT 4.20 min 	LC/MS(EST1 m/z; 442 [M+H]' 
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mm 
Ex Data 

41 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.40 min LC/MS (ESI+) m/z; 474 [M+H]+ 

42 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.39 min LC/MS(ESI+) m/z; 474 [M+H] + 

43 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.60 min LC/MS (ESD m/z; 506 [M+H]+ 

44 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.15 min LC/MS (ESI+) m/z; 420 [M+H] + 

45 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.43 min LC/MS (ESI+) m/z; 490 [M+H] + 

46 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.32 min LC/MS (ESI+) m/z; 434 [M+H]+ 

47 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.34 min LC/MS(ESD m/z; 522 [M+H]+ 

48 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.27 min LC/MS (ESI+) m/z! 438 [M+H] + 

49 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.94 min LC/MS (ESI+) m/z; 431 [M+H]+ 

50 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.07 min LC/MS (ESI+) m/z; 464 [M+H] + 

51 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.07 min LC/MS(ESI+) m/z; 449 [M+H]+ 

52 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.43 min LC/MS(ESD m/z; 492 [M+H] + 

53 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.34 min LC/MS(ESI+) m/z! 458 [M+H] + 

54 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.99 min LC/MS (ESI+) m/z; 431 [M+H] + 

55 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.32 min LC/MS (ESI+) m/z; 440 [M+H] + 

56 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.57 min LC/MS(ESI+) m/z; 508 [M+H] + 

57 
Morphology: yellow solid 
LC/MS: cond. 1 RT 4.10 min LC/MS(ESD m/z! 469 [M+H] + 

58 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.34 min LC/MS (ESD m/z; 460 [M+H] + 

59 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.35 min LC/MS (ESI+) m/z; 420 [M+H] + 

60 
Morphology: yellow solid 
LC/MS: cond. 1 RT 4.40 min LC/MS(ESI+) m/z; 458 [M+H] + 

61 
Morphology: yellow solid 
LC/MS: cond. 1 RT 4.34 min LC/MS (ESD m/z; 512 [M+H]* 

62 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.18 min LC/MS (ESI+) m/z; 465 [M+H] + 

63 
Morphology: yellow solid 
LC/MS: cond. 1 RT 4.25 min LC/MS (ESI+) m/z; 465 [M+H] + 

64 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.20 min LC/MS (ESD m/z; 442 [M+H]* 
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65 

Morphology: 	colorless solid 
1 H-NMR 	(CDC13) 	15 : 0.94 	(t, 	J = 7. 4 Hz, 	3H), 	1. 30-1.40 	On, 	210 , 	1.64-1. 77 	(m, 	2H), 
3. 04-3. 18 	(rn, 	4H) , 	3. 90-4. 00 	(m, 	21) , 	4. 00-4. 10 	(m, 	2H) , 	4. 36 	(t, 	J = 6. 4 Hz, 	210, 
5.04 	(s, 	211), 	6. 86-7. 04 	(m, 	414), 	7. 24-7.36 	(in, 	41-1) . 
LC/MS:cond. 1 RT 4.92 min 	LC/MS (EST+) 	m/z ; 	472 	[M+11] +  

66st LC/MS:cond. 1 	RT 4.34 min 	LC/MS (EST-) 	m/z ; 	520 	[M-14] - 

66 

Morphology: 	colorless solid 
'H-NMR 	(CDC13) 	6 : 	3. 10 	(m, 	411), 	4. 01 	(m, 	71), 5.00 	(s, 	2H), 	5. 02 	(s, 	21), 6. 87 	(m, 
411), 	7. 34 	(rn, 	6H), 	7. 97 	(m, 	2H). 
LC/MS:cond. 1 RT 4.85 min 	LC/MS (EST+) 	m/z ; 	536 EM+HP- 

67 

Morphology: 	colorless solid 
111-NMR 	(CDC13) 	S 	: 	3. 09 	(m, 	4H) , 	4. 02 	(m, 	410, 6. 29 	(s, 	211), 	6. 84-6. 91 	(m, 	2H), 6. 96 
(m, 	2H), 	7. 09 	(m, 	111), 7. 29 	(m, 	1H), 	7. 63 	(m, 	11), 7. 66 	(m, 	1H), 	8. 38 	(s, 	11), 	8.45 
(s, 	1H) 
LC/MS:cond. 2 RT 2. 19 min 	LC/MS (ESI+) 	m/z ; 	406 	[M-41].  

68 
Morphology: 	colorless solid 
LC/MS:cond. 1 RT 4.43 min 	LC/MS (ESI+) 	m/z ; 	437 	[M+11]+ 

69 
Morphology: 	colorless solid 
LC/MS:cond. 1 RT 4.24 min 	LC/MS (ESI') 	m/z ; 	403 	[M+11] +  

70 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.01 min 	LC/MS (ESI +) 	m/z ; 	419 	[M+14]* 

71 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.12 min 	LC/MS (HSI+) 	m/z ; 	453 	[11{+H] +  

72 

Morphology: 	colorless solid 
`11-NMR 	(CDC13) 	15 : 	0.91 	(s, 	9H), 	1. 37-1. 45 	(m, 	2H), 	2. 31-2. 39 	(m, 	2H), 	2. 41-2. 52 
(m, 	411), 	3. 82-3. 98 	(tn, 	41) , 	4. 92 	(s, 	2H), 	7. 28-7. 32 	(m, 	41) , 	7.88 	(s, 	1H). 
LC/MS:cond. 1 RT 2. 80 min 
LC/MS (EST') 	m/z ; 	390 	[M+11]* 	LC/MS (EST-) 	tn/z ; 	434 	[M+HCO 2] 

73 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 	1.37 min 	LC/MS (EST') 	m/z ; 	390 	[M+11]* 

74 
Morphology: 	colorless solid 
LC/MS:cond. 1 RT 3.70 min 
LC/MS (HSI +) 	m/z ; 428 	(M+111 + 	LC/MS (ESI -) 	m/z; 472 	[M+HCO2] 
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65 

Morphology: colorless solid 
'H-NMR (CDClj) fi : 0.94 (t, J = 7. 4 Hz, 3H), 1.30-1.40 (m, 2H), 1.64-1.77 (m, 2H), 
3.04-3.18 (m, 4H), 3.90-4.00 (m, 2H), 4.00-4.10 (m, 2H), 4.36 (t, J = 6. 4 Hz, 2H), 
5.04 (s, 2H), 6.86-7.04 (m, 4H), 7.24-7.36 (m, 4H). 
LC/MS:cond. 1 RT 4.92 min LC/MS(ESI+) m/z; 472 [M+H] + 

66st LC/MS:cond. l RT 4.34 min LC/MS(ESI") m/z; 520 [M-H]" 

66 

Morphology: colorless solid 
'H-NMR (CDClj) 6 : 3.10 (m, 4H), 4.01 (m, 7H),5.00 (s, 2H), 5.02 (s, 2H),6.87 (m, 
4H), 7.34 (m, 6H), 7.97 (m, 2H). 
LC/MS :cond. 1 RT 4.85 min LC/MS(ESI+) m/z; 536 [M+H]+ 

67 

Morphology: colorless solid 
'H-NMR (CDClj) 5 : 3. 09 (m, 4H), 4.02 (m, 4H),6. 29 (s, 2H), 6.84-6.91 (m, 2H), 6. 96 
(m, 2H), 7.09 (m, 1H),7. 29 (m, IH), 7.63 (m, 1H),7.66 (m, IH), 8.38 (s, IH), 8.45 
(s, IH) 
LC/MS :Cond. 2 RT 2.19 min LC/MS(ESI+) m/z; 406 [M+H]t 

68 
Morphology: colorless solid 
LC/MS:cond. 1 RT 4.43 min LC/MS(ESI+) m/z", 437 [M+H] + 

69 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.24 min LC/MS (EST) m/z! 403 [M+H] + 

70 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.01 min LC/MS (EST) m/z; 419 [M+H] + 

71 
Morphology: colorless solid 
LC/MS:cond. 2 RT 2.12 min LC/MS (ESD m/z; 453 [M+H]+ 

72 

Morphology: colorless solid 
'H-NMR (CDClj) 6: 0.91 (s, 9H), 1.37-1.45 (m, 2H), 2.31-2.39 (m, 2H), 2.41-2.52 
(m, 4H), 3.82-3.98 (m, 4H), 4.92 (s, 2H), 7.28-7.32 (m, 4H), 7.88 (s, IH). 
LC/MS:cond. 1 RT 2. 80 min 
LC/MS (ESD m/z; 390 [M+H]+ LC/MS (ESI") m/z; 434 [M+HC02]" 

73 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.37 min LC/MS (EST) m/z; 390 [M+H] + 

74 
Morphology: colorless solid 
LC/MS:cond. 1 RT 3.70 min 
LC/MS (ESD m/z; 428 [M+H]+ LC/MS (ESI") m/z; 472 [M+HC02]" 
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75 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2. 47 min 	LC/MS(ESP) 	m/z; 460 	[M+H]+ 

76 

Morphology: 	yellow solid 
'H-NMR 	(CDC13) 	S : 	3. 76-3. 90 	(m, 	4H) , 	3. 60-4. 80 	(m, 	4H) , 	4. 96 	(s, 	210 , 	6. 60 	(d, 
J = 9. 6 Hz, 	1H), 	7. 26-7. 37 	(m, 	4H), 	7. 96 	(s, 	1H), 	8. 26 	(dd, 	J = 2. 6, 	9. 2 Hz, 	1H), 
9. 05 	(d, 	J = 2. 6 Hz, 	1H) . 
LC/MS:cond. 1 RT 3.97 min 	LC/MS (ESr) 	m/z ; 	428 	[M+1-1]+ 

77 
Morphology: 	colorless solid 
LC/MS:cond. 1 RT 4.30 min 	LC/MS (ESI+) 	m/z ; 	451 	[M+11]+ 

78 

Morphology: 	colorless solid 
1H-NMR 	(CDC13) 	8 : 	3. 04-3. 10 	(m, 	4H), 	3. 95-4. 05 	(in, 	4H), 	4. 94 	(s, 	210, 	5. 96 	(d, 
J = 4. 3 	Hz, 	1H), 	6. 58 	(d, 	J 	= 	4. 3 	Hz, 	1H), 	7. 27-7. 40 	(rn, 	4H), 	7. 93 	(s, 	1H). 
LC/MS:cond. 1 RT 4.42 min 	LC/MS (ESI') 	m/z ; 	422 	[M+H]+ 

79 
Morphology: 	colorless solid 
LC/MS:cond. 1 RT 3.40 min 
LC/MS (EST+) 	m/z ; 	414 	[M+H]+ 	LC/MS (ESI") 	m/z ; 	412 	[M-F1] - 

80 
Morphology: 	colorless 	solid 
LC/MS:cond. 1 RT 3. 77 min 
LC/MS (ESI ÷) 	m/z ; 	414 [M+H] + 	LC/MS(ESL) 	m/z; 	458 	[M+HCO2] 

81 
Morphology: pale brown amorphous 
LC/MS:cond. 1 RT 3.85 min 
LC/MS (EST +) 	m/z ; 	428 	[M+1-1]' 	LC/MS (ESL-) 	m/z; 	472 	[M+HCO2] - 

82 
Morphology: 	colorless solid 
LC/MS:cond. 1 RT 3.90 min 
LC/MS (EST+) 	m/z ; 	414 	[M+11] + 	LC/MS (EST-) 	m/z; 	458 	[M+HCO2]- 

83 
Morphology: 	colorless solid 
LC/MS:cond. 1 RT 3.88 min 
LC/MS (EST +) 	m/z ; 	414 	[M+H] + 	LC/MS (EST-) 	m/z; 	458 	[M+HCO 2]- 

84 

Morphology: 	colorless solid 
1H-NMR 	(CDC13) 	15 : 	1.95-2. 07 	(m, 	2H), 	2. 20-2. 41 	(in, 	211), 	2. 99-3. 19 	(m, 	2H) , 	4. 97 
(s, 	2H) , 	5.05 	(m, 	1H), 	5.17 	(m, 	1H), 	5.50 	(m, 	1H) , 	6. 84-6. 98 	(m, 	2H), 	7.20 	(d, 	111), 
7.35 	(m, 	4H) 	7.95 	(s, 	1H). 
LC/MS:cond. 1 RT 4.05 min 	LC/MS (ESr) 	m/z ; 	471 	[M+H] +  

85 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.41 min 	LC/MS (ES r) 	m/z ; 	399 	[M+1-1] +  

86 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.65 min 	LC/MS (ESr) 	m/z ; 414 	[PH] + 

87 
Morphology: 	pale yellow solid 
LC/MS:cond. 2 RT 2.29 min 	LC/MS (EST+) 	m/z ; 	401 	[M+H]* 

88 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.45 min 	LC/MS (EST.) 	m/z ; 	439 EM+H3+ 

89 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.32 min 	LC/MS (EST+) 	m/z ; 	387 	[Pi]+  

90 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.39 min 	LC/MS (EST+) 	m/z; 	413 	[M+11]* 

91 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.24 min 	LC/MS (ESr) 	m/z ; 431 	[PH] ' 

92 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.43 min 	LC/MS (ESr) 	m/z ; 400 [PH] + 

93 
Morphology: 	colorless amorphous 
LC/MS:cond. 2 RT 2.59 min 	LC/MS (EST +) 	m/z ; 	414 	[M+H]+ 
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Ex Data 

75 Morphology: colorless solid 
LC/MS:cond. 2 RT 2.47 min LC/MS(ESI+) m/z; 460 [M+H] + 

76 

Morphology: yellow solid 
'H-NMR (CDClj) 5: 3.76-3.90 (m, 4H), 3.60-4.80 (m, 4H), 4.96 (s, 2H), 6.60 (d, 
J = 9. 6 Hz, IH), 7.26-7.37 (m, 4H), 7.96 (s, IH), 8.26 (dd, J = 2. 6, 9.2 Hz, IH), 
9. 05 (d, J = 2. 6 Hz, IH). 
LC/MS:cond. 1 RT 3.97 min LC/MS(EST) m/z; 428 [M+H]+ 

77 Morphology: colorless solid 
LC/MS :cond. 1 RT 4.30 min LC/MS(ESI+) m/z! 451 [M+H] + 

78 

Morphology: colorless solid 
'H-NMR (CDClj) 6: 3.04-3.10 (m, 4H), 3.95-4.05 (m, 4H), 4.94 (s, 2H), 5.96 (d, 
J = 4. 3 Hz, IH), 6.58 (d, J = 4.3 Hz, IH), 7.27-7.40 (m, 4H), 7.93 (s, IH). 
LC/MS:cond. 1 RT 4.42 min LC/MS(ESI+) m/z; 422 [M+H] + 

79 
Morphology: colorless solid 
LC/MS:cond. 1 RT 3. 40 min 
LC/MS (ESI*) m/z; 414 [M+H]+ LC/MS (ESD m/z; 412 [M-H]" 

80 
Morphology: colorless solid 
LC/MS:cond. 1 RT 3. 77 min 
LC/MS(ESD m/z; 414 [M+H]+ LC/MS (ESI") m/z! 458 [M+HC02]" 

81 
Morphology: pale brown amorphous 
LC/MS:cond. 1 RT 3.85 min 
LC/MS (ESD m/z; 428 [M+H] * LC/MS (ESF) m/z! 472 [M+HC02]" 

82 
Morphology: colorless solid 
LC/MS:cond. 1 RT 3.90 min 
LC/MS (ESD m/z; 414 [M+H]+ LC/MS (ESD m/z! 458 [M+HC02]" 

83 
Morphology: colorless solid 
LC/MS:cond. 1 RT 3.88 min 
LC/MS (ESD m/z; 414 [M+H]+ LC/MS (ESI") m/z; 458 [M+HC02]~ 

84 

Morphology: colorless solid 
'H-NMR (CDClj) 5: 1.95-2.07 (m, 2H), 2.20-2.41 (m, 2H), 2.99-3.19 (m, 2H), 4.97 
(s, 2H), 5.05 (m, IH), 5.17 (m, IH), 5.50 (m, IH), 6.84-6.98 (m, 2H), 7.20 (d, IH), 
7.35 (m, 4H) 7.95 (s, IH). 
LC/MS: cond. 1 RT 4.05 min LC/MS(ESD m/z; 471 [M+H] + 

85 Morphology: colorless solid 
LC/MS:cond. 2 RT 2.41 min LC/MS(ESI+) m/z; 399 [M+H] + 

86 Morphology: colorless solid 
LC/MS: cond. 2 RT 2.65 min LC/MS(ESD m/z; 414 [M+H] * 

87 Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.29 min LC/MS(ESI+) m/z; 401 [M+H] + 

88 Morphology: colorless solid 
LC/MS:cond. 2 RT 2.45 min LC/MS(ESI+) m/z; 439 [M+H] + 

89 Morphology: colorless solid 
LC/MS: cond. 2 RT 2.32 min LC/MS(ESD m/z! 387 [M+H]+ 

90 Morphology: colorless solid 
LC/MS:cond. 2 RT 2.39 min LC/MS(ESI+) m/z; 413 [M+H] + 

91 Morphology: colorless solid 
LC/MS: cond. 2 RT 2.24 min LC/MS(ESI+) m/z! 431 [M+H]+ 

92 Morphology: colorless solid 
LC/MS '-cond. 2 RT 2.43 min LC/MS(ESI+) m/z; 400 [M+H] + 

93 Morphology: colorless amorphous 
LC/MS :cond. 2 RT 2.59 min LC/MS(ESI+) m/z; 414 [M+H] * 
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94 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.59 min 	LC/MS (ESP) 	m/z ; 	416 	[M+H]* 

95 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.59 min 	LC/MS (EST*) 	m/z ; 	418 	[M+H]* 

96 
Morphology: 	colorless solid 
LC/MS:cond. 1 RT 4.52 min 	LC/MS (ESr) 	m/z ; 414 	[M+11] +  

97 
Morphology: 	colorless solid 
LC/MS:cond. 1 RT 3.62 min 
LC/MS (ESI*) 	m/z ; 	374 	[M-1-11]+ 	LC/MS (ESI-) 	m/z; 	372 	[M-11] - 

98 

Morphology: 	colorless solid 
'H-NMR 	(CDC1,) 	5 : 2. 58 	(brs, 	211), 	4. 00-4. 20 (m, 	211), 	4. 35-4. 55 (m, 	2H), 	6.00 (brs, 
1H), 	6.04 	(s, 	211), 	6. 54 	(d, 	J = 2. 3 Hz, 	1H), 	7. 02 	(t, 	J = 8. 6 Hz, 	2H), 	7. 20-7. 40 
(m, 	211), 	7. 94 	(s, 	111), 	8.34 	(s, 	1l1). 
LC/MS:cond. 1 RT 4.42 min 	LC/MS (EST') 	m/z ; 	421 	[M+H]* 

99 

Morphology: pale brown solid 
'H-NMR 	(CDC13) 	5 : 	2. 58 	(brs, 	2H) , 	4. 09 	(q, 	J = 5. 3 Hz, 	211) , 	4.45 	(q, 	J = 2. 9 Hz, 
211), 	5. 12 	(s, 	2H), 	6. 02 	(brs, 	1H), 	6. 97-7. 13 	(m, 	1H), 	7. 02 	(t, 	J = 	8. 8 Hz, 	2H), 
7.25-7. 40 	(m, 	311), 	8. 00 	(s, 	1H). 
LC/MS:cond. 2 RT 2. 79 min 	LC/MS (Esr) 	mh ; 437 	[M+H] +  

100 
Morphology: 	colorless solid 
LC/MS:cond. 1 RT 4.09 min 	LC/MS (ESL') 	nilz ; 	403 	[M+11] +  

101 
Morphology: 	colorless solid 
LC/MS:cond. 1 RT 4. 14 min 	LC/MS (ESP") 	m/z; 	417 	[M+H] +  

102 
Morphology: 	colorless 	solid 
LC/MS:cond. 1 RT 4.31 min 	LC/MS(ESP) 	m/z ; 	414 [M+H]* 

103 
Morphology: 	colorless solid 
LC/MS:cond. 1 RT 4.36 min 	LC/MS (HSI') 	m/z ; 	415 	[M+H]* 

104 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.30 min 	LC/MS (ESP) 	m/z ; 	414 [M+H] +  

105 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 1.95 min 	LC/MS (HSI+) 	m/z ; 	414 	IM+Hi .  

106 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 1.90 min 	LC/MS (EST') 	m/z ; 	414 	[M+11] +  

107 

Morphology: 	colorless solid 
1H-NMR 	(CDC13) 	5 : 	3. 35-3. 60 	(m, 	1H) , 	3. 90-4. 10 	(m, 	1H), 	4.95 	(s, 	21), 	4. 90-5. 55 
(in, 	3H), 	6. 25-6. 35 	(m, 	111), 	7. 00-7. 10 	(m, 	2H), 	7. 25-7. 50 	(m, 	611), 	7. 98 	(s, 	1H). 
LC/MS:cond. 2 RT 2.69 min 	LC/MS (EST.) 	m/z ; 	415 	[M+H] +  

108 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.48 min 	LC/MS (EST+) 	m/z ; 	415 	[M+H]* 

109 
Morphology: 	pale yellow solid 
LC/MS:cond. 1 RT 4.44 min 	LC/MS (EST +) 	m/z ; 	458 	[M+H]* 

110 
Morphology: 	colorless solid 
LC/MS:cond. 2 RT 2.64 min 	LC/MS(ESP) 	m/z ; 401 	[M+H]* 

WO 2013/147183 422 PCT/JP2013/059589 

[3125] 

Ex Data 

94 
Morphology: colorless solid 
LC/MS:cond. 2 RT 2.59 min LC/MS(ESI+) m/z; 416 [M+H]+ 

95 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.59 min LC/MS (ESD m/z; 418 [M+H] + 

96 
Morphology: colorless solid 
LC/MS-'cond. 1 RT 4.52 min LC/MS (ESI+) m/z ; 414 [M+H]+ 

97 
Morphology: colorless solid 
LC/MS-'cond. 1 RT 3.62 min 
LC/MS (ESI-) m/z; 374 [M+H] + LC/MS (ESI") m/z; 372 [M-H]" 

98 

Morphology: colorless solid 
'H-NMR (CDClj) 5 : 2.58 (brs, 2H), 4.00-4.20 (m, 2H), 4.35-4.55 (m, 2H), 6.00 (brs, 
IH), 6.04 (s, 2H), 6.54 (d, J = 2. 3 Hz, IH), 7.02 (t, J = 8. 6 Hz, 2H), 7.20-7.40 
(m, 2H), 7.94 (s, IH), 8.34 (s, IH). 
LC/MS: cond. 1 RT 4.42 min LC/MS (ESI+) m/z; 421 [M+H]+ 

99 

Morphology: pale brown solid 
'H-NMR (CDC13) 5 • 2.58 (brs, 2H), 4.09 (q, J = 5. 3 Hz, 2H), 4.45 (q, J = 2. 9 Hz, 
2H), 5.12 (s, 2H), 6.02 (brs, IH), 6.97-7.13 (m, IH), 7.02 (t, J = 8. 8 Hz, 2H), 
7.25-7.40 (m, 3H), 8.00 (s, IH). 
LC/MS: cond. 2 RT 2.79 min LC/MS (ESD m/z; 437 [M+H]* 

100 
Morphology: colorless solid 
LC/MS:cond. 1 RT 4.09 min LC/MS(ESI+) m/z; 403 [M+H] + 

101 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.14 min LC/MS (ESD m/z; 417 [M+H]* 

102 
Morphology: colorless solid 
LC/MS :cond. 1 RT 4.31 min LC/MS (ESI+) m/z; 414 [M+H]* 

103 
Morphology: colorless solid 
LC/MS : cond. 1 RT 4.36 min LC/MS (ESI+) m/z ; 415 [M+H]* 

104 
Morphology: colorless solid 
LC/MS:cond. 2 RT 2.30 min LC/MS(ESI+) m/z; 414 [M+H] + 

105 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.95 min LC/MS (ESI*) m/z; 414 [M+H]* 

106 
Morphology: colorless solid 
LC/MS :cond. 2 RT 1.90 min LC/MS(ESI+) m/z; 414 [M+H] + 

107 

Morphology: colorless solid 
'H-NMR (CDC13) 6: 3.35-3.60 (m, IH), 3.90-4.10 (m, IH), 4.95 (s, 2H), 4.90-5.55 
(m, 3H), 6.25-6.35 (m, IH), 7.00-7.10 (m, 2H), 7.25-7.50 (m, 6H), 7.98 (s, IH). 
LC/MS:cond. 2 RT 2.69 min LC/MS(ESI+) m/z; 415 [M+H]+ 

108 
Morphology: colorless solid 
LC/MS:cond. 2 RT 2.48 min LC/MS(ESI+) m/z; 415 [M+H] + 

109 
Morphology: pale yellow solid 
LC/MS:cond. 1 RT 4.44 min LC/MS(ESI+) m/z; 458 [M+H]+ 

110 
Morphology: colorless solid 
LC/MS:cond. 2 RT 2.64 min LC/MS(ESI*) m/z! 401 [M+H] + 
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Ex Data 

111 
Morphology: 	colorless solid 
LC/MS:cond. 1 RT 4.05 min 	LC/MS (EST+) 	m/z ; 	415 	[M+H] +  

112 

Morphology: 	colorless solid 
'H-NMR 	(CDC13) 	5 : 	2. 53-2. 65 	(m, 	2H) , 	4. 08-4. 13 	(m, 	2H), 
(s, 	211), 	6.00-6, 03 	(m, 	1H), 	7.02 	(t, 	J = 8. 6 Hz, 	2H), 	7. 
1H). 
LC/MS:cond. 1 RT 4.51 min 	LC/MS (ESP) 	m/z ; 	397 	[M+11]* 

	

4. 41-4. 50 	(m, 
25-7. 40 	(m, 	6H), 

21{), 
7. 93 

4. 95 
(s, 

113 

Morphology: 	colorless solid 
1H-NMR 	(CDC13) 	5 : 	2. 20-2. 85 	(m, 	414), 	3. 20-3. 44 	(m, 	2H), 
(t. 	J = 8.8 	Hz, 	2H), 	7. 20-7. 50 	(m, 	614), 	7.93 	(s, 	1H). 
LC/MS:cond. 1 RT 4.51 min 	LC/MS (HSI+) 	m/z ; 	417 	[M+H]+ 

4. 76-5. 10 	(m, 4H) 7. 06 

114 

Morphology: 	colorless solid 
'H-NMR 	(CDC13) 	5 	: 	1. 60-1. 80 	(m, 	2H), 	1. 85-2. 00 	(m, 

4. 85-5. 15 	(m, 	2H) , 	4. 94 	(s, 	2H), 	6.99 	(t, 	J 	= 	8. 6 	Hz, 
7. 26-7. 39 	(m, 	4H), 	7. 91 	(s, 	1H). 
LC/MS:cond. 1 RT 4.51 min 	LC/MS (ESP) 	m/z ; 	399 	[M+11]+ 

2H), 	2. 70-3. 10 
2H), 	7. 10-8. 20 

(m, 
(In, 

31-1), 
2H), 

115 LC/MS:cond. 1 RT 2.99 min 	LC/MS(ESI÷) 	m/z ; 	430 	[M+H]+ 
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Ex Data 

111 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.05 rain LC/MS (EST) m/z 1 415 [M+H] + 

112 

Morphology: colorless solid 
'H-NMR (CDC13) 5: 2.53-2.65 (m, 2H), 4.08-4.13 (m, 2H), 4.41-4.50 (m, 2H), 4.95 
(s, 2H), 6.00-6.03 (m, IH), 7.02 (t, J = 8. 6 Hz, 2H), 7.25-7.40 (m, 6H), 7.93 (s, 
IH). 
LC/MS:cond. 1 RT 4.51 min LC/MS(ESI+) m/z; 397 [M+H] + 

113 

Morphology: colorless solid 
'H-NMR (CDC13) 5: 2.20-2.85 (m, 4H), 3.20-3.44 (m, 2H), 4.76-5.10 (m, 4H) 7.06 
(t. J = 8.8 Hz, 2H), 7.20-7.50 (m, 6H), 7.93 (s, IH). 
LC/MS:cond. 1 RT 4.51 min LC/MS(ESI+) m/z; 417 [M+H]+ 

114 

Morphology: colorless solid 
'H-NMR (CDCI3) 5: 1.60-1.80 (m, 2H), 1.85-2.00 (m, 2H), 2.70-3.10 (m, 3H), 
4.85-5.15 (m, 2H), 4.94 (s, 2H), 6.99 (t, J = 8.6 Hz, 2H), 7.10-8.20 (m, 2H), 
7.26-7.39 (m, 4H), 7.91 (s, IH). 
LC/MS:cond. 1 RT 4.51 min LC/MS(ESI+) m/z! 399 [M+H]+ 

115 LC/MS:cond. 1 RT 2.99 min LC/MS(ESI+) m/z; 430 [M+H] + 
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Ex Data 

116 Morphology: 	colorless solid 

117 Morphology: 	colorless solid 

118 Morphology: colorless solid 

119 Morphology: 	colorless solid 

120 
Morphology: 	yellow solid 

LC/MS: 	cond. 	3 RT 2.04 min 	LC/MS 	(EST') m/z; 	456 	[M+H]* 

121 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.42 min 	LC/MS 	(ESP) 	m/z; 	397 	[M+H]' 

122 
Morphology: 	pale brown oil 

LC/MS: 	cond. 	2 RT 1.76 min 	LC/MS 	(ESP) 	m/z; 	414 	[M+1-]' 

123 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.51 min 	LC/MS 	(ESI1 	m/z; 	417 [K+H]* 

124 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RI 2.70 min 	LC/MS 	(ESP) 	m/z; 	400 	[M-Ii]' 

125 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.55 min 	LC/MS 	(EST') 	m/z; 	407 	[M+111 4  

126 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.56 min 	LC/MS 	(ESP) 	m/z; 	407 	[M+H]* 

127 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.51 min 	LC/MS 	(ESP) 	m/z; 	411 	[M+H]' 

128 
Morphology: 	pale yellow solid 

LC/MS: 	cond. 	2 RT 2.46 min 	LC/MS 	(ESP) m/z; 	414 	[M+111 +  

129 
Morphology: 	pale yellow solid 

LC/MS: 	cond. 	2 RT 2.46 min 	LC/MS 	(ESI1 	m/z; 	414 [M+H]' 

130 
Morphology: white solid 

LC/MS: 	cond. 	2 RT 2.53 min 	LC/MS 	(ESI1 	m/z; 	430 [M—W- 

131 
Morphology: pale yellow solid 

LC/MS: 	cond. 	2 RT 2.36 min 	LC/MS 	(EST') 	m/z; 	396 	[M+H]+  

132 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.66 min, 	2.70 min 	LC/MS 	(ESP) 	m/z; 	411 [M+H]' 

133 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.69 min 	LC/MS 	(ESL') 	m/z; 	411 	[M+H]' 

134 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.68 min 	LC/MS 	(ESP) 	m/z; 	431 	[M+H]' 

135 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.10 min 	LC/MS 	(ESP) 	m/z; 	429 	[M+H]* 

136 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.48 min 	LC/MS 	(ESI1 	m/z; 	414 	[M+147 +  

137 
Morphology: 	pale yellow solid 

LC/MS: 	cond. 	2 RT 2.49 min 	LC/MS 	(ESP) 	m/z; 	414 	[M+1-1]+  

138 
Morphology: 	colorless 	solid 

LC/MS: 	cond. 	2 RT 2.51 min 	LC/MS 	(EST') 	m/z; 	418 	Di+Hl+  

139 
Morphology: 	white solid 

LC/MS: 	cond. 	2 RT 2,23 min 	LC/MS 	(ESC) 	m/z; 	397 [M+H]' 

140 

Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.84 min 

LC/MS 	(ESI1 	m/z; 	466 	[A+H]+ 	LC/MS 	(ESI1 	m/z; 	510 	[M+HCO2]- 

141 

Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.12 min 

LC/MS 	(ESP) 	m/z; 	430 	[M+H]' 	LC/MS 	(ESI-) 	m/z; 474 [M+HCOJ 
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Ex Data 
116 Morphology colorless solid 
117 Morphology colorless solid 
118 Morphology colorless solid 
119 Morphology colorless solid 

120 
Morphology 
LC/MS-' cont 

yellow solid 
i. 3 RT 2.04 min LC/MS (ESD m/z; 456 [M+H] + 

121 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.42 min LC/MS (ESD m/z; 397 [M+H] + 

122 
Morphology: pale brown oil 
LC/MS: cond. 2 RT 1.76 min LC/MS (ESI+) m/z; 414 [M+H]+ 

123 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.51 min LC/MS (ESD m/z; 417 [M+H]+ 

124 
Morphology: colorless solid 
LC/MS: cond. 1 RT 2.70 min LC/MS (ESI+) m/z; 400 [M+H] + 

125 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.55 min LC/MS (ESI+) m/z; 407 [M+H] + 

126 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.56 min LC/MS (ESD m/z; 407 [M+H] + 

127 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.51 min LC/MS (ESD m/z; 411 [M+H]+ 

128 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.46 min LC/MS (ESD m/z; 414 [M+H] + 

129 
Morphology-- pale yellow solid 
LC/MS: cond. 2 RT 2.46 min LC/MS (ESI*) m/z; 414 [M+H]" 

130 
Morphology: white solid 
LC/MS: cond. 2 RT 2.53 min LC/MS (ESD m/z; 430 [M-H]" 

131 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.36 min LC/MS (ESI+) m/z; 396 [M+H] + 

132 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.66 min, 2.70 min LC/MS (ESI+) m/z; 411 [M+H]+ 

133 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.69 min LC/MS (ESI+) m/z; 411 [M+H] + 

134 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.68 min LC/MS (ESI+) m/z; 431 [M+H]+ 

135 
Morphology." colorless solid 
LC/MS: cond. 1 RT 4.10 min LC/MS (EST) m/z; 429 [M+H] + 

136 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.48 min LC/MS (ESD m/z," 414 [M+H] + 

137 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.49 min LC/MS (ESD m/z! 414 [M+H] + 

138 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.51 min LC/MS (EST) m/z; 418 [M+H] + 

139 
Morphology: white solid 
LC/MS: cond. 2 RT 2.23 min LC/MS (EST) m/z; 397 [M+H]+ 

140 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4. 84 min 
LC/MS (ESD m/z; 466 [M+H]+ LC/MS (ESI") m/z; 510 [M+HC02]" 

141 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4. 12 min 
LC/MS (ESD m/z; 430 [M+H]+ LC/MS (ESI") m/z; 474 [M+HC02]" 
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Ex Data 

142 

Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.27 min 

LC/MS (ESI1 m/z; 436 [M+e- 	LC/MS (ESI1 m/z; 480 [M+HCO2]-  

143 
Morphology: pale yellow 

LC/MS: 	cond. 	1 RT 

solid 

3.99 min 	LC/MS (ESL') m/z; 435 [M+H]* 

144 
Morphology: pale yellow 

LC/MS: 	cond. 	1 RT 

solid 

4.17 min 	LC/MS (ESI1 m/z; 465 [M+H]* 

145 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RI 4.07 min 	LC/MS (ESI*) m/z; 466 [M+H]* 

146 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.15 min 	LC/MS (EST') m/z; 397 [M+H]* 

147 
Morphology: 	colorless solid 

LC/MS: cond. 	1 RT 4.27 min 	LC/MS (EST*) m/z; 464 EM+HP- 

148 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.44 min 	LC/MS (ESI1 m/z; 450 [M+H]' 

149 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.63 min 	LC/MS (ESI1 m/z; 528 [M+H]+  

150 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.26 min 	LC/MS (ESI1 m/z; 438 [M+H].  

151 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.67 min 	LC/MS (ESP) m/z; 528 [M+H]' 

152 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.40 min 	LC/MS (ESP) m/z; 450 [M+H].  

153 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.59 min 	LC/MS (ESI1 m/z; 464 [M+H]* 

154 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.67 min 	LC/MS (ESI*) m/z; 518 [M+H]* 

155 
Morphology: 	pale yellow 

LC/MS: 	cond. 	1 RT 

solid 

4.00 min 	LC/MS (ESI1 m/z; 386 [M+H]* 

156 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.52 min 	LC/MS (ES11 m/z; 474 [M+H]* 

157 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 2.30 min 	LC/MS (ESI1 m/z; 390 [M+11]+ 

158 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.31 min 	LC/MS (ESI1 m/z; 422 [M+11]* 

159 
Morphology: 	colorless 	solid 

LC/MS: 	cond. 	1 RT 4.29 min 	LC/MS (ESI-) m/z; 421 [M+H]* 

160 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.57 min 	LC/MS (ESI*) m/z; 447 [M+H]* 

161 
Morphology: 	colorless 	solid 

LC/MS: cond. 	1 RT 4.04 min 	LC/MS (ESP) m/z; 433 [A+H].  

162 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.12 min 	LC/MS (ESP) m/z; 463 [M+H]* 

163 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.32 min 	LC/MS (ESI1 m/z; 468 [M+H]* 

164 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.47 min 	LC/MS (ESI1 m/z; 419 [M+H]*

165 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.82 min 	LC/MS (ESI1 m/z; 515 [M+H]+ 

166 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.80 min 	LC/MS (ESP) m/z; 464 [M+H]+ 
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Ex Data 

142 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.27 min 
LC/MS (ESI+) m/z; 436 [M+H]+ LC/MS (ESI") m/z; 480 [M+HC02]" 

143 
Morphology: pale yellow solid 
LC/MS: cond. 1 RT 3.99 min LC/MS (ESI+) m/z; 435 [M+H]+ 

144 
Morphology: pale yellow solid 
LC/MS: cond. 1 RT 4.17 min LC/MS (EST) m/z; 465 [M+H]* 

145 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.07 min LC/MS (ESP) m/z; 466 [M+H]' 

146 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.15 min LC/MS (ESI+) m/z; 397 [M+H]+ 

147 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.27 min LC/MS (EST) m/z; 464 [M+H] + 

148 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2. 44 min LC/MS (EST) m/z; 450 [M+H]* 

149 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.63 min LC/MS (ESP) m/z; 528 [M+H] + 

150 Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.26 min LC/MS (EST) m/z; 438 [M+H] + 

151 
Morphology.' colorless solid 
LC/MS: cond. 2 RT 2.67 min LC/MS (ESI+) m/z; 528 [M+H]* 

152 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.40 min LC/MS (ESI+) m/z; 450 [M+H] + 

153 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.59 min LC/MS (ESI+) m/z; 464 [M+H] + 

154 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.67 min LC/MS (EST) m/z; 518 [M+H] + 

155 
Morphology: pale yellow solid 
LC/MS: cond. 1 RT 4.00 min LC/MS (ESP) m/z; 386 [M+H]+ 

156 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.52 min LC/MS (EST) m/z; 474 [M+H] + 

157 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.30 min LC/MS (ESD m/z; 390 [M+H] + 

158 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.31 min LC/MS (EST) m/z; 422 [M+H] + 

159 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.29 min LC/MS (ESF) m/z; 421 [M+H]+ 

160 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.57 min LC/MS (ESF) m/z; 447 [M+HP 

161 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.04 min LC/MS (ESP) m/z; 433 [M+H]* 

162 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.12 min LC/MS (ESF) m/z; 463 [M+H]+ 

163 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.32 min LC/MS (ESP) m/z; 468 [M+H] + 

164 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.47 min LC/MS (ESP) m/z; 419 [M+H] + 

165 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.82 min LC/MS (ESP) m/z; 515 [M+H] + 

166 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.80 min LC/MS (ESF) m/z; 464 [M+H] + 
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Ex Data 

167 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.52 min 	LC/MS 	(ESP) 	m/z; 	383 	[M+H]+  

168 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.43 min 	LC/MS 	(ESP) m/z; 	430 [M+H]+  

169 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.60 min 	LC/MS 	(EST+) 	m/z; 	512 	[M+1-1]+ 

170 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.56 min 	LC/MS 	(EST+) 	m/z; 	421 	[M+C+ 

171 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.59 min 	LC/MS 	(ESP) 	m/z; 	403 	[M+H].  

172 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.57 min 	LC/MS 	(ESI-9 m/z; 	462 	[M+H]+  

173 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.72 min 	LC/MS 	(ESP) m/z; 437 [M+C 

174 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.45 min 	LC/MS 	(ESL') 	m/z; 	423 	[M+H]+  

175 
Morphology: pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.61 min 	LC/MS 	(ESI1 	m/z; 	447 	[M+H]+  

176 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.74 min 	LC/MS 	(ESP) 	m/z; 	447 	[M+H]+ 

177 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.41 min 	LC/MS 	(EST+) 	m/z; 	405 	[M+H]+

178 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.52 min 	LC/MS 	(ESI1 	m/z; 	419 	[M+H]+ 

179 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 

solid 

1.96 min 	LC/MS 	(EST+) 	m/z; 	467 	[M+H]* 

180 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.47 min 	LC/MS 	(ESI1 	m/z; 	387 	[MA-1]+  

181 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.38 min 	LC/MS 	(ESL+) 	m/z; 	421 	[M+H]* 

182 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.38 min 	LC/MS 	(ESI') 	m/z; 	407 	[M+H]+  

183 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.88 min 	LC/MS 	(ESP) 	m/z; 	419 	[M+H]* 

184 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.77 min 	LC/MS 	(EST+) 	m/z; 	471 	[M+H]* 

185 
Morphology: 	pale 

LC/MS: 	cond. 	2 RT 

yellow solid 

2.81 min 	LC/MS 	(ESL') 	m/z; 	423 	[M+11]+  

186 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.66 min 	LC/MS 	(EST') 	m/z; 	471 	[M+H]' 

187 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 2.25 min 	LC/MS 	(EST+) 	m/z; 	411 	[M+H].  

188 

Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.16 min 

LC/MS 	(ESP) 	m/z; 	437 	[M+H]' 	LC/MS 	(ESI-) 	m/z; 	481 	[M+HCO2] 

189 
Morphology: 	white 

LC/MS: 	cond. 	2 RT 

solid 

2.29 min 	LC/MS 	(ESP) 	m/z; 	528 	[M+H].  

190 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 3.99 min 	LC/MS 	(ESP) 	m/z; 	453 	DA+H1+ 

191 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.51 min 	LC/MS 	(ESP) 	m/z; 	435 	[M+H]+ 
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Ex Data 

167 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.52 rain LC/MS (EST) m/z; 383 [M+H] + 

168 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.43 min LC/MS (ESI+) m/z; 430 [M+H] + 

169 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.60 min LC/MS (EST) m/z; 512 [M+H] + 

170 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.56 min LC/MS (ESI+) m/z; 421 [M+H] + 

171 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.59 min LC/MS (ESI+) m/z; 403 [M+H] + 

172 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.57 min LC/MS (EST) m/z; 462 [M+H] + 

173 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.72 min LC/MS (EST) m/z; 437 [M+H]+ 

174 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.45 min LC/MS (ESI+) m/z; 423 [M+H]+ 

175 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.61 min LC/MS (ESD m/z; 447 [M+H]+ 

176 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.74 min LC/MS (EST) m/z; 447 [M+H] + 

177 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.41 min LC/MS (ESI+) m/z; 405 [M+H] + 

178 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.52 min LC/MS (ESI+) m/z; 419 [M+H]" 

179 
Morphology: yellow solid 
LC/MS: cond. 2 RT 1.96 min LC/MS (ESD m/z; 4J37 [M+H]f 

180 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.47 min LC/MS (ESD m/z; 387 [M+H] + 

181 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.38 min LC/MS (ESI+) m/z; 421 [M+H] + 

182 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.38 min LC/MS (ESD m/z; 407 [M+H] + 

183 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.88 min LC/MS (ESD m/z; 419 [M+H] + 

184 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.77 min LC/MS (ESD m/z; 471 [M+H]+ 

185 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.81 min LC/MS (ESD m/z; 423 [M+H]* 

186 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.66 min LC/MS (ESI+) m/z; 471 [M+H]* 

187 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.25 min LC/MS (EST) m/z; 411 [M+H]+ 

188 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2. 16 min 
LC/MS (ESD m/z; 437 [M+H]+ LC/MS (ESD m/z; 481 [M+HC02]~ 

189 
Morphology: white solid 
LC/MS: cond. 2 RT 2.29 min LC/MS (EST) m/z; 528 [M+H] + 

190 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.99 min LC/MS (ESI+) m/z; 453 [M+H] + 

191 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.51 min LC/MS (ESD m/z; 435 [M+H]* 
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Ex Data 

192 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 2. 09 min 	LC/MS (ESP) m/z; 446 [M+I-1] +  

193 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 2. 20 min 	LC/MS (ESP) m/z; 437 [M+I1] +  

194 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 2.33 min 	LC/MS (ESP) m/z; 487 [M-1-11] ±  

195 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 2. 28 min 	LC/MS (ESP) m/z; 489 [M+H] +  

196 
Morphology: pale yellow 
LC/MS: 	cond, 	2 RT 

solid 
2.09 min 	LC/MS (ESP) m/z; 455 [M+H] +  

197 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 2.20 min 	LC/MS (ESI+) m/z; 419 [M+11] +  

198 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 2.08 min 	LC/MS (ESI +) m/z; 403 [M+I-1]+ 

199 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 2. 22 min 	LC/MS (ESI +) m/z; 463 [M+11] +  

200 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 2. 48 min 	LC/MS (ESP) m/z; 441 [M+H]* 

201 
Morphology: pale yellow 
LC/MS: 	cond. 	2 RT 

solid 
2.42 min 	LC/MS (ESP) m/z; 439 [M1-11]* 

202 
Morphology: 	pale yellow 
LC/MS: cond. 	2 RT 

solid 
2. 38 min 	LC/MS 	(EST +) m/z; 467 [M+H]* 

203 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 2. 15 min 
LC/MS 	(ESI+) 	m/z; 	437 	[M+1-1] + 	LC/MS (ESI-) m/z; 481 [M+HCO2]- 

204 
Morphology : 	colorless solid 
LC/MS: 	cond. 	2 RT 2. 15 min 
LC/MS 	(ESP) 	m/z ; 	437 	[M-1-1-1]+ 	LC/MS (ESI-) in/z; 481 [M+HCO2] -  

205 
Morphology: 	yellow 
LC/MS: 	cond. 	2 RT 

solid 
2.43 min 	LC/MS 	(ESP) m/z; 439 EM+Hi +  

206 
Morphology: 	colorless amorphous 
LC/MS: 	cond. 	2 RT 2.08 min 	LC/MS (ESP) m/z; 433 [M+H] +  

207 
Morphology: 	pale 
LC/MS: 	cond. 	2 RT 

yellow solid 
2,22 min 	LC/MS 	(ESP) m/z; 449 [M+H] +  

208 
Morphology: white 
LC/MS: 	cond. 	2 RT 

solid 
2. 30 min 	LC/MS 	(ESI+) m/z; 528 [M+1] +  

209 
Morphology: brown 
LC/MS: 	cond. 	2 RT 

solid 
2. 10 min 	LC/MS 	(ESP) m/z; 455 [M+H]+ 

210 
Morphology: brown 
LC/MS: 	cond. 	2 RT 

solid 
2.48 min 	LC/MS 	(ESP) m/z; 441 [Wl]+ 

211 
Morphology: white 
LC/MS: 	cond. 	2 RT 

solid 
2. 39 min 	LC/MS 	(ESP) m/z; 527 [M+H]+ 

212 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 2.00 min 	LC/MS 	(EST +) m/z; 492 [M+H] +  

213 
Morphology: white 
LC/MS: 	cond. 	2 RT 

solid 
2.48 min 	LC/MS 	(ESP) m/z; 541 [M+H] +  

214 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 2. 19 min 	LC/MS 	(ESP) m/z; 460 [M+fl] +  

215 
Morphology: 	colorless solid 
LC/MS: 	cond. 	2 RT 2.49 min 	LC/MS 	(ESP) m/z ; 501 EM-1-Hr 

216 
Morphology: 	colorless oil 
LC/MS: 	cond. 	2 RT 2. 38 min 	LC/MS 	(ESI +) m/z; 542 [M+H]. 
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Ex Data 

192 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.09 min LC/MS (EST) m/z; 446 [M+H]* 

193 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.20 min LC/MS (EST) m/z; 437 [M+H]* 

194 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.33 min LC/MS (EST) m/z; 487 [M+H]* 

195 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.28 min LC/MS (EST) m/z; 489 [M+H]* 

196 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.09 min LC/MS (ESI*) m/z; 455 [M+H] + 

197 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.20 min LC/MS (ESI+) m/z; 419 [M+H] + 

198 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.08 min LC/MS (ESI+) m/z; 403 [M+H]* 

199 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.22 min LC/MS (ESI+) m/z; 463 [M+H] + 

200 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.48 min LC/MS (ESI+) m/z; 441 [M+H]* 

201 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.42 min LC/MS (EST) m/z! 439 [M+H] + 

202 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.38 min LC/MS (ESI*) m/z; 467 [M+H]* 

203 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2. 15 min 
LC/MS (ESI*) m/z; 437 [M+H]* LC/MS (ESI") ni/z; 481 [M+HC02]~ 

204 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2. 15 min 
LC/MS (ESI*) m/z; 437 [M+H]* LC/MS (ESI") m/z; 481 [M+HC0z]" 

205 
Morphology: yellow solid 
LC/MS: cond. 2 RT 2.43 min LC/MS (ESI*) m/z; 439 [M+H]* 

206 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.08 min LC/MS (ESI*) m/z; 433 [M+H]* 

207 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.22 min LC/MS (ESI*) m/z; 449 [M+H]* 

208 
Morphology: white solid 
LC/MS: cond. 2 RT 2.30 min LC/MS (ESI*) m/z; 528 [M+H]* 

209 
Morphology: brown solid 
LC/MS: cond. 2 RT 2.10 min LC/MS (ESI*) m/z; 455 [M+H]* 

210 
Morphology: brown solid 
LC/MS: cond. 2 RT 2.48 min LC/MS (ESI*) m/z; 441 [M+H]* 

211 
Morphology: white solid 
LC/MS: cond. 2 RT 2.39 min LC/MS (ESI*) m/z; 527 [M+H]* 

212 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.00 min LC/MS (ESI*) m/z; 492 [M+H]* 

213 
Morphology: white solid 
LC/MS: cond. 2 RT 2.48 min LC/MS (ESI*) m/z; 541 [M+H]* 

214 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.19 min LC/MS (ESI*) m/z; 460 [M+H]* 

215 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.49 min LC/MS (ESI*) m/z; 501 [M+H]* 

216 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2.38 min LC/MS (ESI*) m/z; 542 [M+H]* 
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Ex Data 

217 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.10 min 	LC/MS 	(ESI/ m/z; 506 [M+H]' 

218 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 
solid 

2.32 min 	LC/MS 	(EST/ m/z; 451 [M+1W 

219 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 
solid 

2.24 min 	LC/MS 	(ESP") m/z; 468 [M+H]'

220 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.49 min 	LC/MS 	(EST/ m/z; 437 [M+H]' 

221 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.46 min 	LC/MS 	(EST/ m/z; 455 [M+H]' 

222 
Morphology: colorless amorhphous 

LC/MS: 	cond. 	2 RI 2.65 min 	LC/MS 	(ESI1 m/z; 506 [M+H]' 

223 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.80 min 	LC/MS 	(ESL/ m/z; 484 [M+H]+  

224 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.45 min 	LC/MS 	(EST/ m/z; 440 DA+Hr 

225 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.69 min 	LC/MS 	(ESP) m/z; 435 [M+H]' 

226 
Morphology: 	white 

LC/MS: 	cond. 	1 RT 
solid 

4.22 min 	LC/MS 	(EST/ m/z; 385 

Morphology: white 

LC/MS: 	cond. 	1 RT 

[M+H]'

227 
solid 

3.90 min 	LC/MS 	(EST/ m/z; 398 [M+H]' 

228 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 2.66 min 	LC/MS 	(ESI1 m/z; 437 [M+H]' 

229 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.68 min 	LC/MS 	(EST/ m/z; 467 [M+H]' 

230 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.57 min 	LC/MS 	(EST/ m/z; 425 [M+W 

231 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.27 min 	LC/MS 	(ESI/ m/z; 455 [M+W+  

232 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.70 min 	LC/MS 	(BSI/ m/z; 420 [M+H]' 

233 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.84 min 	LC/MS 	(ESP) m/z; 459 [M+11]+ 

234 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 2.65 min 	LC/MS 	(ESI/ m/z; 437 [M+H]' 

235 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.46 min 	LC/MS 	(ESP) m/z; 455 [M+1-1]+ 

236 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.98 min 	LC/MS 	(ESI1 m/z; 519 [M+H]' 

237 
Morphology: 	colorless 	solid 

LC/MS: cond. 	2 RT 2.78 min 	LC/MS 	(ESP) m/z; 433 [M+H]' 

238 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.72 min 	LC/MS 	(ESI1 m/z; 491 [M+111 +  

239 
Morphology: 	pale 

LC/MS: 	cond. 	2 RT 
yellow solid 

2.83 min 	LC/MS 	(ESI/ m/z; 487 [M+H]' 

240 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.61 min 	LC/MS 	(ESI/ m/z; 450 [MA]' 

241 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.33 min 	LC/MS 	(ESP) m/z; 438 [M+H]' 
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Ex Data 

217 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.10 min LC/MS (EST) m/z; 506 [M+H]* 

218 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.32 min LC/MS (EST) m/z; 451 [M+H]+ 

219 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.24 min LC/MS (ESD m/z; 468 [M+H] + 

220 Morphology: colorless solid 
LC/MS: cond. 1 RT 4.49 min LC/MS (ESD m/z; 437 [M+H] + 

221 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.46 min LC/MS (ESD m/z; 455 [M+H]+ 

222 
Morphology: colorless amorhphous 
LC/MS: cond. 2 RT 2.65 min LC/MS (ESD m/z; 506 [M+H] + 

223 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.80 min LC/MS (EST) m/z; 484 [M+H]+ 

224 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.45 min LC/MS (ESI+) m/z; 440 [M+H] + 

225 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.69 min LC/MS (ESD m/z; 435 [M+H] + 

226 
Morphology: white solid 
LC/MS: cond. 1 RT 4.22 min LC/MS (ESD m/z; 385 [M+H] + 

227 
Morphology: white solid 
LC/MS: cond. 1 RT 3.90 min LC/MS (ESD m/z! 398 [M+H] + 

228 Morphology: colorless solid 
LC/MS: cond. 2 RT 2.66 min LC/MS (ESD m/z; 437 [M+H] + 

229 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.68 min LC/MS (ESD m/z; 467 [M+H] + 

230 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.57 min LC/MS (ESI+) m/z; 425 [M+H] + 

231 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.27 min LC/MS (EST) m/z; 455 [M+H] + 

232 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.70 min LC/MS (ESI+) m/z; 420 [M+H] + 

233 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.84 min LC/MS (ESD m/z; 459 [M+H] + 

234 
Morphology: colorless solid 
LC/MS: cond. 1 RT 2.65 min LC/MS (ESD m/z; 437 [M+H] + 

235 Morphology: colorless solid 
LC/MS: cond. 2 RT 2.46 min LC/MS (ESD m/z; 455 [M+H] + 

236 Morphology: colorless solid 
LC/MS: cond. 2 RT 2.98 min LC/MS (ESP) m/z; 519 [M+H] + 

237 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.78 min LC/MS (ESI+) m/z; 433 [M+H] + 

238 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.72 min LC/MS (ESD m/z; 491 [M+H]+ 

239 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.83 min LC/MS (ESI+) m/z; 487 [M+H] + 

240 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.61 min LC/MS (EST) m/z; 450 [M+H]+ 

241 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.33 min LC/MS (ESI+) m/z; 438 [M+H] + 
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Ex Data 

242 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.76 min 	LC/MS (ESP) m/z; 451 [M+H]+  

243 
Morphology: 	colorless 	solid 

LC/MS: 	cond. 	2 RT 2.88 min 	LC/MS (ESI') m/z; 459 [M+H]' 

244 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.86 min 	LC/MS (EST +) m/z; 420 [M+H]' 

245 
Morphology: colorless solid 

LC/MS: 	cond. 	2 RT 1.74 min 	LC/MS (ESI1 m/z; 420 [M+H]+ 

246 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.80 min 	LC/MS (ESP) m/z; 451 [M+H]+ 

247 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.60 min 	LC/MS (ESP) m/z; 470 [M+1-1]' 

248 
Morphology: pale gray 

LC/MS: 	cond. 	1 RT 

solid 

4.20 min 	LC/MS (ESI1 m/z; 504 [M+H]' 

249 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.63 min 	LC/MS (ESP) m/z; 488 [M+H]' 

250 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.25 min 	LC/MS (ESP) m/z; 426 [M+H]+  

251 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.61 min 	LC/MS (EST+) m/z; 467 [M+H].  

252 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.40 min 	LC/MS (ESP) m/z; 450 [M+H]+ 

253 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.92 min 	LC/MS (ESP) m/z; 467 [M+H]' 

254 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.85 min 	LC/MS (ESI1 m/z; 471 [M+11]+  

255 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.77 min 	LC/MS (ESP) m/z; 535 [M+H]' 

256 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.56 min 	LC/MS (EST') m/z; 454 [M+H]+  

257 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.79 min 	LC/MS (ESP) m/z; 518 [M+H]+  

258 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.58 min 	LC/MS (ESP) m/z; 454 [M+H]' 

259 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.33 min 	LC/MS (ESP) m/z; 491 [M+H]' 

260 
Morphology: 	pale 

LC/MS: 	cond. 	2 RT 

orange solid 

2.80 min 	LC/MS (ESI1 m/z; 459 [M+E]+ 

261 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.24 min 	LC/MS (ESI1 m/z; 438 [M+H]+ 

262 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.31 min 	LC/MS (ESI1 m/z; 438 [M+1[]+ 

263 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.12 min 	LC/MS (ESr) m/z; 438 [M+H]+  

264 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.47 min 	LC/MS (ESI1 m/z; 455 [M+H]+  

265 
Morphology: 	pale 

LC/MS: 	cond. 	1 RI 

yellow solid 

3.80 min 	LC/MS (ESP) m/z; 426 [M+H]+  

266 
Morphology: 	colorless solid 

LC/MS: 	cond, 	2 RT 3.01 min 	LC/MS (ESC) m/z; 521 [M+H]+ 
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Ex Data 

242 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.76 min LC/MS (ESD m/z; 451 [M+H]+ 

243 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.88 min LC/MS (ESD m/z; 459 [M+H]+ 

244 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.86 min LC/MS (ESD m/z; 420 [M+H]* 

245 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.74 min LC/MS (ESD m/z; 420 [M+H]+ 

246 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.80 min LC/MS (ESD m/z; 451 [M+H]* 

247 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.60 min LC/MS (ESD m/z; 470 [M+H]* 

248 
Morphology: pale gray solid 
LC/MS: cond. 1 RT 4.20 min LC/MS (ESD m/z; 504 [M+H] + 

249 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.63 min LC/MS (ESI+) m/z; 488 [M+H] + 

250 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.25 min LC/MS (ESD m/z; 426 [M+H] + 

251 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.61 min LC/MS (ESD m/z! 467 [M+H] + 

252 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.40 min LC/MS (ESI+) m/z; 450 [M+H] + 

253 Morphology: colorless solid 
LC/MS: cond. 2 RT 2.92 min LC/MS (ESI+) m/z; 467 [M+H] + 

254 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.85 min LC/MS (ESD m/z; 471 [M+H]+ 

255 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.77 min LC/MS (ESD m/z; 535 [M+H] + 

256 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.56 min LC/MS (ESI+) m/z; 454 [M+H] + 

257 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.79 min LC/MS (ESD m/z; 518 [M+H]' 

258 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.58 min LC/MS (EST) m/z; 454 [M+H] + 

259 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.33 min LC/MS (ESD m/z; 491 [M+H] + 

260 
Morphology: pale orange solid 
LC/MS: cond. 2 RT 2.80 min LC/MS (EST) m/z; 459 [M+H] + 

261 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.24 min LC/MS (ESD m/z; 438 [M+H] + 

262 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.31 min LC/MS (EST) m/z! 438 [M+H] + 

263 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.12 min LC/MS (ESD m/z; 438 [M+H] + 

264 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.47 min LC/MS (ESI+) m/z; 455 [M+H] + 

265 
Morphology: pale yellow solid 
LC/MS: cond. 1 RT 3.80 min LC/MS (ESD m/z; 426 [M+H] + 

266 
Morphology: colorless solid 
LC/MS: cond. 2 RT 3.01 min LC/MS (ESD m/z! 521 [M+H] + 
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Ex Data 

267 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.83 min 	LC/MS (EST') m/z; 505 [M+11]' 

268 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.28 min 	LC/MS (EST') m/z; 438 [d+H]* 

269 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.37 min 	LC/MS (EST') m/z; 473 [M+H]' 

270 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.45 min 	LC/MS (EST') m/z; 438 [M+H]' 

271 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.77 min 	LC/MS (EST.) m/z; 450 [A+H]+ 

272 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.37 min 	LC/MS (EST.) m/z; 451 [M-1-H]' 

273 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.79 min 	LC/MS (ESII m/z; 484 pg+Hr 

274 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.68 min 	LC/MS (EST') m/z; 488 [M+H]+  

275 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.37 min 	LC/MS (EST') m/z; 440 [Milf]' 

276 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.79 min 	LC/MS (EST') m/z; 451 [M+H] +  

277 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.76 min 	LC/MS (EST') m/z; 451 [M14-1]* 

278 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.53 min 	LC/MS (EST') m/z; 462 Delir 

279 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.61 min 	LC/MS (EST-) m/z; 449 DA+Hr 

280 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.73 min 	LC/MS (EST') m/z; 484 [M+H]+  

281 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.72 min 	LC/MS (ESI1 m/z; 439 pd+Hr 

282 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.38 min 	LC/MS (EST') m/z; 440 [M+H]' 

283 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 1.72 min 	LC/MS (ESP) m/z; 449 [M+H]' 

284 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.81 min 	LC/MS (EST') m/z; 434 [M+H]+ 

285 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.70 min 	LC/MS (EST') m/z; 455 [M+H]' 

286 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 2.12 min 	LC/MS (ESI1 m/z; 450 [M+H]' 

287 
Morphology: 	colorless 	solid 

LC/MS: 	cond. 	2 RT 2.58 min 	LC/MS (ESI1 m/z; 467 [M-1-1] +  

288 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.99 min 	LC/MS (EST') m/z; 490 [M+H]f  

289 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.33 min 	LC/MS (EST') m/z; 450 [M+H]' 

290 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.91 min 	LC/MS (ESI1 m/z; 434 pd+Hr 

291 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.63 min 	LC/MS (EST') m/z; 469 EM+Hr 
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Ex Data 

267 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.83 min LC/MS (ESD m/z; 505 [M+H]+ 

268 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.28 min LC/MS (EST) m/z; 438 [M+H] + 

269 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.37 min LC/MS (ESI+) m/z; 473 [M+H]+ 

270 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.45 min LC/MS (ESD m/z; 438 [M+H]+ 

271 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.77 min LC/MS (ESD m/z; 450 [M+H]+ 

272 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.37 min LC/MS (ESI+) m/z; 451 [M+H]* 

273 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.79 min LC/MS (EST) m/z; 484 [M+H] + 

274 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.68 min LC/MS (ESD m/z; 488 [M+H] + 

275 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.37 min LC/MS (ESI+) m/z; 440 [M+H] + 

276 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.79 min LC/MS (ESI+) m/z; 451 [M+H] + 

277 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.76 min LC/MS (ESD m/z; 451 [M+H]* 

278 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.53 min LC/MS (ESD m/z; 462 [M+H] + 

279 Morphology: colorless solid 
LC/MS: cond. 2 RT 2.61 win LC/MS (ESI+) m/z; 449 [M+H] + 

280 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.73 min LC/MS (ESD m/z; 484 [M+H]* 

281 
Morphology: colorless solid 
LC/MS: cond, 2 RT 2.72 min LC/MS (ESI+) m/z; 439 [M+H] + 

282 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.38 min LC/MS (EST) m/z; 440 [M+H] + 

283 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.72 min LC/MS (ESI+) m/z! 449 [M+H]4 

284 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.81 min LC/MS (ESD m/z; 434 [M+H] + 

285 Morphology: colorless solid 
LC/MS: cond. 2 RT 2.70 min LC/MS (ESD m/z; 455 [M+H] + 

286 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.12 min LC/MS (ESD m/z; 450 [M+H] + 

287 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.58 min LC/MS (ESD m/z; 467 [M+H] + 

288 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.99 min LC/MS (ESI+) m/z; 490 [M+H]* 

289 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.33 min LC/MS (ESD m/z; 450 [M+H] + 

290 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.91 min LC/MS (ESI+) m/z; 434 [M+H] + 

291 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.63 min LC/MS (ESI+) m/z; 469 [M+H]* 
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Ex Data 

292 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.27 min 	LC/MS 	(EST') m/z; 462 [M+H]* 

293 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 2.64 min 	LC/MS 	(ESP) m/z; 486 [M+W+  

294 
Morphology:colorless solid 

LC/MS: 	cond. 	2 RT 2.78 min 	LC/MS 	(ESM m/z; 433 [M+H]+ 

295 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.36 min 	LC/MS 	(ESP) m/z; 460 [M+Fl]+  

296 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.31 min 	LC/MS 	(ESI1 m/z; 445 [M+H].  

297 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.52 min 	LC/MS 	(ESI1 m/z; 479 [M+H]' 

298 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.38 min 	LC/MS 	(EST +) m/z; 445 [M+H]+ 

299 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.56 min 	LC/MS 	(ESM m/z; 452 [M+H]+  

300 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 
solid 

2.63 min 	LC/MS 	(ESM m/z; 455 [M+H]' 

301 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.37 min 	LC/MS 	(ESI1 m/z; 448 [M+W+ 

302 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.52 min 	LC/MS 	(ESM m/z; 465 [M+W4  

303 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 
solid 

2.29 min 	LC/MS (ESM m/z; 453 [M+H]* 

304 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.33 min 	LC/MS 	(ESM m/z; 453 [M+H].  

305 
Morphology: 	colorless amorphous 

LC/MS: cond. 	2 RT 2.35 min 	LC/MS 	(ESM m/z; 467 [M+H]+ 

306 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.37 min 	LC/MS 	(ESP) m/z; 455 [M+H]+  

307 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.36 min 	LC/MS 	(ESP) m/z; 455 DA-1-Hr 

308 
Morphology: 	colorless amorphous 

LC/MS: cond. 	2 RT 2.30 min 	LC/MS 	(ESM m/z; 441 [M+H]+ 

309 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.31 min 	LC/MS 	(ESI1 m/z; 441 [M+H]' 

310 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 2.45 min 	LC/MS 	(EST -) m/z; 425 [M+1.1]+ 

311 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.56 min 	LC/MS 	(ESP) m/z; 437 [M+1-1]+ 

312 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.62 min 	LC/MS 	(ESP) m/z; 554 [M+H].  

313 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.55 min 	LC/MS 	(ESM m/z; 466 [M+H]+  

314 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.32 min 	LC/MS 	(ESI +) m/z; 530 [M+W+  

315 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.29 min 	LC/MS 	(ESP) m/z; 453 [M+H]+ 

316 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.29 min 	LC/MS 	(ESM m/z; 453 LM+Hr 

317 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.21 min 	LC/MS 	(ESP) m/z; 494 [M+H]+ 
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Ex Data 

292 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.27 rain LC/MS (EST) m/z; 462 [M+H] + 

293 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2. 64 min LC/MS (ESI+) m/z; 486 [M+H]+ 

294 
Morphology:colorless solid 
LC/MS: cond. 2 RT 2.78 min LC/MS (EST) m/z; 433 [M+H]+ 

295 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.36 min LC/MS (EST) m/z; 460 [M+H]+ 

296 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.31 min LC/MS (EST) m/z; 445 [M+H]^ 

297 Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.52 min LC/MS (EST) m/z; 479 [M+H] + 

298 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.38 min LC/MS (EST) m/z; 445 [M+H] + 

299 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.56 min LC/MS (ESI+) m/z; 452 [M+H] + 

300 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.63 min LC/MS (ESI+) m/z; 455 [M+H]* 

301 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.37 min LC/MS (ESD m/z; 448 [M+H] + 

302 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.52 min LC/MS (ESI+) m/z; 465 [M+H]^ 

303 Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.29 min LC/MS (ESD m/z; 453 [M+H] + 

304 Morphology: colorless solid 
LC/MS: cond. 2 RT 2.33 min LC/MS (ESD m/z; 453 [M+H]+ 

305 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.35 min LC/MS (ESI+) m/z; 467 [M+H] + 

306 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.37 min LC/MS (ESD m/z; 455 [M+H] + 

307 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.36 min LC/MS (ESI+) m/z; 455 [M+H]1" 

308 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.30 min LC/MS (ESD m/z; 441 [M+H] + 

309 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.31 min LC/MS (ESD m/z! 441 [M+H] + 

310 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.45 min LC/MS (ESI+) m/z; 425 [M+H] + 

311 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.56 min LC/MS (ESI'*) m/z; 437 [M+H] + 

312 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.62 min LC/MS (ESD m/z; 554 [M+H] + 

313 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.55 min LC/MS (ESD m/z; 466 [M+H] + 

314 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.32 min LC/MS (ESI+) m/z; 530 [M+H] + 

315 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.29 min LC/MS (EST) m/z; 453 [M+H]* 

316 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.29 min LC/MS (ESD m/z; 453 [M+H] + 

317 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.21 min LC/MS (ESD m/z; 494 [M+H] + 
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Ex Data 

318 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 	RT 4.30 min 	LC/MS 	(ESI*) 	m/z; 	425 	[M+H]+ 

319 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.27 min 	LC/MS 	(ESP) 	m/z; 	425 	[M+11]' 

320 

Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.14 min 

LC/MS 	(ESP) m/z; 450 [M+H]' 	LC/MS 	(ESI1 	m/z; 448 [M—H]- 

321 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.90 min 	LC/MS 	(ESP) 	m/z; 	452 	[M+H]+  
322 Morphology: 	colorless solid 

323 
Morphology: brown 

LC/MS: 	cond. 	2 RT 

solid 

1.91 min 	LC/MS 	(ESP) m/z; 	452 	[M+W+ 

324 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.88 min 	LC/MS 	(ESP) 	m/z; 	452 	[M+H]* 

325 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.42 min 	LC/MS 	(ESP) m/z; 	467 [M+H]* 

326 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.44 min 	LC/MS 	(ESI*) 	m/z; 	487 	[M+H]* 

327 
Morphology: 	colorless 	solid 

LC/MS: 	cond. 	2 RT 2.35 min 	LC/MS 	(ESP) m/z; 	455 	[PH].  

328 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.25 min 	LC/MS 	(ESP) 	m/z; 	466 	[M+H]* 

329 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.43 min 	LC/MS 	(ESP) 	m/z; 	500 	[M+H]* 

330 
Morphology: pale brown 

LC/MS: 	cond. 	2 RT 

solid 

2.26 min 	LC/MS 	(ESI*) 	m/z; 	470 	[M+H]* 

331 
Morphology: 	colorless 	solid 

LC/MS: 	cond. 	2 RT 2.40 min 	LC/MS 	(ESP) 	m/z; 	467 	[M+H]* 

332 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.68 min 	LC/MS 	(ESP) m/z; 	450 [PH]* 

333 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 2.34 min 	LC/MS 	(ESP) 	m/z; 	455 	[M+H]* 

334 
Morphology: 	colorless 	solid 

LC/MS: 	cond. 	2 RT 1.98 min 	LC/MS 	(ESI1 	m/z; 	466 	[M+H]* 

335 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.23 min 	LC/MS 	(ESP) 	m/z; 	468 	[M+H]* 

336 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.39 min 	LC/MS 	(ESP) 	m/z; 	467 	[M+H]* 

337 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 3.87 min 	LC/MS 	(ESP) 	m/z; 	455 	[M+H]* 

338 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 3.75 min 	LC/MS 	(ESP) 	m/z; 	497 	[M+H]' 

339 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.79 min 	LC/MS 	(ESP) 	m/z; 	505 	[M+[1].  

340 
Morphology: 	yellow 

LC/MS: 	cond. 	1 RT 

solid 

4.55 min 	LC/MS 	(EST*) 	m/z; 	451 	[M+H]* 

341 

Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.15 min 

LC/MS 	(ESP) m/z; 	467 	[M+H]* 	LC/MS 	(ESL) 	m/z; 	465 	[M—H]- 
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Ex Data 

318 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.30 min LC/MS (ESI+) m/z; 425 [M+H] + 

319 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.27 min LC/MS (ESI*) m/z; 425 [M+H] + 

320 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4. 14 min 
LC/MS (ESD m/z; 450 [M+H]* LC/MS (ESI") m/z; 448 [M-H]" 

321 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.90 min LC/MS (ESI+) m/z; 452 [M+H] + 

322 Morphology: colorless solid 

323 
Morphology: brown solid 
LC/MS: cond. 2 RT 1.91 min LC/MS (EST) m/z; 452 [M+H] + 

324 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.88 min LC/MS (EST) m/z; 452 [M+H]* 

325 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.42 min LC/MS (ESI+) m/z; 467 [M+H] + 

326 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.44 min LC/MS (ESI+) m/z; 487 [M+H] + 

327 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.35 min LC/MS (ESI*) m/z; 455 [M+H] + 

328 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.25 min LC/MS (ESI*) m/z; 466 [M+H] + 

329 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.43 min LC/MS (EST) m/z; 500 [M+H]* 

330 Morphology: pale brown solid 
LC/MS: cond. 2 RT 2.26 min LC/MS (EST) m/z; 470 [M+H] + 

331 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.40 min LC/MS (EST) m/z; 467 [M+H]* 

332 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.68 min LC/MS (ESI*) m/z; 450 [M+H] + 

333 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.34 min LC/MS (EST) m/z; 455 [M+H]* 

334 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.98 min LC/MS (EST) m/z; 466 [M+H] + 

335 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.23 min LC/MS (ESD m/z; 468 [M+H]* 

336 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.39 min LC/MS (ESI*) m/z; 467 [M+H]* 

337 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.87 min LC/MS (ESI*) m/z; 455 [M+H]* 

338 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.75 min LC/MS (ESI*) m/z; 497 [M+H]* 

339 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.79 min LC/MS (ESI*) m/z; 505 [M+H]* 

340 
Morphology: yellow solid 
LC/MS: cond. 1 RT 4.55 min LC/MS (ESI*) m/z; 451 [M+H]* 

341 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4. 15 min 
LC/MS (ESI*) m/z; 467 [M+H]* LC/MS (EST) m/z; 465 [M-H]" 
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Ex Data 

342 

Morphology: 	colorless amorphous 

1H-NMR 	(CDC13) 	6 :2.51(d, 	J 	= 	6.6 	Hz, 	3H), 	3.41-3.46(m, 
4.70 (d, 	J = 	26.4 	Hz, 	1H), 	4.87-5.07(m, 	2H), 	5. 16-5. 31 (m, 

7.00-7.06(m, 	3H), 	7. 27 (m, 	1H), 	7. 45-7. 50 (m, 	2H) 

LC/MS: 	cond. 	2 RT 2.39 min 	LC/MS 	(ESP) m/z; 	467 [M+H]' 

1H), 

2H), 

3.92-3.99(m, 

6. 09-6. 15 (m, 

1H); 

1H), 

343 

Morphology: colorless amorphous 

1H-NMR 	(CDC13) 	6 :2.51(d, 	J = 	7.5 	Hz, 	3H), 	3.41-3.47(m, 

4.70 (d, 	J 	= 	26.7, 	1H), 	4.87-5.05(m, 	2H), 	5.16-5.31(m, 

7.00-7.08(m, 	3H), 	7. 28 (m, 	1H), 	7.45-7. 50 (m, 	2H) 

1H), 

2H), 

3.92-3.99(m, 

6.09-6.14(m, 

1H), 

1H), 

344 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.61 min 	LC/MS 	(EST+) 	m/z; 	454 	[M+H]' 

345 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.65 min 	LC/MS 	(ESP) 	m/z; 	467 DA+Hr 

346 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.82 min 	LC/MS 	(ESI1 	m/z; 	501 	[M+H]' 

347 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.01 min 	LC/MS 	(ESP) 	m/z; 	466 	pq+Hi+  

348 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.01 min 	LC/MS 	(ESI+) 	m/z; 	466 	[d+H]+ 

349 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.53 min 	LC/MS 	(ESI1 	m/z; 	481 	[d+H]+ 

350 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.55 min 	LC/MS 	(ESP) 	m/z; 	501 	pd+Hi+  

351 
Morphology: 	pale yellow solid 

LC/MS: 	cond. 	2 RT 2.94 min 	LC/MS 	(ESI1 	m/z; 	465 	[M+H].  

352 
Morphology:pale yellow amorphous 

LC/MS: 	cond. 	2 RT 2.93 min 	LC/MS 	(ESI+) 	m/z; 	485 	[M+H]+  

353 
Morphology: pale yellow amorphous 

LC/MS: 	cond. 	2 RT 2.74 min 	LC/MS 	(ESL') 	m/z; 	464 	[M+H]' 

354 
Morphology:pale yellow solid 

LC/MS: 	cond. 	2 RT 2.92 min 	LC/MS 	(ESI1 	m/z; 	498 	[M+H]' 

355 
Morphology: 	pale yellow solid 

LC/MS: 	cond. 	2 RT 2.87 min 	LC/MS 	(EST') m/z; 	453 	[M+H]' 

356 
Morphology: 	yellow amorphous 

LC/MS: 	cond. 	2 RT 2.36 min 	LC/MS 	(ESP) m/z; 	480 	[M+H]+  

357 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.60 min 	LC/MS 	(ESP) 	m/z; 	456 	[A+H]f  

358 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.79 min 	LC/MS 	(ESI1 	m/z; 	468 	[M+H]' 

359 
Morphology: 	colorless amorphous 

LC/MS: cond. 	2 RT 2.80 min 	LC/MS 	(ESI1 m/z; 	488 [M+H]' 

360 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.57 min 	LC/MS 	(ESC) 	m/z; 	439 	[M+H]+  

361a 
Morphology: pale yellow solid 

LC/MS: 	cond. 	2 RT 2.53 min 	LC/MS 	(ESI') 	m/z; 	514 	[M+14]' 

361b 
Morphology: pale yellow solid 

LC/MS: 	cond. 	2 RT 2.62 min 	LC/MS 	(ESP) m/z; 	514 [M+H]' 

362 
Morphology: red amorphous 

LC/MS: 	cond. 	2 RT 2.46 min 	LC/MS 	(ESP) 	m/z; 	469 	[A+H]* 

363 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.70 min 	LC/MS 	(ESP) 	m/z; 	450 	[M+H]+ 
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Ex Data 

342 

Morphology: colorless amorphous 
1 H-NMR (CDC13) 6 :2.51(d, J = 6. 6 Hz, 3H), 3. 41-3. 46 (m, IH), 3.92-3.99(m, IH), 
4. 70 (d, J = 26.4 Hz, IH), 4. 87-5. 07 (m, 2H), 5. 16-5. 31 (m, 2H), 6. 09-6. 15 (m, IH), 
7. 00-7. 06 (m, 3H), 7. 27 (m, IH), 7. 45-7. 50 (m, 2H) 
LC/MS: cond. 2 RT 2.39 min LC/MS (EST) m/z; 467 [M+H]+ 

343 

Morphology: colorless amorphous 
1 H-NMR (CDCI3) S :2. 51 (d, J= 7. 5 Hz, 3H), 3. 41-3. 47 (m, IH), 3. 92-3. 99 (m, IH), 
4. 70 (d, J = 26.7, IH), 4. 87-5. 05(m, 2H), 5. 16-5. 31 (m, 2H), 6. 09-6. 14(m, IH), 
7. 00-7. 08 (m, 3H), 7. 28 (m, IH), 7. 45-7. 50 (m, 2H) 

344 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.61 min LC/MS (ESD m/z; 454 [M+H]* 

345 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.65 min LC/MS (ESI+) m/z; 467 [M+H]+ 

346 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.82 min LC/MS (ESD m/z; 501 [M+H]+ 

347 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.01 min LC/MS (EST) m/z; 466 [M+H]+ 

348 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.01 min LC/MS (EST) m/z; 466 [M+H] + 

349 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.53 min LC/MS (ESI+) m/z; 481 [M+H]+ 

350 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.55 min LC/MS (ESI+) m/z; 501 [M+H] + 

351 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.94 min LC/MS (ESI+) m/z; 465 [M+H] + 

352 
Morphology:pale yellow amorphous 
LC/MS: cond. 2 RT 2.93 min LC/MS (ESI+) m/z; 485 [M+H]+ 

353 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.74 min LC/MS (ESI+) m/z; 464 [M+H] + 

354 
Morphology:pale yellow solid 
LC/MS: cond. 2 RT 2.92 min LC/MS (EST) m/z; 498 [M+H] + 

355 Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.87 min LC/MS (ESI+) m/z; 453 [M+H] + 

356 
Morphology: yellow amorphous 
LC/MS: cond. 2 RT 2.36 min LC/MS (ESI+) m/z; 480 [M+H] + 

357 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.60 min LC/MS (EST) m/z; 456 [M+H] + 

358 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.79 min LC/MS (EST) m/z; 468 [M+H] + 

359 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.80 min LC/MS (ESI+) m/z; 488 [M+H] + 

360 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.57 min LC/MS (ESD m/z; 439 [M+H] + 

361a Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.53 min LC/MS (ESD m/z; 514 [M+H]* 

361b 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.62 min LC/MS (ESD m/z; 514 [M+H] + 

362 
Morphology: red amorphous 
LC/MS: cond. 2 RT 2.46 min LC/MS (ESF) m/z; 469 [M+H] + 

363 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.70 min LC/MS (ESD m/z; 450 [M+H]+ 
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Ex Data 

364 
Morphology: 	colorless 	solid 

LC/MS: 	cond. 	2 RT 1.89 min 	LC/MS 	(ESI*) m/z; 451 [M+14]' 

365 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.64 min 	LC/MS 	(EsIl m/z; 469 [M+H]* 

366 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.70 min 	LC/MS 	(ESP) m/z; 471 [M+H]' 

367 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.74 min 	LC/MS 	(ESP) m/z; 472 [M+H]* 

368 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.92 min 	LC/MS 	(ESI*) m/z; 451 [M+H]' 

369 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.50 min 	LC/MS (ESP) m/z; 481 [14441]+ 

370 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.95 min 	LC/MS 	(ESP) m/z; 508 [M+H]' 

371 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RI 

amorphous 

1.77 min 	LC/MS 	(ESP) m/z; 464 [M+H].  

372 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.45 min 	LC/MS 	(ESP) m/z; 469 [M+H]* 

373 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.45 min 	LC/MS 	(EST') m/z; 481 DA-Iiir 

374 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.41 min 	LC/MS 	(ESP) m/z; 484 [M+H]' 

375 
Morphology: 	colorless amorphous 

LC/MS: 	cond, 	2 RT 2.33 min 	LC/MS 	(EST') m/z; 482 [M+W+ 

376 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.73 min 	LC/MS 	(ESP) m/z; 504 [M+H]' 

377 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.73 min 	LC/MS 	(ESP) m/z; 486 [M+H]+ 

378 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.47 min 	LC/MS 	(EST') m/z; 461 [M+H]' 

379 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.51 min 	LC/MS 	(ESP) m/z; 481 [M+W+  

380 
Morphology: pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.69 min 	LC/MS 	(EST') m/z; 480 [M+11]' 

381 
Morphology: pale yellow 

LC/MS: 	cond. 	2 RT 

amorphous 

3.20 min 	LC/MS 	(ESP) m/z; 480 [M+H]* 

382 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.14 min 	LC/MS 	(EST') m/z; 494 Di+Hr 

383 
Morphology: 	pale 

LC/MS: 	cond. 	2 RT 

yellow solid 

2.69 min 	LC/MS 	(ESP) m/z; 486 [M+11]' 

384 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.83 min 	LC/MS 	(ESP) m/z; 462 [M+H]* 

385 
Morphology: 	pale 

LC/MS: 	cond. 	2 RT 

yellow solid 

2.22 min 	LC/MS 	(ESP) m/z; 463 [M+H]' 

386 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.36 min 	LC/MS 	(ESP) m/z; 477 [til+H]' 

387 
Morphology: 	pale 

LC/MS: 	cond. 	2 RT 

yellow solid 

2.38 min 	LC/MS 	(ESP) m/z; 497 [M+e- 

388 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.17 min 	LC/MS 	(ESP) m/z; 476 [M+H]* 

389 
Morphology: 	pale 

LC/MS: 	cond. 	2 RT 

yellow solid 

2.36 min 	LC/MS 	(ESP) m/z; 510 [M+H]. 
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Ex Data 

364 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.89 min LC/MS (ESI+) m/z; 451 [M+H]' 

365 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.64 min LC/MS (ESI+) m/z; 469 [M+H] + 

366 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.70 min LC/MS (EST) m/z; 471 [M+H]' 

367 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.74 min LC/MS (EST) m/z; 472 [M+H]' 

368 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.92 min LC/MS (EST) m/z! 451 [M+H]' 

369 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.50 min LC/MS (ESI+) m/z; 481 [M+H] + 

370 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.95 min LC/MS (EST) m/z; 508 [M+H]' 

371 
Morphology: yellow amorphous 
LC/MS: cond. 2 RT 1.77 min LC/MS (ESI+) m/z; 464 [M+H] + 

372 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.45 min LC/MS (EST) m/z; 469 [M+H]' 

373 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.45 min LC/MS (ESI') m/z; 481 [M+H]' 

374 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.41 min LC/MS (EST) m/z; 484 [M+H] + 

375 Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.33 min LC/MS (ESI+) m/z; 482 [M+H]' 

376 Morphology: colorless solid 
LC/MS: cond. 2 RT 2.73 min LC/MS (EST) m/z; 504 [M+H] + 

377 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.73 min LC/MS (ESI+) m/z; 486 [M+H] + 

378 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.47 min LC/MS (ESI+) m/z; 461 [M+H] + 

379 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.51 min LC/MS (ESI+) m/z; 481 [M+H]' 

380 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.69 min LC/MS (EST) m/z; 480 [M+H] + 

381 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 3.20 min LC/MS (EST) m/z; 480 [M+H]' 

382 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.14 min LC/MS (ESI') m/z; 494 [M+H]' 

383 Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.69 min LC/MS (ESI') m/z; 486 [M+H]' 

384 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.83 min LC/MS (ESI') m/z; 462 [M+H] + 

385 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.22 min LC/MS (ESI+) m/z; 463 [M+H]' 

386 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.36 min LC/MS (ESI') m/z; 477 [M+H]' 

387 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.38 min LC/MS (ESI') m/z; 497 [M+H]' 

388 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.17 min LC/MS (ESI') m/z; 476 [M+H]' 

389 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.36 min LC/MS (ESI') m/z! 510 [M+H]' 
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Ex Data 

390 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.95 min 	LC/MS 	(ESI1 m/z; 476 [M+W+ 

391 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 

amorphous 

2.34 min 	LC/MS 	(ESI1 m/z; 477 [M+H].  

392 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

amorphous 

2.48 min 	LC/MS 	(ESI1 m/z; 491 [M+H]+ 

393 
Morphology:pale yellow amorphous 

LC/MS: cond. 	2 RT 2.49 min 	LC/MS 	(ESP) m/z; 511 [M+H]' 

394 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

amorphous 

2.29 min 	LC/MS 	(ESP) m/z; 490 [M+H]+ 

395 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 
amorphous 

2.47 min 	LC/MS 	(ESL) m/z; 524 [M+H]* 

396 
Morphology: 	orange 

LC/MS: 	cond. 	2 RT 
colored solid 

2.41 min 	LC/MS 	(ESP) m/z; 479 [M+[1]* 

397 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 
solid 

2.20 min 	LC/MS 	(EST') m/z; 419 [M+H]* 

398 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.78 min 	LC/MS 	(ESI1 m/z; 418 [M+H]+  

399 
Morphology: 	cololrless solid 

LC/MS: 	cond. 	2 RT 2.34 min 	LC/MS 	(ESP) m/z; 433 [M+H]+ 

400 
Morphology: 	cololrless solid 

LC/MS: 	cond. 	2 RT 2.36 min 	LC/MS 	(ESP) m/z; 453 [M+H]* 

401 
Morphology: 	cololrless solid 

LC/MS: 	cond. 	2 RT 2.14 min 	LC/MS 	(ESI1 m/z; 432 [M+H]* 

402 
Morphology: 	colorles 	solid 

LC/MS: 	cond. 	2 RT 2.32 min 	LC/MS 	(ESI1 m/z; 466 [M+1-1]+ 

403 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

amorphous 

2.31 min 	LC/MS 	(EST') m/z; 433 [M+H]+  

404 
Morphology:pale yellow amorphous 

LC/MS: cond. 	2 RT 2.46 min 	LC/MS 	(ESP) m/z; 447 [M+I-1]+  

405 
Morphology:pale yellow amorphous 

LC/MS: 	cond. 	2 RT 2.47 min 	LC/MS 	(EST+) m/z; 467 [M+1-1].  

406 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 
solid 

2.27 min 	LC/MS 	(ESI-) m/z; 446 [M+H]* 

407 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.45 min 	LC/MS 	(ESP) m/z; 480 [M+H]* 

408 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 
solid 

2.38 min 	LC/MS 	(ESP) m/z; 435 [M+H].  

409 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 
amorphous 

1.92 min 	LC/MS 	(ESI1 m/z; 432 [M+H]* 

410 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.31min 	LC/MS 	(ESI1 m/z; 433 [M+H]' 

411 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 2.61 min 	LC/MS 	(ESP) m/z; 455 [M+H]' 

412 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.63 min 	LC/MS 	(ESL') m/z; 475 [M+H]' 

413 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.61 min 	LC/MS 	(ESI1 m/z; 488 [M+H]* 

414 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.58 min 	LC/MS 	(ESL') m/z; 455 [M+H]+ 
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Ex Data 

390 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.95 min LC/MS (ESP) m/z; 476 [M+H]* 

391 
Morphology: yellow amorphous 
LC/MS: cond. 2 RT 2.34 min LC/MS (EST) m/z; 477 [M+H] + 

392 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.48 min LC/MS (ESI+) m/z; 491 [M+H] + 

393 
Morphology:pale yellow amorphous 
LC/MS: cond. 2 RT 2.49 min LC/MS (EST) m/z! 511 [M+H] + 

394 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.29 min LC/MS (EST) m/z; 490 [M+H] + 

395 
Morphology: yellow amorphous 
LC/MS: cond. 2 RT 2.47 min LC/MS (EST) m/z; 524 [M+H] + 

396 
Morphology: orange colored solid 
LC/MS: cond. 2 RT 2.41 min LC/MS (ESI+) m/z; 479 [M+H]+ 

397 
Morphology: yellow solid 
LC/MS: cond. 2 RT 2.20 min LC/MS (ESI+) m/z; 419 [M+H]+ 

398 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.78 min LC/MS (ESI+) m/z; 418 [M+H] + 

399 
Morphology: cololrless solid 
LC/MS: cond. 2 RT 2.34 min LC/MS (EST) m/z; 433 [M+H]+ 

400 
Morphology: cololrless solid 
LC/MS: cond. 2 RT 2.36 min LC/MS (EST) m/z; 453 [M+H]* 

401 
Morphology: cololrless solid 
LC/MS: cond. 2 RT 2.14 min LC/MS (ESI+) m/z; 432 [M+H] + 

402 Morphology: colorles solid 
LC/MS: cond. 2 RT 2.32 min LC/MS (ESI+) m/z; 466 [M+H] + 

403 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.31 min LC/MS (ESI+) m/z; 433 [M+H] + 

404 
Morphology:pale yellow amorphous 
LC/MS: cond. 2 RT 2.46 min LC/MS (ESI+) m/z; 447 [M+H]* 

405 
Morphology:pale yellow amorphous 
LC/MS: cond. 2 RT 2.47 min LC/MS (ESI+) m/z; 467 [M+H] + 

406 
Morphology: yellow solid 
LC/MS: cond. 2 RT 2.27 min LC/MS (EST) m/z; 446 [M+H]* 

407 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.45 min LC/MS (EST) m/z; 480 [M+H] + 

408 
Morphology: yellow solid 
LC/MS: cond. 2 RT 2.38 min LC/MS (ESP) m/z; 435 [M+H]+ 

409 
Morphology: yellow amorphous 
LC/MS: cond. 2 RT 1.92 min LC/MS (ESI1) m/z; 432 [M+H] + 

410 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2. 31min LC/MS (ESP) m/z; 433 [M+H] + 

411 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.61 min LC/MS (ESP) m/z; 455 [M+H] + 

412 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.63 min LC/MS (ESP) m/z; 475 [M+H] + 

413 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.61 min LC/MS (ESP) m/z; 488 [M+H]+ 

414 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.58 min LC/MS (ESP) m/z; 455 [M+H] + 
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Ex Data 

415 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.43 min 	LC/MS 	(ESI') m/z; 456 [M+1.1]*  

416 
Morphology: pale yellow 

LC/MS: cond. 	2 RT 

solid 

2.73 min 	LC/MS 	(ESP) m/z; 469 [M+H]' 

417 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 2.75 min 	LC/MS 	(EST +) m/z; 489 [M+W+ 

418 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.73 min 	LC/MS 	(ESI') m/z; 502 [M+H]'

419 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 3.01 min 	LC/MS 	(ESP) m/z; 456 [d+H]* 

420 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 3.01 min 	LC/MS 	(ESP) m/z; 476 [M+H]* 

421 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.84 min 	LC/MS 	(ESP) m/z; 444 [M+H]' 

422 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.60 min 	LC/MS 	(ESP) m/z; 455 [1441]+  

423 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.70 min 	LC/MS 	(ESP) m/z; 469 [M+H]' 

424 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 1.98 min 	LC/MS 	(ESP) m/z; 452 [M+H]' 

425 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.65 min 	LC/MS 	(ESP) m/z; 457 [M+H]' 

426 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.54 min 	LC/MS 	(ESP) m/z; 470 EM+Hr 

427 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.56 min 	LC/MS 	(ESP) m/z; 453 [M+H]' 

428 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.58 min 	LC/MS 	(ESP) m/z; 473 [M+H]+ 

429a 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.55 min 	LC/MS 	(ESP) m/z; 486 [M+H]+  

429b 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.67 min 	LC/MS 	(EST +) m/z; 486 [M+H]+  

430 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 1.81 min 	LC/MS 	(ESL +) m/z; 436 [M+H]' 

431 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.36 min 	LC/MS 	(ESP) m/z; 454 [M+H]+ 

432 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.55 min 	LC/MS 	(ESP) m/z; 453 [M+Ii]' 

433 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.49 min 	LC/MS 	(ESP) m/z; 468 [M+H]* 

434 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.58 min 	LC/MS 	(ESP) m/z; 438 [M+W+ 

435 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.59 min 	LC/MS 	(ESI') m/z; 458 [M+H]* 

436 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.36 min 	LC/MS 	(ESP) m/z; 426 [M+H]' 

437 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.61 min 	LC/MS 	(ESI') m/z; 471 [M+H].  

438 
Morphology: 	pale 

LC/MS: 	cond. 	2 RT 

yellow solid 

1.83 min 	LC/MS 	(ESP) m/z; 436 [M+H]* 

439 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.30 min 	LC/MS 	(ESP) m/z; 451 [M+11]. 
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Ex Data 

415 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.43 min LC/MS (EST) m/z; 456 [M+H]+ 

416 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.73 min LC/MS (ESI*) m/z; 469 [M+H] + 

417 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.75 min LC/MS (ESI+) m/z; 489 [M+H] + 

418 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.73 min LC/MS (EST) m/z; 502 [M+H]* 

419 
Morphology: colorless solid 
LC/MS: cond. 2 RT 3.01 min LC/MS (EST) m/z; 456 [M+H] + 

420 
Morphology: colorless solid 
LC/MS: cond. 2 RT 3.01 min LC/MS (EST) m/z; 476 [M+H] + 

421 
Morphology: yellow solid 
LC/MS: cond. 2 RT 2.84 min LC/MS (EST) m/z; 444 [M+H]* 

422 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.60 min LC/MS (EST) m/z! 455 [M+H] + 

423 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.70 min LC/MS (EST) m/z; 469 [M+H]1 

424 
Morphology." colorless solid 
LC/MS: cond. 2 RT 1.98 min LC/MS (EST) m/z; 452 [M+H]* 

425 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.65 min LC/MS (EST) m/z; 457 [M+H]* 

426 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.54 min LC/MS (EST) m/z; 470 [M+H] + 

427 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.56 min LC/MS (EST) m/z; 453 [M+H]* 

428 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.58 min LC/MS (EST) m/z; 473 [M+H]* 

429a 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.55 min LC/MS (ESI*) m/z; 486 [M+H]* 

429b 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.67 min LC/MS (ESI*) m/z! 486 [M+H]* 

430 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.81 min LC/MS (ESI*) m/z; 436 [M+H]* 

431 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.36 min LC/MS (ESI*) m/z; 454 [M+H]* 

432 
Morphology: yellow solid 
LC/MS: cond. 2 RT 2.55 min LC/MS (ESI*) m/z! 453 [M+H]* 

433 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.49 min LC/MS (ESI*) m/z; 468 [M+H]* 

434 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.58 min LC/MS (ESI*) m/z; 438 [M+H]* 

435 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.59 min LC/MS (ESI*) m/z! 458 [M+H]* 

436 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.36 min LC/MS (ESI*) m/z; 426 [M+H]* 

437 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.61 min LC/MS (ESI*) m/z; 471 [M+H]* 

438 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 1.83 min LC/MS (ESI*) m/z; 436 [M+H]* 

439 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.30 min LC/MS (ESI*) m/z! 451 [M+H]* 
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Ex Data 

440 
Morphology: 	pale yellow solid 

LC/MS: cond. 	2 RT 1.89 min 	LC/MS 	(ESP) m/z; 450 [M+H]" 

441 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.54 min 	LC/MS 	(ESP) m/z; 451 [M+H]' 

442 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.72 min 	LC/MS 	(ESP) m/z; 485 [M+H]' 

443 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.69 min 	LC/MS 	(ESP) m/z; 452 [M+H]* 

444 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.49 min 	LC/MS 	(EST") m/z; 440 [M+H]* 

445 

Morphology: pale brown solid 

LC/MS: 	cond. 	2 RT 1.95 min 

LC/MS 	(ESP) m/z; 	527 	[M+H]* 	LC/MS 	(ESP) m/z; 571 [M+HCO2]-  

446 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.42 min 	LC/MS 	(EST') m/z; 542 [M+H]' 

447 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.44 min 	LC/MS 	(ESP) m/z; 562 [M+H]* 

448 
Morphology: pale yellow 

LC/MS: 	cond. 	2 RT 

amorphous 

2.50 min 	LC/MS 	(EST') m/z; 556 [M+H]' 

449 
Morphology: pale yellow 

LC/MS: 	cond. 	2 RI 

amorphous 

2.52 min 	LC/MS 	(ESP) m/z; 576 [M+H]' 

450 
Morphology: pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.50 min 	LC/MS 	(ESP) m/z; 589 [M+H]c  

451 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

amorphous 

2.02 min 	LC/MS 	(ESP) m/z; 541 [A+H]*  

452 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 4.42 min 	LC/MS 	(EST1 m/z; 467 [M+H]' 

453 
Morphology: pale yellow 

LC/MS: cond. 	2 RT 

solid 

2.39 min 	LC/MS 	(ESP) m/z; 481 [M+11]4  

454 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

oil 

2.55 min 	LC/MS 	(ESP) m/z; 517 [M+H]* 

455 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.32 min 	LC/MS 	(EST') m/z; 485 [M+H]t  

456 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.72 min 	LC/MS 	(ESP) m/z; 509 [M+H]' 

457 

Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.40 min 

LC/MS 	(ESP) m/z; 	525 [M+H]* 	LC/MS (ESP) m/z; 523 [M-H]- 

458a 

Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.61 min 

LC/MS 	(EST") 	m/z; 	512 	[M+11]" 	LC/MS (ESI-) m/z; 510 [M-H]-  

458b 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

amorphous 

2.37 min 	LC/MS 	(ESP) m/z; 470 [M+H]* 

459 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RI 4.77 min 	LC/MS 	(ESP) m/z; 465 [M+H]' 

460 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.89 min 	LC/MS 	(ESP) m/z; 479 [M+H]+ 

461 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.93 min 	LC/MS 	(EST') m/z; 438 [M+H]' 

462 
Morphology: pale yellow 

LC/MS: 	cond. 	2 RT 

amorphous 

2.06 min 	LC/MS 	(ESP) m/z; 497 [M+H]" 
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Ex Data 

440 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 1.89 rain LC/MS (ESI1) m/z; 450 [M+H]1 

441 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.54 min LC/MS (ESI1) m/z; 451 [M+H]1 

442 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.72 min LC/MS (ESI1) m/z; 485 [M+H]1 

443 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.69 min LC/MS (ESI1) m/z; 452 [M+H]1 

444 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.49 min LC/MS (ESI1) m/z; 440 [M+H]1 

445 
Morphology: pale brown solid 
LC/MS: cond. 2 RT 1. 95 min 
LC/MS (ESI1) m/z; 527 [M+H]1 LC/MS (ESI") m/z; 571 [M+HC02]" 

446 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.42 min LC/MS (ESI1) m/z; 542 [M+H]1 

447 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.44 min LC/MS (ESI1) m/z; 562 [M+H]1 

448 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.50 min LC/MS (ESI1) m/z; 556 [M+H]1 

449 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.52 min LC/MS (ESI1) m/z; 576 [M+H]1 

450 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.50 min LC/MS (ESI1) m/z; 589 [M+H]1 

451 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.02 min LC/MS (ESI1) m/z; 541 [M+H] + 

452 
Morphology: colorless solid 
LC/MS: cond. 2 RT 4.42 min LC/MS (ESI1) m/z; 467 [M+H]1 

453 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.39 min LC/MS (ESI1) m/z; 481 [M+H]1 

454 
Morphology: pale yellow oil 
LC/MS: cond. 2 RT 2.55 min LC/MS (ESI1) m/z! 517 [M+H]1 

455 Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2.32 min LC/MS (ESI1) m/z; 485 [M+H]1 

456 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.72 min LC/MS (ESI1) m/z! 509 [M+H]1 

457 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2. 40 min 
LC/MS (ESI1) m/z! 525 [M+H]1 LC/MS (ESI") m/z; 523 [M-H]" 

458a 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.61 min 
LC/MS (ESI1) m/z; 512 [M+H]1 LC/MS (ESI") m/z; 510 [M-H]" 

458b 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.37 min LC/MS (ESI1) m/z; 470 [M+H] + 

459 Morphology: colorless solid 
LC/MS: cond. 1 RT 4.77 min LC/MS (ESI1) m/z; 465 [M+H]1 

460 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.89 min LC/MS (ESI1) m/z; 479 [M+H]1 

461 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.93 min LC/MS (ESI1) m/z; 438 [M+H]1 

462 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.06 min LC/MS (ESI1) m/z; 497 [M+H]1 
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Ex Data 

463 
Morphology: 	pale yellow amorphous 

LC/MS: 	cond. 	2 RT 2.30 min 	LC/MS (ESI/ m/z; 539 [M+1.1]*  

464 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 4.00 min 	LC/MS (ESI/ m/z; 413 [M+11]' 

465 
Morphology: 	colorless 	solid 

LC/MS: 	cond. 	2 RT 2.02 min 	LC/MS (EST/ m/z; 431 [M+1-1]+ 

466a 
Morphology: 	white 

LC/MS: 	cond. 	1 RT 

solid 

4.42 min 	LC/MS (ESI1 m/z; 415 [M+H]+ 

466b 
Morphology: 	white 

LC/MS: 	cond. 	2 RT 
solid 

2.53 min 	LC/MS (ESI1 m/z; 435 [M+H].  

467 
Morphology: 	colorless solid 

LC/MS: 	cond. 	1 RT 3.82 min 	LC/MS (ESII m/z; 416 [M+H]+ 

468 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.61 min 	LC/MS (ESI/ m/z; 461 [M+H]+ 

469 
Morphology: 	yellow 

LC/MS: 	cond. 	2 RT 
solid 

2.62 min 	LC/MS (ESI/ m/z; 454 [M+H]* 

470 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.77 min 	LC/MS (ESII m/z; 451 [M+H]+  

471 
Morphology: 	pale yellow 

LC/MS: 	cond. 	2 RT 

solid 

2.25 min 	LC/MS (ESI1 m/z; 413 [M+H]* 

472 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.50 min 	LC/MS (ESI1 m/z; 429 [M+H]* 

473 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.70 min 	LC/MS (ESI/ m/z; 511 [M+H]* 

474 
Morphology: 	colorless solid 

LC/MS: cond. 	2 RT 2.54 min 	LC/MS (ESI1 m/z; 455 [M+11]+ 

475 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.51 min 	LC/MS (ESI1 m/z; 467 [M+W+ 

476 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.53 min 	LC/MS (EST/ m/z; 495 [M+H].  

477 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.43 min 	LC/MS (ESII m/z; 451 EM+Hr 

478 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.49 min 	LC/MS (EST/ m/z; 481 [M+W+ 

479 
Morphology: 	brown 

LC/MS: 	cond. 	2 RT 
solid 

2.66 min 	LC/MS (EST/ m/z; 409 [M+H]+ 

480a 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.61 min 	LC/MS (EST/ m/z; 473 [M+H]* 

480b 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.66 min 	LC/MS (ESI/ m/z; 473 [M+W4  

481 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 1.96 min 	LC/MS (EST/ m/z; 480 [M+H]* 

482 
Morphology: white 

LC/MS: 	cond. 	2 RT 
solid 

2.65 min 	LC/MS (EST/ m/z; 469 [Mdi]f  

483a 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 2.14 min 	LC/MS (EST/ m/z; 379 [M+H]+  

483b 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.24 min 	LC/MS (ESII m/z; 485 [M+H]* 

484 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.75 min 	LC/MS (EST/ m/z; 435 [M+H]+ 
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Ex Data 

463 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.30 min LC/MS (EST) m/z; 539 [M+H] + 

464 
Morphology: colorless solid 
LC/MS: cond. 1 RT 4.00 min LC/MS (EST) m/z; 413 [M+H]+ 

465 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.02 min LC/MS (EST) m/z; 431 [M+H] + 

466a 
Morphology: white solid 
LC/MS: cond. 1 RT 4.42 min LC/MS (ESF) m/z; 415 [M+H]+ 

466b Morphology: white solid 
LC/MS: cond. 2 RT 2.53 min LC/MS (ESI+) m/z; 435 [M+H] + 

467 
Morphology: colorless solid 
LC/MS: cond. 1 RT 3.82 min LC/MS (EST) m/z; 416 [M+H] + 

468 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.61 min LC/MS (ESI+) m/z; 461 [M+H] + 

469 
Morphology: yellow solid 
LC/MS: cond. 2 RT 2.62 min LC/MS (ESI+) m/z! 454 [M+H] + 

470 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.77 min LC/MS (EST) m/z; 451 [M+H]* 

471 
Morphology: pale yellow solid 
LC/MS: cond. 2 RT 2.25 min LC/MS (EST) m/z; 413 [M+H]+ 

472 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.50 min LC/MS (ESI+) m/z; 429 [M+H]+ 

473 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.70 min LC/MS (EST) m/z; 511 [M+H]+ 

474 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.54 min LC/MS (EST) m/z; 455 [M+H]+ 

475 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.51 min LC/MS (ESI+) m/z; 467 [M+H]+ 

476 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.53 min LC/MS (ESI+) m/z; 495 [M+H] + 

477 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.43 min LC/MS (ESI+) m/z; 451 [M+H]' 

478 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.49 min LC/MS (EST) m/z; 481 [M+H] + 

479 
Morphology: brown solid 
LC/MS: cond. 2 RT 2.66 min LC/MS (ESI+) m/z; 409 [M+H] + 

480a 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.61 min LC/MS (EST) m/z; 473 [M+H] + 

480b Morphology: colorless solid 
LC/MS: cond. 2 RT 2.66 min LC/MS (EST) m/z; 473 [M+H] + 

481 
Morphology: colorless solid 
LC/MS: cond. 2 RT 1.96 min LC/MS (EST) m/z; 480 [M+H] + 

482 
Morphology: white solid 
LC/MS: cond. 2 RT 2.65 min LC/MS (EST) m/z; 469 [M+H] + 

483a 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.14 min LC/MS (ESI+) m/z; 379 [M+H] + 

483b 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.24 min LC/MS (ESI+) m/z; 485 [M+H] + 

484 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.75 min LC/MS (ESI+) m/z; 435 [M+H] + 
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1  

a 

2) 

Ex Data 

485 

Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.39 min 

LC/MS 	(EST') 	m/z; 	513 	[NH-1-]' 	LC/MS 	(ESI-) 	m/z; 	511 	[M—H]- 

486 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.68 min 	LC/MS 	(ES') 	m/z; 	523 	[M+H]* 

487 
Morphology: 	yellow amorphous 

LC/MS: 	cond. 	2 RT 2.33 min 	LC/MS 	(ESI') 	m/z; 	536 	[M+H]' 

488 
Morphology: 	colorless oil 

LC/MS: 	cond. 	2 RI 2.67 min 	LC/MS 	(ESI*) 	m/z; 	576 	[M+H]' 

489 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.48 min 	LC/MS 	(ESI') 	m/z; 	503 	[M+H]'

490 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.55 min 	LC/MS 	(ESI') 	m/z; 	493 	[M+H]* 

491 
Morphology: pale yellow amorphous 

LC/MS: 	cond. 	2 RT 1.50 min 	LC/MS 	(ESI') 	m/z; 	465 	[M+H]' 

492 
Morphology: 	colorless amorphous 

LC/MS: 	cond. 	2 RT 2.13 min 	LC/MS 	(ESI') m/z; 	483 	[M+H]' 

493 
Morphology: pale yellow amorphous 

LC/MS: 	cond. 	2 RT 2.26 min 	LC/MS 	(ESP) m/z; 	470 	[M+H]' 

494 
Morphology: pale brown solid 

LC/MS: 	cond. 	2 RT 2.60 min 	LC/MS 	(ESI') 	m/z; 	452 	[M+H]' 

495 
Morphology: pale yellow amorphous 

LC/MS: 	cond. 	2 RT 2.67 min 	LC/MS 	(ESI') 	m/z; 	454 	[M+H]' 

496 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RT 2.32 min 	LC/MS 	(ESI') 	m/z; 	426 	[M+H]' 

497 
Morphology: 	colorless solid 

LC/MS: 	cond. 	2 RI 2.53 min 	LC/MS 	(ESI') 	m/z; 	472 	[M+H]' 

[1125] *W44'91174* 

CH— 

.."htgi'AtAt 

JAIRS.."hig.A.t,AgAirl 

z'—> 

MIEgZ-FT 

(e 

1-;CF1:, *RBA tat 0)3Air#0191174C: -D ki \--Cgaa -Zo 

• t)1..J1-LAMAITIA7v -t-f 

L IT 3:1t)l.:>r,./A- -t-,,)1. (Ca v 3. 	2) RIRH E K 2 9 3 KNEJN1AC 

=7-1 	Kr7 — K/''1, v'Y , 4 10.75` 6 SA L, /to t71).%S 

 	FL i PR 	Calcium4Assay 	Kit 	(1,* 

7 — 5- 	4 	#) 	'VII L tc 0 	I 2 	7— it 	— 5- 4 	L, tc X, t • 

iiE5M1E111 9 6 r, i)1.1l.— I- c:, 	L. b T Mit )V.J r).LA 	-\-, 	,)1. (C a v 3. 

RIR H E K 2 9 3 WIN 	42 L, —IfEitzI'l, ifiztl 	L, t)i.:> r, 

L 3 7 °C, 5 %=RiEgAT-r 3 0 3rial 4 i * 

i L tco 	a' tt. lziE-alt A fRgA 	)ilikl, 	-,_ 6 tc.. 3 7 °C, 	5 %.= 

 	3 o wim 4 	* 3- /— => 	Ltz-_-0 71,'y 	5--:> 	3 

I, * a 5 — 	“ Z#) 1: c, 9 A31113c, 9 'IA 	1100/g r_Alit L, ts,75< 6, 
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Ex Data 

485 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2. 39 min 
LC/MS (ESD m/z; 513 [M+H]+ LC/MS (ESI") m/z; 511 [M-H]" 

486 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.68 min LC/MS (ESP) m/z; 523 [M+H]'' 

487 
Morphology: yellow amorphous 
LC/MS: cond. 2 RT 2.33 min LC/MS (ESD m/z; 536 [M+H]' 

488 
Morphology: colorless oil 
LC/MS: cond. 2 RT 2.67 min LC/MS (ESI*) m/z; 576 [M+H]* 

489 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.48 min LC/MS (ESP) m/z; 503 [M+H]* 

490 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.55 min LC/MS (ESF) m/z! 493 [M+H]' 

491 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 1.50 min LC/MS (ESP) m/z; 465 [M+H] + 

492 
Morphology: colorless amorphous 
LC/MS: cond. 2 RT 2. 13 min LC/MS (ESF) m/z; 483 [M+H]* 

493 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.26 min LC/MS (ESP) m/z; 470 [M+H]* 

494 

495 

Morphology: pale brown solid 
LC/MS: cond. 2 RT 2.60 min LC/MS (ESF) m/z; 452 [M+H]* 

494 

495 
Morphology: pale yellow amorphous 
LC/MS: cond. 2 RT 2.67 min LC/MS (ESF) m/z; 454 [M+H]* 

496 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.32 min LC/MS (ESP) m/z; 426 [M+H]' 

497 
Morphology: colorless solid 
LC/MS: cond. 2 RT 2.53 min LC/MS (ESF) m/z; 472 [M+H]* 

[1125] 

1 . tlJl/VO A;,t AIM 7 v -tz 4 

L K T MtiJUV 0 A5117 (Cav 3. 2) H E K 2 9 3 

g/<—V — K7— Ltco t>J\sVOA$, 

FLIPRCalcium4Assay Kit (tl/^ 

17-T/W^tt) I >^L/cIfe • 

JgnRSlBE 9 6 0 XJU7°U— Sl^ t: (Cav 3. 

2) MHEK2 9 3«^iIL, i&ttlE ^ U. t))\sVO 

3 7°cs 5%-mitjnmT^3 o^m-iy* 

ZL^< — i/^y[ytc0 Z. ^^tC3 7°CN 5%~ 

gHbj^HT-e3 y^=L^-y 3 yLtc0 7^^777-^3 >3 

(^E U n. ^ —Xtt) H <£ kJ JSnPct kJ £>> 
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t)1/ 1Ag'ffIA)ili L, 	-t. a)*I1St::_ct (,)t Utct)i..tAMAt:.-_,t VIA 

± 4 	7 0 fi-)rFil ALI t L tc. 	— 7 4 /3 \ 6 a) g. A ± 1411113\ 6 MA 	3•$ 

ffl L , 	-:5 6I,: IL alt S' I. a) MVII L MA 3t ft 7° 1=1 v I- - Za' LT I C5 0 

4Fi 	Xffl Lk-. 

-a*MiLat I C 5 041= 	,‹-c 1 0 ,u, ML;CF 	TLtco 

(A4 3 ) 	t:.-.., a*KfLat0) T MI t )1/1.1.-t.,  -)1/13E..V.21.0)*IiM 

710 

(4 3) 

amm 	I C50 (/LM) 

#241  

1 	0. 1 	7 

3 	0, 1 0 

5 	0. 0 5 6 

6 	0. 0 1 9 

8 	0. 1 4 

1 5 	0. 2 8 

1 6 	0. 5 8 

1 8 	0. 0 5 0 

21 	0. 0 6 1 

25 	0. 0 2 5 

27 	0. 1 5 

29 	0. 32 

3 1 	0. 23 

3 4 	0. 5 2 

38 	0. 0 7 5 

39 	0. 21 
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±) )\,y 0 U tommz J: U £ I:tctU\sVO A;1AC Z> 

-tin-It 7 0#^)UJ^L/Co 

WHhiu. s-r-sd^-e I C50 

L/c0 

^£0!Hb^$) I C50mut^r^/xMlUT^^sLfco 

(i4 3) tc, 

^t~o 

®4 3) 

lirj^iJ IC50(MM) 

1 0. 1 7 

3 0. 1 0 

5 0. 0 5 6 

6 0. 0 1 9 

8 0. 1 4 

1 5 0. 2 8 

1 6 0. 5 8 

1 8 0. 0 5 0 

2 1 0. 0 6 1 

2 5 0. 0 2 5 

2 7 0. 1 5 

2 9 0. 3 2 

3 1 0. 2 3 

3 4 0. 5 2 

3 8 0. 0 7 5 

3 9 0. 2 1 
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43 0. 4 4 

49 0. 8 6 

58 0. 1 7 

59 0. 8 0 

60 0. 4 2 

65 0. 61 

66 0. 0 8 8 

70 0. 0 1 9 

7 1 0. 0 2 4 

82 0. 1 2 

85 0. 0 5 7 

90 0. 0 1 9 

92 0. 0 4 7 

96 0. 1 1 

1 0 7 0. 0 7 6 

1 	1 4 0. 1 3 

1 2 7 0. 0 3 0 

1 2 9 0. 0 6 

1 3 0 0. 0 7 7 

1 	3 1 0. 2 0 

1 3 4 0. 3 2 

1 4 0 0. 0 5 5 

1 4 4 0. 0 9 6 

1 5 3 0. 0 5 1 

1 6 2 0. 6 0 

1 7 8 0. 0 6 0 

1 8 2 0. 10 

1 8 3 0. 0 4 1 

4 3 

4 9 

5 8 

5 9 

6 0 

6 5 

6 6 

7 0 

7 1 

8 2 

8 5 

9 0 

9 2 

9 6 

1 0 7 

1 1 4 

1 2 7 

1 2 9 

1 3 0 

1 3 1 

1 3 4 

1 4 0 

1 4 4 

1 5 3 

1 6 2 

1 7 8 

1 8 2 

1 8 3 
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0. 4 4 

0. 8 6 

0. 1 7 

0. 8 0 

0. 4 2 

0. 6 1 

0. 0 8 8 

0. 0 1 9 

0. 0 2 4 

0. 1 2 

0. 0 5 7 

0. 0 1 9 

0. 0 4 7 

0. 1 1 

0. 0 7 6 

0. 1 3 

0. 0 3 0 

0. 0 6 

0. 0 7 7 

0. 2 0 

0. 3 2 

0. 0 5 5 

0. 0 9 6 

0. 0 5 1 

0. 6 0 

0. 0 6 0 

0. 1 0 

0. 0 4 1 
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1 8 4 0. 0 4 3 

1 8 8 0. 0 4 2 

1 8 9 0. 0 1 2 

1 9 0 0. 0 0 3 3 

1 9 4 0. 0 0 9 9 

1 9 5 0. 0 0 3 6 

1 9 6 0. 0 2 0 

2 0 1 0. 0 0 5 7 

2 0 2 0. 0 4 7 

2 0 7 0. 0 0 7 5 

2 0 8 0. 0 0 6 2 

2 1 1 0. 0 0 2 0 

2 1 3 0. 0 0 3 4 

2 1 9 0. 0 0 5 5 

2 2 4 0. 0 5 7 

2 3 0 0. 0 2 2 

2 5 6 0. 0 4 2 

2 5 9 0. 60 

2 6 0 0. 1 4 

2 6 4 0. 0 2 8 

2 6 5 0. 57 

2 6 9 0. 0 7 5 

2 7 2 0. 35 

2 7 5 0. 0 3 0 

2 7 8 0. 0 4 5 

2 8 3 0. 51 

2 8 5 0. 0 5 6 

2 9 5 0. 1 8 

1 8 4 

1 8 8 

1 8 9 

1 9 0 

1 9 4 

1 9 5 

1 9 6 

2 0 1 

2 0 2 

2 0 7 

2 0 8 

2 1 1 

2 1 3 

2 1 9 

2 2 4 

2 3 0 

2 5 6 

2 5 9 

2 6 0 

2 6 4 

2 6 5 

2 6 9 

2 7 2 

2 7 5 

2 7 8 

2 8 3 

2 8 5 

2 9 5 
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0. 0 4 3 

0. 0 4 2 

0.012 

0. 0 0 3 3 

0. 0 0 9 9 

0. 0 0 3 6 

0.020 

0. 0 0 5 7 

0.047 

0. 0 0 7 5 

0. 0 0 6 2 

0. 0 0 2 0 

0. 0 0 3 4 

0. 0 0 5 5 

0.057 

0.022 

0. 0 4 2 

0.6 0 

0. 1 4 

0.028 

0.5 7 

0.075 

0.3 5 

0.030 

0.045 

0. 5 1 

0.056 

0. 1 8 
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3 0 0 0. 1 6 

3 0 4 0. 0 6 4 

3 0 7 0. 27 

3 0 9 0. 52 

3 1 0 0. 1 	7 

3 1 	1 0. 1 6 

3 1 2 0. 5 5 

3 1 4 0. 0 4 6 

3 1 5 0. 0 0 0 4 6 

3 1 6 0. 0 0 2 3 

3 1 7 0. 0 5 6 

3 1 8 0. 0 3 3 

3 2 1 0. 0 0 3 6 

3 2 6 0. 0 0 1 9 

3 2 7 0. 0040 

3 2 9 0. 0 0 4 8 

3 3 3 0. 0 0 1 8 

3 4 0 0. 0 1 3 

3 4 2 0. 0 0 0 9 4 

344 0. 0 1 2 

3 4 8 0. 0 0 4 5 

3 4 9 0. 0 0 1 1 

3 5 0 0. 0 0 1 1 

3 5 7 0. 0 1 3 

3 6 0 0. 0 8 3 

3 6 2 0. 0 0 1 5 

3 6 3 0. 0 0 8 7 

3 6 5 0. 0 1 3 

3 0 0 

3 0 4 

3 0 7 

3 0 9 

3 1 0 

3 1 1 

3 1 2 

3 1 4 

3 1 5 

3 1 6 

3 1 7 

3 1 8 

3 2 1 

3 2 6 

3 2 7 

3 2 9 

3 3 3 

3 4 0 

3 4 2 

3 4 4 

3 4 8 

3 4 9 

3 5 0 

3 5 7 

3 6 0 

3 6 2 

3 6 3 

3 6 5 
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0. 1 6 

0. 0 6 4 

0. 2 7 

0. 5 2 

0. 1 7 

0. 1 6 

0. 5 5 

0. 0 4 6 

0. 0 0 0 4 6 

0. 0 0 2 3 

0. 0 5 6 

0. 0 3 3 

0. 0 0 3 6 

0. 0 0 19 

0. 0 0 4 0 

0. 0 0 4 8 

0. 0 0 18 

0. 0 1 3 

0. 0 0 0 9 4 

0. 0 1 2 

0. 0 0 4 5 

0. 0 0 11 

0. 0 0 11 

0. 0 1 3 

0. 0 8 3 

0. 0 0 15 

0. 0 0 8 7 

0. 0 1 3 



444 	 PCT/JP2013/059589 WO 2013/147183 

3 7 0 0. 	63 

3 7 7 0. 	4 1 

3 7 9 0. 	0 5 4 

3 8 0 0. 	31 

3 8 2 0. 	86 

3 8 3 0. 	0 8 9 

3 9 2 0. 	0 0 1 3 

3 9 5 0. 	0 0 1 7 

4 0 0 0. 	0044 

4 0 3 0. 	0 0 2 0 

4 1 3 0. 	0 0 6 9 

4 1 5 0. 	0 1 6 

4 2 3 0. 	040 

4 2 8 0. 	0 0 5 5 

4 3 0 0. 	1 6 

4 3 6 0. 	33 

4 3 9 0. 	0 0 6 9 

4 4 8 0. 	0 1 6 

4 5 0 0. 	0 4 6 

4 5 3 0. 	0 2 4 

4 5 4 0. 	0 0 1 9 

4 5 7 0. 	0 1 3 

4 5 8 b 0. 	0 5 3 

4 6 0 0. 	0 6 1 

4 6 1 0. 	4 0 

4 6 2 0. 	61 

4 6 5 0. 	28 

4 6 6 b 0. 	57 

3 7 0 

3 7 7 

3 7 9 

3 8 0 

3 8 2 

3 8 3 

3 9 2 

3 9 5 

4 0 0 

4 0 3 

4 1 3 

4 1 5 

4 2 3 

4 2 8 

4 3 0 

4 3 6 

4 3 9 

4 4 8 

4 5 0 

4 5 3 

4 5 4 

4 5 7 

4 5 8 

4 6 0 

4 6 1 

4 6 2 

4 6 5 

4 6 6 
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0. 6 3 

0. 4 1 

0. 0 5 4 

0. 3 1 

0. 8 6 

0. 0 8 9 

0. 0 0 13 

0. 0 0 17 

0. 0 0 4 4 

0. 0 0 2 0 

0. 0 0 6 9 

0. 0 1 6 

0. 0 4 0 

0. 0 0 5 5 

0. 1 6 

0. 3 3 

0. 0 0 6 9 

0. 0 1 6 

0. 0 4 6 

0. 0 2 4 

0. 0 0 19 

0. 0 1 3 

0. 0 5 3 

0. 0 6 1 

0. 4 0 

0. 6 1 

0. 2 8 

0. 5 7 
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4 6 8 	0. 	0 6 8 

4 7 5 	0. 	0 3 9 

4 7 6 	0. 	0 6 1 

4 7 9 	0. 	0 6 6 

4 8 1 	0. 	4 7 

4 8 4 	0. 	24 

4 8 5 	0. 	4 1 

4 8 6 	0. 	4 1 

4 8 7 	0. 	50 

4 8 9 	0. 	5 1 

4 9 3 	0. 	0 0 3 7 

[1126] tk‘uALIR 1 

1-;t -Fa) --A--  ZWLAIJ 	4uI, 	Z. 

- 3• 	A 	( I ) 	--e 	-1 /435 tt. Z IL -at 	 1 0 m g 

'L . 	 700mg 

-J'91- 	 2 7 4 m g 

HPC-L 	 1 6 m g 

At 	 1 000mg 

A ( I ) 	-C -.3541.ZIE-altLLY),1 	6 0)< v 	a a),S.z ot:.-..1 -. 	- 

zo  Mat:.-,faMI.L Ki=1*7°1=1E)1.-t)1/ 1=1- 	(HPC-L) 7.K g a 

A)ill L, na, It (IT Lffl L'It 	TEA°. 	5 - 1 m m) L 7-L1, tV1 - 

Z. 14' 6 tt.tc_- $MOWL 	AR'S,  Z 0 ( 1 2/6 0 )( V 	J_) --erca oRtpj 

V41  Z . 

[1127] tuALIR 2 

1-;CF0D3 -A--Z)J 7°-t)i...,±7VEIMALI_Ik‘u'l-zo 

WO 2013/147183 445 PCT/JP2013/059589 

4 6 8 0. 0 6 8 

4 7 5 0. 0 3 9 

4 7 6 0. 0 6 1 

4 7 9 0. 0 6 6 

4 8 1 0. 4 7 

4 8 4 0. 2 4 

4 8 5 0. 4 1 

4 8 6 0. 4 1 

4 8 7 0. 5 0 

4 8 9 0. 5 1 

4 9 3 0. 0 0 3 7 

[1126] mmmi 

JU"F ©/£# £ t *> £ M&t % o 
it ( I ) 1 0 m g 

?L$t 7 0 0 m g 

=l — yx$— ̂  2 7 4 m g 

HPC-L 1 6 m g 

at 1 0 0 0 m g 

it (I) 6 CM >^>zL0/$N£lHC®-to =!-> 

X$>— 2 0 p< VM/Jt"n^CT/tt'n t" 

£<> KP^>7°P t°;u-tz;up-x (HPC-L) 7_K;#>S;& 

muLs m^s mtL (flLttL^i ?L^O. 5~1 mm) Ltc<£, ^'Jtt 

?# ^ ^ (1 2 / 6 0 * v *> IL ) -elsii Lllfe^iJ 

[1127] mm\2 
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A ( I ) --e -,3_q't.Z 1E-at 1 0 m g 

KTIA 7 9 m g 

—J'91 — 1 0 m g 

5-77 ')R7 ,:>',./A 1 m g 

It 1 0 0 m g 

A ( I ) --e -,354-LZ tat LK8,f, 	6 0 )< v a 0),S.Z ot:.-.1 -c, 	— 

,9i— 	1 2 0)< v:>a0),S,Z01,::_i -c. 	a.'41.6L5-77 ')R7 ,:> 

,,L.vm-m-altt:.-_ --cm-, -zo 	1 oigni 0 0 m g 	5 I-41E-ff7t 7°  

[1128] _TOUR 3 

J-;1F0D3 -A- Z)J .7°-t)l.,±74JUAr1AI_I_III -Zo  

A ( I ) --e't.Z 1E-at 1 5 m g 

KTIA 90mg 

—J'91 — 4 2m g 

HPC—L 3m g 

It 1 50mg 

A ( I ) --e -,354-LZ tat LK8,f, 	6 0 )< v a 0),S.Z ot:.-.1 -c, 	— 

,9i— 	1 2 0)<v:>a0),S,Z06:.-.1 -. 	a.'41.6V 32M-alAt:::"CM-1 - 

Zo  Mal,:.-_,faMI.L KI=1* .7c =1E)1.-t)1/ 1=1— 	(HPC —  L) 7.1<g'fa 

A))11 L, na, Iit L tc_-1, tiMg -  Z. 14' 6 tt.tc_-  tVgdAt 	taMii,S,Z 1,\ ( 1 

2/60)(v:>a) TPALMAL, -t.0)1 5 Omg4 1-41 R-ff7t7°  

[1129] _TOUR 4 

i-;t-Fa) --A--Ztri-11J,11'1 -zo 

A ( I ) --e -,3_q-LZIE-alt 1 0 m g 

K . 90mg 

WO 2013/147183 446 PCT/JP2013/059589 

it ( I ) 1 0 m g 

?L$t 7 9 m g 

P — yX5>— ̂  1 0 m g 

X^-T 'j A img 

at 1 0 0 m g 

it ( I ) CM ^>zL0/$x£lHC®"to =!-> 

X*—^£1 2 CM >^>zL0/$N-g>lHC®-to 

•^A^VIS^iCTI^tSo 1 0^1 00mg^5§H27f>^)^ 

-tz;u^^±i-r^o 
[1128] ^«iJ3 

it ( I ) T?^3*l£><b^$l 1 5 m g 

?L$t 9 0 m g 

Zl-yx^-^- 4 2 m g 

HPC-L 3 m g 

at 1 5 0 m g 

it ( I ) tl Z> {{,-£$% t%m% 6 CM >^>zL0/$N£lHC®-to =!-> 

X*—^£1 2 CM >>^zL0/S^^l^^C®"ro Ctl£>£ 

£o KP^>7°P t°;u-tz;up-x (HPC-L) 7_K;#>S;& 

muLs m^s mtLLtc&s m*tz>o o 

2/6 0^-r>a) ^©1 5 0 m g £ 4 ̂ j£-tz ̂  £ 7° 

ii)\siz3tmtz>0 

[1129] m%M4 

it ( I ) 1 0 m g 

?L$t 9 0 m g 
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nein "t )I/1=1-  Z 	 30mg 

5-77 ')0'3t7-:>',./_x 	 5 m g 

C MC - N a 	 1 5 m g 

At 	 1 50mg 

A ( I ) --e -,3_q-LZIE-altLLYFALltalia -t)1/ 1=1- , 	cmC-N a 	(J 

JI/t*:>)( 	)1..-t/1/ 1=1- 	t 	') ',AZ) 	6 0 )( 'y :> a am,z 0 t:.:IR L 

, Ma -zo Mat:.-.5-7-ii) 	0,3t7 ,,,_LAA)iu 1, IIALIPITLa 

14Z. *m-ailti I., 1 5 0 m g a)trilliV4Z. 
[1130] 11,AlpfN 5 

rIFIIR1,11-IlAlit)a)ct -') 6:.-..t.z1 I -  Z. 

A ( I ) --e -:54-LZ tat 	1 00mg 

fillIMR') -t ,) K 	 1 000mL 

_E,IM30)gatiCig, 	1 3131.16:.= 1 m L a)311. ---etttalFliRi&6 4:541.Z 

0 

FaX_Loti.JJEll icitilt 

[1131] *ft HAIE-att, 	1p-o-c -rmt)i,:> ,,1a-t-, )1/13.A.,V,3tftl,, 	lit:* 

4113$ .V. ft, AfItt, aft, arf MIRA 	''A-6-e5tcilt-ltatieVtg-740E, t At 
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aave 5 - 1 0 A/NT-1=17 ') -)1/a6„:,:KM4reZi3N, Ri,ffitla 

uv 275\ 6*at:.-_ -g I., < 1, A1-s -D -ciltatt.z 1 -DJ-;t_liofflifqa--effit4 

-;stvcozo ) t:.-.. ct (,)** -:54-Lzimitlausg t.„ 

imocagy a (,, *ma, / \ mit Jr 	#,, :> 7 ) a, = H=1 a, 7 

z I a, 	t)i,t*:>a, 	)J)i,/( )1,a, 	ZJL,77 	)1,a, 7J* 

J a, ZJI.ta, 5 1-7 v i) )1,a, *)1,7- 1- aave*)1,:z )1,a6: ct 

EtAauv 1 (, EtAauv a  V* 	Z 	fflip,a, C 1-6 7)L' a 

:>a, 	c 1  _3/\1=17)1,*:>a, 	i c 1  _67)1,*)1,7z ia, 	:-; C1 

-6 7)1/*/1/ 77 Z I a, 	1 C 1 -6 77)1/)1/ 77  Z I t)i,t=)1,a, 	:-;c 

1 -6 711/*)1/ 7  Z I t11/ 7Jt=11/a, 	C 1 -6 77)1/*)1/t )1/t=)1/7 Z i 

a, 	c 1 _6 77)1,*)1,7ra, 	c 1 _6 77)1,*)1,)1,*=)1,a, 	c 3-6 

1=177)1/*a• 	1 C3-6%"/i=i -  7 )1/*)1/ 7  7  Z J a, 	C3-6 

1=1 7/1/*/1/7Z Ia. 	C 3 -6 	1=1 7)I/*)1/ t )1/7Jt=)1/a• 	C3-6 

:> 	1=1 77)1,*)1,)1,*=)1,a. 	C 3_6 a 1=1 77)1,*)1,7ra, 	3- 1 

1 A / \ 5- 1=1 :> 	1))1,a, 	c 6_1471) -)1,axt 	5 - 1 0 A/ 5-  1=1 7 

') -A/a (gAc3_61=177)1,*a, 	i c3_ 6 1=177)1,*)1, 

7::z.- ia, 	:-.;C3-6::/ 	m 7)1,-)1,71.---.) a, 	c3_6:-./D7)1,*)1, 

t)iAt=)1,a, 	c 3_6 	1=17)1,*)1,)1,*=)1,a, 	c 3_6 	I=17 

)1,*)1,7J-a, 	3-1 1 pg,N5-1=1 	1))1,a, 	c 6 _ 147 ') -)1,aa 

Ve 5 - 1 0 A^5-  1=1 7 ') -)1/a6„:,:KZATZ i3N, R67.Kma, /\ 

WO 2013/147183 453 PCT/JP2013/059589 

is? 3-1 1 'J Jl/Ss C6_14T'J-JU 
SS.t/5-1 OM^UT'J-JUS (B%C3_6Wnyjis=i*ySs 
"E J c3_6w n7)\s*)\s7$ ;l, vc3_6vt> n7)\s*)\s7$ y 
Ss C3_6V^ UTJU^rJUtUU^-JUS, C 3_6is <? U TJU^JUXJU 
7is — JU Ss C3_6i/<? UTJly^JUXJly7ts-JlyT< J Ss C3_6i>^P 

TJU^rJUXJU^-JU^-^rSy Ss C 3 _6 ^7 p ̂ JU^JU^Ss C3_n 

v<7 nyju^juSs 3-1 i 'j JUSS c6-14yj -JU 
SS.t/5-1 Om^uyij-Jisgtts mw&-e$>Z1)\ x&M&S 

1 -Dix±(Dmmsr-mm 
^tiT^^o ) izj:vmf&ztizw&s&zMmu 

Wi^SffiV ates 7KIISS Apy>i?, ^77Ss -KPSS T7 

$;Ss ^JU/^^r^Ss ^JUA'^JUSs 7JU7 7f'f JUSs 

y Ss XJU^SS K7 V'"J JUSS h SS. JU^JUS ted; 

y n s M^S?¥ zmmu 
S^S^VUi, M&S$Va£j*$-r£&M&Ss 0,-6?^ + 

i>Ss c ! _3/\P7Jl/=l^rs>Ss ^y c T.e^JU^rJUT7^ ySs ye, 

-e^ju^jUT7^ySs ^ycT.e^ju^juT7^y^ju^-juSs *>*c 

! -e^JU^JUT7^ y ^JU/lf-JUSs c ! y 

Ss C^e^JU^Jl/^Ss c T-e^JU^rJUXJU/l-N-JUSs C3-6^> 

^7 p^JUZl^Ss ^y c3_6i>^7 P^JU^rJUT7^ y Ss yc3_6*> 

^7 P^JU^rJUT7^ y Ss C3_6i>^7 P^JU^rJU^JU/lf-JUSs C3_6 

p^JU^rJUXJU/l-N-JUSs C3_6^ P^JU^rJU^^Ss 3-1 

1 Jt^ir P ^7 'J JUSs C 6 _! 4 T7 'J — JUSXti 5—10 Jt^ir P T7 

'J-JUS (^C3_6*>?P j^l/P^Ss fy C3_6*>? P^JU^JU 

7$ySs vc3_6vt> n7)\s*j\s7$ ySs c3_6^ P^JU^JU 

^JU/^-JUSs c3_6i>^7 P^JU^TJUXJU/IN-JUSS Cs-efy^PT7 

JU^JU^^SS 3-1 1 m^TnW 'JJUSs c6_147'J-;i/SS. 

t/5-1 OM^^P^'J-JUStis X&TKIISS /\ 
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i=iitrg,, :›77)a, = kna, 	7z/a, 	t)i,t-:>a, )7)L,/ 

4 )1,a, ZJl.7-37-1)1,a, **)a, 7i 7 4 1 4 )1,a, ZJI. 

*a, 	ZJ1,7 -r ia, 	5-  1-7v1))1,a, 	*)1,...- )1,a, 	cl_67)1,*)1, 

a, 	cl_3/\E17)1,*)1/a. 	c1_67)1,..a, 	cl_3/\1=07)1, 

.*:>a, 	E) c 1_6 77)1,.)1,7-, :z J a, 	f;c 1_ 6 7A,k-)1,77 	J a, 

E) 	—6 77)1/..)1/7 	I t)i,t=ka, 	C 1  —6 77)1/)1/ 77  Z 1 1j 

il,,f=)1/a. 	C 1 -6 7)1/ - )14J)1/t=)l/71  z ) a, 	c1_67)t,*)t, 

taRttc1_67)1,*)1,/*=)i,a--er_11-.3_11.-cozo ) tzcoo* 

-1/454-Lzimitlausg L,, 

MAag V 2 1,t, zip,auv1vu -z&mitza, c1_67)1.*)l. 

aa•CfC i  _ 3 / \ D7)1,*)1,at: ct (,)*u.v4,tz imtk,ausg _
zo 

 

I 

--e -1 /43_ 41,61E-at, 	gAIL-atogzRpttplc-g L, < t.--0ff .V19G:.-_,I-h'-s' 

-1/43_41.44Zi-11REt-t. tt 6 Oggfirtto 

C IA **2 ] L 3  7V, 	c 1 _ 3  77il... 1. 'a--e 	Z iiii5RTA 1 tz.12A0DiEtt, tAiL, 

g A flit . 

Citi3RIA3] R 1  7V7IKA1,$RaC 1-6 77)1, 	is mc 1 _6 7 Jl.a 	ai,t, 

, ffli-ATZ /3\ RE f# 	V 7  c: i')*At::_g L, < up. ts, -D -riga 

4-Lz 1 -DJ-;LEOVPATZA:t. tt.Z0Z. ) •--e ('), 

Etpragv7i,t, 7.Kgiz6a, /\1=1),2.4g, :>7)a, =kpa, 	C 

1-67)1/*/a, 	c1_67)1,*)1,-A-a, 	c 1 _67)1,*t)i,t 

=)1,a (C167)1. 	., a, 	c1_67)1,ii, A-aatici_67/ 

)[,..t)i,t=)1,att„Rimilq,--ezip, Rttaitlagv 1 /3\6* 

t:.-_ -g L, < ttAtS-D -CilitStLZ 1 -D1-;t_hoDEAaT-E#P,-.3_ 41.--C 0 Z. 

) , 	c3_61=1--)7)1,*a, 	ic3_6:>1=1-7)1,*)1,7zia 

, 	:;c 3-6:› 	1=1 7)1,*)1,7 z J a, 	c3-6:› 	1=1 77)1,*)1,t )1/t= 

)1,a, 	c3-61117)1/*)1/)1/*=)1/a. 	C 3-6:› 	1=1 77)1/*)1/-- 
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• yvif, ~KPSS :F$ySs 
xju? 7^4 JU&S /t^/^yi, /1NX7-r y JU#. TJU 

*Ss xjU7-rySs 71 s^V'J Ji/Ss /INJU^JUS. C1_6TJU+A' 

Ss c 1_3/\P77JU^;US, c,_67JUP^iy#s C^S/NPT^UP 

^>Ss tyc,.67W7$yS, >yc1_67ib^7^ys, 

tyc,-e/'ju^JUT7^y£;u/if-;ugs ->*c,.e^u^u:^ yti 

JUt<-JU^ C ! _67JU^r>lU±)JU^-JUT$ y Ss C 

*SXtiC1_67Jl/^l/7Jl/* = <M/S"CMl3*l"C^i>o ) ICcfciJiS 

3 ti & M^S?¥ ̂  L s 

Ms^v^ti, m&g&vic,_6yju*ju 
S^tfC ! _3/ \ P 7 JU^JU Stc J; U §c 

] 

znm&ikx&'ttibo) "Mum^o 
mwi L3t<s c1_37;u^u>S"es>s!i^;ilHciB®a)^-&^s gHb 

g L < ti=t CO II HIW tc fF§ 3 tit# £ i&X ti* ti h (D 

5f<II3] R^KSU^XtiC^^JUP^S (I^C^eZJUP^^Stis 

A\ XtiM^S£¥ v7 j; <j J^itcS L < tiltft^ tMti' 

*i*> 1 ) "efeUs 
M^ss^v7ti, 7KltSs /NP^yji^ y?ys, -SPSS C 

,_6TJUP^>SS c T-6TJU^)U^^SS C :_67)UZ\Jri/±)Utf 
-JUS (s&C i-e7JUmr*>Ms c i-eTJU^rJU^JMRVC i_6y 
juzi^vtjju^'-jusits mw&v$>zi)\ xti®^a^vi^e># 
$HC^L< ti^ft^TMti'ti£ 1 -DlX±0)W1%£T:-W1%3tir^Zo 

) % c3_6*>£P7jm=^>$s =Ey c3_6*>?PTJU^JUT7^y# 

, i/C3.6i/^ P^JU^rJUT7^ y Ss C3-eW=l7)U3r)Ut>JUtf=. 

)USs c3_6i>^PTJU^rJUXJU/l-N-JUSs c3_6fy^nyju^juf-
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ta, 	C3-61=177 )1,*)1,a, 	4— 7 A/\ 5- 1=1:> 	1) )1,a, 	7s= 
)1/aave 5 — 6 A/\5-1=1 7 1) —)1,a (C36' 	1=1 7/1/ 	*:>a, 

) C 3 -6 > 	i=i -  7 )1,*)1/ 7  - i z i a, 	VC3-6:>1=17)1/4)1/7-Z i 

a, 	c 3 _ 6 	1=17)1,*)1/t)i.t=)1/a, 	C3-61=177 )1,*)1, )1, 

*=)i/a, 	c 3_6% 	1=1 77 )1,*)1/A-a, 	C3-61=17-1/1/*/1/a, 

4 - 7 A/NT- 1=1 :> 	,) )1,a, 7 i=)1/aave 5 - 6 A /5- 1=1 7") -)1. 

3ztimip,ag_Tv 2 75\ 	atz..-g 

--Ciltatt.z 1 --D1-;t_ha)fflita--eZitttt.--CoZ. ) 	t:.-.. ct (,)W-Vstt.Z 
mitlaUSg L, 

mitlaUv i  (, mitlaUv a  V z - imitza, c 1 _ 6 7)1/  

:>a, 	c 1  _3/\1=17)1,*:>a, 	) c 1 _ 6 7)1/*)1,7z Ja, 	:')c 1  

-67)")I'7. i a, 	) C 1-6 77)1/)1/ 77 Z I t)i/t=)1,a, 	:') C 

1 -6 711/*)1/ 7  Z I tll/t=11/a, 	C 1 -6 77)1/*)1/t )1/t=)1/7 Z i 

a, 	c 1  _ 6  77 )1,*)1, 7ra, 	c 1 _ 6  77 )1/*)1, )1,*=)1/a, 	c 3-6 

1=177)1/*a, 	JC3_61=177 )1,*)1,77 zJa, 	c 3_6% 

1=17)1,*)1/7z Ia. 	c 3_6 	1=17)1,*)1,t)i,t=)1,a, 	C 3-6 

:> 7 1=1 77 )1,*)1, )1,*=)1/a. 	C 3_6 :> 	1=1 77)1,*)1,7J-a, 	3 - 1 
1 A / \ 5- 1=1 :> 	1))1/a, 	c 6_147 ,) -)1/axt 	5 - 1 0 k=4/5-1=17-,  

,) -A/a (gAc3_61=177)1,*a, 	i c 3 _ 6 1=177 )1,*)1, 

7zia, 	:';C3-6:>1=17)1/)1 / 7-1:Zia. 	C 3-6 	1=17)I/*)1/ 

)J)l/t=)1/a. 	C 3-6 	1=177)1/*)1/)1/*=)1/a. 	C3_6 	D7 

)1,*)1,7J-a, 	3 - 1 1 k=4/\5-1=1:> 	1))1/a, 	c 6_147') -)1/aa 

Ve 5 - 1 0 A^5-  1=1 7 ') -)1/a6„T,ZATZ i3N, Ri, 71<ogrA, i\ 

D1) -;5, :> 7 I a, = 1-1=1 a, 	7Z i a, 	t)1/7Jt*a, 	t)i,/ 

4 )1,a, ZJl.7 7 	)1/a, **) a, 7i 7 4 I -I )1,a, ZJI. 

*a, 	)1/ 7 4 I a, 5-  1- 7 VI) )1,a, 	*)1,:z )1/a, 	c 1 _ 6  7)1,*)1, 

a, 	c 1  _ 3 / \i=i7)1/*)1/a, 	c1_ 6 7)1, *:>a, 	c 1  _ 3 / \i=i7)1, 

*. a, 	1c1_67)1/*)1,7z I a, 	c 1 _ 6 7)1,*)1.7z I a, 
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J-&S C3_6is<? UTJU^JUSs 4-7 'JJUSs 7x~ 

)USRZ/5-6-JUS (B%C3_6Wnyju=i*ySs 

tjc3_6wnyju*juy$jss VC3_%vo nyju^juy^ J 
Ss C3_6i/<? nTJU^JUtUUT^-JUS, C3_6is? UTJU^rJUXJU 

7is-JUSs C3_&V0 UTJU^JU^JSs C3_6y?U7JU*JUSs 

4 — 7 Jt^T1 UVC'J )USs 7 x —JUSlkZf 5 — 6 Jt^T1 • 7 'J — JU 

Sli, mw&-e$>&1)\ XliW&S&V2frt>&mz%L<l±mti:? 
rmiztiz 1 oJ*Lt©M&S"eM&3*iT^£o ) 

Ls 

wmsffvms w&s&v*£mi&T&&w&Ss c,.6yju^^ 
vSs c! _3/\nyjuz\^vSs =EJ c I-67JU*JU7^ JSS i/C, 

-67)U*)U7$ y|, t; C I-67)U*)U7$ J tlJU^-JUSs vc 
!-67)U*)U7$ J tlJU^-JUSs c ! .6y JU^JUtl JU^-JUT ^ J 

Ss c i-e7)U*)U^?rSs c T-eTJU^rJUXJU^-JUSs C3.6V 

0 nyjuzi^-vSs "Ejc3-6is<7n7ju*ju7$;s, i/C3-6is 
OUTJU^rJUT^J Ss C3-e*><7n7JU*rJUi]JUtf=JUSs C3_6 

VO U7)U^r)UX)Ui^—)US, C3-&V0 UT)U^r)U^^Ss 3-1 

1 Jt^ir • V 0 'J JUSs C 6 _! 4 y 'J —JUSXtt 5—10 Jt^ir • 7 
X)-)US (ttc3-6w nyjuzi^vs, t;c3-6^^P7W 
7<JS, VC3_6Wn7)U*)U7$ JS, C3_6*>?P yju^ju 
±i)Utf—)USs c3_6Wn7)U*)UX)U7fs—)US, c3_6^py 

)U*)U^-Jt Ss 3-1 1 m^TnW VJUSs C 6_]4y ̂ -JUSR 

t/5-1 Om^nTV-JUStt, mw.&-c$>Zt>\ y\ 

VT JSs "SPSN 7^.JS, tUUt^V Ss t)JUs< 
=E4 )USs X)U7 7=E4 )USs fcXfcJSs *X7 4 J 4 JUSs XJU 

fcSs X)UD 1 J Ss "rVzrV^JUSs C,-%T)U*)U 

Ss c ! _3/\UTJU*JUSS c i_67)UZi*isSs c ! _3/\UTJUZ\ 

**>Ss C j-eTJU^rJUT^ JSs VC,-67)U*)U7$; SS 
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J C 1  —6 7)I/*)1/7 Z I t)i,t=)1,a, 	c 1 -6 711,11,7z I t 

11/t=11/a, 	c 1 _ 6 7)1,*)1,t)i,t=)1,7z Ia. 	cl_67)1,*)1,- 

taxtc i _ 6  7)1,*)1,)1,*=)1,a--effligt.-cozo ) 	t:.-_, 	(,)** 

b-V_I-LZITJAVT:41] l„ 

mitlauv 2  (,, 	1 hG 	c1_67)1,*)1, 

avafc i  _ 3 / \ D7)1.,*ji,a(,:ct G.jo _1 /4_,1,.6fftimuy„t.", 

IltAauva(-, 7JI 	i\i=iitig, %7Ia,  =kpa,  7  
z i a, 	t)i,t*a, 	t)1,-,()i,a, 	ZJl.7-37-r)i,a, 	7i* 

ia, 	.*a, 5 17‘11))1.a, *)1,7-1-aave*11,z11,a6zct 

(,) **h 	t.Z mitlau 	ag 	zgt**1 R6 2 I,: gaa a) IL at, a 

tat 0')'A'it171K -g I., < 1,.t. 0)E3401g1,-c_,E-b' -s-1/4's 1V4 Z VEX 1, 	-t.  41, 6 

a)gPlfInto 

[11**4] R 1 fJy7JK 	P.,. 	Zc z gat** 3 tzgaamEat, ,FAIL-atozw 

ttptcg L, < 6 	-t.  a) E A,  Oig tz-_,!,-74- -.35 /11141  Z itiRt 	-- tt, 6 OgPlfirtto 

[11**5] R I ffC 1-6 7'11. 	11.a (gc1-67)i,-)1,ac„:,:mmilicezt3N, 

Ri,fflitlagy 9  ct 9cm:.-_ -g1, < 6Ai-c,: - -Cift.tStLZ 1 --D1-;LE.02 

Aa--effitZ:35 tv-C o Z. ) --eV,), 

atp,auv96, *gm, i\L:iitig., ..77Ja, =kma, C 

1-67)1,*a. 	c1_67)1,-)1,7ra, 	cl_67)1,*)1,t)i,t= 

)1,2r*:>a, 	c1_ 6 7)1,*t)i,t=)1,a 	)1.a*-' 

c l _ 6 7)1,*)1,2ra, 	cl_67)1,*)1,t)i,t=)1,2r*aRvec i  

—6 7)1/ 	'" t)i.t=)1/atg„ikkffire 	Z:;5\ RtiTifq,agy 1  /3\ 

6*a6z.-_ -g L, < t-Ats -D -CILtal-LZ 1 -D3-‘,k_bzEilaTE11-3s11.-co 

Zo 	) , 	c 3 _ 6 [:17-,)1,*.a, 	ic3_61=17-,)1,*)1,77z 

Ia, 	C 3 -6 - 	c 3 -6 1=17711,*11,t)i, 

t=)1,a, 	c3_6: 	1=1 77)1,*)1,)1,*=)1,a, 	C 3-6%"/1=1 77)1/.. 

)1,7J-a. 	c3_61=17-,)1,*)1,a, 	4 - 7 A /\ 5- 1=1 > 	,) )1,a, 	7 

.=)1,a1al 5 - 6 A /5-1=1 7 ,) -A/a (gc3_6:>1=177)1,*:> 
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f; C ,_6 J tUUtf-JUSs VC,_e7)\s*)l7^J t> 

JU/lf-JUSs c ! _6TJU^JUtUU7ii-JUT< J &s c T-eTJls^Jls?-

^sxticl_677ju^juxjU/i-N->iuS"eM^^tiTix^o ) Kcfcyi* 

$L-

mmm&v2tes C^6TJU^JU 
gRZ/c l -3/\nyjisirJisgiz<l:<'JMtiii$tizw&g&&M&L. 

Wi^gffivates ^KMSs /\P^>J^^ vyySs — KPSS T 

$ J SN ~h JU^^T'VSN ^D-'U/^^EI'-'USN 7JU7 T7 ^E-Y JUSN 

ygN X;U/1NSS Sg&tfjfcji/Sji/Sicj: 

xtt2K§B*6anb^k §£ 

fb^ © u < &^ © mm fa tc # $ tim z> ikx & % ti e> 

t^II5] R'^C^eTWl (^CT-e^Jl/^rJl/Stts A\ 

XtiM^S?¥V9J;i'J^itcgL< tiS^^Tgti'ti^) 1 o£Lt©M 

&S"CM#I3*IT^£O ) T?&kK 

M^tt^V9tis TKIISS Ap>f»g^ ^77£ ihp£ C 

,-6 7^3+5/Ss C1_67Jl/^bf^l, CT-eTJl/^r^^JJl/d?-

(§£C , _6 :PJU=I ̂ >g 

% C1_67J^JbfTH, C ! _67Jl/^Jl/^)Jl'/lN-M^S'Mt/C ! 

-e^UZI^rS/^^-^S^ A\ XttM^SS¥Vi^ 

£>J£&lc^U< 1 

So ) s c3.6i/^p7Ji/3^>i, ^yc3_6*>?P7;u^;u7$ 

^c3_6i/^P7W7$yi, c3_6i/^p7W^ji/ 

/1?-JUgN C3_6W U7JU*JUXJUfc = JUgs C3-6V?nyjl'$-

Jls^JSs C3_6y^P7Jb^JH, 4 - 7 m^uWJ JlsSs 7 

x-JUSRV^B - Gm^UT'J-JUS {1%C3-6V0 U7)U=l*y 
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a, 	) C 3 _ 6 :> 	1=17-,)1,*)1,77z i a, 	:-;c 3_6:> 	1=17-,)1,*)1,77 

z i a, 	c 3_6 	1=17)1,*)1,t)i,t=)1,a, 	c 3_6 	1=17/1/*/1/ 

)1/ 7J=JI/a. 	C 3-61=17)1/*)1/ 7fa. 	C 3-6 	D 77/1/*/1/ 

a, 	4 - 7 :O/N5- 1=1:> 	1) )1,a, 	7 i =)1,a1 ve 6 - 6 'AT-1=1 7  i) 

-/l/al,„T, EAT 	Z 13\ Ri,ffit'Aagy 2  /3\ 6 *a (,:::- L, < l, A 

ts-D -Ciftatt.Z 1 --D1-;t_ha)fflitlaTIVA:35 tv-C o Z. ) t:.-.. ct t,J*UVs 

ti.zffliatiT 

EtP,agvit, mAag V a  V* -  zimtp,a, C1-67)L' 

:>a, 	c1_3/\1=17)1,*:>a, 	Jc1_67)1,*)1,7z)a, 	C l:-; 

-6 7)1/*/1/ 7 Z i a, 	) C 1 -6 77)1/)1/ 77  Z I t)i,t=)1,a, 	:-)c 

1 -6 7)I/*)1/ 7  Z I tll/t=11/a, 	C1 -6 7)1/*)1/t)1/t=)1/7 	i 

a, 	c1-67)1,*)1,7ra, 	cl_67)1,*)1,)1,*=)1,a, 	C3-6 

1=1 7)1/ 	*a• 	1 C 3_6 	i=i -J - 1  )I/*)1/ 7  7  Z J a, 	C3-6 

1=17)1,*)1,7 z 1a. 	C 3_6 	1=1 77)1/*)1/t )1/ 71t=)1/a, 	C 3-6 

:> 7 1=1 77)1,*)1,)1,*=)1,a, 	c3-6:>1=177)1,*)1,7J-a, 	3 - 1 

1 A.,\T-1=1:> 	1))1,a, 	c 6_14 71) -)1/aRt 	5- 1 0 h=i/T- 1=1 7 

') -A/a (a C3-6%/ 1=17)1,*a, 	i c 3_6 	1=17)1,*)1, 

7zia, 	:';C3-6:>1=1)1/)1 / 7-1:Zia. 	C 3-6 	1=1 7)I/*)1/ 

t)1/t=)1/a. 	C 3-6 	1=1 7)1/*)1/)1/*=)1/a. 	C3_ 6 1=17-1  

)1,*)1,7J-a, 	3- 1 1 r4,\T-1=1:>1))1,a, 	c 6_14 7') -)1,aa 

Ve 5 - 1  O'T-1=1-71)-)1,at„:,:s: VAT 	Z i3N, Rt7.Kolz6a, /\ 

i=02 1;5, :>7)a, = H=ia, 77 Z ia, t)1,7Jt*a, t)i,/ 

4 )1,a, ZJl.7 -37-r)i,a, **)a, 7i 7 4 1 4 )1,a, ZJI. 

*a, 	)1/ 7 4 1a, 5-1-7v1))1,a, *)1,z)i,a, 	c1_ 6 7)1,*)1, 

a, 	c1_3/\1=17)1,*)1,a, 	c1-67)1,* :>a, 	c 1 _ 3 /\1=17)1, 

*a, 	i c 1_6 7)1,*)1,7z 1a, 	c 1_6 7)1,*)1,7z 1a, 

i C 1 -6 7)1/*)I/7 Z I t)i,t=)1,a, 	C 1  -6 7)I/*)1/7 Z I t 
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g, c3_6y^ nyju^-juy^ yc3_&vo UTJU^JUT 
<y &s C3_6is<? UTJU^rJUtjJUtf^JUg, C 3_6is<? UTJU^JU 

XJU^-JUgN C3_6i>^ P^JU^JU^gs C3_6^ P^JU^JU 
gN 4 — 7 Jt^"^ • :> ^7 ij ;ugN 7 x —JUg$.t/5 — 6 Jt^-^p y <J 

-ju&n* xiiw&£&v2frt>&mz%L<nm 
1 -3yL±G>w&&vw&3tir^z0 ) 

tizmm&mz 
Ls 

S^g^VUi, M&g$Va£j*$-r£&M&gs 0,-6?^ + 
i>gs c!_3/\p^ji/=i^rs>gs fyc^eyj^jb/^yg, yc, 

-67JU*JUT$ ygN ^y c y ^;u/if-;ugN yc 
! _6:PJU^JU:P$ y ^;u/if-;ugN c, .6y ju^juti JU^-JUT ^ y 
gN C T-e^JU^JUTJU/l-N-JUg, C3-6^> 

^7 p^^up^riyg, ty c3_6fy^7 P7J^^7$ yg^ i/C3.6i/ 

^7P7J^Jb7$yg, C3.6V0 P7J^J^JUf-Jl/g, c 3 _ 6 

fy^7p7Ji/^rJi/7.;i/dx—;i/gN c3_6^p^ju^ju^gs 3-1 

1 Jt^ir P ^7 'J JUgN C 6 _! 4 T7 'J — JUgXti 5—10 Jt^ir P T7 

'j —JUS (ic3_6y^P7J^^yg, fyc3_6y^P7J^ib 

7$yg, ^c3_6y^p7j^jb7$yg, c3_6i/^P7W 

^;u/1f-;ug% c3_6fy^7P77;u^;ux>'U/lN->'UgN c3_6:y^p:p 
jisJrJis^JSs 3-1 1 m^TnW 'JJUSs C6_14yj -JUSR 
t/5-1 Om^nT'J -jugtts MW&V$>Z1)\ Xti7KI|gs y\ 

iy^ygs -hpg, 7$yg, -hJU-R^-v^ t)jus< 
=E4 JU&s xjuy T"E4 JU&S /^x^yg, ifrx? i ; 4 JUgN TJU 
*gN 7JU7-ryg^ 71 s^V'J;i/gs *ji/$ji/gN 

gN C^s/xPZJ^Jbg, C T.e^jUP^rfyg, C •, _3/\P 7JU3 
*vSs fyc1_67ib^7$yg, ^c1_67Ji/^7$yg^ 
tyc, _6:P,IU^,IU:P$ y ^;u/if-;ug% yc•, _6:PJU^JU:P$ y ^ 
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)1,t=)1,a, 	c,_ 6 7)1,*)1,t)i,t=)1,7zia, 	c,_67)1, *), 

A-axt 	c , _ 6 7)1,*)1,)1,*=)1,a--efflitz-.35 tvco zo ) 	6:.-_,t(0 

f~G-.s4-1.z mitlausg l„ 

mitlauv 2 (,, EtAauv1v* -z&mitza, c,_67)1/*)1/ 

aarfC 1 _ 3 / \ 1=1 7)1/ *)1/ar,: ct (,)*UV_ ttz imocausg l., 

imitlauvat, *ma, i\i=o2r;5, 	77)a, = H=ia, 7 

zia, 	t)i,t*:>a, 	t)i,/r)i,a, 	ZJl.7-37-()i,a, 	7J* 

ia, ZJI.ta, 51-7,P))1,a, *A/7- 1-aave*)1,z)1,a6:ct 

(,)**-:5 4-LzatAausg -zgit3RIA1 Rl, 2 t:.-_,EamEat, A 

'tat a) 	Att'f7tK-g I., < 1, 	-t. a) E MO'g t:.= ,!,'-g'- -1/435 41.14 Z YER 1, 	-t. tt. 6 

0 gPlfil Ito 

Cidt**6] Rlec 1-6 7)1,*)1,a (p c 1 -6 77)1/*)1/at IKIMAITZ 75\ 

Rti\ 1=02 .4;5 -"effit&ci,_tt,--CkiNZ 0 ) --ezi,,t3RIA 5 t::_gaimiLa 

It. AlEata)Aft17tcg I., < 6 -t. a) Emoig t:.-_,!,_74-.35 ttAZigiRt 

-t. tt. 6 a) gMlirtto 

[it3RIA7] Lieci,i-a, 	NR2a, 	0, 	S, 	so, 	so2Rtc,_677)1,*[, 

a (ac,_ 6 7)1,*iarria)1-Da»<i.at, 	0, 	S, 	SO 2 

C=0, 	C=SRtN R 3 aTEitIA.64-1. --Cki\ --CtcNo ) --C' 

(,) N 

L 2 L Be, 

L 2 eci,i-a-e 	(,), 	75\ --D Be, 	3— 1 1 'A' , \ 5- 1=1 :> 	1 ) 1, Jax 

i, 	5 — 1 0 A ^ 5- 1=1 7 ,) — 1, 	a (as - 1 1 A,N5-1=1 	i) i. 	a 

a t), 5— 1 0 A ^ 5- 1=1 7 , ) — l, Jab,RiMireZi3N, Rtimitla 

V 5 ct (j*at:.-_ -g I., < 1, A1-S -D -CigitStLZ 1 -DJ-;t_ho)fflitlaTfflitl 

---C0 Ctc 00 ) T 	Z75\, 

Rt, 	L 2 7YN R 2 13, 	0, 	5, 	S0, 	S 0 2RtC 1 _ 6 7/1/*1, 	a 

(aC 1 _ 6 77)1/*1, %a' '0`) 1 -Da) )< 	i. Jab, 	0, 	s. 	SO 2, 

C=0, 	C=SRtN R 3 b -effitIA.641.--Cki\ --CtcNo ) TV) 

WO 2013/147183 458 PCT/JP2013/059589 

JUtf-JUSs C ! J Ss C ,_67)U %-){/?• 

^Sxticl_677;u^>iux;u/iN-;uS-eM^^tiTixSo ) tcj:yi* 

tiSM^SS^HRfc LN 

mmm&v2tes c,_67w 

S&ZfC i-3;\n7)[/*)[/mz£ y*ij$3tiSM^g?¥£EP*U 

ii^S£¥VatiN 7KIISS /NP^yJ!^ ^>771, -hPl, T 

g^ tDUt^vg^ ±>)\ss<=E4)i&s XJU? 7^4 JUS, /1NX/1N 

J Ss xjufcSs •x h ̂  V'J JUS% hSS-t/^JU^JUStCcfc 

y^^tisM^s?¥^mp*"rsi*^in xteziztmoit^, tt 
ib&ytl (Dg L < tiZ (D MMfa IZ fF# 3 tit# 3 i^X ti^ tl ̂  

I*^il6] R^c^e^ju^jug (mCi-6yju*juStes mm.&-e$>&i)\ 

xti/\p^>j^"eM^3tiTi^o ) "efe^i*^ii5tciEic©^^-

$k U < ti^ogiifatcfF#;*tit#£i£Xti 

^ti^0;#M^o 

1*^117] L 1 A^ilp n\ NR2\ 0, SN SO, S 02XtiC ,_67KL/> 

S (l^CT-e^ju^byS^a) 1 -D(D*3-[sySte, oN sN so2 

% C = 0N C = SXtiN R^-eM^x^tlT^Tt <U\ ) T?& 

y, 

L 2 t B 

L2^^ilS-n"efeys ii^B^ 3-1 1 'J \s >SX 

ti 5 - 1 0 P 7 'J — b yS (1^3—1 1 py^'J U>1 

S.t/5-1 OM^^P^'J-bvSti^ mw&-e$>Z1)\ XtiM^S 

ffiv5£ y ^atcgL < tis^^rgti'ti-g) 1 -Dix±(Dm^sr-m^ 

stiT^Tt Ja\, ) Tfczfrs 

Xt^ L2i)«NR2\ Os Ss SO, S 02XtiC 1_67;^1/>1 

(§£c!_6TJU*u>gE££> 1 -DO^^uySiZs os ss so2s 

C = 0N C = SXtiN R^-eMS&A^tlT^Tt, <U\ ) T?S>y 
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, 	b\-DBeN 	C3_11 1=17)1/1/ 	a. 	C3_1 i i=i -Ti)i,i7=i, 

Ja, 	3- 1 1 A /• 5-  Q:> 	') I, taxi, 	5- 1 0 A / \ 5- 1=1 7') - I, 

a (ac 3 _ 11 1=177)1,*i.a, 	c 3 _ 11 1=177)1,i7=i,a 

3 - 1 1 A /\ 5- Q:> 	') I, Jaave 5 - 1 0 A /\ 5- 1=1 7 1) - I, Ja 

t„Kimitz---ezi3N, Rl, fflitlagy 5  ct (')*at:::g L < 1, Atc1: -D --C 

at. Z 1 -DJ-;t_ha)ffiitlaT VA :35 41.-C.  0 --C.  t ct <. 	:35 6 t::_ac 3_1 

1 i'J  1=1  7)I/* 1, .iaBz.vec 3_, 1::/ 	m 7)1,17= 1, .iarria-) 1 JO). 

iai, , 	1, 	1 -C3_71=17-111. - 1/aTiMiZA.64---Ct 

ctOc. ) TV') , 

ffitlagv 5 t, 7.Kom, /\i=iitrg, i 77 )a, = H=ia, c 

1_67)1/*)1/a. 	c1_677 )1, *a, 	c 1 _ 6 7)1,*)1/A-a. 	C 1 -6 

)I. 	*)J/1/7J=j1/a (Aci_ 6 7)1.-)1/a. 	c 1 _ 6 7)1,*a 

, 	c 1 _ 6  77)1/*)1/ 7J-aaVe C 1 -6 77)1.*:> t)i.t=)1/a6„RE 

it --ezi3N, Ri, ffitlauvii3\6*at::_ -gl, < 1, A1:4: -D Zigatt.Z 

1 --DJ,;hOiMitaTiMitttv-COZ. ) . 	C3_61=17-,)1, ..:>a 

, 	ic3_6:>1=177 )1,*)1/ 77,-zia. 	vc3_6:>1=17)1,*)1.7z 

ia, 	c3_61=177)1/*)1/t)i.t=)1/a, 	C3_61=17-1/1/*/1/ 

)1/ 7J=JI/a, 	C 3-6 	1=1 7/1/*/1/ 	7J-a, 	C 3-6 	1=1 7/1/*/1/a 

	

4- 7 A / • 5-  1=1 :> 	, ) )1/a, 7 i =)1/aave 5 - 6 'AT-1=17') - 

)1/a (gAc 3 _ 6 1=177 )1, *a, 	JC3_61=i -J-i)i,*)1/ 77 z 

ia, 	:')c 3 _ 6 :>1=17)1/*)1.-Tizia. 	c 3 -6:>1=17)1,*)1,t)i, 

t=)i.a. 	c3_6%1=1)')1,*)1.)1/*=)1/a. 	c3_6%1=177 /1/* 

)1, 7J-a. 	c 3-6 	1=1 7)1,*)1,a, 	4 - 7 w\51=1:> 	1))1/a, 	7 

i=)1/a7rf 5- 6 A^5-  1=1 7 ') -)1/a6„T,EitITZ 75`, Rl,  IT 

itagv 2  /3\6*at:::g L < 1, A1:4: -D zitttStLZ 1 -DJ-;t±a)fflitaT 

iMit:3541.--COZ. ) (,::_ct (,)*m354-Lzimitlausgt.„ 

attlagvit. Ettlauv a 	'ft 	z&mita. c 1 -6  7)1/  

:>a, 	c1_ 3 /\1=17)1.*:>a, 	Jc 1 _ 6 7)1/*)1,-Tiz)a, 	:')c, 
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% c3_! r>^c3_^is0 nylu^r—is 
>SN 3 — 11 JI^T1 P ^ 'J b 5 — 10 m.^T' P 7 'J — Is 

>S (iC3_ni/^P7J^l/>i, C3_ni/^P7J^-U>i 

% 3 — 11 m.^T' P is 0 'J Is >SJ&Zf 5 — 10 JI^T1 P 7 'J — Is >S 

MtftiZ 1 tiTl^T t ct < s 3 

r>^P7J^L/>Mt/c3_1 r>^P7J^-[/>i^© 1 ZXD* 

^uygtes 1, 1 -c3_7*>? PT^u^bvg-eM^^tiTt 
<U\ ) T?£>kK 

g^S£¥V5&N 7KIISS /\P^>J^^S ^>771, -hPi, C 

,-&7)\y^)\yg, C !_6:P,iUP^>gN CT.e^JU^JU^g, C "i _6 

Jl/S (iC1_67J^;^ C1_67^P^yi 

% Cl_677;U^r>iU5l^SS.O:Cl_677>iUP^^^>iU/1f->iUStis MS 

1 oJ^±®M^S"eM^^tiTlx-g)o ) s C3-6ist7 nyjls=l*isg 

% t; c3-6ist> nyju^-juy^ ;l, yc3_6*>? P:PJU^,IU:P$ 

y|, C3_6^ p^ju^ju^ju/lf-jug, C3_6y^P7Jb^ 

JU^-JUS, C3_6i/^P7Jb^f^i, C3_6y^P7Jb+iH 

% 4 — 7 JI^T1 P :> ̂  'J JUSN 7 x —JUg$.t/5 — 6 Jt^-^P y 'J — 
)\sg (iC3_6y^P7J^^y^ fyC3_6i/^P7W7$ 

y|, isc3_6is$ n7)\s*j\s7$ ;l, c3_6*>? P7Ji/^i/iui/ 

/1?-JUgN C3_6:>^ P7Jl/^rJl/7.;i/dx—;i/Ss C3_6>>!?P7^ 

C3_6y^P7Jb^JH, 4 - 7M/^TLPS>? 'J;USs 7 

x —JUSS.t/5 — 6 Jt"^7^P y >j — jugtiN litTI)l)A\ Xti® 

1 "PJU±©M^S"e 
M&3*iT^£0 ) KJ:yj*/£;**i£>M&g$£SiifcU 

M&g$Va£j*$-r£&M&gs 0,-6?^ + 
i>Ss c1_3/\p7ibp+^>i, yc. 
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_6 77)1/*)1/ 77  Z i a, 	i C 1  _6 7)1/*)l. 7 Z I t)i,t=)1,a, 	:-;c 
1 _6 77)1/*/1.77  Z I t)i,t=)1,a, 	c l  _6 7-1)1/*)1/t )1/7Jt=)1. 7 Z J 

a, 	c1_67)1,*)1,7ra, 	c1_67)1,*)1,)1,*=)1,a, 	c3-6 
1=1 7)1/ 	*a• 	J C 3 _ 6 	1=1 -7)1,*)1,77 zJa, 	c 3_6% 
1=1 7)1,*)1,7 z Ia. 	c 3 _6:> 	1=1 7)1,*)1,t )1,t=)1,a, 	C 3-6 

:> 	1=1 77 )1,*)1, 	)1,*=)1,a, 	c3-6:>1=17)1,*)1,7J-a, 	3-1 
1 r4/.5-1=1:>1))1,a, 	c 6_1 4 7 ') -)1,ax6 	5 - 1 0 .A. 5-1=1 -7 

1)-A/a (ac3_61=17-,)1,*a, 	ic3_61=17-, )1,*)1, 
7zia, 	c3_61=1-7)1,*)1,77zia, 	c3_61=177)1,*)1, 
t)iAt=)1,a, 	c3_61=17-, )1,*)1,)1,*=)1,a, 	c3_6 	QT 

)1,-)1,7J-a, 	3-1 	1 pg,N5-1=11))1,a, 	c6_ 1 4 7 ') -)1,aa 

Ve 5 — 1 0 A^5-1=17 1) — )1,at„Rimilci,--ez75N, R671<ma, /\ 
1=i),24#,., :>7)a, = H=ia, 7zia, t)i,t*:>a, t)i,/ 

4 )1,a, ZJl.77 	-r )L'a, **)a, 7i 7-f J 4 )1,a, ZJI. 
*a, 	ZJ1.7-r I. 	5- 1-7 vi))1,a, 	*)1,z)i,a, 	cl_67)1,*)1, 
a, 	c1_3/\1=17)1,*)1,a, 	c1_67)1,* :>a, 	c1_3/\1=17)1/ 
*:>a, 	J c1-67)1,*)1,7zJa, vc 1 _6 7)1,*)1,7 z I a, 
i C 1  -6 77)1/*)1/7 Z I tllAt=11/a, 	C 1 -6 77)1/)1/ 77  Z I t 

)1,t=)1,a, 	cl_67)1,*)1,t)i,t=)1,7zia, 	cl_67)1,*)1, 
taxtc i _ 6  7)1,*)1, )1,*=)1,a--eimitz:s tvcozo ) t:.-_,t to* 

-,3_4-t.zimitzausgl.„ 

attlauv 2  (,. Ettlauv 1 v* - z&migc,, a, C 1 - 6 7)1,*)1, 
aa.oe c i  _ 3 / \ 1=1 7)1,*)1,at: ct  (,)*UV.54/LZMJAagSg uN 

ffitzauvat, *ma, i\i=iitrw,, :>7Ia, = H=ia, 7 

zia, 	t)i,t*:>a, 	t)i,/r)i,a, ZJl.7-37-r)i,a, ** 

Ia, ZJI.ta, 51-7v1))1,a, *)1,7-1-aave*)1,z)i,at::_ct 

(,)* -,_4-Lzimitlaultsigl,, 
R2a, 	R2b, 	R 3 aatieR 3 bt, 	-t. 41. - ,aitt:.=.7.1<„Eq. 	C 1 -3 
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J gN "EJ C ,_6TJ[y^JUT^ y tDUts-)USs vc 

!-67)\s*)\s7< j ^;U/1f-;UgN C ! _6 ^U^fJUaJUJtf^JUj7^ J 

g, C^e^JU^JU^gs C T-e^vlU^vlUXJU/l-N-JUg, C3_6^> 

^7 P^JUP^g, fyC3_6y^P7J^Jb7$yg, yc3.6$/ 

^ nyju^-juy^ ygN c3_6^ p^ju^ju^ju^-jug, c3_6 

P j7JU^fJU3JU3ix=JUgN C3_6i>^ P^JU^JU^gs 3-1 

1 Jt^ir • :> ̂  <J JUSS C 6 _! 4 y 'J —)[/gXti 5—10 Jt^ir • J7 

'J —JUg (^C3_6*>? P^jUZI^^g, ^y C3_6*>?P j^U^fJU 

7$yg, yc3_6i/^ •77;u^;u77$ yg, c3_6*>? P^JU^JU 

^ju^-jug, c3_6^UTJU^TJUXJU^-JUS, C3-^0UT 

ju^fju^tfg^ 3-1 1 m^TnW '>uug, Cg-^^'J-JUgs. 

t/5-1 om^uy^-jurnt, mm$kizhz>t>\ x&TKitgs /\ 
iy^ygs ~sngN 7$yg, ^ju^^iyg, ^JUA1 

"E-nug, TJU? y^-fjug, /t7^yg, /1NX7-T y-nug, TJU 

*gN ^JU7<yg, ^h^x/'>UUg, JfcJUSJUg^ C^-e^U^U 

gN C1_3AP7JU^JUg, C T-e^JUZI^riyg, C,_3/\P7JUP 
+i/g, fyc1_67ju^u7$yg, ^cl_67ju^u7$yg^ 
tyc,_6:P,IU^JU:P$y^;u/K-;ug, yc•,_6:PJU^JU:P$ya 

JUtf'-JUg, C ! .e^jU^rJU^JU/K-JUT7^ y gN C -e^JU^JU?1 

^gxtiCl_677;u^;ux;U/i-N-;ug-eM^^tiTix^o ) 

M&g$Vi£j*$-r£&M&gs C,.67^U 

g&tf C i-3;\n7)[/*)[/mz£ ^ij^ti^M^g^EP^U 

M^g^Vati% 7KI|gs *>TS&* — KPgN T7 

$yg, tDUt^vg^ ^uA^jug, TJU? y^-fjug, /INX* 

ygN 7ju^\g% "T- h^V'JJUgN tf\,iuv—hgs.t/^ju^jugtzcfc 
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7 ' ) -)1,a (A4 - 7 A' / • 5-  I = I 	' ) )1,a, 7 i=)1,aave 5 - 6 A 

/5-  1=1 7') -/l/at,:,:KMATZ i3N, Ri,fflitlagTv 4  ct tj*at:::g 

L < 1, Atc1:.D -Ciliatt.Z 1 --DJ-;t±.0)fflAaTiMitt 'v-C OZ. ) --(' 

t) 

ffitlauv4t, *ma, i\i=iitrw,, 	77)a, = H=ia, c 

1 -6 7)1,*)1,a, 	C 1_6/ \ m 7)1,-)1,a, 	c 1 -6 7JL.a 	:-./a, 	C 1-6 

/ \ 1=1 7)" *a• 	C 3-6 	1=1 77 )1/*11/a. 	c3_61=17-,)1,* 

:>a, 	JC3_6:>1=17-, )1,*)1,77 ..zia, 	:-;C3-6:>1=17/1/*/1/ 

7Z JaaVeC3-6 	1=1 77)1/*)1/ 7J-  a (aC 1 -6 77)1/*)1/a• 	C1 

-67) 	*:-./a. 	C3-6 	1=17)1,*)1,a, 	C3-6::/i=i7)1, *:.. 

a, 	ic3_6:>1=17)1,*)1,77..-zia, 	:-;c3_6:>1=17)1,*)1,7 

i aarfc 3 -6> 	1=1 77)1/*)1/ 7f at„KIMATZ i3`, R6 7K 

a, 7z )a, =I-Da, :>7)a, 3-11D' '))1,a 

, c 6_1 4 7 ') -)1,ax6 	5 - 1 0 AST 1=1 7 ') -)I,a (A 3 — 1 1 

A' , \ 5-  1=1 i fJ , ) )I, a . 	c6_147')-)1,aave 5 - 1 0 k=45- 1=1 7 1) 

-/l/al, „KMATZ 75\ R6t)1,7Jt..:>a, 	t)i,r)i,a, 

)I. 7 7 	4 )1,a, **)a, ZJI.ta. 5-1-7,P))1,a, *)1,z)i, 

a, =H=ia, :,7)a, i\i=o24;5, *ma, 7z)a, C 1 _6 

7)1,*)1,a, 	c1_3/\1=17)1,*)1,a, 	c1_67)1,*:>, 	c1_3/\ 
1=1 7)1, 	*:>a, 	) c 1 _ 6  7)1,*)1,7 z i a, 	:-;c 1 _ 6  7)1,*)1,7 

2 i a, 	) C 1 -6 77)1/*)1/ 77  Z I tllAt=11/a, 	C 1 -6 7/1/*/1/ 

7 Z I t)i,t=)1,a, c 1 _ 6  7)1,*)1,t )1,t=)1,7 z I a, C 1_67 

)1,..)1,7axtc 1 -6 77)1/*)1/)1/*=)1/aTIM73c 1/435 	t.-COZo 	) 

TEA tql,--C 0 Z 0  ) t:: ct tj WV5 tt,ZEitagT 	7101',.1 	Zit** 1 

0 le:ENCODILat, AfEata)_Rxtti2tK-g L < 1,--10EAzOigt:.-_,!,-7e-s' 

-1 /43s 404 Z 	R 1,  -t. tt. 6 a)gPlf at 0 

[pt**12] D e.  7 i = ) I, axt 5 - 6 A^ 5-  D 7') -A/a (a.,==)1,ax 
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1] Dfr\ 4 — 7 • V 0 'J JUSN 7 x—juSXti 5 — 611^7-P 

T'J—JUS (SM — 7 Jt^"^ • i/ 0 'J JUSs 7xzjbg^t/5-6i 

u<1 ) v$> 
Vs 

S^SS¥V4tiN 7KIISS VTSg, ~KPSS C 

,-6?^^!, C I-6/\U7JU*JU&S Ci-eTJU^JF-V&s C,-6 

/NP^JUP ̂ f*>gN C3-6is? UTJU^rJUg, C 3-6*>? • T)U=I ^ 

VSs fyC3_6y^P7J^Jb7$yi, VC3-6V0UT)\y^r)\y 

7$ySSt/c3-6y^P7Wf^i (§£c T-e^ju^jug, c, 

_67JbP^yi, C3.6V0 P^JU^JUg, C3_6$/^P7Jl/P^rs> 

S, fyc3_6y^P7Jb^7$yi, yc3.6i/^P:PJU^U:P 

syg&tfCa-e^P^i/^Ji/^tfg^ X&TK 

7$;I, -hPi, ^>771, 3-1 1 m^nW 'JJUS 

s c6_147'J-;i/SXtt5 - 1 OM^P^'J-JUS (1^3-1 1 

Jt^ir P ^ ij JUgN C 6 _! 4 T7 'J — JUg&t/ 5—10 Jt^ir P 7 'J 

-Jl/gteU X&2jJl/<K=^>gs ^JUA'^JUg, X 

X;U/1NSN ^h^i/'jJUSs /INJU^JU 

gN -hpi, '\ufym=s-s TKHS^ 7$yi, c^ 

C,_67JbP+i/i, C^/N 

P7^P+yI, fyC^eZJl/W^yi, VC ,_67)\y^)\y7 

t; ^;U/if-;uSs VC ,_67W 

T7 $ y ~;uS% c, .e^ju^ju^ju/i^ju:/7^ y gN C^T7 

ju^ju^gx&c l_677;u^;ux;u/i-N-;uS"eM^^tiTix^o ) 

0 KiEicOMtim U < 
o'Mum^o 

ii^f<iJtl2] Difs 7 x -jugxti 5 — 6 Jt^-^P 7 'J — JUg (S£7x~JUgX 
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tt 5 -6A-5-- E171)_)1,att, 	,:,:ffilc,,--ez75,, R6t,\I=1,32 j#, 

, 	=1- ma, 	C1-6 7)1,*)1,a, 	C1_61\1=17)1,*)1,a, 	C1-6 7)1., 

,..a5LUCi_e,/\1:177/1//a--effli,;'s11.-Ck,\. 	) 	--e6-gii 

*IR 1 1 tzlEUME-at, gAib-ato)_Rw.iti7t i-  L, <1, -t. 0DE;f019 

tziE,V-g-.3_11/14 6 ia3Z C,t 	1.'J OgPgfElto 

[got*IR13] De. 7i= ii/aRa 5 -6A^5-1=17 ,) -A/a (2,A7==)1,aR 

lit 5-6D7')--)i,v(t, 	1 --D1:,LE 0 C i  -6 7)1/*)1/ .)1/7j3= 

A/7 Z ) ai,c 1 -67)1/*)11 )1/A3=)1/7f ''. /a (PAC 1-67)1/ 

)1/ 	)1/*=--)1/ 7 Z I aEzrf C 1-6 77)1*)1.)1/ 7J=)1/7J- *a6 ,:,:1,2 

gq,--eZip, .Rt/\1=1)22 4;5, 	= ki=ia, 	c1_67)1,*:-JaR6t 

cl_6/\1=17)1,*t---effigqt-1 /43_0(1. -z- ozo 	) 	--em*,:stv-cti,), 	i\ 

Fiiii#,T, 	=_kma, 	C 1-67)1/*)1/a. 	C 1-61 \17-1 7/1/ 	.. )1/a. 

C 1 -67)1,..:-/aRtcl-6/\E177)1/*a--Cfflitl-.3541.-cki\ --Ct 

ct 0. ) -C'6113RIR 1 73 	9 0)oTt1.b\--In.-_,EircolL-a!tt, PAIL 

-altopAilti2tcg L < tt-t. OffM019t:.-_,W4Vstt,1141 61-13zttl-t,i a) 

g WM to 

[git*TR14] D e, 	5 - 6k1^-5-Ei7 ,)-)1,a (NA 5 - 6 AT-1=17-7,)-)1,au 

, 	c1_67)1,-)1.,)1,*=)1.71- -,a (ac1_ 6 7)1,*)1,)1,*=)1, 

7J- %att,Rimi1q,--ezi3\, Rtti\i=iifig, =I-Da, 	c 1 _ 6 7 

[gii*IR15] 

)1, *aci_6/\1=1-27)1%a--eiz-fufstt-cozo ) -cITTP, 

ton,--ck,\zo  ) --ezgii3RIA 1 3 t.-3ENC,Otat, gAtiata)Vz_A 

it14K-g L, < I,t-t.  0 E.;"-%019 6z.-1-74-,3_ 1-046 	Rtt-t.  11. 6 VggfOtc, 

A e, 	3 - 1 1 .0.,\5--1=1:› 	1) )La, 	c 6-147 ') -)1,aRtt 5 - 

1 OR/5-1=17 ,)-)t,a (p 	3- 	1 A/N5--  1=1 i 7 i) )i/a. 	c 6-14 

7 ') -)1/aatf 5 - 1 0 A•'-5--  i=i 7 1) -)1/att,:,:,:sZAT 	6 bN, 3U 

Elagy 5  c: 9 *atz..gl, < Unts-D -Ciaatt.6 1 -D1-;ChopEla 

--eff141.--Co6. ) TV,), 

no,auv5tt, *ma, i\i=lifff,, illa, =1-ma, C 
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tis-eM^xPT'j-juSti^ xti/\pfywiT 

N -hPg, c ,-6 7^+^ C,_6AP7^JH, C^eT7^ 

1_6/\P77;up^^ST?M^^tiTix^0 ) -e&3ii 

>RiH 1 tcie*c0<b-&tk u < 

tci^# ̂  tit# h ti ̂  ti e> ® 

^1113] Dif, 7x-;uSXti5-6M^^P77lJ-;US (i7x-Jb£X 

ti5 - 6i^n7 'j -jugti, 1 OJ^UOC, _6T7;U^;U7.;U/1N-

JUT7^ J SXtiC T-eTJU^rJU^JU^-JU^^rSyM (MC^eTJU^ 

JUXJUfc-JUT $ J &RZ/C !-eTJU^JUXJUyts-JU^^VSltBM 

Xti/\p-hPi, C ! _677;up^ri>sxti 

C ,_6/\P7Jl/3+i/St>ii?tiT^§o ) -eMM£tiT£^ /\ 

P -KPSS c T-QTJU^JUSS c 1_6/\P7;U^T>'USS 

C ! -e^v'UP^r^SXtiC T-e/NPTJUP^r^a-eM^^tlTl^Tt 

<n\, ) 1 ^sm^tifr-iitciBf^bi^ &<t 

^CDL < ti=t (D mHfa tc fF# 3 tit# £ ti=t ti b © 

^1114] Dfr\ 5 - 6M^XP7'J-;us (1^5-eM^^P^'J-^Sti 

, C ^eTJU^JUXJUT^-JU^^y^ (I£C -, _6TJU^rJUTJU* ~ JU 

^^i>StiMS^"efe§A\ Xti/\P^f>Jl^s -KP#s CT-BT7 

;UP^i>axtiC1_6/\P77>'UP^i>S"eM^^tiTLx^0 ) 

£tiT^£o ) Trfe^ltmin 3 tdB*c0lb-&tk 

L < ti^0Elilfatcl^3 ti^£&Xte^ti£©5g&ffitj0 

^1115] A if, 3 - 1 1 m^UVO 'JJUg, C6_14T'J -;u£Xti5 -

1 0 P 7 'J -;us (l£ 3 - 1 1 p ? 'J JUSs C 6_! 4 

7 'J -)\y^RXf 5 - 1 OM^^P^'J-v'UStiMa^'efe^fr, xti 

M^g£¥V^yi^c^L< ti^ft^TMti>i£ 1 oJa±©M&S 

•ett^^tiT^^o ) T?&kK 

®^SS¥V5tiN 7KIISS /\P^>JS?> V7JS^ -KPS, C 
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1_67)1/..)1,a, 	c1_677)1,..a, 	c1_67)1,*)1,7ra, 	C 1 -6 

77)1,*:>t)i,t=)1,a (ac1_67)1,*)1,a, 	c1_6711,*:>a 
c1_6)')1/*)1/ 7J-aarieC 1 -6 77)1. 	-)J)1/t=)1/a6 „WA 

it----ezi,N, 	Ri,fflitlauv 1 /3\ 6*atz.-.4-  L, < tAts -D -Cilt.tStLZ 
1 7J,;LEIDIMitaTIVA.541.--CoZ. ) . 	C3_61=17-, )1, *a 
, 	ic3_6:>1=17)1,*)1,77:-zia, 	:-;c3_6:>1=17)1,*)1,77 
ia, 	C3-6 1=1 7-, )1,*)1,t)1,t=)1,a, 	C3-6:>1=177)1/*)1/ 

11/ 7J=11/a. 	C 3-6 	1=1 77 )1/ .. )1/ 7J-a. 	C 3-6 	1=17)1,*)1,a 

	

4 - 7 A / \ 5- 1=1 :> 	1))1,a, 7 	=)1,aave 5 - 6 A 	5- 1 = 1 7 1  ) - 

)1,a (ac3_61=17-,)1,*a, 	JC3_61=177)1/*)1/ 77Z 
ia, 	c3_61=17-1)1/*)1/ 77)a, 	C3-6i fJ 

t=)1,a, 	c3-6:>1=17)1,*)1,)1,*=)1,a. 	c3-6:>1=17)1/* 
11.E 	a. 	c3_6:>1=17)1,*)1,a, 	4 - 7 A/•5-  1=1 :> 	') )1,a, 	7 

==)1,aarf 5 - 6 A^5-  1=1 7") -)1/a6„:,:KLMATZ/JN, Rl, IM 
itag V 2  /3\  6*atz.-_ -g I., < 1, Atcl: -D -c• It. att, z 1 -D i,,,t ± OVA a 

4-.3541.--CoZ. ) tz.-_,t (,)*M3stLZEitlaUUOTAL„ 

attlauvit, Eitauv a  VU 	z&mita. C 1-6 7)1/  

:>t, 	c1_3/\1=17)1,*:>a, 	Jc1_67)1,*)1,7zia, 	C 1  

-67)1,*)1,7z i a, 	E ) C 1 _ 6 7 11/*11.7 7  Z I t)i,t=)1,a, :-;c 

1 -6 7)1. 	..)1/7 Z I t1l/t=11/a, 	C 1 -6 77)1/*)1/t)l/t=)1/ 77  Z i 

a, 	c1_67)1,*)1,7ra. 	c1_67)1,*)1,)1,*=)1,a. 	c3-6 
7 D7J1. 	*a, 	JC3_61=17-1 )1/..)1/77 ZJa, 	vc3_6% 

1=1 7)1/*)1/7 Z Ia. 	C3-61=17-1)1/..)1/t)1/t=)1/a, 	C3-6 

:› 	1=1 7)1,*)1, )1,*=)1,a. 	c3-6:>1=177)1,*)1,7J-a, 	3 - 1 
1 A / \ 5- Cl :> 	1  ) )1,a. 	c6_147')-)1,axt 	5 - 1 0 '0' 	5 1=1 7 

1) -)1,a (ac3_6:>1=177)1.*:>a, 	ic3_6:>1=17-, )1,-)1, 
7zia, 	c3_61=17-1)1/..)1/ 77Zia, 	C 3_6 	1=1 7)1. 	..)l. 
t)l/t=)1/t. 	C 3 -6 	1=1 7)1/*)1.)1/*=)1/a. 	C3-6 	D7 
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,-67^1, c c 1_67i^jbf^i, c^e 
TJ\yZi^riytlJ\yts-J\y& (§£C _6 7)U*)Ugs C 1 _6 TJUZI ^>g 

s C T-eTJU^rJU^^SRZ/C T-67Jls=l*ytjJlstf=JlsglZs MM 

1 oj^±®M^S-eM^^tiTix-g)o ) s c3_6v? nyjuzi^yg 
% f;C3-6^^P7J^Jb7$;i, isC3-6is/7U7J\sirJ\s7$ 

y|, C3-6V^ UTJU^rJUtUU^-JUS, c 3-6is? UTJU^rJUX 
JU^-JUS, C3-6i/<? UTJU^rJU^^S, C 3-&W • TJU^rJUS 

s 4 — 7 JI^T1 • V 0 'J JUSN 7 x— JUS$.t/5 — 6 Jt^-^p y <j — 
JUS (MC3-6is<? U7JU=l*y&s t;c 3-6is? U7JU*JU7< 
ySs vc3-6w nyju*juy< ;gs C3-6W uyju^jutuu 
Tts-JUS, C3-6i/<? UTJU^rJUXJU^-JUS, C 3_6is <? U 7JU* 

JU^^Ss C3-6is? U7JU*JU&S 4 - 7IATPS//7 'JJUSs 7 

x —juSRZ/5 — 6 Jt^-^p 7 'J — JUStis litTI)l)A\ Xti® 
^gig¥V2fr^i£$UcgL< 1 -D1X±<DW&&?-
W&3tiT^&o ) 

mmSgfVUi, M&g$Va£j*$-r£&M&Ss 0,-6?^ + 
i>Ss c1_3/\p7jbp^y^ ye, 

-67)U*)U7$ ;i, c y ^;u/if-;uSN yc 
! _6:PJU^JU:P$ y ^;u/if-;uSN c, _6yju^jutiJUX^JUT$ y 
S, c!_6:p,iu^,iu;uu/iN-jug, c3_6^> 
^7p^jup^g, ^yc3_6fy^•77;u^r>/u77$ySN yc3_6*> 
^P7Jb^7$y^ C3_6fy^ P7Jl/^rJl/*Jl/d?—Jl/Ss c 3 _ 6 

y<pny)U^)UX)Uits-)UgN c3_6iy^p^ju^ju^gs 3-1 

1 Jt^ir • :> ^ <J JUSs C 6 _! 4 T 'J —JUSXtt 5—10 Jt^ir • 7 
'j-JUg (^c3_6*>?p^jup^g, ^yc3_6*>?nyju^ju 
7$yl, ^'c3_6y^•77;U^;UT7$;i, c3_6*>?P^JU^JU 
^;u/1f-;us% c3_6^ p^ju^UTJU/lN-JUg^ c3_6:y^p:p 
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)1,*)1,7a, 	3- 1 1 A.,\T-1=1:>1))1,a, 	c6_1471)-)(,aa 

Ve 5 - 1 0 A^5-1=17 ,) -)1/a6„Rfflitl-CZ/3\, R671<ma, /\ 

1=021;5, :>7)a, = H=ia, 7zia, t)i,t*:>a, t)1,/ 

4 )1,a, ZJ1.7 7 E 4 )1,a, **)a, 7J 7 -f 14 )1,a, ZJI. 

*a, 	ZJl.7 4 ia, 5-1-7v1))1,a, *)1,z)i,a, 	cl_67)1,*)1, 

a, 	c1_3/\1=17)1,*)1,a, 	c1_67)1,*:>a, 	c 1 _ 3 /\1=17)1, 

*:>a, 	Jci_67)1,*)1,7zia, :';c1_67)1,*)1,7zia, 

i C 1 -6 77)1/*)1/7Z I t)i,t=)1,a, 	:-;c1 -6 77)1/*)1/ 77 Z I t 

11.7J=11/a, 	C 1 _ 6 7 11.*11/t1l/t=11.7 7 Z i a, 	c, _ 6 7)L*) 

taxtc i _6 7)1,*)1,)1,*=)1,a--efflitz-.35 tvcozo ) t::_ct (0* 

f~G -:54-Lzimausgl„ 

mitlauv 2 (,, EtAauv 1 vft -z&mitza, c 1_6 7)I/*)1/ 

aarf C 1 _ 3 / \ 1=1 7)1/*)1/at: ct ( j *UV_ 4, t z ix t pc ausgi j, 

ffitlag V a (,, *ma, /\i=o24;5, :>7Ia, =i-ma, 7 

zia, 	t)i,t*:>a, 	t)i,/()i,a, ZJl.7-37-r)i,a, ** 

Ja, ZJI.ta, 5-1-7v1))1,a, *11/7-1-aave*)1,z)1,a6::_ct 

(0)*m354-Lzmitlausg -zgli3Rmi 75 	1 4 oo Ttt.b\-*(,:.-. 

Ea a) tat, at-at a) 	_RAtti4K-g- L < (, -t. a) E Aqig t:.-. ,E-74. -1 /43s tt, 

14 Z YER 1,- tt. 6 a) gP1 firtto 

[idt**1 6] A e. 7 	=)1/aR6 5 - 6 A"-5- 1=1 7") -)I, 	(g.,==)1,aa 

*05 - 6 A^5-1=1 7 ,) -)i,at„;:;,fflitre 	Z 75\ Ri,imitlauv 3 

ct (,)*at:.-_ -g L < l'Atc,: -D Zilt.tStLZ 1 --DJ-;t±0) -,3_4-L -C 

o Z. ) TV,), 

imitlagv3t, *ma, i\i=7E,, :>7Ia, = H=ia, c 

1_67)1,*)1,a, 	c1_61\117)1/*)1/a. 	c3-61=17)1,*)1,a, 

c1_67)1, *aavec1-61\1=17)*%at-,:c00)** - ,za 

ifq,ausg -z,lit3RIA1 5 t:_-_,EaMEat, AlEatOD_RAtt12tK 

-g L < 1,-t.IDEMO'gt:.-_,E-74--.354-0141ZikiRt-tt.60gPlflirtto 
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3-1 1 'J;uSs C 6_]4y y-JUSR 

t/5-1 om^uy^-jurnt, mm$kizhz>t>\ xtiTKg^ /\ 
~KPSS :F$ygN t)juy< 

"E4JI/&S x)U7 7=E4)u&s /1NX7-r y-r;uSs TJU 

*gN x;u7-rySs ^K^V'iuuSs c,_6yju=^ju 

gN C1_3AP7Jb^JH, C i_67)l/Zi*isS:s C,_3/\P7JbP 

fyc1_67ib^7$yi, yc1_67^^7$yi, 

tyc, _6:P,IU^,IU:P$ y ^ju/if-jug, yc•,_6:PJU^JU:P$ J ±> 

)U7i-s-JU&s c i-67){/Jr){/tl)l/tf-)l/7^ J&s c 1-67){,%-){/?• 

^Sxticl_677;u^>iux;u/iN-;uS"eM^^tiTix^o ) 

ti^M^SS^HRfc LN 

g^S^V^ti, M&g$Vi£j*$-r£&M&Ss C,_67W 

g&t/C !_3/\P T^U^Ugtcd; ̂ iJ^ti^M^S^EP^U 

g^S£¥vatiN 7KIISS /NP-^yj!^ fy^ySs -hpi, T7 

$y|, ^;i/<K^rs>Ss ^JUA^-HUS, 

yS, TJU^NSN K^ V'"JJUSN hSS-t/^JU^JUStCcfc 

U*iJ$3ti£M^Sf$£EP^1~£It;£i11 7bH 1 4 ©iN-ftifr—iltc 

lESoMbim ti^o^iifatcfFgsti 

t# £ i^X ti ̂  ti £> 0 ;#M^0 

[Ii^f<IJt16] Afr\ 7 x— JUSXti 5 — 6 Jt"^7^P y <J — JUg (|t7i-Jl'SS. 

tf5-6*^7^7'J-Jl/gtis MW&-C$>Z1)\ XtiM^S^V3 

j: U^MitcgL < tiSft^T31ti'ti-g> 1 -3J*Lt©ii#|g"Cii#l3tiT 

^£>0 ) -CftV, 

s^s?¥v3tiN 7KIISS /\P^>J^^S fy^ySs -hPi, c 
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