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itt:.= 1 --D1-;LEORAR -A-A,-Ct ck o 4 — 8 AMMkAlf (g,A 4 — 8A 

MOP/AMU, 	I K1=1 	/Yzr_ieC 1 _5 77 )1/..)143\ 6 tsZUct (,)illatt.Z 1 — 2 

11:10a-Cfflitl:3541.--Ct ct <, 	-1/43s 6 t:.-_,gA 4 — 8 AMOLI4AMU, Etnifia)Ats 

Z 211:10YOARoAlCi_577)1.1. --eV4Fi:3541.--Ct,t0. ) , 	2 — 7J- *It 

— 6 —71fE=i [3. 	3] ,N7°,9 — 6 --1)1/R1,2 —7J-*1--)- - 7 —7-11f 

1'°D[3. 	51)J-- 7 -4)1/UM.,-Ctck< ; 
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R 6ec3 _7:>1=17)1/*)1.-ez (1) x 	(2) 6:ENCOVertI7V-)1/034 

[0023] 

1*, 	R6 -t.0)EM_Eil'-g--.35 tt.Ziki, 

(4) ±EA ( I ) 6:.:80-C, 

Rte, 	7 	=)1/R6E'') :'))1/ (EA7 	=)1.)3zr1e E ,) 	)1/6, 	C1 _5 77)1/* 

arfi \ mit 	IF,i3N 67`SZUct (')ilitStt.Z 1 — 211:10aTEA-,3541.-Ct ct 0 

o ) --eZ ( 1 ) — (3) kiNTtt.b\--Dt:ENCOAreit°77 V—)1/7341*, Rl, 

-t.IDEM_Eil-7e-s-1/4354-t.Zik, 

( 5 ) ±EA ( I ) 6:=. 	0Z, 

AFAUTEAU ( I X) 100Ttt./3\104371 -, 	( 1 ) — (4) 070T '1. 

b\--DlzEgogAreft177 V—)1/173414KN R t't.  a) EM-Ell :T-4•35 tt.Ziki, 

[1I7] 

ox) 

[0024] ( 6 ) 	( 1 ) 	— 	( 5 ) 	 l 	 100T.b\--D zEgogAre 	7ftl 	V— )14734.14KRt -t.  o) 

EM_Eil-7e-s-:54-t.Zik5-)J3 

tt

L L ---c-A 	zz:L!tii`AL -Z. 	ON$.V. 

( 	-DAAtiN) , 	-k34.V., eaMP-1, 7)1/y/\47-A, /-*N) 

M i\I-IUT4A, tAftIM.V., Ana, 511L7t, Ativva. 

--C A, /3\ A„ 	Iii3J( a S, 	IliA Jan, 	IliAr4112, 	5R31113M-14, 	Aa. 	,&-uriAlt,Atxt4i, 

J-1V8*Ri,fiAl_l, arf 

( 7 ) 	( 1 ) — ( 5 ) a) oTtt,i3N --D lzEgogAreft177 V—)147341*Rt-t.0 

EM_Eil-7e-s-:54-t.Zik5-)J3L L-C -A 	Z z: L 	!tiiliL -Z, EM*M 

#74J:k 	Z z: ( t:.= 	Z0 

RI3A050JA 

[0025] *RIE910.fiVrert177  Ni— j1/03414K 6N 	V 1 b..74,14“:.-.141_, ---cVfoft7T 

LAlztiln ') )i' 	Kl,::_ct Z..-7e-s'017tKa)*IJAV:.-.1,1- 1_, --CiTittfiflEll 	71 -  a.' Le 

HA 6 /3\ t:.-..ts -D tco 
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ftl3AAJA-0-6A-../603f0,..§ 

[0026] *HAVO---eqiEll -,3_41,ZiEmu, J-;CFC)S,g 	Z. 

[0027] D \mit JI;5_1 L (,, 	7 v AI;5, YEAR, 9.AIg, Rl, 	r, ..E. 

71. 

[0028] [C 1 _5 77 /1/*)1/i Lt, WIfit, Rl, t141torYOARN 1 — 5 a) 7)I/* 
)1,a 	7J 1,, 	)< X11., 	i)1/, 	n — 7° CI EA., 	-f V 7° CI EA., 	n —1)1., 

-f V Vs 	11., 	s e c-1/1., 	t e r t —Vs )1., 	n —, J)1,, 	4 Njj 

)1/, 	,7J-/)1., 	t e r t —, 11,0pa6lz a- Le--e,z. 

[0029] I-  C 3 _7:> 	1=1 77)1/*)1/i 	L (,, 	:> 	1=1 7° CI EA., 	:> 	1=1 7)1/, 	:> 	D 

)1/, 	1=1,N*)1., 	1=1/•7° )1/0)al,1ZZ_'.Le•- Z. 

[0030] FC1 _5 7711/*i Lt, atICItRilinCltaYOARN 1 — 5 10 7)1/ 
*:>asai.„ )( 1-*:>, i 1,*:,, 	n — ID t*:>, -f V ii=i t*:>, 
n —1I-*:>, -( V11-*:>, 	s e c —11*:>, 	t e r t —1-:>, 	n 

—, J)1/7J- *:>, 	-( N/J)1/7J- *:>, 	,7J-, J)1/7J- *:>, 	t e r t — 

Z:LeT,Z. 
[0031] I-  C1 _5 77)1/*)1.)1/*=)1/i 	L 1, , 	MEC) 	I-  Ci_5 77)1/*)1/i 	TIVA-,3_4-Ltz-_- 

)1,*=)1,asgt.„ 	)< 	11,)1,*=)1,, 	i)1,)1,*=)1,, 	n -7°C1  EA, 

)1/*=)1., 	-f V 7°CI E)1.)1/*=)1., 	n —1)1.)1/*=)1., 	-r V Vs )l. 

)1/*=)1., 	s e c —1)1.)1/*=)1., 	t e r t —Vs JI/J1/*=)1., 	n 

—, 11.11/*=11., 	-f V 	)1.)1/*=)1., 	,7J- /)1.)1/*=)1. 
, 	tert—/)1.)1/7J=)1.0)atIs Z a LeZ 	Z. 

[0032] I-  C 2 _57)1/t j -( 11/i Lt, rAtICIttICItaYOARN 2 — 5 a) 7)1/ 

t I 4 )1,asg 1,, 	777)1., 	7°CI Et =)I., 	•Ys 	I) )1/, 	-r V7 	,) )1., 
/q, 1) )I., 	-( viq, 1) )1., 	Ei 	1=1 -f )1/0Datls Z a'. L eT 	Z. 

[0033] [E. C1 _5711/*11/ 77 Z i t11.7=11/i 	L (,, 	MEC) [C1 _5 7''1.-11.J 	ff 

AaL LZ 1 11:1 -Z 7 Z ) TEA-,3_4-Ltz-_- )J)1/t=)1/aUkkgl,, 	)< 	)1/7-1  

2 i t/1/7=)1/, i)1/ 7-1 Z I t)1.7=)1., 	n —7°1=1 EA/7Z I t)l.t=)1. 

, 	4 V7°1=1 E11/7Z i (7)1.7=)1., 	n —1)1.7-1 Z I t)1.7=)1., 	-f V •Ys 
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11/7Z I t/l/t=)1., 	s - •Ys )1/7-Z I t/l/t=)1., 	t -111/7Z I t)l. 

t=)I., 	n -, 11/7-1 :-Z I t/1/7J=)1., 	4 `)//1/ 7-1 -Z I t11.7J=J1/, 

-7J - 	11/7-  i Z I t11.7J=11.6i Z a.' Le- 	Z. 

[0034] F:')C1 _57/1/*/1/7Z I t/1/7J=)1/i 	L a, MEOD Fci_5 7)1/*)H 	fflitl 

aL L-cH—RaAts-D -c2IIIM -z7z i TEA:354-Ltc t11.7J=11/a74 

u 	L, 	:'J)< 	11/7-1 -Z I t11.7J=11., 	:')i)1/7 Z I t)1/7J=)1., 	:') ( n -7° 

1=1 EA.) 7Z I t11.7J=l1., :'J (4 V 7° 1=1E10 7 Z I tll/t=)k i)i, 

11/7-1  Z I t/1/t=)1., 	)X11. ( n - 7°CI EA.) 7Z I t/l/t=)1., 4 V 

7°CI EA. ( ) 	)1/) 7 Z i t11.7J=11.6i Z a.' Le-C' 	Z. 

[0035] [7') -11/J La, *Mb` 6 211AAa)-agArtl--eV,), 7 = =11,, 	1 

-J-7/1., 	2 -J-7/1/ 19)atiZ a' LeT,Z. 

[0036] R•T-  1=1 7 ') -)1/J La, MAIF,, '71ARBale,XIgipt;ifitStt.z 

Ws< Lt111:107,N5- 1=1E, 	1, 	1 tskiN I., 21U\ 6tszgAN 1 --907- 

.aa---e(,), 	i=)1,, 	71))k 	E7 V I) /I., 	-f Z Y 	') 11/, 	I- ') 7 Ni ') 

)I., 	5-  I- 7 V') )1/, 	7-1 `1') )1/, 	4 V 	7 V ') )1/, 	7-1:J7 V ') )1/, 	7J- * It 

V ') )1/, 	4 V 7J- *ItV ') )1/, 	7J- *It :'JT1  V ') )1/, 	E I) :J/I., 	E I) Z :')=)I., 

41 '))1., 	4 	K ') 11., 	/J ` 1 s  7 7=J1/0a756164-t.Z. 

[0037] F4 - 8 ROMfil4AFAJ La, 7J-  *-t 5' 	- 3 -4 )I., 7--ff:)- 1 

-4 )1/, 	1 - L° CI I) 	=) k., 	E'' I) 	I , 	2 - E'' I) :')/1., 	3 - E',. I) :')/1., 

1 - E/7:')=)1., 	)1/7J ') 	- 4 -411., 	11.t') 	- 3 -411., 	7J- 

)1/7J 	I) 	- 4 -4 )I., 	7J- 	)1/7J 	I) 	- 3 -4 )1/, 	7-ffi- 1 -4 )I., 	1 

, 	4 -7J-*It-ff 	- 4 -4/1., 7Nit- 1 -4/1/07atiZ a.' Le 

T 	Z. 

[0038] 1-1-Vri lz 1 --DJ-;t_hop2AR, RAIg -g L, < aKX1;5 	''A-V 4 - 8 A 

07Mflig L, < aMMkArtli La, 7J-  *-t 5' 	- 3 -4 /I., 7-ff 	:')'- 

1  --f 11., 	1 - Ei=i I) :'J=)I., 	E'/' I) :'J I , 	2-°'.'))L'.. 	3 - E', 	I) :')/1/ 

, 	1 - E/7:')=)1., 	E 11. t ') 	- 4 -4 )I., 	)1/* I) 	- 3 -4 )I., 	7J- 

11/7J I) 	- 4 -4 /I., 	7J- 	11,t') 	- 3 -4 )1/, 	7 -ffi 	- 1 -4 )I., 
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1 , 	4 —7J-*It-ff 	— 4 — 4 )I., 	7/`it 	— 1 --()1/0Dalls Z z.:L 

[0039] 1134t -Z2AE,L —Mt::_fci: -D -C, Etlifi6:ME2A1,$O1tt:.= 1 ..-Dit_t 

0Y2AR, RAM 	-g-  L < 1, 0,Z;5 -A-/1,--et) ct 04 '' 8 ROMflig L 

< 6M01--14Aitli Lt, 77-ff— 1 - 4 )1., 	1 - E1=1 I) 	=)1/, 	E'/' 

I):')), 	1 — E/7:')=)1., 	)1/7J ,) 	— 4 — 4 )1., 	7J- )1/7J 1) 	— 4 — 

4 )1/, 	77-ffi'J— 1 — 4 )1., 	1, 	4 —7J-*It-ff 	— 4 — 4 )I., 	7/Nit 	— 

1 —4)1., 	5, 	6 —:')L Ki=1E ,):')-1 	(2 H) 	—4)1., 	1, 	4 —:'J77-ff 

iJ — 1 — 4 )1., 	1 , 	2, 	3, 	6 —5-  I-7 L K 1=1 E ,):')— 1 --()1.0a 

[0040] 1- C1 _5 77)1/*1, 	Lt, 	MEO) 	FC1 _5 77)1/*)1/i 	75\ 67.KAE, 	1 11:111, I., 

tc_•=fdtaSA l„ 	)4 	, 	I, 	)4 	)1/ )4 	, 	I- ') )4  

)4 )1/11,, 	5-  1-7)4 1,, 	i)i/ii,J, 	/ ,9, )<I,j 

tizz: Le-- 	Z. 

[0041] ME 11341-Z2AE,L —ka6::_tc1: -D -C, Etlifi6:ME2A1,$ID1tt:.= 1 "D 

1,±0)2A1;5, RAM -g-  L< 	 4 '' 8 ROAM 

1, < 6M1M4Artli a)i, 	ritt° iti a) Ats Z 2 IiiiogAigorm 	c1 _5 7)1, 

*1, 	.--(11.34,C3Stl.tc_l ta)ORL L/Z, 	8 — TilfE1=1 [3. 	2. 	1 ] 7 

1- 8 -4)1/ (1-1=1E=)1.) , 	8 —7J- *It-3 —71fE:>1=1 [3. 	2. 

1] 7J- 51 -3-4)1., 	3 —7J- *It-8 —71fE:>1=1 	[3. 	2. 	1 j 7J- 

51 -8 --()1/0)a_htiZa.' Le- Z. 	8 —7-11fEi=i [3. 	2. 	1 

] A- 	51  — 8 — 4 )I/e L K 1=1* 	T EA -1/435 tt. tc: IN L I., --C 1, , 	3—F- '  

—8 - -71fEi=i [3. 	2. 	1] A- '91 -8--()1/e6i6tt.Z. 

[0042] 1134t -Z2AE,L —Mt::_fci: -D -C, Etlifi6:ME2A1,$O1tt:.= 1 ..-Dit_t 

0)RAM -A71,--(q) ct 0 4 — 8 ACAMkArtni Lt, 1ff— 1 - 

-1)l., 	1 — Ei=1 ,):')=)1., 	Ei):')), 	)1 / 7J 1 ) J — 4 —4 )1/, 	77-ff 	— 

1 — 4 )1., 7Nit 	— 1 — 4 	Cates 	z: L e-- 	Z. 

[0043] ME 11341-Z2AE,L —ka6::_tc1: -D -C, Etlifi6:ME2A1,$ID1t6:.= 1 "D 
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J-;t_ha)RAIg -g-A,-Ct ct o4 — 8 RoMfMArtcii 101, 	FrArpoAts 

Z 211:10gAROMICi_5 77)1/*1, --CA4,Ritql.tci to)ORL LT', 	8 — 

TilfE 	1=1 	[3. 	2. 	1 ] 7 	' — 8 —4)1/ ( I- 1=1 E=)14 , 	8 —7J-*It 

—3 —7-11fE:>1=1 [3. 	2. 	1] 7J- -3-4)1,, 	3—-8-7 

IfE1=1 	I- 3. 	2. 	1 i 7J--8 --f)1/0Datizz._.- Le-- zo 

[0044] I- 4 — 8 AGYA-2AMRIVArti La, 77-ffV— 1 --(J1., 	1 — Ei=i 

')V=ll., 	E'/H)V I, 	)1 / 7J') 	— 4- — 4 )1/, 	7 -ffi 	— 1 — -f )1., 	7'J 

t 	— 1 --()1/0DatiZz._.' Le- Z. 

[0045] *RIE1)]6:.-.1-30•ZPT 	1.,1\ Rla, 	C1 _5 77)1/*)1/TZ. 	-1 /435 6 (,:=PT 	1.,i\ Rla 

, 	-f V 7° 1=1 E)I.-g 1., <at ert —Vs )1.--CZ. 	ck t,) PT 	1.,k,\IR 1  a, 	-f V 

7°1=1Ell.----eZ. 

[0046] *RH)] t::_t tlzPT 	I.,0 R 26 , 7 i=A/Ra El) VA/ (A7 i=A/BwE 

,) 	A/a, 	ci_57A/*varfi\ 1=1 it 	IF, 	/3\ 6tsZgct t,Jiliatt.Z 1 —21111 

Oa----effitl 3541.--Ctcto. 	) 	CO 

[0047] -,3s 66:.-..PT 	LoR26 , TEA g (V) OkiNT41.75\10**I-C -.3541.ZaT 

zo  

[0048] [4I8] 

:ct,:, 	er 0 	ci. 	
,„.0..,,,,..,,

k., 	• 	... 	• 

	

[...,,,..) 	• 	
(y.1 

[0049] ck ()PT 	LoR26 , TEA g (VI) OkiNT41./3\10**I--e -1/43541.Za-CZ. 

[0050] [1I9] 

, 	2i.,: 	fi e. 
	 I 

•-------"--- 	INA) 

[0051] *RIE1)](,:.-.1-30•ZPT 	LoR30--Da, TEA ( I 	I ) a)**ITV,), 

[0052] 
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[1E101 

R4 
t 

N.,, 

(11)i 

[0053] A ( I 	I ) r1=1, PT 	L o x a)--DeRAE, --e 	(,), 

	

xeRAIgoL 	, PTA Lo n 6VtT 3 ---e 	t'J, 

PTA LoR 4atieR 56, 134# -Z2AE,L—kat:.-_ts-D --C, Miti6:.-.4422AR 

101t,l,:.= 1 -D1-;1_t072A1g, RAI;5 -g L < 1, 0,Z;5 -A-A,--et, ct o 4 

— 8 A OMflig L< 1, MifliaArtl (a 4 - 8 ROMflig L< 6M,0114„ 

Etlt, 	L Ki=i*:>, 	Ci_57)1/*)1. (AC1_57)1/*), 	1 —21EoL Ki=i*:> 

TfflitItql:Ct (to. ) , 	C1-577)1.*:>, i\i=02 1;5, 	'7).  	C 2 _57)1. 

'J I 4 )1/atie  I- ,) 7)1/7 C1)( 	)1//3\  6 tSZgct t,J ift.att.Z 1 - 211:10a-eff 

A -1/435 tv-C t ct <. -1/43s 6 t:.-_,gA 4 — 8 RoMfliatM0114AFAU, FA* OAts 

Z 211:10gAROMIC1_57)1/*1. 	--(1.34,C3541.--Ct (to. ) , 	2 -7J-*It 

- 6 -71fE=i [3. 	3] ,N7°5' — 6 — 4 )1., Rl, 2 -7J- *It-  7 -71f 

E'1=1[3. 	5]it-  7 -4 )1/U --Za•--C'Z. 

-1/43s 66:.-. 	LoR4EzveR 56, 	134# -Z2AE,L—kat:.-_ts-D --C, 	Mitit:.:442 

'2AE,Oitt:.-. 1 -D1-;1±07RA1,$ -A-A,--et ct o 5 — 7 RoPM4Aitl ( 

a 5 -7  ROMR14AFAU, 	I Ki=i*EzVeC1 _5 7-1)1/*)1/13\ 6 ts ZUct (,) ;Ea 

t.Z 1 — 2 II:10a TEA:35 tt.-C t ct < , -1/435 6 (,:.= a 5 — 7 RMR14AFAU, FA 

Z 21gAMOrAlCi_57)1/* 	--( ifiOAts 	1:10  	 . 	1 ;3 4A -1 /43541.--Ct (to. 	) , 	2 

—7J- *It — 6 —71fE=i [3. 	3] ,N7°5' — 6 - 4 )1/, Rl, 	2 - 7J- *It - 

7 —7-ilfE=1[3. 	5]I t — 7 --f)1/U --Za--eZ. 

ct (,) 	

L K 1=1 

LoR4ave IR 5(,, 	134# -Z2AE,L—kat:.-_ts-D -c, 	E' ,'')I 	( 

',) :) i 1, 	* :> T IM Atql. --C t (to. ) , 	J 1. 7J I) J - 4 - 4 )I. EA L'' 

2 -7J- *It-  6 --71fED [3. 	3] /•7°5' - 6 -4)1., 	3 -7J-*It- 

8 -71fE:>1=1 [3. 	2. 	1 j 7j- 	g- 8 --r)i,u--za--ez. 
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[0054] ±EA ( I I ) rp, 1t07pTijkiNx67i=1, 	(a7i=1,A, 	11®07 

/\1=1 /72 E,TiMil-.541.-Ctcto. ) TV'), 	1, 	3 —7i=1, 	(a 1 , 

3 — 7 i=1, A, 	1 11:10)/\1=02 1;5TfflitItg-t.--Ct ckliNc. ) eck (')PT 	L 

X7V7i=1,07L ,, PT 	1,0 n l, gzR 1 TV'), 

PTA 1,0 R 4)3WeR 56, 	ITA —R6Ats-D -cc1 _57)1/*)1.-et,), 

66:.:PT 	LOR4)3WeR 56, 	ITA — t::_)( 	)1/.--(Zc. 

[0055] 

*RIE1/16::_80•ZPT 	LOR30)4t0)**Iit, 	TEA ( I 	I 	I ) ----eV,J, 

[4E11] 

R6  
/ 

/—) 

+ 
(III) 

[0056] A 	(I 	I 	I) 	11:1, 	PTA LI, \ IR 66. 	C 3 _7:> 	1=1 7/1/*/1/ -e 	Z. 

[0057] 

*RBA t:.-- 80-  Z PT 	L, 0 R 30)1t,OACSit, TEA ( I I I a) TV,), 

[4E12] 

4 
 . .1  ../1  —\ . 	

Ft'
, 

-4 	:7Y — 

\44/111 

( I.IIa) 

[0058] A ( I 	I 	I a) *, 	Y 75"&AIga)Via, 	PTA 1_,I,N R 7  (,, 	C1 _3 77 /1/*/1/T 

(,), 	n 1 l, 	2Z 	('), 	Y eAC H 0)Via, 	PTA L, 0 R 7  (,, 	1 — E 1=1 ') :'J=)1. 

--e(,), 	n 	1 	l, 	1 	--e 	Z,:, 

*RBA (,::1-30. zpT 	LANAI-AU, TEA g (V I I ) 0)0T41.13\0)* *IT 

tq't.ZaTZ. 

[0059] [4E13] 

—,- 	 N 

.‘!(N   

. 	 Di.0 

( VII ) 
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[0060] -,3_ 6t:.-..PT 	LoArtnt, TEA g (v I 	i 	i ) ooTtt.75\0*CS-Ctql.Z 

a--ez. 

[0061] NE14] 

\ i 	\ 
N 	 .R,ZI 	' 	.1 	II. ) 

[0062] -,3s 6i:.-..PT 	Lo MAU, TEA g ( I x) ooTtt./3\04I-C -.3541.ZaT 

Z.:. 

[0063] [1E15] 

---01-  
i  .."'" k 7I 	• '11..1' 	N.  

[0064] FEAz_hil-7e-s-1/43541.Zitii L 6, KR, YER, 	1E7.KAR, 	I) JOB, MOM 

a),:,:K#40M oil, 	*R, 	I- I) 7 Ji/t 1=1 MM. El/FR. 	iar,R, ''LR, ffingr 

, 	77)1/R, 	71,4 Jggi, 	i Jggi, 	/J-ff)1/7JJR, 	)< 5' J)1/7JJ 

R, 	p — I- )1/i J ZJLtJR, --,9_,-Mgi, t 	7 7 —)1/7JR, i'9' 

)1/ 7J %nom, 	‘‘)I. 	,N 7°  I- %nom, 	'J')La %nom, 	')1/51  Z Jnom, 	I) 	— )1/R. 

') JIB , 7Q 	OgrZ, 7 	J1/R, 	t 7 	5' )I/R, J-7,9' I, 	- 2 - 	)1/* 

ggMa)V*RLa)±-1, 	,Jr,lx-f 7J- , 	t 1- ,) ,,IA-ft, 	t ,) ,,IA-f A- 

, 	t/1/1.1.-ft. 	7-1.,.-f7t, 	AEM-f A- 	, 	7)1/Z=r,IA-1 

7 	0`) 1 fER64tizokX 4 7J- 	L ot-a, 7 	= 7, 7)1,*= 	, 	I) :> 

%, 	%, 	I) 	, 	:')i)1.-Tiz 	, 	4 -7 i=)1/:> 	1=1/\*:>)1/ 7-1  

Z 	. 	2 -7 7  Z ) i ,9 ' ) - )1., 	J1  J 2 	J 	19)7 - 1  -.Z 	LOD1-110V-A-V-LZ . 

[0065] ts8, *RIEIAMEatt, 	fr'74PlflirttL LT' t4 /±1_,14Z. e tc, EM 

L L-coiNEHttobN 67.01:Ito/at 	zc. 

[0066] *ft HAolEatt, 	 7—, 	77 5-1,7J-7—, 	i-lEalt, z: 

41.6 of1S0M-EMA-alt, 7 -t z 17tK 	--c-A-tiNc. 

[0067] *ftlEIJIME-att, --Dxt=-DJ-;t_hoEMOigt:,--.3stt.z#E114K, FitfOLI 

RtAfRALILK[a.)--a-t-cEMOigIAIJL -za.- Le--ez. ±,E#E114K, FitfOLI 
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arfACAUL 1,Z. 7K KA,1, 52* I- 1=1 - , 77 7 I-- . 	i 	4,1, v 

)1/E I- -)k 	7=1--11/. 	711 1)I1, 1) -11/. 	.7°1=1E1, 1) - 

11/. 	52.7° . 	tiA, 	-ff 7 , 	77)1/* ,- I-, )7--fRt)1/1A, 	I) R 

t )I.:> r, IA, 	-t)1/ 1=1- 	, 	7.1<:>imy 7°, )< 	)1.-t)1/ 1=1- 	, t') E=)i. E 1=1 

,) KJ, 	77)1/*)1/i7 L Ki=1*:>/NINi)1/- H 	,9')I/, ZT 7 ,) Jig 

7 ,,,i.x, 	ZT7-1,)R, ‘1) -t ,), 	17Eli, 	A-') -IA, 	RIE1E4 

0A-fEEIE4 /PA- 	tt.z. 

[00681fit" ±210#E112tK, FitfOLIRaAfRAH:.=;05t:.-.Z U-c-flalz1V1-.354-t,z1, 

ii AU, eam, Atm, P H gAVALI. gflqAM VAMP] IR.ga L. °I.CE110)-/- 

ALIt-Alird-  t: ct -D -MAU, 	APJ, 	t 7°-t)1/pj, $AtAij, waij, ,,,f-ypi. KALI, gm 

ALI, EMAIJ, AVAIJ, bIltli6171AMMIDRa4-rgmEHE3AL L-cit -z 

a-  Le-e k zo *RIE11101Lat6 , A,,t,41,:.-_ -,1l., --C 1 1110YA'421 L LT' o 

. 	0 0 1 - 5 0 0 m g 	1 El 1 IIIRaNiiit:.---c4IDRa4MID--e#R4 -  

z z:Leui R--ez. ts8, z:o#R412W8WALtszAAVEffi, 0,4 

a) M, 14Km, flat 	t` 	(,)iftik-±,cr - z a- Le uig--ez o 

[0069] 	*RHAMEatt::_a, --DJ-;1_t0)71KAR, 7 v AR , 	 gAig, 2A 

I;5, RAI;5, KZ;575q3al-ft H IiiTcA-\b----ZPIfilTuALEAtql.tc_IE 

att A-  V-t.z . z:tt. 6 oardlEalt a, 4-U4AbMIttifiRM, ..c7e-s'12tKor) I) 

)1 	KL L-CtIr4-Vg*U.:VEll --e Z. 

[0070] 	*ft HA ofEata, INAiS-Fgat:.:71 - 516:.-_4t-D -ctkl'Ii -z z: L eT Z 

0 

[0071] 	*RHAIL-at ( I) ave-t.0)Em_hg-h'---.354-t.zzia, ti,:.-..%--ez 

i7a)Vt-aacEilki\-c-a -zz: Le---e k Z. 	,f1JAA,S, J-;t-Ft:.-__IklIa 

71 -e*-aWIt:.-.1iR 6 tt.tct ayeatso. 

[0072] 	1- 3tft'74PIJ LaiNAJS, -ff J, i- )1/i J, * 	i. , 	E') 

0-"-A 	'74P1 ; ,N*it J, J ,9' J, 1=1,N*it J 	a)';&4E7JKAgg 

Dm )< 5' 	, 	1=1 1=1*)1/1A, 1 	, 2 -1=ii=ii,9' /. nitifEgA 

a)"1=litiMIL7-1KAgP1 ; 5-  7 L  K 1=1 7  7 J. 	I)1/I-5-11.,  1 
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, 	2 -V)( I-*i,9' J. 	1 , 	4 -VA- *+t% O)I-5-)1/ 74P1 ; EfFRi 

)1/, 	*Ri)1/opi5-)1/ 74P1 ; )( 5' i —J1., 	i g ) —J1., 	4 v 7° 1=1 

E )1/ 7  7  ll. 	l —J1., 	t e r t —1/1/7/1.—)1., 	il, 	I) 	—)1,0)-j7 

)1.—)1/ 74P1; 7-t IJ, 	)</l/i/l/iT IJODiT IJ'7.M1 ; N, 	N 

-V)< 	)1/7J)1.1.77 Z K, 	N —)< 	)1/E1=1 I) 1, 	N, 	N—V)<J1/7-t 

72 10)77 Z KgP1 ; V)< 	)1.)1.** 	Ka))1.** 	KgP1 ; 

7-t I-= I-') )1., 	7°1=1 Et= I- ,))1/a)= I- ,))1/ 74PIEzrf7.1<--e(,), 	Atve 

t: z: tt. 6 oti=J— avet',J — m-ag.P1 --e 	Z. 	'Lt. 6 a)3t,htg'Plt 

3k4t:YL.\,.% --ezfE/70aritA-Itt:.:ZU-ciLARift.tR-1/43stt.z. 

[0073] Fitaj L6iNA.6S, *AIL') 	r, A. 7.KAIEJ-  I-') r, A. *AIL t I) r7 

Li, 7.KAlEt ll.:> r, .I.,. 0)7 7  ll/t ') kXR677)1/t ,)±ffikX07.1KAILIt ; 

')./A7Z K, 	tP)r-LATZ K, 	')-ZAV4V11=1E)1/7Z K, 	') 

r,IAVI=1,N*)1/ 7-1 Z K, 	')',1-xiN*It)</l/V7V K, 	t P)  r, 

lAiN*It)</l/V7V K, 	t I) r,lAiN*It)< 	)1/V7V 10)77 /1/t ') 

kXR67-1/1/t ')±ffikX07z F'; t I- i) ,,L.)< I-*i K, t I- I) r, IA= 

I-*:> K, 	1j I) r,11, 	t e r t-11*:> Ka)77)1/t ,)kXR677)1/t ,) 

±ffikX01E*77)*:> K ; VsJI/I) 	r,./_x, 	sec — Vs)l. I) 	r,./_x, 

t e r t —1/1/I)r,lx, 	)</l/I)r,./A107-1/1/*/1/I)r,11, ; *ME 

t I- I) r, IA, 	7.KRIEt I) r, IA, 	*ME') 	r, ix, 	7.1KRIE/ ,) r,ixo)77)1/t 

')kXR1, 7-1/1/t ') ±ffikX a) 7.KRIEt ; gntd-  I- I) r, lx, 	'00r0j I) r,lx, 

OR-tr, .Z.N. 	0)7 7  ll/t ') kXR677)1/t ,)±ffikXaYORYE ; gOgVIKAt 

I-') r, A. gR7.KAt ')r,IA0)77)1/t I) kXR1,7-1/1/t ')±ffikXoYOR 

*Ait. ; 	I- ,)i)1/ 7-1 -Z 	, 	N—)</l//1/ 7J') i, 	N, 	N —V4 V 7  1=1E 

11/1 	A/7 -1  : - Z 	, 	1, 	8 —V71fE:>I=1 [5. 	4. 	0] r,52)j-7—i 

(DBU) , 	1, 	5 —V71fE:>I=1 [4. 	3. 	0] ) 	—5 —i 	(D 

BN) , 	N, 	N—V)<)1/7=') 	0`)7-.Z 	; EI) :'), 	4 ZYV—)1., 

2, 	6 -)i,va)iviatt*Artt-a1t --ez. L- 4-L60)ita6t 

6:.-...%--ezmi70)aFt‘A-i1tut,t;--ciftslit.ttR-1/4354-Lz. 
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[0074] 1-Rj L 6INA6S, YER, kfE7EAR, KR. MR, 	I) 	n'3MOD,T,IMR)3z 

rie p — Hi/ i J ZJI.t Jn'3', 	)< 51  J Z)1,t Jn'3', 	I- ') 7 )1/7J-  1=1/FR, 	*R. 

Ei'FNMO)VMRT 	Z . a' tt. 6 lootgti,:.-..%--eza/7 

Z u-c ift Rig tR :35 tt. Z . 

oaZA-itt:.-.. 

*ft 13/10)4E-att, INAJSTEt:.:71 - 511,:lt-D -C-Ik13Z a L e•- 	Z. 

[0075] A ( I ) --e -.354-LZIE-alta)',t, 	A ( I 	c) --e -.354-LZIE-att, 

*-11, 1 t:.-..7 --awl--(14.uz a.- Le--C' 	Z. 

[lI16] 

R4  
H 

R4 (/ ),1 	N:Rs 	ial.1111 	O 

HO 

li 

R2  

(1  -11) N:R
5  

OH 
1-1 40 

(1-a) 	 (1-c) 

A 
R° 

. HN Ll.,mL2  

(1-d) 	n 

 
‘R5  

H 
R1-N  

(1-1) 

1-2 
( ) 
	L2 
n 1-3 0

R  
(1-e) 

X*-11.1 

[0076] (Arri, 	R 1, 	R 2, 	R 4, 	R 5, 	A, 	n t_t,!,EL FA 1.; --eZ,, 	L 1, L 26, mita 

7i -... ii -NaLt, 	p — Hi.' 	)1/7J=)1/7J-*a, 	)< 51  i ZJI.t=)l. 

7J-*a, i\i=iitrgsg -z... ) 

A ( 1 — c) --e -LZIE-altt, A (
/
1 — a) --C71 -LZIE-altLA ( 1 

— b) -C71:54-LZIE-altY6KaltoDA- tTaFt‘.5t—C141 Z z: LeZ Z ( 

Tf'i' 1 — 1) . 	AKaTit.31,:.:134Z8,TtrligRAIRUSynthesis. 	1981, 	1-28; 	Chem 

. 	Asian J. 	2007, 	2, 	1340-1355. ; 	Chem. 	Pharm. 	Bull. 	2003, 51(4), 	474-4 

76(zR,ffl -.3541.Z. 

A ( 1 — e) --e -,3_q-LZIE-altt, 	A ( I 	a) --e -,3_q-LZIE-altL, 	A ( 
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1—d) --e -1/4354-LziE-alt, 	'OngroJ I) r, IA, 	'OR-tr,IAG)±111a4/±T 

aFrA -,3_.-t-cmz a- Le---esz (ifi'l —2) o  ifi'l —2 t:.-.1-3o- zazt, 

N, 	N — V)<)1/7J)1/1A7-/Z K, 	V)<)1.)1.**:> K, 	5-  I- 7 L K 1=1 7 7 

%, 	77-t I-= I-') /I., 	J 	I —)k 	-f V 7°1=1E/1/ 7-1 /1/ 	—)1.0)3ePIII=1, 	X 

(, -t. tt. 6 omagPgiti, gogroJ I) r, IA, gp-t 	r, 	 

IF') i)1/ 7-iz J, 	v 4 V7°1=1 EJI/I)1/ 77 Z i 

ix 	0,:,:oota-g L < i, 

07 	#11-F, 	0°C 

11-1E—gWV0A11-1E021.Aft-Ft:.-_ -CIE•11-Z. 

[0077] A (1 — c) --e -,3_q-LZIE-att, 	A (1 	e) --e -,3_q-LZIE-atL, A 

(1 — f ) ---e -:54-t.Z7Z 	,1E-altika4/1-F, 

mz a- Le-  - - e , z (1I 1 — 3) o  ifi' 1 — 3 t:.-.1-3 

R64-r4/1-Faz-:5 -t-c 

0- Z alii.74„:,:KgPI, X 

65-  I- 7 L K i=i7 7 	, 	7-t I-= I- Di., 	N, 	N— V)<)1/7J)1/1A7-/Z K, 

)( 	)[,)[,**> K, 	J 	I — )1. , 	-I V 11=1 E/1/ 77 /1/ 	—)i.a)gpgiti, 

Rt-t. tt. 6 VIA-agWiti, 25M\ 6gPIVOA11-1E021A-ft-Ft:.-_ -CIE•11- 

Zo 	t•,-:. 	gRt ')',1-1., 	'OR-tr,1-xo),:,:KAVEA-\b, 	I- I)i)1/ 7-iz 

, 	V-( v7c1=1E)1/i)1/ 7-1 Z J 	a)VC-"Eaa)4/1t:.-..)NA.-c, 	,,,fEt I-') 

[0078] 

r,IAA'D 	r,lEt I) ,,IAA)ill -Z a.' L t:.-.. ct (,) , 	aZect (,)Philt:=1.1-Z. 

A 	(I) 	--e -1/43541.ZIE-ata)t, 	A 	(1 	c) 	--e -1/43stt.ZIE-altt, 

*-1A 2 t:.-.. --aW1--ettk., z a-  Le--C' 	Z. 

[0079] [1E17] 

H 
R1-N 	0 	H ni-N 
r ,R4 ,R4 " (2-b) N 

1R5 	 3 L N 
n 	:(5 

10 	2-1 	 ill 
R2 	 R2  

(2-a) 	 (1-c) 

A4--.42 

[0080] (AI*, 	R 1, 	R 2, 	R 4, 	R5, 	A, 	rit_tELFAU-ez. 	I_ 36, iliAlg, 

AIF,, 	r,AIF,71 -c. ) 

A ( 1 — c ) --e -.3s tt. z tat (,, 	7.KAIEJ-  I-') r, IA, gRt i) r,./A0) 
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ita/v±-F, A (2 - a) --e -,3_q-LZIE-altLA (2-b) --e -,3_41.Z1E-L` 

o7)1,*)14Lazt:.-_,t t') 14 Z a.' L ti-C 	Z (T 	2 - 1) o  

[0081] A ( I ) 	--e -1/435 tt.ZiLata)-)t, 	A ( 1 	c) 	--e -1/435 tt.ZiLatt, 

*-1A 3 6:.-.7 --awl--ettk4.u3. -z a.- LeT 	Z. 

[0082] [1E18] 

H 	 )34 
R114 	O 	 (/

)11 	Nhs 	
H 

	

R1-N 	O 	 R4 
( HO 	(1-b) 	 N: 
, 	n 0 Hal 	 ii 	 R5 

3-1 
R2 	

0  

RZ  
(3-a) 	 (1-c) 

X*-1.43 

[0083] (rte, 	R 1, 	R 2, 	R 4, 	R 5, 	A, 	n a_LELITA U-C'Z. H a I a, ZAP. 

, 	AI;5, 	r,A1;57`sEa)/\1=02 1;571 -c. ) 

A (1 -c) --e -,3_q-LZIE-altt, 	A ( 3 	a) --e -,3_q-LZIE-altL, 	A ( 

1 - b) --e -,3_q-LZIE-E'llt, /7:')',1AftPICEllotc-i-5-)1,1EaZoD 

ItTaitA:35 -ftZ a Lt:.-_,t t')141 Z a Le- Z 	(T 	3- 1) . /7 ,,.z.,,A1 

PICE110L-I-5-)1/lEaV:134Z8,TN'gRAU, M. Pau luck i , J. P. Wolf 

e, 	S. 	L. 	Buchvva ld, 	J. 	Am. 	Chem. 	Soc. , 	1996, 	118, 	10333. ; 	G. 	Mann, 	J. 

F. 	Hartwig, 	J. 	Am. 	Chem. 	Soc. 	1996, 	118, 	13109. ; 	M. 	Watanabe, 	M. 	Nish 

i yama, 	Y. 	Ko i e, 	Tetrahedron Lett. 	1999, 	40, 	8837. ; 	Q. 	She lby, 	N. 	Kata 

oka, 	G. 	Mann, 	J. 	F. 	Hartwig, 	J. 	Am. 	Chem. 	Soc. 	2000, 	122, 	10718. ; 	K. 

E. 	Tor raca, 	S. 	Kuwabe, 	S. 	L. 	Buchvva ld, 	J. 	Am. 	Chem. 	Soc. 	2000, 	122, 	1 

2907. ; 	C. 	A. 	Parrish, 	S. 	L. 	Buchvva ld, 	J. 	Org. 	Chem. 	2001, 	66, 	2498. ; 

P. 	M. 	Karen, 	E. 	Tor raca, 	X. 	Huang, 	C. 	A. 	Parrish, 	and S. 	L. 	Buchvva ld, 

J. 	Am. 	Chem. 	Soc, 	2001, 	10770-10771. ; 	Andrei 	V. 	Vorogush i n, 	X i aohua 

Huang, 	and Stephen L. 	Buchvva ld J. 	Am. 	Chem. 	Soc. , 	2005, 	8146 -8149. (,:.= 

Riffitql.14Z. 

[0084] A ( I ) ---eZiEalta)-)t, 	A (4-b) --e-1/4354-LZIE-att, 
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$-1a4 t:.-..71 -aWIT,TCZ a.' Le-  C ,Z,, 

[0085] [1E19] 

R6 
H 	riA, H 	 R6  , 

(4-a) 
L 4  

II 41) OH 4-1 
R2  

(1-a) (4-b) 

P1  rN, 

-/c) (4- 4-2 	L4  

H 	 if  

(4-g) R6 

H 

4-4 

Rl-N O 	N Ri-N 	 NH 

Om- 

0 	
4-3 

2 0 
R x4--A4 (4-d) OA 

[0086] (Arri, 	R 1, 	R 2, 	R 6, 	A (,±,!,EL pi] 12 ---eZ,, 	L 46, 	N,AliaRtL K 1=1* 

a7i -c. 	Pu, 	t e r t -1..)J)1/7J=)1.0)77 -Zialo4 ,ita 

7J -  [7°1=15- 5-41 	‘11/-7°  4 i 	—)1=v 	:> -t:> (Pro 

tective Groups 	in Organic Synthesis) 	M4*, 	:'J 	r, -I 1) - 7 i K 

lj- X 	(John Wi ley & Sons, 	INC.) VAC 0  ) 

A (4 — b) --e -,3_q-LZIE-altt, A ( 1 	a ) --e -,3_q-LZIE-altL, A ( 

4—a) 	--e -,3_q-LZIE-altag.3-,3_ -ftZa.'Ll,:.-_,,k (,)141 ZZ:LeT,Z (T 

4 — 1) o  L 4eN,Atmots-a, Tf14 — 1 (,, 	3tft'74Pgiti, 	'OR t I) r, IA 

. O 	-t r,_zAa),:,mtiviat 1,<6 I- ')i)1/ 7-1 Z J, 	i4 V 7° CI EA.' 

)1/ 7-1 -Z Ja)vti-./.51.av/I-F, ar,ii.3e\ht- -zo 	v-z-_-, 	L4eL Ki=i*:>a 

otga, viii4- 1 6:.-.1-36fz artAt, 

AE•11-  z  

T f 'I' 1 — 1 L P1# 0Y6KaritA0A-ItT 

A (4 — d ) --e -,3_ tt,Z tat (,, Tf'i' 4 — 1 LP10051-e, A ( 1 —a 

) --e-,354-t,z/E-atL, 	A (4 — c) --e -1/4354-LZIE-altbN 614z a-  Leffl 

Z (Tf'I'4 — 2) 0 
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14641.7L- A (4 - d) --C -,3_q-LZIE-altOqiita (PO 	, -illeglt:.-_ --C 

Ilqgt -Z [7c=15- 5-41 	)1.-7° 	4 	7J--)1=v 	:> -t:> 

(Protective Groups 	in Organic Synthesis) M4*, 	V> 	r, 4 ') — 

7 	F 	1j- Z 	(John Wi ley & Sons, 	INC.) 	01,E1g1 	0 	) 	L.' Lt:.-..,:tt,) A ( 

4 — f ) --C -,3_4-t.ZIE-altt:=1734. (VI 4 — 3) 	1, 7L-1, 	-4Pi.3 -ZiT 	( 

4 — g ) La) -Nnts-ATag7z itazt::_ct t'), A (4-b) --C -,3_q-LZ 

lEaltV4Z a.' Le--C,Z (if'i'4 -4) . AlTag7Z ilLazt, iT 

( 4 - g ) 	LA (4- f ) 	--C -,3_g-t.Z1E-altag.3-,3_ -ftZa.'Ll,::_ckt,)-(Z= 

',At 	7J-  Jt1_,, 	z.:41.1JAJS7JKAIL P) 7-t 1-*:>*',At I- 'Jr, 

/A, 	7Jr,1E7.1<A, 	7.1KAIL*r, At I- ') r, L., 	7 i 7.1KAIL7J r, At I- 1) r, IA 

19)MT-cALITAT-0-Z a' Lt:.-..ct t')itfiV541.Z. *arit-At. imAis)( ,9,  i —)1. 

iq)—)1., 	7L K 1=17 7 	, 	V 	1=11=1)( '9 	, 	1=11=1*)1/1-0) 

3tftgPVI=1, R6 -  tt. 6 Mag0=1=1, RAMIVIT 	tct4.rv/I-F, - 7 0 

t - 2 5.1.1. a) rm a) 21A- it -F t :: -c A_LI 7 z0 fit" 	a.- oazt:.-,NAisi7vr, 

AgA0111PIL7.1<Aft::_ckZAIT-caTit.3CElloZZ:Lti-C,Z0 

[0087] A ( I ) -C -,3_q-LZIE-alta)-3t, 	A (5 	e) -C -,3_g-t.ZIE-altt, 

[0088] [1E20] 

OH 	_H H 	 (/ )
m 
	

1 N 	 H 
R 
	

Ri-N 

i 	(5-a) 	 OH 0 Hal 

OH 

CO 5-1 	 5-2  R2 	 CO 
(3-a) 	 (5-b) 	 (5-c) 

H 	 re! 	R 	H 	 I:t rti,N L 	 HN—R-R 	 N—R5 
(1 4) 

5-3 	0 	5-4 
4111 

R2 	 Rz  
(5-d) 	 (5-e) 

A$-L,5 

[0089] (A*, 	R 1, 	R 2, 	R 4, 	R 5, 	A, 	L 2, 	H a 16±ELP112---eV,), 	m6 	1 - 
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3 opV3ziz7ic. 	) 

A (5 - b) --ettg-LZIE-altt, A (3 	a) --ettg-LZIE-alt, tt5A 

-g175 	1=1 'Y 7°,) J''aiic‘or)A-ft-F, A (5 - a) -Cttg-t.ZiLatL 

aiii.3t -t—C1141 Z a'. LeffiZ (T 	5— 1) o 	tu—nig, 	1=1 	v7°') 

‘‘arit.308,Ttrlig41_-,t, 	Tetrahedron 	lett. 	1975, 	50, 	4467., 	Comprehensiv 

e Organic Synthesis 	1991, 	3, 	521. (,:.:R,ffitql.Z. 

-Ct-,3_g-t.ZiEalt, 14' 6 4-  t. tz-_-  A (5 — b) 	 INAiSi7:'Jr,./AgAODAIPI 

L7EAt 	111 0 tc: —AR OVS7.1< A A)ilil V: ck zAlTuaZt:.:111-:. Li,: ck () A 

5 — c ) -Ct-,3_q-LZIE-altV41 ZZ:LeT,Z (Tf'15 —2) o  

[0090] 14' 6 4 - t. tc A ( 5 — c ) --et -,3_ tt. z I E at a) L K 1=1 *:> a 	—fy,1 oig tsN,Atta 

(,::-'1'41, 	(T 	5-3) , 	-,117t\ - Z77 Z 	(1—f) 	LaZ-,35 -ftZa'Ll,::_ct 

1')A (5—e) Tt-,3_41.ZIL-E`it'f'41 ZZ:LeTZ (Tf15 —4) . ifl 

5 — 3 t:.= 8 0' zartA (11 -AtMoVA) L L, --Cl,, IN A_ a 	1=1 DIE, 	7Q E  

1E, 	— KlE, 	)< 51  J ZJI.t=JI.1I, 	p — 1-A" J ZJI.t=JI.1E/3616 

tt.Z. 

[0091] 1=11=14LaZoiNL 1, --C (,, INA.tSIElikilEgAL I-') 7 i =JI/7J 	7 -f 

1,`Z 	51, itilE7J- =)1/Ab7J- *ValL') JCEIlkiNZ51, 	p — HI/I 

)1/*=)1. 	Q') KCE11011AtML LA-AWE') 	r,.LA ---e lvt -z51 

el,164-t.Z. 	a.- 41.60aFt‘t, INAJS5- 1-7L K1=177, 	7J- *IJ- 

, 	:')1=11=1)< 51 	, 	1=11=1*)1.1.1., 	N, 	N —:'))( 	)1/*/1/1A 7 Z K 	V'74P1 

, t 1,<( - 41.60Tb-agPICEllozz:Le--e_kz. L'41,60aitA. -5 

0^- 1 0 0 t ----e"ff -3 	Lee,Z: Z. 

[0092] 11=11EaTit.301NL 1, --C" (,, INA.l,SIE19.1MAL I-') 7 i =JI/* 	7 -f 

CEilozleti64-t.z. zz'oaFt‘t, INAJST- 1-7 L H=177 	, 	7J- 

* 1J- , 	:'J1=11=1)<'91, 	i=i1=1*)1/1A, 	N, 	N —:'J)( 	)1/*/1/1,. 7 Z 	 

OgPI, t L < (,-t. tt. 6 OTbagPV1=1, — 5 0 — 5 0 t --e"ff -3 a'. L eT 	Z 
0 

[0093] — KlEaZOINL 1,-Cl, , INA. a 	r, A, 	I-') 7 i =)I/* 	7 -I J7xZf 
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-f Z Y V - )1/CE110Z5leti 641.Z . a' oaza, IN A_ a5-  I-7 L K 1=1 

771, 	%, 	:)1=11=1)< ,9', 	1=1 1=1 7J)1/1A, 	N, 	N -:'))< 	)1/7J 

)1/1A7Z Ka)gPI, t I., < a- - tt. 6 omagocElloz z: Le--e 	Z. z: 

tt. 6 opaza, - 5 0- 1 0 0 to5n11A-4-M-3 z: Le T 	Z. 

[0094] )< 5' 	)1/7J=)1/1E, 	p — 1-)1/i 	)1/7J=)1/1E6 	, 	-tl-LTA-LINA.l,S)< 51  

J/1/*=)1. 	1=1') K, 	p —  HI/I 	)1/*=)1/ 	MI) KCE110--Cri--3 

Le--C' 	Z. 	a' O, 	tsitiaililt.,-ctakiNc. 	A)in -zi-kaa),ML I., 
-Ca, INA.a I-') =)1/ 7-i Z J, 	v 7°1=1 E)i/i)1/7Z Ja)V-*77 -.Z 

ffi, RaiNA.tSgRt I) r,1-x0D,RAVE,aeti 6 tt.Zo azgaL l,---c 

a, INA.aN, 	N- 	)1/7J)1/1A 7Z K, 51-7 L K 1=1 7 7 	, 

, 	:J 	1=1 1=1 )< ,9', 	1=1 1=1 7J)1/1A, 	1 , 	2 - 	1=1 1=1 i ,9iJa)gPI, 	x 

a.t. tt. 6 VIPLaggiti, aza- 5 0- 5 0 tO3n1g.A-it-F--Cff -3 a.' LeT 

Z. 
[0095] J 	5 -4 oaZoDA-Ita, VI 1 - 3 LHat:.-_,'ff-3 a.' Le-e 	Z. 

[0096] A ( I ) .-e -1/4354-t.ZiEaltta) -)t, 	A (6- c) --e -,3_q-LZiE-alta, 

*-.LA 6 t:.-..7 --awl-etk., z a.' Le-  C 	Z . 
[0097] [1121] 

Ra  
(6-a) 

0,B 	
H 	H 	 R4  

1,0-N 	 HN R1 	 R4  
0 	0 	 R5 	 N. 

(1-f) 	 R5 - 
41151 Hal 

6-1 	 0 	1 	6-2 	 0 	1 
R2 R2 Rz 

Ra 	 Fla 
(3-a) 	 p-b) 	 (6-c) 

A*—./...6 

[0098] (Arri, 	R 1, 	R 2, 	R 4, 	R 5, 	A, 	H a I a±EL pi] u---ezo 	Raa, 7E„E, 

	

R6i\1=1 /72 E71c. 	) 

A (6 - b) -C -,3_q-LZIE-ata, A (3 — a) -C -,3_q-LZIE-altL, t 

1=1 Jgg'i5-)1/E,734.12tK (6 - a) 	. 	tit* --igAt v 70 ') J'‘aTIAL.30)A-ft-F 
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r,i.3-,3_-ft-cli4z a.- L e-  C 	Z 	(T 	6 — 1 ) . tt*--,gAt v 7°,) J '/ 	/L, 

6:.-..134 -Z8,Ttnfit_RU, 	Angew. 	Chem. 	Int. 	Ed. 	2001, 	40, 	4544. (,:.:R,ffl tql, 

f'41 Z. 

1464- tort (6 — b) ---etql.ZIE-altL, 	(1 — f)   --et)-,3_g-t.Z 77 Z 

fEat, 31Tag 7 Z i tazt:.:111- a.- L t:.-_,:t t,JA (6—c) ---e -,3_q-LZIE 

alt 	41Z a.' L e - C 	Z (Tf'i' 6 — 2) . VI 6 — 2 t:.-..80- Zalii.30)A-Itt 

±,laTfl 4 - 4 L P]ea)51--e,"ff -3 (- L e T 	Z. 

[0099] Z* —1a 1 rria)A 	(1 — a) 	--e -1/435 tt.z fEat (,, 	*-1.1. 7 6:.-..7i--a 

a--elzIZz: Le"- 	Z. 

[0100] [1E22] 

H 
Rt.N 

41111P
2  0 7-1 

H 
(7-a) R1-N 

H OH 0 
Ri-N R 

(1-a) 

ill Hal 
R2 

7-2 

(7-13) A*-147 

[0101] (Arri, 	R 1, R 2, 	A, 	H a I t_EFELITA 12 --eZ. 	P 26, 	7 i ) - 11/ ft7ER 

a 1 0 qiita71 -  [7°Q5- 	5-  4 V' 	)1/ —'7° 	4 	—)—v7J- 	fJ 	:> 

J-t:> Z 	(Protective Groups in Organic Synthesis) M4*, 	:')J 	r, 

-f 1) - 	7i K 	It 	X (John Wi ley & Sons, 	INC.) 	VAC c, ) 

A (7 — a) --e -,3_q't.ZiLatOpqiita (P 2) 	, —Nrvgalz-c-11,q,1 - 

Z [7°1=15-  5-  4 1 	)1.-7° 	4 	t —t=v 	:> -t:> 	(Prote 

ctive Groups in Organic Synthesis) M4§, 	:'JJ 	r, 4 1) - 	7 	F 

it >' Z (John Wi ley & Sons, 	INC.) 	VAC c, 	) 	L.' L t:.= ck tj A 	(1 — a) 	--e 

-,3_q't.Z 'tat V4I  Z a.' Le-- Z (T 	7— 1) . 
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etc, 	A (1 - a) -C -,3_g-t.ZIE-att, 	A (7 	b) --e -,3_g-t.ZIE-alt 

ti=i0N734.14KLLtc,1, ARIE7EACE110---CL Ki=i*In-Zz:Lt:.:(tt,) 

141 Z a.' L t --(' 	Z (_f' 7 - 2) 0 	tc, *ifiU, 7.KRIEJ-  I- 'J 'J lx, 	'0 

'Jr, ,) r,.zAa)ita/v±-F, Otd-  I- 	-Lx. gR7.1KAt I- 	 ARIE7EACEIlkiNZ 

51- W 0 2 0 0 6/0 2 1 8 8 6 1-41 0R,Eili,o)511,:.-_,It.D -C-41-0-Z a.' L 

t) - Z0 

[0102] A (2 - a) --e -,3_q-LZIE-alt0 -3t, A (8 	f) -C -,3_g-t.ZIE-altt 

, 	*-1.1, 8 t:.-.7 --awl--etk4.,3. - z a.- Le-- Z0 

[0103] [1E23] 

,R4 
N
h5 
	(1-b) 	 (841

) 

y )
n 
 	R2 	_O 

R2 	L5 	HN H2N AI 	HO 	 H2N 
■ 	

io 
..R4 	 0 	4 opi 	111111-1-1P  OH 	8-1 	02N 	 8-2 	co 	• 	N-R  

R5 	 R5 
(8-a) 	 (8-c) 	 (8-e) 

R4  
IN: 

n 	R5  
-11.- 	HN * 

Et-3 
R2  

(8-f) 

[0104] (Arri, 	R2, 	R4, 	R5, 	rit_h,ELITAUTZ0 	1_ 56, 	ti.AE,, 	9...E. 

, 	Rl,L Ki=i*a71... 	) 

A (8-c) -C -,3_g-t.ZIE-att, A (8 	a) -C -,3_q-LZIE-altLA (1 

- b) --e -1/435 4-LziLat LoAgaZa)A-4-F14 Z z: Le--e 	Z (if18 - 

1 ) 0  z_.- a.----ey6gaZLt, Tf'i' 1 - 1 L HooartAeti64-Lzo 

[0105] A (8-e) -C -,3_g-t.ZIE-att, A (8 	c) -C -,3_q-LZIE-atLA ( 

8-d) --e -,354-LZIE-altL0D7Z KlEaZ6:.-_ --C1'41 Zz:Le- Z (if18 

-2) 0 L 5eYEARRtAI;50`)t'i'a, 	3tft'74Pgrri, igia/vITRt 

4-r/v±-F, tli. -  Z a-  Le--- 	Z O 	L 5eL Ki=i*a--C'ZtiI-a, 	01:1--e 

ZU/707Z KiLazt:_ct (,),Ikli -Z a.' L e--e 	Z0 a.' L'T7Z KlEaFt,L 
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a, 	117.10g-aAIJCEllotc5Iet164-t.Z. 117.10g-aALl6:.-_, 	1 -i)1,- 

3 - (3 -))1/ 77 Z i 7°1=IL° )I.) t )1/t 	4Z K • YERZ, 	:' ) 	C1/\ 

* 	)1/t)i/t 	4 Z K, 	i 7= =)1/7J7J=)1.-J7 	K, 	t)1/7J=)1.-f Z Y 

NI-)1/ 7561 6 41., 	051,:.-_Pi.3 1.; --C 1 - L Ki=i* 	V I- I) TV-A., 	L 

Ki=i* 	4, Ka)3tftlEAIJCElloZ 

-Ca, 	:')1=11=1)< 51 	, 

:'))<)1/7J)1/1A 7 Z K, 	5 

a Le--e_k Z 0 azgaL L, 

1=11=i7J/1/1A, 	1 , 	2 - :'J 	1=1 1=1 i ,9', 	N, 	N - 

1-7 L Ki=i7 7 i, :')7J- *It J, 	Hi.' J, ElIFR 

i)1/ 	-\b, -t.41.60MagPlet1641.Z0 	'Low, ziacEllo-c4---) a- 

Le-C_k, ziaaAL I., --C a, 	I-') i 	J1.7 Z J, 	4 V 7°CI EA.' 	J1.7' 

Z Jo)V-*77 -.Z 	ffi, 2 -i/l/iN*1J-  Jggid-  Imo') r, IA, 	2 -i)i,/\* 

It 	OgrOJ I) `,1,,, a)VMOVE, gOgrOJ I) r,1-x0),:,:KAitiael,f 6 tt,zo  

aza- 5 0 tiP 6 	itAgga)AAITMT"ff 	a' LIY -C_k yap 

[0106] A (8 - f ) --e -,3_q-LZIE-ata, A (8 - e) -C -,3_q-LZIE-ata)EFR 

gUrri, AIVIT, 3iitfEaFt6- C14Z a LeffiZ  (if18 - 3) 0  

A (7 -a) -C -,3_q-LZIE-at, RaA (7 - b) ---etql.ZIE-alta)-3t 

, 	A (9 - d) -C -,354-LZIE-alta, 	*-.t.,, 9 6:.-..71 --aWITI.'-'3Z a' 

Le--e_kZo 

[0107] [1E24] 

H 
R" 	 0 ro (2-b) 	fl 	R, 0 	(9-d) 

H2N 
Ai 
	R2k5 

N 
N 	H 0 

R-  is 	
L3 	o 

02N Iri 	9-1 
02N 	 9-2 	

R'. 
02N 

*I 
 

(9-a) (9-b) 	 (9-0 

H 9-3 
Ai-N e  

(94) 	1N. NH2  
0 	 0 (9-h) 

A 	
H 

R- 	H 	Ri_Nr° 
H 

40 O 	 L 	
9-4 

HN N I* 
r 	

9-5 	
/1. 

02N 	 Ft2 	N 

(9-e) (9-g) 	 (9-d) 
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[0108] (Arri, 	R 1, 	R 2, 	L 3, 	L 5 t_hELITAU--ez,, 	L 66, 	i\i=02 4;5V-c_-(, 

1gtaT1atat7i)-11/t7.KO71... qgtat, J. 	F. 	W. 	Mc0 

mie a, 	Protective Groups 	in Organic Chemistry., 	8cktn. 	W. 	Greene 

&OP. 	G. 	M. 	Wutsa, 	Protective Groups 	in Organic Synthesis. 	t:gBa 

tql.--C o ZIAJEllrlgtsqaa71 l„ 	z.:41.6C,11 oz-q!NRWIqiiN ,'ff -3 z: 

A ( 9 — b ) -Ct-,3_4-t. z tat (,, Tf'1' 8 — 2 LP100)11,:.-. ck (,) , 	A ( 

9 — a) --et-1/4354-LZIE-altLA (8 — d) --Ct-1/4354-LZILatb\614Zz:Le 

ffiZ 	(T 	9— 1) o  

A (9—c) ----et-,3_q-LzfEatt, Tf12— 1 LP100)511,:.-_,t (,), 	A (9 

-b) --et- ,Z1L-atLA (2 — b) ---et-1/43stLZIL-atiP6MZz:Leffi 

Z (Tf19 - 2) o  

A ( 9 - d ) -et -,3_ 4-Lz1E-at6, Tf'1' 8 - 3 LP101011,:.-. ck (,) , A ( 9 

—c) -ettg-LZIEaltVAL-C-1141 Za.'LeffiZ (T 	9-3) . 

A (9 - g ) -et -,3_ tt, ziLat (,, T 	2-1 LP100)511,:.-. ck (,) , 	A (9 

-e) --ettg-LZIE-atLA (9-f) --ettg-LZIE-alt75\614Zz.:Leffl 

Z (Tf19 -4) o  

[0109] A (9 -d) --et-,3_4-LziE-att, 	3tft'74PIrri, 	AE 	7J-  JOgrd-  I-') r, 

X4 	1, A (9 -9) --ettg-LZIE-altLA (9 	h) --ettg-LZIE-alt 

olViLaZt:.-_ --C14Zz: LeffiZ (Tf'1'9- 5) . 

[0110] A (7 — a) --ettg-LZIE-alt, Rl,A (7— b) ---ettg-LZILata)-3 

t, A ( 1 0—b) EzVe ( 1 0—c) -Cttg-LZILatt, 	*-1.,. 1 06:.-.. 

71 --aWIT,TCZ a' Le-  C ,Z. 

[0111] 
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[1E25] 

	

H 	(2-b) 

	

R,...N 	 H 	 H ro Ri-N., 0 	
Ls 0 	H L3  

(N R
......N 	

fiN 
	*

L6 N * 	 * 
j.,.. 02N 	 R2LN 	

):-...N 10-1 	 10-2 	R2 	N 	 R2  

(9-b) 	 (10-a) 	 (10-b) 	 (10-c) 

7* — L,1 o 

[0112] (Aiti, 	R 1, 	R 2, 	L 3, 	L 66_h,ELFAUTZ. ) 

A (1 0 — a) --e -,3_4-t.ziE-altt, 	Tf'1' 8 — 3 LP100)51(,:ckt'), 	A( 

9 — b ) --C -,3_q-LZIE-E'lltVA 1, -C1'41 Z a'. LeffiZ 	(Tfl 1 0 — 1 ) c, 

A (1 0 — b) a tie ( 1 0—c) ---e -,3_4-t,ZIE-altt, T 	2-1 L FA a 0) 

516:.-.. ct (,), 	A 	( 1 0—a) 	--e -1/4354-LZIE-altLA 	(2 — b) 	--e -1/4354-LZIE 

[0113] 

alt75`614Z a'. LeffiZ (ifi' 1 0 — 2 ) c, 

A (7 — a) --e -,3_q-LZIE-alta)-3t, 	A (1 1 	f ) --e -,3_q-LZIE-alt 

(,, 	*-1,.1 1 t:.:71 --L`WIT,ITZZ:LeT,Z. 

[0114] [1E26] 

l'' 	* d 	OP  
p2 	 p.1., N 
	

* 

	P2 	

(

n

1

2

1 _G

il 	

pz. 
N 	410 N 	 _go. --00" HO, 	"-- B 

11-1 	OH 	 11-2 	R2  

(11-a) 	 (11-b) 	 (11-d) 

H 	u-b) 
R  1 -N 	0 	H  

p2 	
R  1- N 

HN 	 *  La 	 i 2  * _i... 	N 
 

11-3 	R2 	 11-4 
(11-e) 	 (11-1) 

1 74 —1x11 

[0115] (Aiti, 	R 1, 	R 2, 	P 1  , 	P 2, 	Ha 	I, 	L 36_EFEL PI 12 --C'sZc, 	) 

A ( 1 	1 — b) 	--e -,3_q-LZIE-altt, 	3tft'74PIrri, 	A ( 1 	1 	a) 	--e -,3_ 

4-LzIE-altt6:.-...%-ezmi7ovm-a3 	EilkiN -c 	'') =714:3A 
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, VA') 	r,./-xiit.AU.:Vgc,' 1., tc: Ot, 	') )( 	JI/t 1, — H ') 1 	JI/t 

1, — H 	Imo ')-' — ±L1,—  	--0141 Z L.' L e ffiZ (T fl 1 

1 — 1 ) 	o  

[0116] A (1 	1 —d) --C -,3_q-LZIE-E`itt, 	A (1 	1 	b) --C -,3_q-LZIE-altL 

A (1 1 — c) --C -,3_ tt.ziE- A,)— -A-A 	1=1 Zt v 7°') J7‘aliL3--C1'41  

Z a.' Le--C,Z (if'1' 1 1 —2) . tit*--A-A 	1=1 	t v 7°1) J''a),t.30)8, 

MOigfitmu, 	Chem. 	Rev. 1995, 	95, 	2457-2483. (,:.:R,ffl -,_ tt,Z,, 

[0117] A (1 1 — e) --e -,3_q-LZIE-att, tat ( 1 1 — d) oq,ita P1 

t6:.-..%--ezfEi7a)VM-a51 [7c1=15- 5-4 1 	")1.-7°X 	4 

7j-  —t= v 	:> J-t:> Z (Protective Groups in Organic Synthesis) 

4 §, 	:'JJ 	r, -I 1) — 	7 JK 	It J X (John VVi ley & Sons, 	INC.) 0 

ig] CEHO-Clt -Z L.' Lt::_ck t'it-k,u ‘Z L.' L7Y-C_kZ 	(ifl 1 1 —3) 	c, 

[0118] A ( 1 1 — f ) --e 	-,3_ tt, z IL -a t6 , 	Tfi' 2 — 1 LP1Oloat:.-_,t t,), 	A 

( 1 1 — e ) --e -,354-t.Z1E-atLA (2—b) --e -,54-LZIE-atb\61'41 Zz: 

LeffiZ 	(if'1' 1 1 — 4 ) . 

[0119] A ( 2 — a) --e -,3_g-t.ZiEalta) -3 t, A ( 1 2 	e) -C -,3_q-LZIE-at 

(,, 	*--/-,. 1 2 t:.:71 --L`WIT,Tk4.'  	Lee—   C 	Z. 

[0120] [1E27] 

(1-b) 
R4 p4 

n 	'R5 (/ 	N  
,3 	 P. 

 N'14 

Ns  
R5 

I 
PA

N 
	 HO 	 N H A5 O ®

s 
 % 

HO-
B 

/lp 

12-1 	 12-2 	
off 

(12-a) 	 (12-b) (12-c) 

,n4 	 T' 

R2-Hal 	
N 

sR5 	
N 

=t5 
C11-0 	P 	O * •.. 	N W 	 _N. HN 

12-3 	R2 	 12-4 	R2  

(12-d) 	 (12-e) 

,A.-1,,12 
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[0121] (A*, 	R 2, 	R 4, 	R 5, 	n, 	P1, 	H a I a_EBBLITA U-C'sZc, ) 

A (1 2 — b) Tttg-LZIE-ata, A (1 2 — a) Tttg-t.ZiLatLA 

(1 — b) Tt-:54-LzfEat LOY6KaZoDA-4-FTZ a Le--C'Z (_fl 

1 2 — 1 ) c, a.' Z:TY6Kag3La, Tfl 1 — 1 LI700)ag.37514641.Z. 

A (1 2 — c) --et-,3_q-Lztata, Tfi' 1 1 — 1 LP10051t::_c4z t'J, A 

(1 2—b) Tt-,3_q-LZIE-altVAL-C1'41 ZZ:LeffiZ (Tfl 1 2-2 

) 	o  

[0122] A (1 2 — d) --et-,3_41,ZIE-alta, 	Tfi' 1 	1 — 2 LITA00)(,:.= ck t,) , 

A (1 2 —  c) Tt-,3_q-LZIE-atLA (1 1 	c) Tttg-LZIE-alt75\614 

Za'.LeT,Z (if'i' 1 2 -3) . 

[0123] A ( 1 2 — e) --et -,3_ tt, z IL at a , Tfili 1 1 - 3 L HO® 	j 	t:.-.. ct t'), 

A (1 2—d) Tt-1/4354-LZIE-atVAL,--C141 Za.'LeffiZ (VI 1 2 — 

4) o  

[0124] 

	

A (7 — b) Tttg-LZIE-ata)-3t, A (1 3 	e) Tt-,3_q-LZIE-alt 

a, 	* — Ix 1 3 (,:.:7T --aWIT-IklZ `Le—  C 	Z. 

[0125] [1E28] 

(13-b) 
N_ H2N 	

HN 	\ i 	Hal H2N 	N 	R2  = 

-IIII.'  I 	Ha l 
Hal' 	Hal 	13-1 	 13-2 	

Rz 

R 
(13-a) 	 (13-c) 	 (13-d) 

H 	(2-b) 

RI-Ns,,D 

H 

1,‘  
L3 	 N_ 

13-3 	
N   	Hal 

R2  
74- —1_41 3 

(13-e) 

[0126] (A*, 	R 1, 	R 2, 	L 3, 	H a I ahELP1  UTV,), 	H a I ' 	% I,$ 

71,,, 	) 
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A ( 1 3 — c) --Ct-,3_4-LzIE-att, T 	5-1 LP100511,::_ck t'), 	A 

( 1 3 — a) Tt-,354-LZIE-atLA (1 3 — b) Tt-,54-LZIE-atLO)t5R 

[0127] 

-nr; 	1=1 	t v 701) J''afit.7\ --C•f'41 Zz._'.LefflZ 	(ifi' 1 3 — 1 ) c, 

A ( 1 3 — d) --et-,3_4-t,z/E-att, 	tij ,,L, 	t e r t-1-:>K, 

t 	I) r,lAil-*K0)77 )1/t 'J kx4E-atozia/v±-F, N —)<JI/E 

'') 1J (N M P) , 	DM F, 	T H F, 	DMS 0 	1g)3t,[t'74Pgiti, A ( 1 

3 — c) Tt-,354-LZIE-altb\6141 Zz:LeffiZ (VI 1 3 — 2) o  azi, 

2275\ 6 aliWg*DAA113dT"ff 7 a. LeT 	Z . 

[0128] A ( 1 3 — e) --et-,3_41,ZIE-att, Tf'i' 2 — 1 LPlea)at:.-..ct t'J , 	A 

( 1 3 — d) Tt-,354-LZIE-atLA (2 — b) Tt-,354-LZIE-altb\614Zz: 

LeffiZ (if'1' 1 3 —3) . 

[0129] A ( 7 — b) Tt-,3_41.ZIL-alta)-3 t, A ( 1 4—e) -et-,3_4-t.z 1I 

(,, 	*-_i_,, 1 41,:.-.71 --aWITtkai -Z z.: Le 	Z. 

[0130] [1E29] 

(13-b) 

— 	 H2N 
H2N 	 R2— H2N 	 Hal 

a/ 	H I 
N 	 14-1 	Hal' 	N 	Hal 	14-2 	R2 

(14-a) 	 (14-b) 	 (14-c) 

H 
 (2-b) 

Fi l̀ Nr0 	H 
— 	Ri-N,

ro 
 

HN 	/ 	Hal 	 L3 --Yr- 	
CN N 	---Pw• 

14-3 	R2 	 14-4 	
\ 	

IN
/
I 
	Hal 

R 
(14-d) 	 (14-e) 

4—LI:14 

[0131] (Arri, 	R 1, 	R 2, 	L 3, 	Ha I, 	Ha l' 	t_hgaL FA U -C'sZc, 	) 

A ( 1 4 — b) Tt-,3_q-LZIE-att, / \ pit 	'ILAI_IL 3Rrafflitlat\ -.35 -ft 

ZZ:Lt::_ck 1'J, A (1 4 — a) Tttg-LZILat75`61'41 ZZ:LeT,Z (i 

fl 1 4- - 1) 	. 	:. :. T3RirdiMitlar,i.3t, 	3tft'74PII=1:1 	tz-_- 1, ,RgPlt:.-_ -C, 

R41±-FV-c_64-r#11-F, YEA, 9.A, 	r, A t L<6 N - 	1=11=1 	/ \ 	R 
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4 ,---:-:'. K, 	N-11=1,\Ml..-( -....i-. K, 	N——Ki\ggl. .-( zz...-•, K0),\Dit 

'ILAIJ4/±T, 0 0011-3d-gPIOAA11-3d021A-ItTTAE41-Z0 3al: 

EtAait,08,Ttn4111Ea, 	7c' ,),N7 	7J--)1=v 	1-77 A- 

-)<-:> 	J Z 	-tt 	K 	i52  4 :> 	J 	(Comprehensive Organic Trans 

formations Second Edition) 	1 9 9 9*, 	:')J 	r, -I 1) — 	7 J F 	It 

[0132] 

Z (John Wi ley & Sons, 	INC.) VAC 	(:.:R,ffl 	L.' Le--e,Z,, 

A ( 1 4-c) --Ct-,3_4-LzfEalta, Tf'1' 5 - 1 L Pleoat:.-..ctt'), A 

(1 4 — b) Tt-1/4354-LZIE-atLA (1 3-b) Tt-1/4354-LZIE-atLOt5R 

[0133] 

-mg 	1=1 	t v 7°') J'‘afit.3-C•f'41 Z z.: L 7YffiZ 	(ifi 1 4 - 2) c, 

A (1 4-d) ---et-,3_41,ziLata, 1ii1 3 — 2 LP100)11,::_ck (,), 

A (1 4 — d) Tt-1/4354-LZIE-altb\614Zz:LeffiZ (Tf'1' 1 4 — 3) 0 

[0134] A ( 1 4 - e) -et -,3_ tt, Z IL-at a, T fl 2 - 1 LP141011,::_ck t,), A 

(1 4 - d) Tt:354-LZIE-atLA (2-b) Tt-1/4354-LZIE-altb\614Zz: 

LeffiZ (if11 4 -4) 0 

[0135] 

[0136] 

A (7 - b) Tttg-LZ4E-alt0-3t, A ( 1 5 	f ) Tt-,3_q-LZIE-alt 

a, 	*-1_1, 1 5 (,:.:7 --aWIT-Ik4.u Z a Le--C,Z„, 

[4E30] 

(1 5-b) 

O 	 H2N,Fii 	 0 H 	 H 
N, 

—111" R2 	 R , . 	 R2 
15-1 	 1 5-2 00 	 Br 	0 

(15-a) 	 (15-c) 	 (1 5-d) 

(15-e) 
H 

NrZt::: 	R,..N 

H2N 	Hal 	 — 
N 	Hal 

I 
15-3 	R 	N 

(154) 	 7,$—/),15 

[0137] (AI*, 	R 1, 	R 2, 	L 5, 	Ha I a ±ELITA 1.;"-CZ. ) 

A (1 5 -c) --Ct-,3_4-LzfEalta, Tf'1' 8 - 2 LP100)(,::_ck t'), 	A 
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1 5 —a) --e -;_g-t,z1E-atL -cj-R. -z7z 	(1 5 —b) 75\ 614Z Z.:Le 

--eZ (VI 1 5 — 1 ) . 

A ( 1 5 — d ) •-C -.354-LZIE-altt, 	A (1 5 	C ) 	--e -1/4354-t.ZiE-altui 

itiEgA, 	1=1 1=1 7J)1/1A, 	i=i 1=1)< 5' 	1g)3t'ht'74PII=1=1, 	ALa.,‘-,35 

-ft --C1'41 Z a.' L e T 	Z (ifi' 1 5 —2) o  

A (1 5 — f) •-C -.354-LZIE-altt, 	7 - --'))1'. 	ig i -)1., 	DM F 

03t'l't'74PP:1=1, 	A ( 1 5 — d) -C -,3_g-t.Z1E-alt L A ( 1 5 — e) •--e 

-1/4354-LZIE-ata)aitATI4Z a.' LeffiZ (VI 1 5 —3) o  

[0138] A ( 7 — a) -C -,3_q-LZIE-alta)-3 t, A (1 6 e) -C -,3_q-LZIE-alt 

6, 	*-1.1, 1 6 t:.-.. --awl--etk., z a.- L e•-  Z. 

[0139] [1E31] 

(16-b) 
0 	p2 	NI  H2 

P2  
p2 

6 	R2,1411 	H CI 	kli 	
0 HO 	 R,  -N 	di  io O  _,.. 	 _i,.. 

0 
HN,  

R2 

(16-d) 

Hal 	 16-1 	 Hal 	4111g49. 	16-2 

(16-a) 	 (16-c) 

H 	(2-b) 
R1- N,,,a  

	

4, 	R' 	0 	0 
L3 	HN _,.... 	

40 

	

16-3 	 N 

	

R2 	 JA1 6 

(16-e) 

[0140] (Arri, 	R 1, 	R2, 	L 3, 	P 2, 	Ha 	I 1, _hilEL liAl.;"-C Z. ) 

A ( 1 6 — c) -C -,3_q-LZIE-altt, 	A ( 1 6 — a) -C -,3_g-t.Z1E-alt 

1=1 1=1*)1/Arria) D m F arft*if i) )1, 	1=1 i) K, Rl, 	I- )1/i 	1=1:1 101-11E 

7J-=)1/LaFt\ -:5 -t-TR/\1=01Etio14-12tKL 1,A1-1, A ( 1 6 —  b) ---e -:5 

tt. Z L K7 	,fE-alt L 0)7 z KiLazt::_ct (')141 Z a.' Le-  - C ' 	Z 	(Tf'i' 1 6 

— 1 ) o  

[0141] A (1 6 — d) 	--e -1/4354-LZIE-att, 	A (1 6 c) •-C -.354-LZ tato 

31 --ea),,)1,7 	aFt,---eiti1E-1/43541.141Z a.' L7 --e 7 	(Tf'i' 1 6 — 2) o 	r, 
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)1,7ar,t.3t:.-.134 - zamoig4luqu, 	Ley, 	S. 	V.; 	Thomas, 	A. 	W. 	Angew. 	Chem 

., 	Int. 	Ed. 	2003, 	42, 	5400-5449. 6:.-..R,ffitql,14Z. 

A ( 1 6 — d ) --e 	-,35 tt, ziE at (,, T 	2— 1 LP10051(,::_4k (,), 	A ( 

1 6 — d ) --e -1/4354-LZIE-altLA (2 — b) --e -1/4354-LZIE-altbN 614Z a L 

effiZ 	(Tf'1' 1 6 — 3) . 

[0142] A ( 7 — a) --e -,Lq't.ZIE-alto)-3 t, 	A (1 7 	g) --e -,3_q't.ZIE-alt 

(,, 	*-1.1. 1 7 t:.-.. --awl--etk4.uz a.- Le 	Z. 

[0143] [1E32] 

(17-b) 

R bO 	 (15-b) 	H  
P

2 	 Ri-N 	0 
OR° 	 R  i - NH 2 

H2NTy1  
-low

N 	p2 N ...,' 	17-1 	 17-2 	 \gyp  

(17-a) 	 (17-c) 	 (17-d) 

H 	 H 
(17-1) R 
Rz_mt  

)110.♦ 	p2 	•••^•-iMo• 	 ♦ 	p2 
y  17-3 	 NO 	17-4 	

, 

Hal 	 R2  

(17-e) 	 (1 7-9) 

7.-J.317 

[0144] (rte, 	R 1, 	R 2, 	L 3, 	P 2, 	H a I 1,_E,IBLITA12 --eZ,, 	RIU, 	C1 _5 7-1/1/* 

)1/7T -o 	M t (,, 	t 'y 7° ') 	"aFt,----ejEll 0 641.ZkMIgtc_- (, kM7;5 

-J-7it.„ 7 ,,,ixaFt,Ali, AttRazAii, *,,mxt*,,mi5-)1,e 

eaLtc_-*,,AazAii, 	zaFt,Ameti64-t.zo ) 

A ( 1 7 — c) --e -,3_q-LZIE-altt, 	1 , 	2 —)< 1-* :>i'9' 	, 	i,9') 

—)k 	T H F. 	DM S 0103tft'74PIrri, 25EitctiCA,03ZAt/Jtcl'.5n11. 

6:.:81,\ --CA 	(1 	7 —a) 	--e -1/4354-LZIE-altLA 	( 1 	7—b) 	--e -1/4354-LZIE-E`i 

t Loazt: ct (')141 Z a.' Leffiz (VI 1 7 — 1 ) o  

[0145] A ( 1 7 — d) 	--e -1/4354-LZIE-att, 	3tft'74PP=1=1, 	itilLi)1,77)1/z 

=',1A4/±-F, 	A ( 1 7 — c) 	--e -1/4354-LZIE-altLA ( 1 5 — b) 	--e-1/4354-t. 
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Z7Z J1E-altLo7z KiLazt::_ct t'il'41 Z a'. L efflZ (Tf'1' 1 7 — 2) 

0 

[0146] A ( 1 7 — e) --e -,3_g-t.Z4E-att, 	A ( 1 7 	d ) -C -,3_g-t.ZIE-alt 

i\i=o2 fEALIL3R.Rivtlar,i.3-,3-tz z_-.Lt::_ck (04Z z.:LeT,Z 	(Tf'1' 1 

7 -3) . i\I=02 4LAIJLL, --Ct, YEA, 	A, 	r,A, 	N-I=H=1/\ 

K, 	N —11=1/\ 	Nt.-f z K, 	N—— K/\R-r.:z K 7,3 (j,  

641.Z. 

[0147] A ( 1 7 — g) --e -,3_g-t.Z4E-att, 	A ( 1 7 	e ) -C -,3_g-t.Z4E-altL 

A ( 1 7 — f ) -C -,3_g-t.Z4E-a!ttLOVEE1-/J\t -5-  4 )1. 	1=1 	t v 7° ') 

ar,i.3-\Dtit*- A' A 	1=1 	t v 7° ') 	aiii.3--C1'41 Z z.: L eT 	Z 	(if'i' 1 

7 —4) . VEIEI-d\t -5-  -I )1/ 	1=1 t 'y .7° I) 	''arz‘opaTtrligiumu, A 

ngew. 	Chem. 	Int. 	Ed. 2004, 	43, 	4704-4734. t:.-.R,ffi -,3_41,Z 0  

[0148] 

[0149] 

A ( I ) -C -,3_g-t.Z4E-ata)-3 t, 	A ( 1 8 	g ) --e -,3_g-t.ZiLatt, 

*-11. 1 8 t:.-.7 --aWIT-Ik1Z a'. Le-  C ,Zc, 

[4E33] 

0 	(18-b) 
jLI-3 R2 	0 	N—P1 	 HN 	N —P1  \ 

N —P1  —ill" 	 --i- 
18-1 	 18-2 	R 

R2  
(18-a) 	 (18-c) 	 (18-d) 

H 
RI'N`r0 	H 	 H 

(2-b) 	C 	R 1-  N 	 R  1- N 

L3  
—lir 	 N—P' —11°' 	 NH 

18-3 	 18-4 
R2 	 R 

(18-e) 	 (184) 

(18.9) 	 (1-f) 
Li 	L2 	R4 	H 

*1...../i
n 

 H1‘.1,_ 
5 
	R 1" N 	 R5

N —R4 
R  IP' 	

4411 18-5 	 N 
 

(18-h) 

7A —L1 8 
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[0150] (A*, 	R1, 	R 2, 	R 4, 	R 5, 	n, 	L 1, 	L2, 	L 3, 	Pia_hELFAUTZ. ) 

A ( 1 8-c) Tt-,3_q-LZIE-alta, A ( 1 8 -a) Tttg-t.ZiLatt:.= 

El=1 1):'))lriA_. 	iT 10)alic3tftlEl,tz-_-,1(,:.-_, 	N , 	N -:'J-f V 7°1=1 E 

)1,i)1,7-, z 	a)lizA/v±-F. 	A (1 8 	b) --Ct- ,ZIE-alt)iFIA.--C 

1141 Z a LeffiZ (ifl 1 8 - 1 ) o  

A ( 1 8 - d ) --ettg-LzfEata. 	3tft'74PIrri, Ei'FR77 =,,IA4/± 

-F, A (1 8-c) Tt:354-LZIE-ata)ittaZt:::-CAZa.'LeffiZ (I 

fl 1 8-2) . 

A (1 8-e) --et-,3_4-t,z4E-alta, viii 2 - 1 LPlea)at:.-_,t t,) , 	A ( 

1 8-d) Tt:354-LZIE-atLA (2-b) Tt-1/4354-LZIE-altb\614Za'L 

effiz (viii 1 8-3) . 

A ( 1 8- f ) --et-,3stt,ziLata, Tfill 1 -3 LP14051t: ct t,) , A 

(1 8-e) Tt:35 tt.Z4Lata)li4 gi-C141 Z a L effiZ (VI 1 8-4 

) 

A ( 1 8 - h) Tt:54-LzfEata. T 3tft8Pli=1=1, 	N , 	N - i 4 V 7°1=1 E 

)1/ i 	)1/ 7 7  Z 	a) itia#1±-  F , A (1 8 	f) Tt-1/4354-LZIE-altA (1 

8 - 9) Tt:354-t. z tat t:.-. --c.  77 )1/*)1/1E I., kW:, 	-,1-17t‘ 	Z A ( 1 - f ) 

Tt-1/4354-LZ7ZIE-alt)iFIA_Za.'L-(141 ZZ:LeffiZ (VI 1 8 -5) 

0 

[0151] A (9-d) Tt:354-LZIE-ata, 	*-.z.,, 1 9 6:.-.7i --awI--etk4.u3. -z 

[0152] 
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[1E34] 

pz.0 
i 	 0 	 0 (19-d) 

(19-b) "NH2 	,0,11,1 	 R2 .11"H 	P3---0  

Q 7.N 	 19-1 	 19-2 	 N 	\ 

02N 

(19-a) 	 (19-c) 	 (19-e) 

HC 	 R,„...NH 
(19-g) 

 \  19-3 	 19-4 Ni  

(194) 	 (9-d) 

2A-13,19 

[0153] (Arri, 	R 1, 	R 2, 	1_ 6(, ±,ELFAL;-ezc, 	P 3 6, 	t)i,t*:»i/aoqEsa 

7J -c, 	qEitat, 	J. 	F. 	W. 	McOmie a-, 	Protective Groups 	in Organic 

Chemistry., 	8 ,:t rfT. 	W. 	Greene aVel). 	G. 	M. 	Wutse, 	Protective Gro 

	

ups in Organic Synthesis. 	6:.:EatqlTOZIME111<91:4:qaa711.,, 	'Lt. 

6 	PIO -CqiitRtN,qiit''ff -3 a' LeT ,Z0 ) 

A ( 1 9— c ) --C -,'_4-t.ziE-altt, 	Tf'1' 9-4 L Holoat:.-_,:t (,) A ( 

1 9—a) --e -,Lq't.Z1E-atL A (1 9 — b) .-C -,Lq't.ZIE-altck (04' 6 tt. 

Z 	(if'1' 1 9-1) 0  

[0154] A ( 1 9 — e ) --e -,Lq't.ZIE-altt, Tf'1' 9 — 5 LFAeoat:.-_,t (,)A ( 

1 9 — c) --e -,Lq't.ZIE-altL A ( 1 9 	d) -C -,3_q-LZIE-altck (04641. 

Z (Tf'i' 1 9-2) 0  

[0155] A ( 1 9—f) --e -,3_q-LZIE-altt, 	A ( 1 9—e) .-C -,3_g-t.Z1Ealt0) 

4P4: -,Z (Tfl 1 9 — 3 ) 0  

[0156] A ( 9—d) --C -,'_4-t.ziE-altt, 	Tf'1' 8 — 2 L P100)11,:.:ck (,) A ( 1 

9 —  f ) -e -,3_q-LziE-altLA (1 9 — g) -e,_q-LziE-alctt'Jl'41 64-LZ 

(Tf'i' 1 9-4) 0 
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[0157] A ( I ) -e -,3_q-LziE-alt 0 -3 t, 	A (2 0 	b) --e -,3_g-t.ZIE-altt, 

*-11, 2 0 (,:.:7T --aWIT-IklZ L.' Le 	Z. 

[0158] [4E35] 

H 	FEN 	Y —R 	 H 

n1 	R aN  

(20-a)  
N 	 r•,1 	\ 	Y—R 

2.1.---* 	 1 R 	N 	 20-1 	 R 

(9-d) 	 (20-b) 

[0159] (A*, 	R 1, 	R2, 	R7, 	L6, 	Y, 	n 1 6_higELI7 1.; -"CZ. 	) 

A ( 2 0 — b ) --e -,3_g-t.Z 'tat (,, A (9—d) --C -,3_g-t.Z4EalttLA 

(2 0 —  a) --e -:54-t.Z7Z 	'(E-alt13\6, INAMMIPICE11 0 tc 7 Z )1E 

azt::_ct t'J 14' 6 tt. Z a.' Le ,Z (VI 2 0 —  1) . INAMMAIPI C'Il 0 tc: 

7 	)4Eav:134Z8,Ttrligfts,tAngevvandte Chemie, 	International. Edit 

ion 	(2008), 	47(34), 	6338-6361. fSEt:.:R,ffitg-t.Z. 

AJAR 
[0160] Jt-F, OVN, 	RI tnitERIN 	tfr *ft 13/1 	% t:: IX KH t:: tA 13/1 	Ze 

, L.' 41,6 1, *ftlE9]ViTtl-Z t CY-NV-S. < , etc*RH91o) 	#tom  it,N, LtS0 

#TA74E-,3_ -t. "-Ct ,:t O. 

vN, -41-04:.-.1-30-z-, wiflomsz,a) [Phase 	Separator 

J LtBiotage#0)1SOLUTE (AfgRti) Phase 	Sep 

aratorTZ. t7101=17177-f —10EHL-ClitlILtclit--0) [ 

SNAP 	Ca rtri dge 	KP—NH] (,:.-iBi otage#SNA 

P 	Cart ridge 	KP—NH, 	[SNAP 	Cart ridge 

KP—Si 	I] t::_tBiotage#SNAP 	Cartridge 	KP 

—Si 	I, 	[SNAP 	Cartridge 	HP—Si 	1_1(,:_tBiot 

age#SNAP 	Ca rtri dge 	HP—S i I, 	[Ch romat 

o rex 	NH] t:.-..tit ±:>'):>774E*#-TM=17 	1, v 	()Re ifAT, ) 
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N H, 	T L C7'1,— 	N H (a±:>'):>77#'1.u) CE111,\LMg1=17 	7 

7 -f — ( T L C ) . 	etc, 	:> I) t it ) 1/60, 	:>')th2 /1/60NL6, MAIL 

* (T) 	/3\ 6 	11N -1 /435 tt:r 0 Z 	I) j it/l/ 	1 	111l,tcc. 3E[R-Sig 	1=17 	7 

74— (P TLC) 	1 	/E11L -Clitlzi Ltc(it--U:.-i)01/#:>')th2 /1/60 F 254• 

20 c mX2 0 crniCEIlLitc, a2kIODIE0)[31Mt 711.1=17 l774 

— J t::_tWaters 	Sunf i 	re 	prep 	018 	OBD, 	5. 

0µ,m, 	030x5OmmVL- 6YMC—Actus 	Tr iart 	Cl 

8, 	5. 	0µ,m, 	030x50rnmllok- c, 

J-;t-FoOVN, -AtftiNifigaaaA-IN,;52 	,9' tv-;t-Fog]sir/fIN,;--elsirif Lk. 

NMR 	HI.: Ei*ro:# J NM—ECA600 (600MHz), H 

*ro'.# J NM—ECA500 (500MHz) , Va r i a n#UN I T 

YNOVA300 (300MHz), Va r i a n#GEM I N 12000 

/200 (200MHz) 

MS 	HI.: aviLCMS-2010EVZIAm i c r omas 

s# 	Platform 	LC 

J-;t-FoOVN, 'AAR t:.= 8 0 -c, 1-.13V,4-02tK 	1=17 	‘77 -I —7 

HI, (L CMS) tV;CF0)A-Itt:.= ck t,R]sr/ft.,i-c: . 

A-it 1 

g]sipti :micromass# 	Platform 	LC8ctrfAgi 	I 

ent# 	Agi 	lent1100 

t7A:Wate rs# 	Su nF i re 	C18, 	2. 	5µ,m, 	04. 

6x5Omm 

gP1 : A 'AY ; 0. 	1 % l- 1) 7 )I. A-  1=1 EI/FR A- 	7.1c 	13 'AI ; 0. 	1 % l- i) 7 )I. A- 

1=1 EI,FogrA- 77-t i-= 1- 1) )I. 

'7:')iJ 1- : c:13• (iv,4-y/Ev,4-y= 90/10) , 	0. 	53• (iv,4-y/B,4-y= 

90/10) , 	5. 	53• (A,,,f-y/B,,4-y= 20/80) , 	6. 	1013• (iv/41/B 

=l/99).. 	6. 	33• ( A ,,4-y / B ,,4-y = 1 /99) ;T y= 

 

54_ : 1 mL/m i n, $ffl51 : 254nm 
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4 7J- 	'(E51 : ro..imi-s 4 t 	'(E51 El e c t 	r on 	Spray 	Ion i 

zat 	ion: 	ESI) 

Aft 2-1 

;141JA-Vti:Agi 	lent 	2 9008,:tVeAg i 	lent 	61 50 

t7./:Waters 	Acquity 	CSH 	C18, 	1. 	7i.km, 	0 

2. 	1 x5Omm 

g PI : A a ; 0. 	1 %*OgrA- 7.1c 	BA ; 0. 	1 %*OgrA- 7-1-t I- = I,  1) )I. 

'7:'JiJ I,  : 03 	wrf-y/B,4-y= 8 0/2 0) , 	1 . 	2 — 1 . 	43` (Arf-y 

/Ba= 1 /9 9) 

MA : 0. 	8 m L/m i n, $ffla: 254nm 

A-it 2-2 

AIJI1Mi, t7L., gAaA-ft 2 - 1 L PI U. 

'7:')il,, MA: 0. 	8 m L/m i n, Om i n wrf-y/B,4-y= 9 5/ 

5) , 	1. 	20m i n 	wrf-y/B,4-y= 5 0/5 0) , 	1. 	0 m L/m i n, 

1. 3 8m i n (Aa/Ba= 3/9 7) 

$ffla: 254nm 

J-;CFC)OVN, -Ar011 V: 80-C, tat ,aA C D/N a m e 	(A C D 

/Labs 	1 2. 	01, 	Advanced 	Chemistry 	De 

ve 	I 	opment 	Inc. 	) 	t:.-..ct t') 

p- 	
Lit. 

[0161] **You*, J-;t-FonItiatnima-Fgaa),:t -3 t::_v,a l., tc . 

Br i n e (Mt:IMMO , M e 0 H ()( '9' I —)1.) , M g S 04 (A:V.I<KR 

7:>',./-,.) , 	K 2 003  (gRt ')',./A) , 	N a 2 C 0 3 (ORt 	1) r,./_1.) 

, 	N a 2  S 0 4  (,VEKRJ- 	l) r, ./.1.) , 	N a HCO3  (OR7.1< A t 	l) r, ./.1.) , 

N a 0 H 	(7.1KRIEJ-  I-') r,./A) , 	KOH 	(7.1KRIEt ') r,./A) , 	HC I 	(ilat 

*A) , 	I P E 	(:'J4 V 7°1=1E)i/i-5-)1.) , 	T H F 	(5- 	7 L K 1=177 

) , 	DM F 	(N, 	N—:'))(J1/*/1/1-,.77 -Z K) , 	E t 20 	(:')I/I/i-5-)1,  

), 	Et OH 	(i'91 J—)I.) , 	N H 4 0 H 	(2 5-2 8%7-1 =7-17.1<) , 	E 

t 0 A c 	(El/FRIJI.) , 	C H C 1 3 ( fj 1=1 1=1*)1/11.) , 	DMS 0 	(:'))( 	)1. 
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)1/**:'./ K) , 	MeCN 	(7-t 1, = 1, 1) )1,) , 	n—He x a n e 	(n—,N 

*1j- ) , 	E t 3 N 	( 1, 1) i)1/7-1 Z 	) , 	i P r 2 N E t 	(V-1 V7°CI E/l/i 

)1/7-1 -Z 	) , 	Pd 	(P P h 3) 4 [5- I' 7* 	I) 7 	=)1/7 -7 4 M'7:') 

r,11. (0) 1 , H AT U [0— (7 — 7-11fil P) TV— A. — 1 —4)0 

—N, 	N, 	N' 	, 	N' 	—5- 17)</l/r,1=1=',.LI. 	/•*1t7/1/71=1*77 

—H , 	DPPA (V7 	=)1. 1) J0g0-1:)K) , 	B H 3 • THE (t 7 J-5- I- 

7 L K1=177 	a J.7c't,‘Y) , 	N a B03 • 4 H 2 O 	(18*',OgId- 	') r, 

An7mirtt) , 	9 —B B N (9 —t7E:>11 [3. 	3. 	1] ) J- ) , 	I 

BX (1 —L 	— 1,K1=1*:> 	2 —, NI — KNi-11.-3 	(1 H) —7J- 

1 —7J- *:> K) , 	BB r 3 (E9AL*r,A) , 	M s C I 	(taliE)( 9' J/1/* 

=J1.) , 	TMSC H2 N 2 ( 	1) )( 	)1/:> 1) JI/V7 Ni)( 5' 	) , 	n—BuL i 	( 

n —1/1/ 1)./A) , 	EDC • HC I 	[1 —i)1,— 3 — 	(3 —V)()1, 

7 Z J 7°1=1 EJ1.) t)1/ 7JV 4Z KiraRiti , 	HOBt • H2 O (1 — L ICI* 

i~J `J I-') 7 V— )1. • 1 *fa t) , C s 2 0 03 (Dent 	r, IA ) , 	P d C 1 2 

( P P h 3) 2 CE‘ 	(1 	') 7 	=J1/7 7 4 	) i7Vr,11, 	( I 	I ) 	=113:1t 

It] , 	N a B H 4 (7.KAiL* r, At 	') r, A) , 	N a 2 S 03 (NAggid- 	') r, A 

) , 	PdC12 (dppf) 	•CH2 C1 2 { [1, 	1 	- -E' 	(V7 	=J1/* 

74)) 	71=i-t] i7V,,./_1, 	(1 	1) 	V1=11) K 	V1=11=1)( 9' Agi2tK 	( 

1 	: 	1) } , 	A c 0 K 	( 	R t ') r, A ) , 	TFA 	( 	') 7 )I/7t 1=1 E/FR) , 	D 

E A D 	(7-1NiVt/l/tRVI)l.) , 	N a2S2O4 (AE :')7J- Jgid- 	') r,11, 

) , 	A cOH 	(El/FOgn , 	I PA 	(-(N/ 7°1=1 EA/ 7 )1. 	—)1.) , 	Bo c 	(t e 

r t- 1 	..:> t JI/t=)1.) , 	C u 	I 	( 	r'iLtH 	(I) 	) , 	KOt Bu 	(t 

e r t — 1 Ii 	:>)J ') r,./A) , 	N a B H 3 C N 	(:> 7 i 7.KAiL*r,At I- ') r, 

A) , CMBP (:> 7 i )( 	P) Vs Ji.**7 	) . 

• OVN P — A 1 : 2 — = 1,1=1— 4 — [ 3 — ( E',' ') V 	— 1 — 4 JI.) 7° CI 

7j14-] 7= 1) J0) ;h  

[0162] 
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[1L36] 

H 2N 

0, 	0.N+  

0
II 

[0163] 4-77 1:::)-3—=H=17ii—)1. (2. 	1 5 g) 	THE (4 OmL) 

t::_gflq 1,, 	1 — L''' I) 	.7°1=1/J—)1/ (2. 	0 0 g)  . 	P)7i=J1/* 

74 	(5. 	49g) , 	DEAD 	(2. 	2mo 1 /L 1,)1,i74,4-y, 	9. 	5 

2 m L) 	. ))11A.251:111 --e 1 6 Himmt-o-co azi-Y01-F-cTaiinL11464-Ltc_- 
Rli:>')tit/l/t71-01=17177-i- ('7 D 	F-V ,Jf7ZNH, fai 

M : n —,N*1j- / E t OA c=80/20-6 5/3 5 ; v/v) t:.= -Clit 

li 1, MAIL-at (3. 4 1 g. Vtt A it t) 	"14' A: . 
MS 	(ESI 	pos.) 	m/z 	: 	280([M+H]+). 

• OVNP — A 2 : 3 — 	1=11=1— N — {2 —= H=I — 4 — [3 —  (E,''):') 

%— 1 —4)0 7°1=It*:>i 7 i=)1/1 1 JX7i-Z 1'0)-a 

[0164] [1137] 

a 
HN 

0, 	I  

NO 

[0165] OVNP — A 1 ---(141  6 tt, tc fLat (3. 	40 g) , 	E''):')i (4. 	9 2 m 

L) 0C H C 1 3  ( 4 0 m L) gat:. 3 — 	1=11=1, 	Njs  4 )I. 	1=1 1) F 	( 1 . 	8 

7 m L) 	)J1i1A.251:111 -C 1 . 	5 Hi IV 12/4-' 1., tc . azi-Ymfrism.K. mfamia 
7E---ellICZ5349- 1., tc. VAN, 	N a 2 S 0 AVM, tiMALI 	2M 1, gP1 	WIT 

ill 	1, tc . VA fLat (4. 	60 g. 	't,IEIEPIt!tt) 	11tc . 
MS 	(ESI 	pos.) 	m/z 	: 	418([M+H]F). 

• OVN P —A3 : 2— (3-1=11=17i=j1.) —5— [3— (E,H):) 
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- 1 -4)0 7°1=It*:>1 - 1 H -,Jv-(zg•`J—JI.oahc  

[0166] 	[1E38] 
a H 
/ 	_ \ 

N 	0  

[0167] OVN P — A 2 T1'41  6 tt. tc: tat ( 3 . 	0 0 g) . A ( 2 . 	2 3 g ) t:.= A c 

0 H ( 3 0 m L) 	))1:1A. 1 HirCJIMR5A, L tc. Nni'l, -t 7 -I 	eRtlifAT, 

) --eg!tt 	6M L, 6',1-Y 	WIT TS'S' L tc. Et0Ac (1 00mL) 

Mfil*MIK ( 1 0 0 m L) 	))1:1A.t 12 tc: 	12tK6gy, A34E 	(4c 	E t OA 

c) 	1,VA:tat ( 1 . 	0 0 g, 34.t. 	12tK) V41  tz-_-  . 

MS 	(ESI 	pos.) 	m/z 	: 	370([M+H]+). 

• OVN P — A 4 : 2— [ ( 4 —11=1 	— 2 — =1,1=17i=j1,) 7Zj] — 

N — -( V 7°1=1 EA. 77-t 	77 Z F'O) 

[0168] 	[4E39] 

H 
-.TN 

N 	, 
H 

-0-Nr 
0 

[0169] 5 —11=1-2-7/1/7J- 1=1=H=1 -ffJ (5 O. 	0 g) , 	2 -7Z ) — N 

--( `/ .7°1=1E/1/ 77-t 	7Z K (2 9. 	0 g) 	LgRt ') ',Ix (6 2. 	8 g ) 

0)77-t I= 1')/1/ (4 0 OmL) SUCTYM-5nTo'80°C-e 2 Hi MIN' L tc. a 
VAIN:13'1, 7.1< ( 6 0 0 mL) , 	n—/\*1J- 	(2 0 OmL) 	)iriA_±1.; 

tc: 	12tK 	6ER, 5A34E 	(7.K, 	n — 'N *It 	) , tV:31 L, rfAlEat ( 5 7 . 	9 g 

, t.t. 	14K) 	''f'47-co 

MS 	(ESI 	pos.) 	m/z 	: 	316([M+H]+). 

• OVN P — A 5 : 2— [ 5 —11=1— 2 — ( 3 — 	1=11=1 7 i=j1.) —1 H 

-, Ni-( zYV-)1.- 1 — -f A.] — N — -( V 7°1=1 E/1/ 7-1-t 	77 Z KO)ahG  
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[0170] [4E40] 

H 
-.TNT  

N 	fj 
CI 

N 

[0171] OVN P — A 4 V41 641./L-4E-at ( 2 . 	0 0 g) , 	3 —1=11=1, X77 )1. 

52LK (0. 	9 7 8g) 	DMSO (1 OmL) LE t OH (1 OmL) 0) 

m-aervt-,-.1,51,„ulLN a 2 S 2 04  (3. 	3 0 g) 	595°C'1  °C-e 1 8 Hircti-- 

I., tc . a Pc. a 	a A ,l, 	7.1< ( 1 0 0 m L ) , 	I PE 	(20mL) 	))1:1A_, 	E/F 

R 1 	)1/ ( 1 0 0 m 1- ) TAffiL, M RI 	7K ( 1 0 0 m L ) TA341- I., tc. 

7.K1,11/FRI)l. (1 0 0 m L) TAffl Lk-. vcm-al-).-t.N a 2 S 04TX 

Ilkl, *MALI 	6M L, 6A 	ff,111-F TM8 L tc . 14' 6 tt. tz-_-  RI 	> ') t it 

)14j7.1=17 1- 	'77-f — (SNAP 	Cartridge 	HP—Si 

I, faliC:CHC I 3/Me0H=1 00/0^-95/5 ; v/v) t:.=-Cit 

T'  L, VAIL-at ( 1 . 	6 2 g „T. t 	1) 	T tcc. 

MS 	(ESI 	pos.) 	m/z 	: 	406([M+H]+). 

•OVNP—A6 : 2— [2— (3-1=11=17i=)14 —5— (4, 	4, 	5 

, 	5 —5-17)(J1.— 1, 	3, 	2 —:')7J- *Itt1=17-2 —4)0 — 1 H — 

iJ `J-f Z Y`l—)1.— 1 — 4 A.] — N —4 V .7°1=I EJI/77-t F 77 Z Ka)-a 

[0172] [4E41] 

H 
,0 

CI 

[0173] OVNP — A 5 --(141  6 tt. tc: 'tat (1. 43g), E 	( E t 	5 — 1- ) 

ti=J 	(1. 	79g), 	PdC12(dppf) 	• C H 2 C 1 2  (0. 	1 4 4 g 

), 	AcOK (1. 	04g) 	DMSO (1 5 m L ) t:.: EN l.„ A5E1 00 

°C -e2Hirct 	Lit. a: T1, 71K (1 OOmL) , 	I PE 	(2 Om L) 	))1:1 
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A., *)11 5 3rim1,11-- L tc: . t 12 tc 12tK 	6 ER, 	tVIA L. 	'k.'llEaltt ( 

1 . 	8 2 9 , 	-:4 4, 	12tK ) V41  tc: . 

MS 	(ESI 	pos.) 	m/z 	: 	454([M+H]+). 

• MP —A 7 : 2— [2— (3— 	1=11=17i=)1.) — 5 —L KI=I*:>- 

1 H—i'l-f Z'Y's `l—)1.— 1 —4/1.] —N —4 `) .7°1=1E/1/ 77-t F 77 Z KO 

'a 

[0174] [4E42] 

H 

11- • OH 

Cli-))N  

[0175] .f1.11p — A 6 --(141  6 tt.tc tat (1. 	43g) 	THE 	(7. 	5mL) L 

E t OH 	(7. 	5m L) 07MagPl6:.-.glIql.,, 	N a HCO3  (0. 	5 9 1 g) 

0)7.1< ( 4 . 	5 m L) g'ff-Y 	)JFIA., 	3K: 	TT 3 0 °/03EiRlE7.KA7.K ( 1 . 	2 0 m 

L) 	?k-F L,  	2 Hi 124 IN #1-' L tc: . 3.KA1TNa 2 S03  (1. 	339) 

a)* ( 5 o m L) g'ffY 	)iii A. 1 5 3rimtt L AL-. t 12 tc: 

1'4' tc: . 

L 12tK 	6ER, tV:31 

'k.'llEaltt ( 1 . 	4 8 g, SZ4t 	11) 

MS 	(ESI 	pos.) 	m/z 	: 	344([M+H]+). 

• MP—A8 : 2— [ 2 — ( 3 — 	1=11=17 i=)1.) —5— ( 3 — 1=11=1 

.7°1=17J1*:>) 	— 1 H —i'l-f Z 'Y's V — ll. — 1 —4 A.] — N —4 V 7°1=IE)I. 

7 L. 	77 Z Ka)  -a 

[0176] [4E43] 

H 

N 	/ 	Cl 

CI 

[0177] _.*VM P — A 7 ---(141  6 tt,tc tat ( 1 . 0 0 g ) , 	1 —11=I 	— 3 — 1=1 

I=17°1=1 	(0. 	8 64mL) , MOV)r,lx (2. 	0 1 g) 	DMF (1 
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5 m L) 	(,:.= Att., 	M-5n1 9 5 t --e 2 Hint,/  1 —11=1 	— 3 — 

I=11=17°1=1 	(O. 	5 7 6 m L) 	))1:1A., 	M-5n1 9 5 °C -e 2 HilVINT' Ltc. 

',14-3 ,1, 	E/FRi)l. ( 1 OOmL) , 	7.1< ( 1 OOmL) 	))1:1A_31Y,1, 	VM1,1 

ti0111%±17.1< ( 1 0 0 m I-) TA349-  Lk-. 71K1a Ei'FRIJI/ ( 1 0 0 m I-) 

TAffl L, aty-t.  tz:VCIN a 2 S 04-Mlfa, 6M L, 6',1-Y7 ll1F-e2 

S'Ltc:c. l'41 6411L-R3AT') tit/l/t71.0 1=17 i'77 4 — (S N A P 

Cart r i d g e 	KP—NH, 47EIAH : n —,N*1j- /CHC 1 3 = 6 0 

/40-0/1 00 ; v/v) t:.-.. -Clitlz' L, 	 'k.1.1E-alt 	(0. 5 83 g. 	„s 

4 t 	14 ) 	''N tz-_-  . 

MS 	(ESI 	pos.) 	m/z 	: 	420([M+H]+). 

• _OVNP — A 9 : N— (4 —11=1— 2 —= H=17i=)1.) —4 —7/1/7J- 

1=1-3—)( 	..>/JX-J7 -Z F'® 

[0178] [1E44] 

O 
	 r 

NI 

[0179] 

H 	+, 

4-11=1-2—=11=177=') 	(5. 	1 4 g ) 	, 	E') (5. 	7 4 m 

L) 	a) 	1=1 1=1* )I. A 	( 1 0 0 m L ) g A t:.-..3.1Cli -F T 4 —7/1/7f 1=1— 3 — )< 

* 1 `1-f)1/ 1=1') 	K 	( 5. 	6 0 g ) 	))1:1A., 22T2Hect 	L, tc. t 

t; tz-_- 	12tK 	6 ER, 	A Ai- L, VA I E -a It ( 1 . 7 7 g, 	, 	12tK ) V41  tc: . 

MS 	(ESI 	pos.) 	m/z 	: 	369([M+H]+). 

• _OVNP — A 1 0 : N — (4 —11=1— 2 —= H=17i=)1.) —4 —7/1/ 

A- 1=1 — N — [ 2 — ( 4 V 7°1=1 EA/ 7 Z i ) — 

Kop-a 

2 —7J- *Nji)1,] —3 —) I,  

[0180] [1E45] 

0.”N 
", 
0 

NH 

-C, 
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[0181] _OVN P — A 9 --(141  6 tt.tz-_-  tat ( 1 . 	0 0 g ) , 	2-7C1 	— N — 4 ̀ ) 
7°1=1E/1/ 77-t I-7Z K (5 3 7 mg) , gR)V)r,11, (7 49m g) ADM 

F 	( 1 5 m L) (ZAtt., M-2 8 0 °C-e 3 Hi rct 1-- t_, tc . N: T1, 7.1< ( 5 0 m 

L) , EfFRIJI/ ( 5 0 m L ) 	)irl A., 3'f(I'l, 	RIM-17.1< ( 5 0 m L ) T 

A341-  LA:. 7.K1N, 	EilFRI)1. ( 5 0 m L) T 2111#Ita LVA), -at)-t—C.  N 

a 2 S 04-CIVIM, 6M L, 6A 	1.;11-F-CIE1618 L it. 14'6 tt.tcRli 	:> ') t 

it)1,t7101=17 l'77 4 — (SNAP 	Cartridge 	KP—S 

i I , 47EIA : n —,N*Iti/EilFRI)1.= 8 8/ 1 2 —0/ 1 0 0 ; v/ 

v) (Z .-C all L, VAIL at ( 0 . 	9 4 g, 	1 ,12tK) 	1'41 7-c_-  . 

MS 	(ESI 	pos. ) 	m/z 	: 	468 ([M+H]F). 

• 1NP — A 1 1 	: 2— [5 —11=1-2— (4-7)1/A- 1=1-3 —)4 I,* 

:>7 i=)14 — 1 H —/J`i-( Z YV —)1. — 1 — 4 A.] — N — 4 V 7°1=1 EA. 

77-t I7-1:-Z Kop-a 

[0182] [1E46] 

`---\\ 	
at 

F 

[0183] _OVN P — A 1 0 -e 14' 6 tt. tc: IL at (0. 	88g) , AX31 ( 5 8 3 m g) 

AcOH (1 2mL) (ZAtt, M-2 1 0 OtT 2 Hi rct 	t_, tc . 	ni'l, 

-t 71' I- (RtlifAM) -Mgt 	6M L, 6'ffIffillIT TS'' L tc. 	DM 

*Al/1A (50mL) 	LNa0H71<g'ff-Y (0. 	5mo I/L, 	50mL) 	))1:1 

A_ 3',I,1, 7.1< ( 5 0 m L ) , M RI Mk* (50mL) TA Ai- L tz-_-  . VAN, 

N a 2 5 04-MI1M, 6M L, 6'ffIAll-FTS'S'Ltc. 141  6 tt.tcRlY. 	:> ) 

tit)i,t7101=171-774 — (S NAP 	Cartridge 	KP— 

S i 	I , 47 MiJM : 	1=1 1=1 7J/1/1-x/ )4 51  i — )1.= 99/1 —90/1 0 ; v/ 

v) 	t:.-. -Olt-1z' L , 	I'llE -a It ( 1 9 4 m g , 	1, 	1) 	Theo   
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MS 	(ESI pos.) 	m/z : 	420([M+H]+). 

• _OVN P — A 1 2 : 2— [2— 	(4 — 7/1/7J- 1=1— 3 —)( 	-:>7 i=)I.) 

— 5 — L K 1=I*:> — 1 H —1.1 `i-f Z Y V — ll. — 1 — -f A.] — N — -f ').7°1=1 

E/1/ 771z F 77 -Z Kop-a 

[0184] [1E47] 

OH 

[0185] ifi P— A 1 2— 1 

0 ,fN P — A 6 LP1007516:: ct t'), OIN P — A 1 1 --(141  6 tattat ( 

1 20m g ) 

VIP — A 1 

75` 6 , 

2 — 2 

AB* ( 2 8 8 m g , M4t1EIPItt) V41  tc: . 

_.- ,fN P — A 7 LITA00)t:.= ct (,) , 	ifi' P — A 1 2 — 1 --c14 6 tt, tc_11412tK ( 

288mg) 75 N 6 , Alfa t (1 05 mg, 	-' 	, 	1*) V41  tc: . 

MS 	(ESI pos.) 	m/z : 	358([M+H]+). 

• OVNP—A 1 3 : 2— [5— 	(3 —1=11=1.7°1=17J14-:>) 	—2— 	(4-7 

)1/7J- 1=1— 3 —)( l*:'./ 7 i=)I.) 	— 1 H —1 `i-f --.Z Y"J — )L. — 1 — -I 11/] 

— N --f V 7°1=1E/1/ 77-t 	77 -Z Kop-a 

[0186] [1E48] 

[0187] _.11.] P — A 8 LP10 a)at:.-_,t t'), OIN P — A 1 2 ---(14 6 tttc_l E a t ( 

1 0 3 m g ) 75 N 6 , VA lEat (7 8. 	8mg, 	?)M't.12tK) V41  tc: . 

MS 	(ESI pos.) 	m/z : 	434 ( [M+H]F) . 
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• _OVNP—A 1 4 : 5 —11=1 	—2— (4-7)1/7J- D-3—)<1-*:>7 

=)1.) — 1 H —/`js-( Z YV— )1,19) -a 

[0188] [1E49] 

HNI - 

[0189] _.*IN P — A 1 1 L Hoopat:.-_,t(,), ovN P — A 9 T1'41  6 tt.tc lEat ( 

3. 	0 g)  IJN 6, rfliEat (2. 	8 7 g. 	Sz,77 /1/ 7  7 	) 	1'41 tc.:. 

MS 	(ESI 	pos.) 	m/z 	: 	321 ([M+Fl]+). 

• _OVN P — A 1 5 : 2— [ 5 —11=1— 2 — (4 — 7 )1/7J- i=i— 3 — )< 1-* 

i7 	=)1.) — 1 H —/`js-f Z YV—)1.— 1 —4 )1.] — N --f V 7°1=1E/1/ 

7'-t1-7Z KL 2— [8-11=1-2— (4-7)1,7J- 1=1-3—)<1-*:>7 

=AA — 1 H —/Njs-( Z Y V —)1.— 1 --f /I.] — N --f V 7°1=1E/1/ 77-t 1- 

7 Z K VA t 

[0190] [1E50] 

H 

I 	\ 	 Br 
/ 

1101 	 F' -C 

[0191] 0 ,fN P — A 1 0 L P1010511,::_ct t,J , OIN P — A 1 4 T1'41  6 tattat 

( 0 . 4 5 9 ) 13\ 6, VAIL-at ( 0 . 	3 3 9 „T. t 	1) 	Mk-  . 

MS 	(ESI 	pos.) 	m/z 	: 	420([M+H]+). 

• _OVN P — A 1 6 : 2— [ 5 — (3 — 	1=11=1— 5 —*/1/Z )1/7 	=AA — 

2— (4 — 7/1/7J- 1=1 —  3 —) 1-*:>7 	=)1.) —1 H —/JNI-f Z YV — )1. 

— 1 --f A.] — N — -f V 7°1=1 E/1/ 77-t 1- 77 Z K L 2 — [ 6 — (3 — 	i=ii=i- 

5 —*/1/Z)1/7 	=)1.) —2— (4 —7/1/7J- 1=1— 3 —) 1-*:>7 	=)1/) — 

1 H —/Ni-f Z Y"J — )1. — 1 — -f A.] — N — -( V 7°1=1 E/1/ 77-t 1- 7Z KO) 
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1, gib at a) -a 
[0192] [1E51] 

H 	 / \N—CH O 
N  

N 	 CHO 

[0193] _OVN P — A 1 5 T1464-LitiLat ( 1 5 0 m g ) , 3 — 	1=11=1— 5 — 

(4, 	4, 	5, 	5 —5- 17)()1.— 1, 	3, 	2 —:'J7J- *Itt1=17-2 — 4 

)14 1X-J-1/1/5'L K (1 24mg) , 	Pd 	(PP h3) 4 (4 1 . 	3 m 9 ) , 

N a 2 C037.Kga (2m o I /L, 	1. 	5 m L) , 	HI/I J (0. 	7 5 mL) 

7xVeEt0H 	(1. 	5 mL) 	q.1,5E 1 00t-e2 Hirmmt- Lit. Nni'l, 7.1< 

arf I P E 	))1:1A. --C. t 12k- 	17tK 	6ER, tiMIA 1,, rfAlEat (9 0 m 9, 

4 t 	1*) c1Itco 

MS 	(ESI 	pos.) 	m/z 	: 	480([M+H]+). 

• _OVNP—A 1 7 : 2— [5 —11=I-2— (3 —1=11=1-4-7)1/7J- 1=1 

7 i =AA — 1 H — 	̀i-f --.Z '9''' V - )I. - 1 - 4 A.] — N —4( ̀ ) 7°1=1E11/7 1

)-a -t 	7 Z Ka 

[0194] [1E52] 

H 
-,1,N O  

a 

[0195] OVN P—A 5 LP10 0 	5 I,: ct t') , OVN P — A 4 --(141  6 41.k- tat ( 5 

7. 	9 g) b`6, rfAlEat ( 6 1 . 4 9 „Kt 	14K) 14 tc . 

MS 	(ESI 	pos.) 	m/z 	: 	424([M+H]+). 

• _OVN P — A 1 8 : 2— [2— (3 — 	1=11=1— 4 — 7/1/7J- 1=17 i=11,) — 

5— (4, 	4, 	5, 	5 —5- 17)(J1.— 1, 	3, 	2 —:'J7J-*Itt1=17-2 
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—4 AA — 1 H—i'l-1 Z 'Y's ` I — ll. — 1 —4 A.] —N-4 V 7°1=1E )1/77  -t 

HT1Z I'0)-E; 

[0196] [4E53] 

H 

[0197] OVN P — A 6 LP100511, _ck t,J , 0 	IN P — A 1 7 -el'41  6 tt.tc IL alt ( 

30. 	0 9 ) 75\6, rfAlEalt ( 2 6. 	4g, V‘Et 1) 	1'4' tz-_-  . 

MS 	(ESI 	pos.) 	m/z 	: 	472([M+H]F). 

• OVN P — A 1 9 : 2— [2— (3 — 	1=11=1— 4 — 7/1/7J- 1=17 i=j1,) — 

5 — L KI=1*:>— 1 H —i'l-1 Z 'Y's`i—ll.— 1 — 4 A.] — N — 4 V 7°1=1 E 

)1.7' -z 	7'-Z K a)-a 
[0198] [4E54] 

H 
,..,

T

, .N . 
	

fJ 

OH 
CI 

[0199] OVN P — A 7 L FA ea) 	at::,:t tj, 	IN P — A 1 8 -e141  6 tttc I Eat ( 

2 6. 	2 9) 75\6, rfAlEalt ( 1 4. 	0 9, V‘Et 1) 	V47-z-_-. 

MS 	(ESI 	pos.) 	m/z 	: 	362([M+H]+). 

• _OVNP — A 2 0 : N— (4 —11=1— 2 —= H=17i=)I.) — 3 — 1=1 

1=1-4-7/1/7J-1=X7Z 1'0)-a 

[0200] [4E55] 

Br 
Cl,, 

N 
 

I 	H 
c ".---. 	0' 	̀ 
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[0201] OVN P — A10LI7eoa6::_ct t'), 	3 — 	1=11=1— 4 —7/1/7J - 1=1 s -( 

)1/1=1 1) F' (6. 	7 m L) /3\6, 	rfliEat (1 3. 	9g, 

tc. 

,12tK) 	14' 

MS 	(ESI 	neg.) 	m/z 	: 	371([M-H]-). 

• OVN P — A 2 1 : 5-7C1 	—2— ( 3 — 	1=11=1— 4 — 7)1/7J- 1=17 i = 

)1.) — 1 H —, J`js-f Z Y'l—)1/0-a 

[0202] [1E56] 

HIA' 
CI 

	

.:-1,4 	

Br 

[0203] __ ,fN P — A 1 	1 LP]aa)(,:: ckt,) , 	_ ,MP — A 2 0 --e14 6 tttc I Eat 
( 1 3 . 	9 9 ) /3\ 6, VAIL alt ( 9 . 	4 7 g „T, t 1*) V41  tc. 

MS 	(ESI pos.) 	m/z 	: 	325([M+H]1. 

• OVN P — A 2 2 : 2— [ 5 —11=1 	—2— ( 3 — 1=11=1 — 4 — 7 )1/7J- 1=1 

7 i=)1/) — 1 H—i`js-f ZYV—ll.— 1 —4 A.] —N-4 ̀ ) 7'1=1E11/7 

-t I-7Z KL2— [6-11=1-2— (3-1=11=1-4 -7/1/ 7J - 1=17i=)1. 

) — 1 H —i`js-f Z Y"J—)L— 1 —OH — N —4 V 7°1=1 E/1/ 77-t I7Z 

K VE-alt a) -L` 
[0204] [1E57] 

H 
NI 

r 	
\ 

CI 	.,,L.z. 	 a 	1 

[0205] 0 ,fN P — A 1 0 LP100511,:.-_,t t,) , 0 	IN P — A 2 1 --e14 6 tattat 
( 5 . 	0 0 g) /3\ 6, VAIL alt ( 6 . 4 9 9 „T, t 1*) V41  tc. 

MS 	(ESI 	pos.) 	m/z 	: 	424([M+H]+). 

• OVN P — A 2 3 : 2— [2— (3— 	1=11=1— 4 —7)1/7J- 1=17 i=11,) — 
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5 — L K 1=1 *:> — 1 H — iJ `i-( Z 'Y's`l—)1.— 1 --f A.] — N — -f V 7°1=1 E 

)1/ 77-t 177 Z KL 2 — [2— (3 — 	1=11=1— 4 —7/1/7J- 1=17 	=)1.) — 6 — 

L KI=1*:>— 1 H —`js-f Z 'Y's`l—)1.— 1 --f /I.] — N --f V 7°  I=IE A/7 

L. I` 7- KOmat a)-a 

[0206] [1E58] 
H 

,...TN 	O N, 	) 	OH 

•OH 

CL 

[0207] ifi P— A 2 3— 1 

,fN P — A 6 LP100)511,:.= ct t'J , 0 	IN P — A 2 2 T 14' 6 tattat ( 

3 . 	5 0 g ) 75` 6, Batt ( 1 0. 	0 g . Mt 	12tK) 	1'4' tc: . 

ifi' P — A 2 3 — 2 

OIN P — A 7 L PI 0 0 	a t:.-.. ct (') , VI P — A 2 3 — 1 ---(141  6 4-Lk- tat 

( 10. 	0g) 75' 6, VA lEat (831 mg, Fct 	11 ) V41  tc: . 

MS 	(ESI 	pos. ) m/z 	: 	362([M+H]+). 

• OVN P — A 2 4 : 2— [ 2 — 	(3 — 	1=11=1 — 4 — 7 )1/7J- 1=17 	=11,) 	— 

5— 	(3 —1=11=1.7°1=17J1*:>) —1 H—i ,i-( Z 'Y's V — )I. — 1 --111/] — 

N--f V7°1=1E/1/ 7-1-t177 Z K L 2 — [2 — 	(3 — 'J1=11=1 — 4 — 7 )1/7J- 1=1 7 

=)1.) —6— (3— 	1=11=1 .7°1=It*:>) 	—1 H — , J`js -f ZYV-11.— 1 

— -I 11/i — N — -f V 7°1=1E11/7 -t 	7 Z KvilLata)-a 

[0208] [4E59] 
H H 
N 	O .....N, 	O 	U 	CI 

a. 	..4.N  
%_

jr-0 	- 	- 
CI. 	, 

[0209] __41.1 P — A8L17Oo5 	6:.-..ct t'J , 0 	IN P — A 2 3 --(141  6 tt.tc 4E-at ( 
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500 Mg) 13` 6 , rfAlEat ( 3 6 3 m g , ),:Kt 	1) 	14 tc. 

MS 	(ESI 	pos.) m/z 	: 	438([M+H]+). 

• OVN P — A 2 5 : 2— [2 —  (3 — 	1=11=1— 4 — 7/1/7J- 1=1 7 i =AA — 

5— 	(3— j-') — 1 H—i`l-( ZYV—)1.— 1 --f)H — 

N --f V 7°1=1 E/1/ 77-t I-7Z KO)-Eì  

[0210] [1E60] 

)N„sc  

N 	\ / CI 

CI 

[0211] ,f11P — A 8 L Hooat:.-..ct t•J, 	-_*111P — A 1 9 --e 14' 6 tt. tc: I Eat ( 

1 . 	5 0 g ) 	75` 6, rfl lEat (0. 	7 4 9, V‘E t 	12tK ) 	11tc . 

MS 	(ESI 	pos.) m/z 	: 	438([M+H]+). 

• OVNP—A2 6 : 2— [5— (4-1=11=111-*:>) —2— (3-1=1 

1=1— 4 — 7/1/7J- 1=1 7 i =AA - 1 H —i 	J`js-f Z YV-)1.- 1 --1)1.] —N 

--f V•7°1=1E)1/ 77-t I-7Z KO)-Ei 

[0212] [1E61] 

H 
...TN 

[0213] __* ,f1.1P — A 8 L Hooat:.-..ct t•), 	-_*111P — A 1 9 --e 14' 6 tt. tc: I Eat ( 

0. 	300g) 

11. 

 

1E Qt (0. 

Li -11=1- 4 	i=11=11,9' 	(O. 	2 8 6mL) 75\6, 	 

29 4 9, SZ4t 	11) 	14 tc . 

MS 	(ESI 	pos.) m/z 	: 	452([M+H]1. 

• OVN P —A2 7 : 2— [5 —11=1-2— (6—)(1-*:>E'):')-2 

— 4)0 — 1 H — i J`js -( Z YV—)1.— 1 --f /I.] — N --f V 7°1=1E/1/77-t 
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HT1  Z l' OD -E`A 

[0214] [1E62] 

H y  
\ 

sr 

[0215] _.*IN P — A5L17O07 	5 V: ck l'i , _OVN P — A 4 -C141  6 tt. itiLat ( 3 

1 6 m g) 	L6-)( l*:'./Es' 	') .i7-1/1/5'L K 	( 1 3 2 µ,L) 	75\6, 	'k.1.1E-a 

( 2 0 4 m g , 	V‘Et 	12tK ) 	''1'41 7-cc. 

MS 	(ESI 	pos.) m/z 	: 	403([M+H]+). 

• OVN P — A 2 8 : N — -f ̀ ) .7°  DEA/ — 2 — [ 2 — ( 6 — )( 	*:> E I) 

—2--f AA — 5 — 	(4, 	4, 	5, 	5 —5- 17)()1.— 1, 	3, 	2— 

*Itt1=17 	— 2 --f AA 	— 1 H —i'l-f --.Z 	V—)1.— 1 --(J1.] 77-t F 

7` KOD-E`A 

[0216] [1E63] 

H 
Np 

. 	N 	\ r-B4
O 

 • 

[0217] _.*IN P — A6LP10 0 	j V: ck l'), 	_-41N P — A 2 7 TI'41  6 tt.tc 'tat ( 

2 0 4 m g ) 75\6, 	 rfAlEat ( 2 2 8 m g , Kt 	'11) 	''f'41 7-c_-. 

MS 	(ESI 	pos.) m/z 	: 	451 ([M+H]+). 

• _OVNP—A 2 9 : 2— [5—E: KI=1*:>-2— (6—) 	..:>E'): 

—2 --(JA.) — 1 H —i 	̀J-f -.Z YV—)1.— 1 --f A.] — N --f ̀ ) .7°  1=1 EA. 
L 77-t17-1 -Z Kop-a 

[0218] 
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[1E64] 

H 
N..,, ...„N 

OH 
i 

[0219] _.11.JP — A 7 L FA0,0 51(,:: ,:t  tj, 0,fN P — A 2 8 T1'4 6 tttc IL -at ( 

2 2 8 m g ) 75` 6 , VA lEat (1 44m 9, V‘E t 	12tK ) 	1'4' tz-_-  . 

MS 	(ESI 	pos.) 	m/z 	: 	341([M+H]+). 

• OVN P — A 3 0 : 	[ ( 4 — 11=1 	— 2 — = H=I7 i =)I.) 7 Z J] El/FR 

t e r t — 1)1,0)-a 

[0220] [lI65] 

,>ro 	o 

"N 	Br 

0-N; 
10 

[0221] OVN P - A 4 L He a)51 t:.-.. ,:t (•), 	t e r t —1/1. 	7'Z I 7'-tg—F  

YERti (9. 	1 4 g) 7J` 6 VAIL at ( 7 . 	9 8 9, kat 	11) V4i tz-_-. 

1H-NMR 	(200 MHz, 	DMSO-d6) 	a 	(ppm) 	; 	1.50 	(9 H, 	s), 	4.16 	(2 H, 	d, 	J=5. 

7 	Hz), 	6.90 	(1 	H, 	d, 	J=9.6 Hz), 	7.67 	(1 	H, 	dd, 	J=9.2, 	2.6 Hz), 	8.19 	( 

1 	H, 	d, 	J=2.6 Hz), 	8.33 - 8.42 	(1 	H, 	m). 

• _OVN P—A31 : t e r t-1/1/ 	[ 5 —11=1— 2 — ( 4 — 7 )1/7J- 

m — 3 — )( I- *:> 7 i =AA — 1 H —1 `i-1 --.Z Y`i—J1.— 1 — 4 A.] 77-t 

T-I`o7ahC  

[0222] [1E66] 

N 

>ro 	

, 
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[0223] 0 ,fN P — A 5 LP100516::_ct ('), OINP — A 3 0 TI'41  6 tt.tclEat ( 

4. 	0 0 g) 13` 6VA:tat (3. 	0 0 g, 	?)Mt,17tK) 	1'41 tc.:. 

MS 	(ESI 	pos.) 	m/z 	: 	435([M+H]+). 

• OVNP—A3 2 : 	[5 —11=1-2— (4-7)1/7J- D-3—)< IN*:>7 

i=)I.) — 1 H—`1-1 Z YV-)1.- 1 - - OH EI/FRIDa 

[0224] [4E67] 

HO 

N 	Br 

hi 
F.  

[0225] OVN P — A 3 1 --(141  6 4-L. tc IL at (3. 	00 g) t:.-.3.1<ni-FTTFA (21 

m I ) 	)iiiki-&-i 5tfo' T 8 HirAllt= 1., tc: . a /E3 g PI 	111-F T 2a' LA 12 tc--  t I* 

iN*1J- 	."-e5A341-, 	6ER LrfAlEat ( 2 . 	1 	1 g „;..t, 	1) 	''114Ittc. 

MS 	(ESI 	pos.) 	m/z 	: 	379([M+H]E). 

• _OVN P —A33 : 2— [5 —11=1-2— (4-7/1/7J- 1=1-3—)< IN* 

:>7i=)1.) —1 H—N14-ZYNI—)1.-1 —4A.] —N—tert-1 

)1/ 7-11z F 7 Z Ka)-a 

[0226] [4E68] 

y, .
Br 

N 

[0227] OVNP—A3 2 ---(141  6 tt, tc lEat (1. 	11 g) , 	D I EA (0. 	996 

m I) 	DMF 	(1 1 m I ) 	t:: glF4 1,3.1Cli -F THATU 	(1. 	67 g), 	t 

—1/1/ 7-1 Z 	(3. 	1 0m I ) 	IIICZJFIA.25ET 1 611%111/4' Lk- o a rit-A 

a t: 7.1< ( 5 0 m I ) 	)iriA_MIFRi)i. (5 0 m I ) 	--etEliffl 1,Mf oftiti* ( 5 

omI)TA AI- 1., tc . 7E),1 	ElIFR 1 	1 l. (5 0 m I ) --etEliffl, 	VC, 	-al-) 

-ft -c N a 2 S 0 4-M11M, 6 M 1,, 6'ffIAll-FTVite' L, tc . T41 6 tt. tc: RI 
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1))jit/l/t7.L01=1717-f— (SNAP 	Cartridge 	H 

P—S pher e, MiJM : 	1=11=1*/1/1x/)(5'/—)1.= 1 00/0^-95 

/5 ; v / v ) t:.=-Clittl  L, rfliEat ( 1 . 	1 2 9, Vt 	1) VV.,: 

0 

MS 	(ESI 	pos.) 	m/z 	: 	434([M+H]+). 

• __ ,MP—A34 : t e r t-7s )l. 	[5 —7s1=1-2— 	(3-1=11=1 

— 4 —7)1/7J- 1=17 i=)I.) — 1 H —1J `i4 Z 'Y's`i — ll.— 1 —4 )1.] 77-t5- 

- la)-a 

[0228] [1E69] 

[0229] 

>r° 	, 	\ , 

__IN P — A 5 LP100511,:.= ck t') , OIN P — A 3 0 --e 14' 6 tt. ALI Eat ( 

5. 	00g) 1J`6 	GAIL at (3. 	3 8 9, 	,17tK) 	1'41 t.c. 

MS 	(ESI 	pos.) 	m/z 	: 	439([M+H]+). 

•OVNP—A3 5 : 	[5 —11=I-2— (3-1=11=1-4-7/1/7J- 1=17i 

=J1.) — 1 H-1 `js 4 	Y`i—)1.— 1 —OH EliFogm-a 

[0230] [1E70] 

HO 

,I 	Bf 

CI 

[0231] -_*IN P — A32LP100516. ct t'), 0 	IN P — A 3 0 --el'41  6 tt. ALI Eat 

(2. 	9 0 g) 7J`6 VAIL at ( 3 . 	1 7 g, 	,Mt, 	12) V41  tc: . 

MS 	(ESI 	pos.) 	m/z 	: 	383([M+H]+). 

• OVN P — A 3 6 : 2— [ 5 —11=1 	—2— ( 3 — 	1=11=1 — 4 — 7 )1/7J- 1=1 

7 i=J1.) — 1 H —1 	'14 Z YV — ll.— 1 —4 A.] —N—t e r t —7 



WO 2013/147117 
	

62 
	

PCT/JP2013/059457 

)1/ 77-t 	77 Z Ka)-a 

[0232] [1E71] 

H 
N 	0 

"C -I 

. 	_ 

[0233] O'fN P — A 3 3 L P100)1,:.:ct ('), OIN P — A 3 5 --(141  6 tattat 

(3 . 	0 0 9) 75\ 6 VAIL at ( 2 . 	5 2 g „T. t 	14K) V41 7-c_-  . 

MS 	(ESI 	pos. ) 	m/z 	: 	438([M+H]F). 

• OVN P — B 1 : 2— ( 3 — 	1=1 1=1 7 i =J1.) — 5 — )( I- *:> — 1 H — 4 

K—J1.07ahG  

[0234] [1E72] 

HN- 
U 

[0235] VIP — B 1 — 1 

2AZAT, 3.KA1, :')4 V .7°1=1E11/ 77 Z 	(9. 	0 2 g) a) T H F ga ( 

50niL) vz.., 	n-1/1/ 1)r,L./n—Hexanega (2. 	7 3M, 

32. 	7 m L) 	5 3•124/3\ 0*-CAT Ltc. PA-ItT 1 HilVt114' Ltc. 	1.107a 

Pi.31ffit:.-_, 	N—Bo c — 5 —)( 	..:>-(K—)1. ( 1 7. 	5g) 	8,:trf*r, 

') -I V 7°1=1E11/ (2 0 . 	23 g) 0) T H Fg 'fa ( 5 0 m L ) t:.-.., 2A% 

MT, 3.KAT, 	A t:.11t11.1 1., tc ') 	r, L. 	:') -I V 7°1=1E11/7 Z Kg'ff-Y 	55.x`! 

/3\ 0- -CAT Ltc. PA-ItT 1 Hid t114'' Lk. azat:.= 2 MilaRA_, 	p H 

= 5 L L, tc: ,l, 	E t OAc 	(1 00mL) 	)J1i1A.31Y1_,, 	7.1<1,1Et0Ac 

(30mLX2) A ffl Ltc. aty-t.  tc  VAN, 	NA 9 S 04tVIM, tiMALIZTI 

U 1,, ZIA 	All —F3 	1., tc. AdtMt ( 1 1 . 	2 7 9 , i ,M.t. 	12tK) V4I 

tc . 
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VI P — B 1 —2 

141  641, k- ga ± Mt (4. 	1 5g), 	1-1=II=1-3—— K , J -ff 	(4. 

08g), 	Pd 	(PP h 3) 4 ( 1 . 	6 5 g ) 0)Et0H/Toluene 	(1 

/3 ; v / v ) g'ff-Y ( 1 6 0 m L) t:.-.., 	N a 2 C037Ega (2M, 	4 Om L) 

))1:1A., 	1 0 0 t --e 1 Hirmtv-- L AL-. azat:.-..7.K 	A_ cHC I 3TAffl Lk- 

. VAN, 	M g S 04-MgALAL-1, tiMAIJ 	Mil L, WITS'' L, Adt 

t ( 7 . 	6 0 g , 4.gt1E1Vitt) V41  k-  . 

ifi' P — B 1 —3 

14' 6 tt.t.L-CtMt ( 5 . 	1 0g) O)CHC I 3 .744y (1 OOmL) 	t:.-.. I. i) 7)i, 

A- 1=1 Elm (4 o. 	o m L) 	)iii A., 25E'T 6 5 Hirmll 	1, tc. alit.74All 

TS' 	' L, R3_t 	E t OAc 6Z.3e/F4 L, PM NaHC 037.Kg'ff-Y, 7E, 	B r i 

n e TA541-  L it. V-AJM 	M g S 04-etVA Ltc_- "*, tiVIAIJ 	MU L, 5PIET 

2 n L tc . 14' 6 tt. tc R I 	:> I) t7/l/t7101=17177-1—  (:>I) tit 

)1/60, n—Hexa n e/E t OAc=90/1 0-75/25 ; v/v 

) 	--Nitl.' L, 	'k.'llEalt 	( 2 . 	6 7 g, 	SZ't,12tK) 	1'41 7-c_- c, 

MS 	(ESI 	pos. ) 	m/z 	: 	258([M+H]F). 

• OVN P —B2: 2— [2— (3-1=11=17i=)1.) —5—)(1*:>-1 

H-4 	K —)l.-1 — 4 /I.] — N — 4 V 7°1=1 EA/ 7-1-t I- 7 Z Ka )-a) 

[0236] [1E73] 

a 

[0237] -{ P— — B 1 -C14 64-Lk-IL-at ( 2. 	6 7g) ODDMFga (4 0. 	Om 

L) 	t:.-_, 	60% 	*AiEt 	')',11. 	(4 9 7 . 	3 m g) 	))1:1A., 	22--e 1 Hi 

rmtli-- t., tc: . 	a r,ii7, a t:.-.. 2 —11=1 	— N — 4 V 7°1=1 EA/ 7-1-t I- 7 Z K ( 2 . 	8 

0 g) 	))1:1A., 25.H.T 1 7 Hirmtv-- Lit. aza6:.-..7.K7L, 	Et0AdT 

fEliffl L, 	I.NN, 	Br ine 6: t5%3L it. VA Mi 	M g S 04-etVA L tc_-1 
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. tVIAAIJ 	Mil L, WITS'S' 1., tc. 14' 6 ttd-c: RI 	r1=Pht 0 HM-I:> ') t it/i/ 

t7.L01=1777-f— (CHC I 3/Me0H=99/1 —9 5/5 ; v 

/v) --clit' 1.„ 	rfAlEalt (2. 	1 8 g. 	;?'t, 	1) 	''1147-cc. 

MS 	(ESI 	pos.) 	m/z 	: 	357([M+H]+). 

• OVNP — B 3 : 2— [2— (3 —1=11=17i=J1.) — 5 —L KI=I*:>- 

1 H —4 	K—)1.— 1 —4 A.] — N —4 ̀ ) 7°1=1E11/7 -t F 7 z Ka)-a 

[0238] [1E74] 

OH / 
a 

[0239] [0239] OVNP — B 2 --(141  6 tttclEalt ( 2. 	1 8 g ) 0)C H C 1 A.,..a (40. 	0 

mL) t:.-.., 3.KATTBBr 3/n—Hexane 	(1M, 	30. 	6mL) 	))1:1 

A., 	25nEn'6:.-.M L, -c /3\ 6 1 7 Hi rmtli-  I., tc. 31<: 1, 	Mfil N a H C 037.1<gA 

MAA.aftt:.= L, VAN, 	34a-, 3'ffI Lk-. %t::_, VAN, 	7.1<, 	Brine 

TA341-  1,, 	4J,1 	m g s 04-MAL, tc_-1, tVIAAIJ 	i)-0.1 1,, 	ifil a-FS' S' 1., 

tc. 14641.7L-R1TrrittO NM-1/2>i) tit/l/t71,. 	1=17 1‘77 4- (S N 

AP 	Ca rtri dge 	KP—S i I, 42)jC:CHC  I 3/Me0H= 

9 9 / 1 -9 5/5 ; v/v) --0 it la, tc: . 14'6 4' t. tz-_- 	12tK 	I PETSINA 

Ai- L, 	VAIL-at ( 1. 	9 1 g. 	't. 	1) 	''1147-cc. 

MS 	(ESI 	pos.) 	m/z 	: 	343([M+H]+). 

•OVNP—B4 : 2— [2— (3-1=11=17i=11.) —5— (3-1=11=1 

7°1=17J1*:>) — 1 H —4 	K—)1.— 1 —4 A.] — N —4 ̀ ) 7°1=I EJ1/ 77-t 	7 

Ka)-a 

[0240] [1E75] 

\I-11 	 :c1 
I  
NN 	\ / 

GI 
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[0241] OVN P — B 3 --(141  64-Lk- tat (1. 	00g), 	1 —11=1-3-1=11=1 

.7°1=1 	(0. 	86 7 mL) , 	K 2 CO 3  (2. 	02g) ODMFF,Ma (20 

. OmL) 	60°C-"e6 Hirmtc-- Lk-. aVrf-YE t OA c TAEL, 7K 

Brine TA341- 1., tc: . 	IAJNi 	M g S 0 4Z 	k311,t 	tc: '1, t'MAIJ 	MIJ 1.,, 

ifilll-FSIN 1, tc_- . 14' 6 t1.tcR3AT 	*ft° HM-1  i ') t 7/1.)J 71a 	1=1 7 	• 7 

7 4 — (SNAP 	Ca r t r i d g e 	KP—S i I, 4 SIAH : C H C I 3  

/Et0Ac=90/1 0; v/v) --Nittl l.„ milEat ( 9 77 mg, 

?)Mt.T/2i') 	1'4' tc: . 
MS 	(ESI 	pos.) 	m/z 	: 	441 ([M+Na]+). 

• OVN P — B 5 : 2— ( 3 — 	1=11=1— 4 — 7 )1/7J- 1=1 7 i=j1,) — 5 — )( 

*>— 1 H —4 	K —)i,a)-L•  

[0242] [4E76] 

HN 

F 

[0243] __41.1P —B1 LFA0 a)51 t:.-. ct t), ifi P — B 1 — 1 ---(141  6 4-Lk-CIE-at 

(5. 	00g) , 	4-11=1-2-1=11=1— 1 —7/1/7J-1=1-ffJ 	(4. 	3 

2 g) 13` 6, VAIL at (3. 	5 7 g „T. t 	1) 	Mk-  . 

MS 	(ESI 	neg.) 	m/z 	: 	274([M-H]-). 

• OVN P — B 6 : 2— [2— (3 — 	1=11=1— 4 — 7 )1/7J- 1=17 i=J1.) —5 

—)( 	*:> — 1 H --f 	K—)1.— 1 --f Ji.] — N — -f `) 7°  1=1E11/7 -t 	7' Z 

Ka)-a 

[0244] [1E77] 

H 
N 

CI 

, 



WO 2013/147117 
	

66 
	

PCT/JP2013/059457 

[0245] _.11.1P — B 2 L Roo 	5 	(,:.-_,t tj, -INP- B 5 - - C14 6 41. k-  I Eat (3 

. 	5 5 g) 75` 6, VA lEat (4. 2 5 g , 	,Mt.'12tK) V41  k-  . 

MS 	(ESI 	pos.) 	m/z 	: 	375([M+H]+). 

• _OVNP—B 7 : 2— [2— (3 —1=11=1 -4-7/1/7J- 1=17i=)1.) —5 

—L K1=1*:>— 1 H--(JK—)1.— 1 --(J1.] 	— N — -f `) •7°  1=1E11 / 7  -1 -t I-7' 

K 10-,A 

[0246] [1E78] 

H 
\r-N 

ro 

 

N_ • OH 

CI 

1 

[0247] _.11.1P — B 3 L Hooat:.-..t t•J , 0 IN P — B 6 ---(14 6 41. k-  I L -a t (4 

. 	2 0 9 ) 75`6, VAILat (4. 5 5 9 , * 	X11) V4 k-  . 

MS 	(ESI 	pos.) 	m/z 	: 	361 ([M+H]+). 

• OVNP—B8 : 2— [2— (3 —1=11=1-4-7/1/7J- 1=17i=J1.) —5 

— 	(3 — 	i=i 1=1 7°1=i7J1*:>) 	—1 H --f K—J1.— 1 --f A.] — N --f V7°  

1=1 E/1/ 771t I. 77 Z Ka)-a 

[0248] [1179] 

y 

 
N CI 

N 	\ 
CI 

[0249] OIN P — B4LP10 a) 	511,  	t•J , 0 IN P — B7T1 14 6 41. k-  I L -a t ( 2 

. 	009) 75` 6, VAILat ( 1 . 29 9 . V‘Et 	14K) 	1'4 k-  . 

MS 	(ESI 	neg. ) 	m/z 	: 	435([M-H]-). 

• _OVN P — B 9 : 5— (i 	:')/1/7J- *:>) —2— (4 — 7 )1/7J- 1=1— 3 —)( 
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I. *:> 7 i =AA — 1 H--(JK — )1,19) -a 

[0250] [1E80] 

HN 

[0251] _OVN P — B 1 L P10051t: ck I') , 	5 —/ 	:'JJ1/7J- *:>--f J K—)1.— 1 

—t/l/tRte r t —1/1. 	=Z5-)I. ( 6 . 	2 3 9 ) . 	5-7D 	—2 

— 7 JI/A- 1=17= V —)1/ ( 2. 	0 1 9 ) /3\ 6, rffikat ( 1 . 	2 5 g . Sz 

't,X3/) 	''N tc: . 

MS 	(ESI 	pos.) 	m/z 	: 	348 ([M+H]F). 

• 15U P— B 1 0 : 2 — [ 5 — (/)1.7J- *:>) —2— (4 —7)1.7J- 1=1 

— 3 — )< I-*:> 7 i =AA — 1 H --f 	K—)1.— 1 --f /I.] — N --f V 7°1=1 

E/1/ 77-t I- 77 Z Ka)-a 

[0252] [1E81] 

--11  

. 
F 

 

[0253] _.*IN P — B 2 L Rea)51(,:.-_,t(,), 0,fN P — B 9 --(14 6 tt. tz-_-  IL a It ( 1 

. 	2 5 g ) 13` 6, VAIL alt ( 1 . 	0 1 g . 	?)M.t. 	14K) V41  tc. 

MS 	(ESI 	pos.) 	m/z 	: 	447 ([M+H]F). 

• _OVN P — B 1 1 : 2— [ 2 — (4 — 7 )1/7J- 1=1 — 3 — )< I-*:> 7 i =AA 

— 5 — L KI=1*:> — 1 H — -( 	K —)1.— 1 — -f A.] — N — -f V 7°1=1 EA. 77-t 

I- 77 Z K07-L' 

[0254] 
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[1E82] 

H 
\f....\

10.0 
 

N 	OH 

[0255] IN P — B 1 0 T1'41  64-Lk- tat (1. 01g) OTHF g',1Y ( 2 3 . 	0 

m L) 6:.:71KRIE/7r,IA (1 0 0 m g)  ))1:1A., 7.1KA'4AttCF, 25E'T 2 

Hirmll 	Lk. arv.74,4-y 	-t 7 4 	(RtlifAM) 238 1,, Wra VERN L 

, rfAlEat ( 8 6 7 m 9, 4.t, 	11) V41  tc: . 

MS 	(ESI pos.) 	m/z 	: 	357([M+H]1. 

• OVNP —B 1 2 : 2— [5— (3 —1=ii=r7c =it*:>) —2— (4-7 

)1,7J- 1=1— 3 — )< I-*:> 7 i =AA — 1 H--(JK —)I.— 1 — 4 )1/] — N — 4 

V 7°1=1 E/1/ 77-t I. 	Ka)-a 

[0256] [1E83] 

H 
N 

, 	- 
'N 	\ 

[0257] OVNP — B 4 L PI 0 0 	51 I,: ck t•J , -_* IN P — B 1 1 T1'41  6 tt. tc IL at ( 

5 0 0 m g ) 75` 6 , VAIL at (4 4 4 m g, 	SZ,X-')/) 	1'4' tc: . 

MS 	(ESI pos.) m/z 	: 	433([M+H]1. 

• _.*INP—B 13:tert —1/1. 4— ( {2— (3-1=11=1-4- 

7/1/7J- i=i7i=)1.) — 1 — [2 —  (4V7°1=1E)1/ 77 Zi) —2 —7J- 	')I 

)1.] — 1 H --( 	K —)I.— 5 —4)0 7J- *:>) 	E'' '):'J— 1 —t)1/7J *:> 

5 —  I` O) 

[0258] 
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[1E84] 

J 

ci 

[0259] 	 '2A %MT, OVNP—B 7 Z14', 4-Lk- IL-at ( 1 . 0 0 g) , 	1 — B o c 

— 4 — )< '91 	)1/*=)1/7J- *:> E''. I) :J 	( 1 . 	5 5 g ) 8ck VeC s 2 C 03  

1 . 	8 1 g ) OpMeCNEWAY (20. 	OmL) 	1 °Ot6:Z- 8 HirCirS 

1114-'•1, 	ani L k-c, azat:._, 	CHC 1 3  ( 5 OmL) , 	7.1< (5OmL) 	))1il 

A.3•al,, *),V, 	CHC I 3TAffl Lk-. al--).-ttc:VAN, 	Br i ne 6:-C- 55 

4-, M g S 04-etV:31 Lk-1, tiMAIJ 	1)2-i'Ail L, 	ifilll-FS'' L, rfAlEalt 

1. 	4 5 g. 	j?)14E't,11) 	1'4' tc: . 

MS 	(ESI 	pos.) 	m/z 	: 	566([M+Na]+). 

• OVN P — B 1 4 : 2 — [ 2 — (3 — 	i=i1=1— 4 —7)1/7J- 1=17 i=)1,) — 

5 — ( E''' I) :J 	— 4 — -f )1/7J- *:>) —1 H — -f 	K—)1.— 1 --f A.] —N 

— -f `) 7° CI EA/ 7-1-t IN 7 Z K 0)-Ei 

[0260] [1E85] 

CI 
I 

[0261] 	 2A%5A,T, OVN P - B 7 --el'41  6 tt. it tat ( 1 . 4 0 g) O)CHC 1 3  ( 

28. 	OmL) ga t: IN ') 7 )1/7J- 1=1EM ( 1 4. 	OmL) 	))1:1A., 25EFF - 

ERA 	1., tz: . a VAI 	r5-1)1 -F Si n L, 14' 6 tt. tcR I t:.= HIC I / I PAga ( 

2M, 	1 5 m L) 	))FIA_, 22 	4 Hi rcti-- L t: .  a VAI 	WITS' 	' L , 

Rlyt:_cHc 1 3  ( 1 OOmL) , Mf0NaHC037.1<ga ( 1 5 0 m L ) 	))1il 
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A.31Y L, 7.K JW, 	CHC 1 3  t:.-.. -CA ffl L tc. VAN, 	-E`11") .-t.„T 7.1KKR7 

:> r, IA TtV1M, tiMAIJ 	igAIJ L, %Traffilll-FaI S' L Az-. 14' 6 41.k-  RI 

:>')tit/l/t71-01=17177-f -  (:> 1)tit/1/6 0, 4 MA : CHC 1 3  

/Me0H/NWOH=98/2/0. 2-90/1 0/1 ; v/v/v) 

t: -Ca' 1,, rfAlEat ( 1 8 4 m 9, 41,7-1 /1/ 7  7 	) 	''f 47-c_-. 

MS 	(ESI 	pos.) 	m/z 	: 	444([M+HIE). 

• OVN P - B 1 5 : 2- ( 3 - 	1=11=17 i=)1.) - 1 - [ 2 - (-f V7°1=1 

EA/7Z J) - 2 -7J- *V1)1/] - 1 H-4 	K-)1.- 5 -4/1/ 	F ') 7 

)1/7J- 1=1)( 51 	)1/*J-  - la)-a 

[0262] [1E86] 

H 	 F F 
\FF 

N 	\ / 
CI 

[0263] __ ,f111:) - B 3 --(141  6 tt. it tat (5 0 0 m g) , 	N-7i=)1/E 	( 

') 7)1/7J- 1=1)( '9' J)1/ 7Ji-f :::: K) 	(6 2 5 mg) 	, 	E t 3 N 	(1 	7 7 mg) 

, 	CHC 1 3  (5. 	0 M L) omat 	2 mire 3 El rmtli-- L tc: . 7.1‹ 	)J[1 A., 	C 

H C I 3-efEliffl L, 	VA ),V, 	Br i n e t:.=-CA349-  Lit. 	IAJE 	NA g S 04-C 

Ilk L tc_1, tVIAAIJ 	im.UIJ L, All-Falite' L AL- . 14' 6 41.k-  R 	, 	:> 1) t it/i. 

t7101=1777-f- (SNAP 	Cartridge 	KP-S i I 

5 0 g) -Clitlz' L, rfAlEat ( 7 7 4 m 9 „Kt 	12tK) 	''14 tc. 

1H-NMR 	(600 MHz, 	CDCI.3) 	a 	(ppm) 	; 	1.08 	(6 H, 	d, 	J=6. 9 Hz), 	4.10 - 4. 1 

9 	(1 	H, 	m), 	4. 69 	(2 	H, 	s), 	5.26 	(1 	H, 	d, 	J=8. 3 	Hz), 	6.73 	(1 	H, 	s), 	7. 

21 	(1 	H, 	dd, 	J=8. 7, 	2.3 Hz), 	7.28 - 7.34 	(3 H, 	m), 	7.44 - 7.47 	(2 H, 

m), 	7.60 	(1 	H, 	d, 	J=2.3 Hz). 

• OVN P - B 1 6 : 2- [2- (3-1=11=17i=)1.) -5- (4-LK 

1=1*:>1'91 - 1 - -( 	- 1 - -f )I.) -1 H - -( 	K-)1.- 1 - -f )I.] - N - 

-f `) 7°1=1 EA/ 7-1-t 	7 Z Ka)-a 
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[0264] [1E87] 

A 
/ 	 OH 

14 
CI 

[0265] __ ,fN P — B 1 5 --e 14' 6 tt. tc IL -a It ( 5 00mg) , 	3-7— 1 — 7J-  — 

)1. ( 0 . 	1 OmL) , 	PdC 1 2  (PP h 3) 2 (3 7 mg), 	Cu I 	(20mg 

) , 	E t 3 N ( 1 . 	7 5 m L) , 	DM F (9. 	2 m L) 0)Malt, '2ATS-# 

Z,T, 25nEn'T 2 El rimm 	L tc. 	3 —•Ys— 1 —A--)l. (0. 	1 0 m L) , 

PdC 1 2 (PPh3) 2 (3 7 m g ) 	-,' 66:11:1A., 22 T 1 EIN1A1' Lk-. a 
FrA-y t:.-..*, 	Et 0Ao 	)J1i1A.3'ff-M, 	Brine  t:.= -CA341-  1., tc. 	lAlf, 	N 

a 2S 04-etV:31 L AL-1, tVIAAIJIAIJ L, All-Fa'S' Lk-. 14'6 tt.tc_-R, 

:>1)tit)i,t7101=171-774 — (SNAP 	Cartridge 	K 

P — S i 	I . 	5 0 g) --Clit-11  L , rfl IL at (32 1 nig„Tt12tK) 	14' 

tc . 

1H-NMR 	(600 MHz, 	CDCI.3) 	a 	(ppm) 	; 	1.04 - 	1.08 	(6 H, 	m), 	1.68 - 	1.74 	( 

2 H, 	m), 	2.74 - 2.81 	(2 H, 	m), 	4.12 - 4.19 	(1 	H, 	m), 	4.66 	(2 H, 	s), 	5 

.40 	- 	5.46 	(1 	H, 	m), 	6.64 	(1 	H, 	s), 	7.13 	(1 	H, 	d, 	J=1.4 	Hz), 	7.19 	(1 

H, 	d, 	J=8. 3 Hz), 	7.30 	(1 	H, 	s), 	7.38 - 7.41 	(2 H, 	m), 	7.46 	(2 H, 	d, 	J 

=10.1 	Hz). 

• INP—B 1 7 : 4— {2— (3 —1=11=17i=)1.) — 1 — [2— (4 

V 7'C1 E/1/7 	J ) — 2 —7f*VI)1.] — 1 H — 4(J K — )1/ —  5 — 4114 

[0266] [1E88] 

O, H 	 , 	ic. 

CI 
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[0267] __ ,fN P — B 1 6 --(141  6 tt.tc_lEat (3 0 0 m g) , /7:')',./,./g„ ( 5 

%) 	(300mg), Et OH (3. OmL) vgat 	, *AC-  Pa, 71K 

An # tCF. 25.Eire — ER1C4-' L. /to ar,ii.3,4-Y-t7-r 1- (Rtilf=a) 218 L, 

1-01-Falifi-  L tc 0  

[0268] 141  6 tt tc RIOCHC I 3SINA ( 5 . 	0 m L ) (,:.=, 	0 °C-e E t 3 N 	( 0. 	2 

1 2mL) 	, 	MsC I 	(0. 	08 8mL) 	))1:1A_, 	-t- 0)—ER,1I14-'ljtz-_- c, 

aVrat:.:*A_, 34-y.1, VA ),V, 	M fa N a HCO 37.Kga, 	Br i n e (,:.= 

--C A349-  L, 	N a 2 S 0 4-MIlk L tc_1, tiMAIJ 	igAIJ L, WITS'S' L tc: 0 14' 6 

tt,tc_-R:'./ 1) tit/l/t71.01=17174 — (SNAP 	Ca rtri 

dge 	KP—S i I, 	50g) -NittkIL, milEat ( 1 57mg, 

t t 14c) VOtt o 

MS 	(ESI 	pos.) 	m/z 	: 	477([M+H]+). 

• _OVNP— B18: t e r t —1/1/ 	5— [3— (L'i' '):— 1 —4 

)1,) 7c=i7J1*:>] — 1 H — 4 	K—Ji.— 1 — t Ji/t*:> 7 — 1-0)-a 

[0269] [1E89] 

o 
it ̀

,I- 
 

[0270] N—Boc-5—LKI=1*:>4K—Ji. (5. 	Og) , 	1 —E,''):') .7°  

1=lii—)1. (4. 	95mL), 	To I uene 	(100mL), 	THE 	(2 

5 m I-) omat6:.-..:>7»( 	i, 	1, i) .Y•)1,* 	*7 	(7. 	3 m I-) 

)J1:I A., 8 5 °C T 3 Hem, 	100tT3 Hem, 25.H. T — ERA/4' L tc 0 awl 

ifillITSI N L, 14' 6 tat R 	') t it)l. t 7 IA 	1=1 7 1‘7 7 4 — (S N 

AP 	Cart r idge 	KP—S i 	I, 	100g) -Nittk.'z' L, vAlLa 

t (3. 	9 7 g) V4I tto 

MS 	(ESI 	pos.) 	m/z 	: 	359([M+H]+). 

• OVN P — B 1 9 : 2— ( 6 — )( 	-.>E') :')— 2 — 4 )1.) —5— [3 
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— (E'''):') —  1 —4)0 7°1=17J1*>] —1 H-4 	K —)1/0-a 

[0271] 	[1E90] 

/--\— 	ij- 
HN--\\ 	/1-0  

--,,/ 

[0272] 	__*INP — B 1 L Rea)51(,:.-_ ct t), 0 	,fN P — B 1 8 --(14 6 ttd-c_lEalt ( 

2. 	5 0 g ) 5\ 6, rfAiLat (9 0 m g, Sz4t77 )1/ 7  7 	) 	14 tc , 

MS 	(ESI pos.) 	m/z 	: 	366([M+H]1. 

• ,f1.11:) —B 2 0 : 2— 	(3 —) 1-*:>7i=)1,) —5—  [3— (E 1) 

— 1 — 4 )I.) 7°1=It*:>] — 1 H — 4 	K —)1/0 -a 

[0273] 	[1E91] 

H N - \ 	0  

[0274] 	__*INP — B 1 L 17ea)516:.-_ ct tj , 0 	,fN P — B 1 8 --(14 6 tttc IL alt ( 

2. 	5 0 g ) /j`6, rfAiLat ( 6 4 m g, Sz4t77 )1/ 7  7 	) 	14 tc , 

MS 	(ESI pos.) 	m/z 	: 	365([M+H]1. 

• OVNP — B 2 1 : 5 —11=1— 3 — [ (3— 	i=i1=1 7 i=j1,) i=)1, 

i E''):— 2 —77 Z Ja)-L` 

[0275] 	[1E92] 

H_N 

Br 
Ci 

[0276] 2-7Z)-3, 	5 —:')11=1E 1):')1 (2. 	00g) , 	1 —1=11=1-3— 

i=j1,-ffJ (0. 	9 8 6 m L) , 	E' 	(I- ')7i=)1/7 7 4 	) j' 
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7Vr,./-,. 	( I 	I ) 	V 	CI') F 	(0. 	281 	g) 	, 	r, I ail 	( I ) 	( 0 . 	1 	5 

2g) , 	II)i)1/7-1 -Z 	(5. 	5 5 m L) 	DMF 	(4 0 m L) 	t:.:Att., 

A21 1 OtT4Hircti-Ltc. avrf-Yani,l, Eimi)i, ( 1 50mL 

) TA fR L , 7i< ( 1 5 0 M L ) , Mfriftit7i< ( 1 5 0 m L ) TIIIMA349-  L tc_- 

. 7.K),V,Et0Ac 	(1 50mL) T2IiItlilffiL, atp-ttc_-VAJEN a 2 S 

04--CIVIM, tiMAIJ 	6M L, 6A 	Ill-F --e&"' L tc . 14' 641. tc: RI 	:> 

1) tit/i/t7.1=1717-f — (SNAP 	Cart ridge 	KP 

—N H, 47EIAH : n —1N*Iti/EI/FRI)1.= 1 00/0-33/64 ; v 

/ v ) t:.-.. -Ot' L, rfAlEat ( 1 . 	2 79, V'Et 	1) 	Titco 

MS 	(ESI 	pos.) 	m/z 	: 	307([M+H]+). 

• OVNP — B 2 2 : 5-7C1 	—2— (3 — 	1=11=17 i=)1.) —1 H — E 

I=11=1 	[2, 	3—h] 	%07ah  

[0277] [4E93] 

N_ 
HN 

CI 	',.. 

[0278] OVNP—B2 1 ---(146 tt, tc: IL at (0. 	5509), 	KOt Bu (0. 	4 

21g) 	THE 	(1 1mL) LDMF 	(5. 	5mL) 0)MagPlt:.-..Att., 

M-285t-e 2 o Hircti- Lk-. avrf-Yani,l, Elm i 	)1, ( 5 0 m L ) 

TAM L, Mfilik1E7=',11.7.1< (50mL), Mflilft±17.1< (50mL) 

TIIIMA341-  L tc. VAN, 	N a 2 504-CIVIM, tVIAAIJ 	6 1.1 L, 6'ffY111 

-F --C%" S' L tc: . 1464-Ltc RI 	:> ') tit/l/t71-01=17774— (SN 

AP 	Ca r t ridge 	HP—S i 	I, faliffl: n—,N*1j- /E/FRi 

)1/= 8 8/ 1 2 —0/ 1 00 ; v / v ) t:.-_ --attl L, MittOt 	I PET 

It I' A341-, 	6ER, tVIA L, rfAlEat (0. 	2799, 4't,11) 	1'41 t.c . 

MS 	(ESI 	pos.) 	m/z 	: 	307([M+H]+). 

• OVNP — B 2 3 : 2— [5 —11=1 	—2— (3 — 	1=11=17 i=)I.) —1 

H — E 1=1 1=1 [ 2 , 	3 — b ] E ') V 	—1 — 4 A.] — N — 4 V 7°1=1 EJI/ 7 -t 
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7Z KO)-a 

[0279] [4E94] 

H 
,

i

N 

N= 

[0280] OVN P — B 2 2 ---(141  6 tt, tc tat (0. 278g) , 2-7C1 	— N — 4 

`/ .7°1=1E/1/7 -t17Z K (0. 	244 g) . gOgIOV)r,./A (0. 	3 7 5 g) 

DMF 	(5. 	56m L) 	(,:.:Att., 	M-5E 1 0 0 °CT 2 Hir4/1/4-' Lk-. %(,:.=., 

2 —11=1—N--f V .7°1=1E/1/7 -t H7Z K (0. 	08 g) 	))1:1A., A 2 1 

0 0 t T 3 0 3Ebinti-  L tc: . aTit.VAIN:Isvl, Ei'FRi)l. (5 0 m I_ ) TA 

fR L, MfOillE 7 	= r,./A7.1< ( 5 0 m L) , Mf 0M-19.1‹ ( 5 0 m L) ZIT 

Z5349-  Lk-. VAN, 	N a 2 S 0,-CIVIM, tVIAAIJ 	6M L, 6'ffIAJI-FT 

al'fe'" L tc. 14' 64-Lk-RI 	') t it/1.)J 71-01=17 1‘7 7 4 — (SNAP 

Cart r i d g e 	HP—S i 	I, fa]  ffl : n —,N*1j- /E/FRi)l, 

= 8 8/ 1 2 —0/ 1 00 ; v / v ) t:.=-Clittl  LrfAiLat (9 4 m g, 4 

t 	1*) cIItco 

MS 	(ESI 	pos.) 	m/z 	: 	408([M+H]+). 

• I NP—B24 : 2— [2— (3-1=II=17i=)14 —5— (4, 	4, 

5, 	5 —5- 17)()1.— 1 , 	3, 	2 —:')7J- *Itt1=17 	— 2 —4)0 —1 H 

— E i=i1=1 [ 2 , 	3 — b ] L") :')J-1   — 4 A.] — N — 4 V 7°1=1E/1/ 7 -t 	7 

z Lm  

[0281] [4E95] 

H 

HC 

 

N i

x

t 
N - 

CI, 

__ ,fN P — A 6 L 170051t:.-..ck (,), OINP — B 2 3 --el' 64-Lk-IL-at ( [0282] 
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9 4 m g ) 75 \ 6 , VAIL at (27 5m 9, 4 t 	4*) 	1'4' k- . 

MS 	(ESI 	pos.) 	m/z 	: 	454([M+H]+). 

• OVNP—B2 5 : 2— [2— (3-1=11=17i=J1.) — 5 —L KI=1*:> 

— 1 H— El=1 1=1 	[2, 	3 — b] 	L''):— 1 —4/1/1 	— N —4 ') .7°1=I EJ1/ 77  

-t 	71Z Ka)-a 

[0283] [1E96] 

H 
N 	0 

N-i / 	OH 
CI 

[0284] 011.1 P — A 7 LP10 a) 	51 t:.= ck t•J , 0 IN P — B 2 4 --(14 6 41. k-  IL -at ( 

2 7 5 m g ) 75 \ 6 , VA lEalt (5 3m 9, 4 t 	4*) V41  k- . 

MS 	(ESI 	pos.) 	m/z 	: 	344([M+H]+). 

• OVN P — B 2 6 : 6-7C1 	—2— [ ( 3 — 	1=11=17 i =AA i=j1, 

] E'):)-3 —71Z Ja)-L` 

[0285] [1E97] 

--„), H.,NyI 	_. 
.---Br 

[0286] __ ,fN P — B 2 1 L Plea)at:.-..,:t t,), 2, 	6 —:')11=1 	E') :')— 3 —71  

--.ZJ (2. 	1 7 g) 75\ 6, VAIL at ( 890mg, -;44 t Ai It It ) 4 k- 

0 

MS 	(ESI 	pos.) 	m/z 	: 	307([M+H]F). 

• _OVN P —B2 7 : 5 —11=I-2— (3-1=11=17i=j1.) — 1 H—E 

MD [3, 	2—b] El)0)-a 

[0287] 
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[4E98] 

--/=\ Fir,j- 	,:\ 	,,z-Br 

[0288] 

I 	N CI 	..., 

_ ,fN P — B 2 2 L FA01051t:.-_,t t), 	__,NP — B 2 6 ---(14 6 tttc I E -at 

(890mg) /j`6, rfAlEat ( 3 2 6 m g , -;44.t, 	14K) V41  Az-. 
MS 	(ESI 	pos.) 	m/z 	: 	307([M+H]+). 

• _OVNP—B 2 8 : 2— [5 —11=1-2— (3 —1=11=i7i=)1.) —1 

H —Epp [3, 	2 — b] 	E'):')— 1 --f A.] —N--f V .7°1=1E/1/ 77-t I- 

7 Z KOD-E`A 

[0289] [499] 

H ,O  

NN-\-(=)-- Br 
Cl 	a 2-N  

[0290] __*--VMP—B 2 7 T14 6 4-Lk-IL-at ( 0 . 	233g) 	.121MF (4. 	Om 

L) 	t:.=g1F4 L, 	3.10t-FT7.1KAIEJ-  I- 1) r, ./_,. 	(3 3 m g) 	)iii A_ 2 2--e 3 05, 

rmmt- L it. az* t: 2 — ID 	— N —4 V 7°1=1E/1/7 -t 	7 Z F' ( 1 50 

mg) 	)J1i1A., 25nIT 1 6Hecti- Lk-. azat:.:* (2 Orni—) , EfFfin= 

)1/ ( 2 Om L) 	))1:1A., 	3'ff-Y•1, 	Mfilftit.7.1< ( 2 Om L) 	TA349- L Az-. 

INE 	N a 2 S 04--CIVIM, tVIAAIJ 	6M L, 6'ffIAll-F-Ca'n Lk-. T4'6 

t.tz-_- RI:>') tit/l/t7101=17 I-77-f —  (SNAP 	Cart ri 

d g e 	KP—NH, 47 Fjj$H : n — iN*It 	/ 	1=11=1*/1/1-1.= 20/8°- 

0/ 1 0 0 ; v/v) t:.-.. -Clitlz' L, rfAlEat ( 1 7 2 m g, SZ4t 	11) 

14 k-  . 
MS 	(ESI 	pos.) 	m/z 	: 	406([M+H]+). 

• _OVN P — C 1 	: 4— (3— 	1=11=1— 4 — 7 )1/7J- 1=17 i=)1.) — N --f V 
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7°1=1E/1/-4 —7J-*V7s5'77 -Z Ka)-a 

[0291] [1E100] 

c o
GC 	

NT"  

[0292] 4 — 	( 3 — 	1=11=1— 4 — 7 )1/7J-  C17 = 	)-4— ','( 1.  . 	3 5 

g) ODMFga (1 OmL) (,:.-_, 3.1CA1, 	HOBt • H2 O (1. 	3 5 9) 

, 	EDCHCI 	(1. 	3 5 g) , 	4V7°1=1E)1/77 Z 	(O. 	6mL) 	))1:1 

A., 	22 T 3 El rmtli-- L tc: . 3.1<ni-F, 	az* t:.-.. 7.K 	)iii A., 	tI #1-' L . 	* ffl L tc 

17tKJE ER L . VA lEat (1. 	639, 	t, 	1) 	1 '41 tc . 
MS 	(ESI 	pos.) 	m/z 	: 	272([M+H]+). 

• OVNP —C 2 : 3 —ID 	—4— (3 — 	1:11:1— 4 —7/1/7J- 1:17 	=)1. 

) — N —4 V 7°1=1E/1.— 4 —7J-*Nl7s5'77 -Z Ka)-a 

[0293] [1E101] 

GI' 	 N..„.../..- 

r 	I 

[0294] __ 	IN P — C 1 T1141  6 tt. tc 'tat ( 2 . 	2 8 g) OH it iEg ARV* (4 0 

m L) t::., *AT, 9.A  (0. 4 2 m L) OlElitlEgAga ( 1 0 m L ) 

A -F L . 25E0' T — ERIC' L tc. 31<: -F, azat:.-.7.KA., 	CHC I 3TAffl 

L, VAla 	N a 2 S CLIMIA L1L-f. tVIAALIIA1.1 L, All-FaIS' L AL-. 14 

6 tttcjAn—Hexane/Et0Ac (6/1 ; v/v) gagg-e 

EN A Ai- L, 	12tK 	2ER L, VAIL at ( 2 . 	5 6 g „:,:Kt 	12tK ) 	1'4' tc . 
MS 	(ESI 	pos.) 	m/z 	: 	350, 	352([M+H]+). 

• OVNP—C3 : 2— [ 7 —11=1-2— (3 —1=11=1-4-7)1/7J- 1=17 

=)1.) -'. 	'J [ 1 , 	2 — a ] E I) :) 	— 3 —4 A.] — N —4 V 7°  1=1 E 11. 

7L. 17-1  Z Ka) -a 
[0295] 
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[1E102] 

H 

CI 
11/  

[0296] __11] P — C 2 --(141  6 tt.tc: tat ( 1 . 	5 g) . 	2— 77 Z1— 4-11=I 

E 1) :)i (7 40mg) , MeCN (40mL) 0)M-alt 	A5111.1 00°CZ 

6Hirm-A5A L, 22 T 3 8 rim 1-- L . 	.1-5.Pa 1 0 0 °C -e 6 Hi ricA 5A, t_, tc . All 

-P7M1 	ea 	L tc_1 t:, 14' 64-0L-Rn—Hexane/Et0Ac (4 

/ 1 	; v / v ) 	'PLE`;811"--e EN A Ai-  L, 	12tK 	2ER L tc: . 14 6 tt. tc 	42tK 	0 

1-1> 1)tit/l/t7.L01=1777-f— (SNAP 	Cartridge 

KP—S i 1, 50g, faliC: n—Hexane/Et0Ac= 7 5/2 

5 —0/ 1 00 ; v / v ) t:.-.. -Clittl  L, rfliEat (4 3 0 m g , Sz .t, 

14" ) 	''N tc: . 

MS 	(ESI 	pos.) 	m/z 	: 	424, 	426([M+H]+). 

• OVN P —C4 : 2— [2— (3 — 	1=11=1-4 —7/1/7J- 1=17i=J1.) — 7 

— (4, 	4, 	5, 	5 —5- 17)()I.— 1, 	3, 	2—:')7J- *Itt1=17-2 - 
4 )1/) 4 Z ,,r,i [ 1, 	2—a] 	E ') :'J 	— 3 — 4 )1/] — N —4 ̀ ) 7°  1=1 E 11/ 7 

-t 	77 Z K07QhG  

[0297] [1E103] 

H. 
N. 

- 	0 / 

CI 

[0298] 2A4 # ,t, -F , 0 VN P — C 3 --e 14' 6 tt. tc IL at ( 1 50mg) . E' Z ( 

EJ- 	7— H :'Jti=LJ (1 08mg) , 	PdC 1 2  (d pp f) 	• CH2 C 1 	2 

(30mg) )3WeElMt ') r, L. ( 1 04mg) 0)1, 	4—:')7J-*It 	(20 
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m L) , 	Hi,' J (2 ornL) vipLaga 	M-5 1a 1 0 0 t t:.-_ --C 5 Hi RIM' L 

k-  . Nni'l, All TM S' L, 14 6 tt.tc:RM:.=n — Hexane (2 5% I 

P E -A- ) , 	7.K)J1i17L, 	251friT1C4' L, 	*ffl L tc 	12tK 2ER L, VA At 

(1 5 5mg, Kt 	11 ) V41  k-  . 

MS 	(ESI 	pos.) 	m/z 	: 	472([M+H]+). 

• OVN P — C 5 : 2— [2— (3—'J1=1 1=1— 4 — 7 )I/7J- 1=17 i =JO —7 

—L Ki=1*:>4 ZY`i [1, 	2—a] L"):— 3 —4 A.] — N —4 ') .7°1=I 

E/1/ 77-t F 77 Z Ka)-a 

[0299] [4E104] 

-N 	OH 
CI  

[0300] OVNP—C4 ---(14 6 4-Lk-  IL-at ( 3 8 5 mg) ODE t OH/THF (1 

/1 	; v/v) g'il-Y (7. 	OmL) t:.-.., *AT, N a HCO3  (55 4m g) 

a) 7.1<gA ( 3 . 	5 m I-) 	)J1i1A.tc_- '1, 	30% I-12027.Kga (0. 	3 m I-) 

?k-F L, 	3 Hi 1241C4-' L AL-. azat:.-_, Aot-FN a2s o3  (3 5 0m g) a)71Kg 

A 	( 3 . 	5 mL) 	, 	7.1< 	(7. 	OmL) 	JIIRt:.-..)inA., 	1I/4-' L, *ffl L A: 14 

1'4' ko ZtER L, 	'k.'llEalt ( 3 1 0 m g , Kt 	11) 

MS 	(ESI 	pos.) 	m/z 	: 	362([M+H]+). 

• OVNP—D 1 : 2 —11=I—N' 	— (3 —1=11=17i=j1,) 

*:>1 	V L K 7 :) Ka)-a 

— 5 —( I,  

[0301] [4E105] 

0 	N, 
N 
H 
Br 

[0302] 2 —11=1— 5 —) 	1*:>'- ',9_,,-R (6. 	4 5 g) 	, DM F (0. 	4 2 9 

mL) 	fj 1=11=1*/1/./-1. 	(7 7 mL) 	t:.-..Att., 	7J- * If ')/1/ 1=1') 	K 	(4. 7 9 
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mL) 	)iriA., 25E--e2Hirct 	L, a Vra 	ifil a -HAS' L tc: . 14' 6 tt. tc 

M:.-.. P) i/l/T1Z 	( 1 	1 . 	6 m I-) , 	(3 - 	i=i 1=1 7 i=)1.) 	L K7 

1-1Rit ( 5 . 	00 9) LTHF 	(64mL) 	)iriA., 25E-e2E1rimmi-  L 

tc. 	,n-Ymi=1*)1,./„. (5OmL) --eac l.„ Mfraff,* ( 1 5OmL 

) , PO:1MA* ( 1 5OmL) TIIIMA341-  L tc_-. 	1*),1 	N a 2 S 04TIVIM 

, tVIAAIJ 	6M L, 6A 	f,',1 a -F VAN L tc . 14' 6 tt. tc RI 	') t it ) l. t 

7101=17 17-f — (SNAP 	Cart r idge 	HP-Si I, 

faJM: 	1=11=1*/1/1--,./)(5'/ —)1.= 1 00/0-90/1 0 ; v/v) t:: 

Cal' L tc. Catkl It 	I PETTAIT'A341-, 6 1  L, VAIL-at (5. 	1 9 

9 „Rt 	14K) V41  tc: . 

MS 	(ESI 	pos.) 	m/z 	: 	355([M+H]F). 

• #VM P - D 2 : 1 - ( 3 - 	1=1 1=1 7 i = )1.) - 5 - )4 	.. 	-1, 	2 - 

L KM -3 H-4 J'Y's `i—)1/-3 -A-  JO)-EA 

[0303] [1E106] 

? 

N` // 
Ck 

[0304] OIN P - D 1 T1 4' 64-Lk- tat (3. 	0 9 ) , 	r'iLtH ( I ) 	(0. 	1 

6 1 g) , 	L-7°1=1') 	(0. 	1 94g) , OR t i)r,11, 	(2. 	33g) 

DMS 0 (8 4 m L) (,:.:Att., 22 T 1 6 Hi lact 14-  L tc: . azwrfIt:.-..1/Fmi 

)1,  ( 1 5 0 m L) 	))1:1A., 	Mfilit1E7=',.ZA* (1 5 0 m I-) , 	Mfil 

ftiti* (1 50mL) TIIIMA341-  L tc. 	IAJE 	N a 2 5 04TIVM, tVIAAIJ 

6M L, 	6;a 	f,',1 11 -F VA n L tc . 14' 6 tt. tc: R3_4T 	') tit/077101=1 

7177-f- (SNAP 	Cart ridge 	HP-Si 	I, 4M-JAH : 

mi=1*)1,/,/)( g j —)1,=9 9/1 —92/8 ; v/v) t:.=-ClittI L, 	 

11. lEat (1. 	4 1 9) 	Theo 

MS 	(ESI 	pos.) 	m/z 	: 	275([M+H]F). 
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• _OVN P — D 3 : 2— [ 1 — (3— 	1=1 1=1 7 i=)i.) — 5 — )< I-*:>— 3 

—A-* V — 1 , 	3 —:')L H=1-2 H-4 	,9rNI—)1.— 2 —4)1/1 —N-4 V 

7°  1=1 E)I/7-t I. 77 Z Ka)-a 

[0305] [1E107] 

r `

o  
ci 

[0306] 0 ,fN P — B 2 8 L He 0751 I,: ct ('J, OIN P — D 2 --(141  6 tat tat ( 
500mg) 75 ` 6 , VA t at (139m g, 4t77 )1/ 7  7 	) V41  k-  . 

MS 	(ESI 	pos. ) 	m/z 	: 	374([M+H]F). 

• _OVNP —D4 : 2— [1 — (3 —1=ii=i7i=)1.) — 5 —L Ki=i*:>- 

3 —7J- *v— 1, 	3 —:')L Ki=i— 2 H-4 	,9rNI—)1.— 2 --M] — N -4 

V 7°1=1E)1/ 771t I- 77 Z Ka)-a 

[0307] [1E108] 

H 

0 

N 	OH 

[0308] _OVN P — D 3 V1141  6 41. k-  t at (0. 	127g) 	1=1 1=1 *)1,1A ( 2 . 

5 m L ) 6:.-..3e11q L, 3.KATTB B r 3/,N*1j- ga (1. 	Omo I /L, 	1 

. 	0 m L ) 	)ilil A.25.H--e 2 Hi rc,11-- t_, tc. awl 	*A L. 7.K ( 2 0 m L ) 

)J1:I A., 	i=i1=1*)1/1A 	( 2 0 m L) 	TA ffl 1., k-  . Vtil 	tiOilftilli7.1c-e5A341-  

1_,, VAN, 	N a 2 S 04-CIVIM, tVIAALI 	6M L, 6'ffIffilll-FTMire Lk- 

. 1464-Lk-R3AT'Jtit/l/t71.0 1=1 7 I-77-r —  (SNAP 	Ca r 

tridge 	KP—S i 	I, 	47 fij$H : 	i=i1=1*)1/1,./)< ,9' i —)1.= 9 9/ 

1 — 8 0 / 2 0 ; v / v ) t:.-_ --Clittl  L, VAlEat ( 7 8. 	9 m g, 4t7 
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)1/ 7  7 	) 	1'41 7-c_-  . 

MS 	(ESI 	pos.) 	m/z 	: 	360([M+H]+). 

• _OVN P—E1 	: t e r t —1/1/ 	3 — [ 2 — (3 — 	1=11=17 i=j1,) 

—2 —7J- *VIJI.] —4 —7J-*`)E 1):— 1 —t/l/t*:>7— 1- oa 

[0309] NE1091 

0 

CI 

[0310] 1 — B o c —4 — L'il) ICJ (4. 	3 7 g ) 0) HL= 	.7.g,,f-y (4 3. 	5 m 

L) 	(,:.:E1=1'):J 	(1. 	8mL) 	))1:1A., 	microwave 	(1 	50 00, 

1 Him t:.-_ -car,ii.--D AL-. aVAIAJITSE'S'L, 14'6 tt.tc:RO) T H F 

g'AI (9 0 m L) 	t:.-.., 	2-11=I-3 —1=11=177-t H7iJ 	(5. 	1 g) 

, 	i P r 2 N E t 	(7. 	5 m L) 	)ili A., 	A5116 5 t t:.-. -c = El IMIi-1-' L AL-. a 

VAIAJITS'S'L, 14' 6 tt.tc:R 	,) t )72)1/t 7 IA 1=1 7 	7 7 4 — 

(S N A P 	Cartridge 	KP—S i 	I, 4 Mii$H : n—Hexan 

e/E t OA c= 1 00/0-60/40 ; v/v) t:.=-ClittI L, 

t (4. 	6 7 g, 	't,A=It!tt) V4I tc. 

vata 

1H-NMR 	(600 MHz, 	CDCI.3) 	a 	(ppm) 	; 	1.43 - 	1.57 	(9 H, 	m), 	2.40 - 4.64 	( 

9 	H, 	m), 	7.42 	(1 	H, 	t, 	J=7.8 Hz), 	7.52 - 7.57 	(1 H, 	m), 	7.83 - 7.87 	( 

1 	H, 	m), 	7.92 - 7.96 	(1 	H, 	m). 

• OVNP—E 2: te rt —1/1/ 	2— (3— 	1=11=17 i =AA —1, 

4, 	6, 	7 —5- 17LK1=1— 5 H—E1=11=1 [3, 	2—c] E'):')— 5 —t 

)1/ 7J*7-10)-E'A 

[0311] [1E110] 

1-11\J 	\ 	N 
CI 	.....)-=:-,-, / 
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[0312] __ ,MP— E 1 --(14641,tclEat (4. 	6 7 g) OE t OHg'ff-Y (9 5 m 

L) 	t:.-.., 	Ei/FR77 =',1,. 	(5. 	1 	1 g) 	))1:1A., 	3 11%1 M5A, L tc. a VA 

11-HEA'' L tc_1 t:.-_, 	CHC I 3, 	MfliIN a HC037.Kg',1-Y)JFIA., 	CHC 1 3  

tEll ffl 	'/ff "D A.--  0 VCV,All-FSliffi'L, 141 64-LtcR:>')ti72 /1/t 710 

1=1717-f— (SNAP 	Cartridge 	HP—Si 	I,V;EIA 

:n—Hexan e/Et OAc=1 00/0-7 5/2 5 ; v/v) t:.-_ -"C 

atkl L, rfAlEat ( 2 . 	5 6 g . 	, 	12tK ) V41  tc_- 0  

1H-NMR 	(600 MHz, 	CDCI.3) 	a 	(ppm) 	; 	1.50 	(9 H, 	s), 	2.69 - 2.77 	(2 H, 	m) 

, 	3.69 - 3.81 	(2 H, 	m), 	4.44 	(2 H, 	br. 	s.), 	6.31 	(1 	H, 	d, 	J=2.3 Hz), 

7.12 - 7.16 	(1 	H, 	m), 	7.24 - 7.32 	(2 H, 	m), 	7.40 	(1 	H, 	s), 	8.06 - 8.1 

9 	(1 	H, 	m). 

•OVNP—E3 :2— [2— (3-1=11=17i=)1.) —4, 	5, 	6, 	7 — 

5- 17LKI=1— 1 H—EI=11=1 [3, 	2 — c] E'):')— 1 --OH — N -4 

V 7°1=1 EJI/ 7-1-t 	77 Z K a)-a 

[0313] [1E111] 

,,A 

NH 

[0314] _OVNP — E 2 --em 6 tt,tc IL-at ( 2. 56g) oDmF ga ( 5 1 m L 

) t:, OtT 6 0% 	7.KAiEt P) r,IA (4 6 1 m g) , 	2 —11=I—N — 

-( v 7c =i EA. 7 -t 17-1 Z K 	(2. 	08g) 	IllAt:.-.)inA., 	25A-e2 Hi 1341I14- 	L 

tc 0 	6 o % 	7.1KA IL t I- 'J r,./_1. (30 7 mg) , 	2-11=i—N--(`j7c=1 

EA. 77-t 	77 Z K ( 1 . 	3 9 g) 	-,'_ 66:.:11:1A., 25.H.T —ERIC' Lito az 
At:.-..M e 0 H 	))1:1A., 	7 	1l-F2reLtcA6:.-_, 	7.1‹ 	)iii A., 	CHC I 37Eliffl"ff1,\ 

, VAJW,rfilll-FAIrel„ 141 64-LtcR ,Jti72)1/t 71-01=17 I77 

-f -  (SNAP 	Cart r idge 	HP—Si I, 4mjim :n—Hex 
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a n e/E t OA c= 1 00/0-60/40 ; v/v) t:.= -Clitt'L, al'  
t (2. 	7 8 9, 	,12tK) 	V41  tc: . 

14' 6 41. ALI it-lk1 t ( 2. 	7 8g) (,:.:1-1C 1 /E t OAcga (4M, 	28mL 

) 	)]QA., 25.070're 1 Hi IV tIf' L tc . A a T a' 	' L tc_-1 t:.-_, 	7.1K)JFIA., 	E t 0 

A c (,:.= -C3IY"ff.D tc . 14' 6 4' t. tc: 7.1‹ g, t :.-A MN aHC 037.K g A 	)]1:1A., 	CH 

C 1 3#1Eliffl71iN, 	VAN, 	X111-FaIS' L, 	'k.'llEalt 

14" ) c14tCo 

(2. 	1 	7 9, 

1H-NMR 	(600 MHz, 	CDC l3) 	a 	(ppm) 	; 	1.09 	(6 H, 	d, 

9 	(2 H, 	m), 	3.17 - 3.23 	(2 H, 	m), 	3.89 	(2 H, 	s), 

, 	4.42 - 4.46 	(2 H, 	m), 	5.15 	(1 	H, 	d, 	J=8.3 Hz), 

- 7.18 	(1 	H, 	m), 	7.28 - 7.33 	(3 H, 	m). 

J=6.4 Hz), 	2.54 - 2.5 

4.06 - 4.14 	(1 	H, 	m) 

6.12 	(1 	H, 	s), 	7.13 

• _44NP - F 1 : i)l. 	(7 - )4 1,* 4.Zv [1, 	2-a] 	E') 

- 2 --(JO 77-t5'- 1-0) 

[0315] [4E112] 

N....0 

[0316] 2 -7 	) -4-)( 	-.' 	') 	' (3. 	00g) , 	4-1=11=17-1-t1E1/F 

IJI. (4. 	93mL) 07Et0Hga (60mL) 90°C-e1 7 Hem 

tIf' Lk. aVAIWITa'S'L, 14' 641. tcR31` 	Et0Ac TAC•1, 

flil N a HC 0 37.1<ga, 	Brine TA349- Lk-. VAN, M g S 04tVfa, ti 

MAI] 	IAIJ L, g PI 	All -F ii8 	Lt  : . 14' 641. tc: RI 

I=17 177-1- (SNAP 	Cartridge 

:> ') t it ) l. t 7 1-1, 

HP-Si 1, 4E]#1 

:CHC 1 3/Me0H=99/1-9 5/5 ; v/v) t:.=-Clitt'L, VAIL 

at ( 1. 	9 0 9, Mt Ai 1 tt ) V41  tc: . 

MS 	(ESI 	pos. ) 	m/z 	: 	235([M+H]F). 

• OVN P - F 2 : N--f ̀) 7°  1=1 E 11. - 2- (7-)4 1*:>-f-Z ,9r`js [1, 
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2—a] 	L")')-2-4/1.) 77-t17-1 Z KID-Ei) 

[0317] [1E113] 

i 	\\ 

\.:--- 

[0318] -f V 7'1=1E11/ 7  - 1  --.Z 	(4. 	7 9g) 	O)CHC I A.,..a ( 4 o m L ) 	6:.-..3jot1F 

, 	,-),( 	)1,7)1,z=r,1a1-la1Et/ n—Hexane 	(0. 	95M, 	66. 	2 

m L) 	itk-F L, 	3 o 3A14.11-- L. 	 { 	P —  F 1 --(141  6 tt.tc_IE 

Q t ( 1. 	9 0 g) O)CHC I 3ga (6 OmL) 	?i5-FL, 	1 7 Hi rm1114-- 1, 

tco az* t:.-..31ot -F. 	to N a HCO 37.1<gA 	AT L, 	1 Hi 1241It''1, -t 7 

4 I- (Re 	!fag ) 7®3,g L tc: . 17.34I 	7E, 	Br i neT A349- L, M g S 04TX 

ga, tiMAIJ 	1-)0.1 L, gPIAll-Fia 	1, tc . 14' 6 tt.tcRI 	:> 1) 1711. 

t7101=171-77-f— (SNAP 	Cartridge 	HP — Si I 

, faliC:CHC I 3/Me0H= 9 9 / 1 — 9 5/5 ; v/v) -NittkIl.„ 

 	1E-alt ( 1 . 	1 9g, 41t. 	14K) 	V41  tc: . 

MS 	(ESI 	pos.) 	m/z 	: 	248([M+H]+). 

•OVNP—F 3 : 2— (3-11=1— 7 —) 	..:>-f "J [1, 2 — a 

] E ') 	— 2 — -( )I.) — N — -f V 7°1=1E/1/ 77-t 	7 Z KID'a 

[0319] [1E114] 

..,,,.-N 
il 

Br 	'N. 

[0320] _OVNP — F 2 --c14 6 tt,tc IL at (1. 	1 9g) oDmF ga ( 1 2 m L 

) 6:.:31CAT, 	N-11=1:>-f Z K (94 2m g) 	))1:1A_, 25EiVeri-' 

5.fi'. L 1-Se 6 1 HilV1It' L tc . a CAI 	E t OA c TAEL, 7.K, 	Brine 

TA349-L, 	IAJEM g S 04tVfa, tigkAIJZT.UIJ L, gPIAll-Fia 	L 



WO 2013/147117 
	

87 
	

PCT/JP2013/059457 

tc . 14'6 4-L. tc: R 3_4T 	' ) tit/l/t71.01=17177-f— (SNAP 	Ca 

rtr idge 	HP—Si 1, faliffl:CHC 1 3/Me0H=99/1 — 

9 5 / 5 ; v/v) Tall  L, rfAlEat ( 1 . 	1 0 g, Sz .t. 	14K) 	''f'41  

tc: . 
MS 	(ESI 	pos.) 	m/z 	: 	326([M+H]+). 

• OVNP —F 4 : 2— [3— (3 —1=11=17i=)14 — 7 —) 1*:>-f Z 

Y`i [ 1 , 	2 — a ] E') :J 	— 2 — 4 A.] — N — -f V 7°1=1 EA/ 7-1-t 	77 Z K 

10-a 

[0321] [1E115] 

;\ 
l. 

[0322] __ ,f11P—F3 ---C14 6 tttc IL at ( 3 22m9) , 	3-1=11=17i=)1/t 1=1 

i 	(2 0 1 m g) 0):'J)( 1-*:>i'9' 74'ff-Y (3. 	3 0 m L) 	(:.:P d 	(PP 

h 3) 4 ( 5 7 m g) , 	N a 2C037.Kga (2M, 	1. 	3 8 m L) 	))1:1A., 	9 0 

°CT 4 HilVtIf'' Lk. aTit.VAEI/FRI/l/TAfR L, 7.1c 	BrineTA341- 

l., tc . VCV, 	M g S °AVM, tiMAIJ 	1)-HIJ L, gPlifilllFia 	L, 14' 

41. tc RI “) H:>i) ti,2)14j711,1=17 17 4 — (SNAP 	Ca r 

t ridge 	HP—S i 1, faliffl:CHC 1 3/Me0H=99/1 —9 

5/5 ; v/v) , 	NH:> 1)tit/l/t7.L.01=17 17-f— (SNAP 

Cart r idge 	KP—NH, 4SIA:CHC 1 3/Et0Ac=80/ 

20-50/50 ; v/v) -NittkIL, milEat (247 mg, 	.t,E1E1 

=It t) c14tco 

MS 	(ESI 	pos.) 	m/z 	: 	358([M+H]+). 

• OVN P — F 5 ; 2— [ 3 — ( 3 — 	1=11=17 i =)14 — 7 — L K1=1* 	-( 

zyv [1, 	2—a] E') :') 	— 2 — -f A.] — N — -f V 7°1=1 EA/ 7-1-t 	77 Z 

K 0)-E'A 
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[0323] [4E116] 

JH 

4 
1  

CI 
OH 

[0324] _.IN P — F 4 --C14 6 ttd-c tat ( 24 7 mg) oDmF ga (3. 	5m 

L) 	t::..t P)r,I.,.7f)< 	..:>K 	(1 94m g) 	))1:1A., 	1 2 Ot-e2HirA 

1I14--' Ltc_-,, aFt,',Y 	E t OA c TaEL, 7.1<, 	Br i ne TA349- L, VCV, 

M g  S °AVM, tiMAIJ 	1-,,OJ 1,, gPIAll-Fia 	Lk-. 14' 64-Lk-RI 

n—Hexane/Et0Ac (9/1 ; v/v) ---eSINA349- L, 

2ER 1,, rfAlEalt ( 9 0 m g, 	?)M't.o '17tK) 	''1147-,:c. 

MS 	(ESI 	pos.) 	m/z 	: 	344([M+H]+). 

• -A-ARA— 1 : 2— {2— (3-1=11=17i=)1.) —5— [3— (I°'J) 

— 1--(JO.) .7°1=It*:>] — 1 H —1`js4 ZYV—)1.— 1 - 4 )0 — 

N--(`).7°1=1E/1/ 77-t 17-1 -Z Ka)-EA 

[0325] [4E117] 

H 
N 

CI 

[0326] 0 ,fN P — B 2 8 LFA010511,:.=ct t'), OIN P — A 3 - el'41  6 tat tat ( 

200mg) 75`6, rfAlEalt (40. 	1 mg, r*-4.t. 	1* ) 	1'4' tz-_-  . 

MS 	(ESI 	pos.) 	m/z 	: 	469([M+H]+). 

1H-NMR 	(600 MHz, 	CDCI.3) 	a 	(ppm) 	; 	1.10 	(6 H, 	d, 	J=6. 9 	Hz), 	1.42 - 	1.5 

0 	(2 H, 	m), 	1.59 - 	1.65 	(4 H, 	m), 	2.00 - 2.08 	(2 H, 	m), 	2.38 - 2.49 	( 

4 H, 	m), 	2.49 - 2. 59 	(2 H, 	m), 	4.09 	(2 H, 	s), 	4.20 	(1 	H, 	s), 	4.76 	(2 

H, 	s), 	5.43 - 5.48 	(1 	H, 	m), 	6.99 - 7.04 	(1 	H, 	m), 	7.21 	(1 	H, 	d, 	J=9. 
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2 Hz), 	7.32 	(1 	H, 	d, 	J=2.3 Hz), 	7.46 	(1 	H, 	d, 	J=7.8 Hz), 	7.48 - 7.51 

(1 	H, 	m), 	7.52 - 7.55 	(1 	H, 	m), 	7.72 - 7.78 	(1 	H, 	m). 

• **RA -2 : 2- {2- (3 - 	1=11=17i=)1.) -5- [3- (JI/* 

') 	- 4 --f JO .7°1=1t*:>1 - 1 H -/J V 4 Z Y V - )I. - 1 - 4 )0 - 

N --f V 7°1=1E/1/ 77-t 	77 -Z Ka)-a 

[0327] [1E118] 

H y,ro 

N0 
N- 	c i-N

\_/
0 

CI 	..). 

[0328] OVN P- A 8 --(141  6 tt.tc tat ( 1 0 0 m g) , 	JI/* ') J ( 0 . 	6 2 m 

L) , 	i P r 2 NE t 	(0. 	20 7 mL) 	8,trjer,l(;t 1)r,11, 	(1 	1 9m g 

) 0)Et0H (2. 	OmL) g.a, wai. 1 00°C6:.-_C1 oHirm- Lk-. 

A'1, gP1 	All-Fig 	L AL-. 14'6 tt.tc:Rli 	N I-I :> ') t it/l/t 71-1. 	1=1 

7F 7.77 -f -  (SNAP 	Cartridge 	KP-NH, 	28g, 4 

MjAH: n-Hexane/CHC 1 3=7 0/30-0/1 00; v/v), 

OH:> 1)tit/l/t7101=1777-f- (SNAP 	Cart r idge 

KP-Si 1, 	10g, faj#1:Et0Ac/Me0H=99/1-8 5 

/1 5 ; v/v) t:.=-Clitti Lito NtOtt:E t OA c 	(0. 	5 m L) , 	I P 

E ( 2 . 	0 m L) 	MA., 251r - Wc, Fh N A Ai- L it. 	12tK 	2ER L, 	11, 1I 

-a t ( 5 9 m g „Rt 	11) V41  tz-_- . 
MS 	(ESI 	pos. ) 	m/z 	: 	471 ([M+H]+). 

1H-NMR 	(600 MHz, 	CDC l3)a 	(ppm) 	; 	1.11 	(6 H, 	d, 	J=6. 6 Hz), 	2.00 - 2.0 

8 	(2 H, 	m), 	2.45 - 2.63 	(6 H, 	m), 	3.71 	- 3.78 	(4 H, 	m), 	4.12 	(2 H, 	t, 

	

J=6.4 Hz), 	4.17 - 4.24 	(1 	H, 	m), 	4.77 	(2 H, 	s), 	5.44 - 5.49 	(1 	H, 	m) 

, 	7.02 	(1 	H, 	dd, 	J=8.9, 	2.3 Hz), 	7.22 	(1 	H, 	d, 	J=8.7 	Hz), 	7.34 	(1 	H, 

d, 	J=2.5 Hz), 	7.45 - 7.48 	(1 	H, 	m), 	7.50 - 7.52 	(1 	H, 	m), 	7.53 - 7.56 

(1 	H, 	m), 	7.76 	(1 	H, 	t, 	J=1.9 	Hz). 
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• -ArtINA-3 : 2- {2- (3 -1=11=17i=)1.) -5- [3- (2 - 7J- 

*It - 6 - 771fE1=1 [3. 3] 'N7'51- 6 -4)0 .7°1=17J14-1 - 1 H- 

v-r z 'Y'sV-)1.- 1 -4  )1/1 - N - 4 V .7°1=1 EA/ 77-t F 7-Z Ka)-EA 

[0329] 	[4E119] 

H 

CI 

[0330] -AAR A - 2 L17ea)51(,:.-_,:t (,), ovN  P - A 8 -e14 6 tt tc I Eat ( 1 0 

Om 9 ) L 2 -7f*It- 6 - 7-11fE1=1 	[3. 3] iN.7°51 	:>ar,Ograi ( 

1 0 2. 	9 m g)  /3\ 6 VAIL alt ( 1 5 m g „Rt 7 	)1/ 7  7 	) 	1 4 tc c  . 

MS (ESI 	pos. ) 	m/z 	: 483([M+H]+). 

1H-NMR 	(600 MHz, 	CDC 1.3) a (ppm) 	; 	1.11 	(6 H, 	d, 	J=6. 6 Hz), 	1.83 - 	1. 9 

0 (2 H, 	m), 	2. 60 	(2 H, 	t, J=7. 2 Hz), 	3.39 (4 H, 	s), 	4. 06 	(2 H, 	t, 	J=6 

.4 Hz), 	4.16 - 4.24 	(1 	H, m), 	4.73 - 4.78 (6 H, 	m), 	5.48 	(1 	H, 	d, 	J=7 

.8 Hz), 	7. 00 	(1 	H, 	dd, 	J=8. 9, 	2.3 Hz), 	7.21 	(1 	H, 	d, 	J=8.7 	Hz), 	7.30 

(1 H, 	d, 	J=2.5 Hz), 7.45 - 7.49 	(1 	H, 	m), 7.49 - 7.52 	(1 	H, 	m), 	7.52 

- 7.56 	(1 	H, 	m), 	7.74 - 7.76 	(1 	H, 	m). 

• 'AAR A -4 : 2- [2- (3-1=11=17i=)1.) 	-5- 	{ 3 - [ ( 1 R 

, 5S) -3 -7f*It -8 --TiVE1=1 [3. 2. 	1 ] 7J- '91  -8 -4)1. 

] 7°1=17J14-:>1 	- 1 H -1.1 ̀i4 ZYV-ll.- 1 -4/1.] -N-4 V.71=I E 

)1/ 77-t 1-7 Z 1'0)-a 

[0331] 	[4E120] 

„rN 

[0332] .-A-ythiN A - 2 L Rea)51(,:.-_,:t tj, ovN P - A 8 -e 14' 6 tttc IL alt ( 1 0 
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Om g) L3 -t*It-8- 771fE:>1=1 [3. 	2. 	1 ] 7 ,9' i INVE 

( 1 0 6 . 	8 m g ) 75`6 VA lEat (3 4 m g „Rt 	12tK ) V41  tc: . 
MS 	(ESI 	pos.) 	m/z 	: 	497 ([M+H]+). 

1 H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 	1.11 	(6 H, 	d, 	J=6. 6 Hz), 	1.83 - 2. 0 

6 	(6 H, 	m), 	2. 45 - 2. 55 	(2 H, 	m), 	3. 04 - 3. 13 	(2 	H, 	m), 3. 53 	(2 H, 	d, 

J=9. 5 Hz), 	3.68 - 3.78 	(2 H, 	m), 	4. 12 - 4.26 	(3 H, 	m), 4.77 	(2 H, 	s) 

, 	5.44 - 5. 50 	(1 	H, 	m), 	7. 03 	(1 	H, 	dd, 	J=8. 7, 	2. 5 Hz), 7.22 	(1 	H, 	d, 

J=9.1 	Hz), 	7.35 	(1 	H, 	d, 	J=2.1 	Hz), 	7.45 - 7.49 	(1 	H, m), 	7.49 - 7.53 

(1 	H, 	m), 	7.53 - 7.56 	(1 	H, 	m), 	7.75 - 7.77 	(1 	H, 	m). 

• 'AAR A - 6 : 2- f 2 - (4 - 7 JI/t1=1- 3 - )( l*:> 7 i=)1.) -5 

- [3-  (E1 '):) -  1 -4)0 .7° I=It*:>] - 1 H -1 `i-r Z'Y's `i- 

)1.- 1 - 4 )1/1 - N - 4 VIDE/I/Tit F 77 -Z l'a)-E•A 
[0333] [1E121] 

H 
-.TN TO 

N - 	
N_

rND 

' 	N 

[0334] *you A - 2 L FA ea) 	(,:: ct tj , ovN P - A 1 3 - - C14 6 4'1. tc I Eat ( 3 

6. 	8mg) 	LE'.') :') 	( 2 5. 	1 µL) 75\ 6 vatat ( 1 4. 	4m g 

-;t4t 	1) 	1'41  tc: c. 
MS 	(ESI 	pos.) 	m/z 	: 	483 ([M+H]+). 

1 H-NMR 	(600 MHz, 	DMSO-d6) 	a 	(ppm) 	; 	1. 07 (6 H, 	d, 	J=6. 4 Hz), 	1.35 - 	1 

.42 	(2 H, 	m), 	1.47 - 	1.52 	(4 H, 	m), 	1.83 - 	1.91 	(2 	H, m), 	2.29 - 2.37 

(4 H, 	m), 	2.38 - 2.42 	(2 H, 	m), 	3.82 - 3.88 	(1 	H, 	m), 3.89 	(3 H, 	s), 

4. 03 	(2 H, 	t, 	J=6.4 Hz), 	4.81 	(2 H, 	s), 6. 91 	(1 	H, 	dd, J=8. 7, 	2.3 Hz 

), 	7.18 - 7.21 	(1 	H, 	m), 	7.31 	- 7.42 	(3 

8.34 	(1 	H, 	d, 	J=7.3 Hz). 

H, 	m), 	7.56 - 7.61 	(1 	H, 	m), 

• 'AAR A - 6 : 2- f 2 - ( 4 - 7 JI/t1=1 - 3 - )( l*:> 7 i =AA -5 
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- [3-  (J1/*') 	- 4 -4)0 .7°1=17J14-:>1 -1 H -1 `i-1 Z Y'l- 

/I.- 1 - 4 JO - N - 4 V 7°1=1 EA/ 7 -tF 7 Z Ka) -a 

[0335] [lE122] 

H 

/--,, 
N \ 	rN\_/0 

[0336] .-A-ythiN A - 2 L Roo 	a (,:: ,:t  tj , ovN  P - A 1 3 ""e141  6 41. tc I Eat ( 3 

6. 	8m g) L 	)1/*1) 	(2 2. 	2 µ, L) 75\ 6 vatat ( 1 5. 	5 m g 

-;t4t 	) 	1 4 tc: . 

MS 	(ESI 	pos. ) 	m/z 	: 	485 ([M+H]F). 

1H-NMR 	(600 MHz, 	DMSO-d6) 	a 	(ppm) 	; 	1. 08 	(6 H, 	s), 	1.86 - 	1. 93 	(2 H, 

m), 	2.34 - 2.41 	(4 H, 	m), 	2.43 - 2.47 	(2 H, 	m), 	3. 55 - 3. 61 	(4 H, 	m), 

3.82 - 3.87 	(1 	H, 	m), 	3.89 	(3 H, 	s), 	4. 05 	(2 H, 	t, 	J=6. 4 Hz), 	4.81 	( 

2 H, 	s), 	6. 92 	(1 	H, 	dd, 	J=8. 7, 	2.3 Hz), 	7.21 	(1 	H, 	d, 	J=2. 3 Hz), 	7.30 

- 7.43 	(3 H, 	m), 	7.58 	(1 	H, 	dd, 	J=8.3, 	1.8 Hz), 	8.34 	(1 	H, 	d, 	J=7.3 

Hz). 

• -41th11.1A - 7 : 2- { 2 - (4 - 7 )1/7J- 1=1- 3 - )( l*:> 7 i=)14 -5 

- [3-  ( 2 -7f*It- 6 - 7-11fE1=1 [3. 	3] 'N7°51 -6-00 7° CI 

/1/ -t `i-1 	-11.- 1 - 4 )1/1 - N - 4 V 7°1=1 E7 t*:>] - 1 H -1 	Z 'Y'V 

H7 Z K 0)-E'A 

[0337] [1E123] 

H 
Ni.0 

[0338] .-A-ythiN A - 2 L 17oo 	a t:.-. ,:t tj , ovN P - A 1 3 ZT4' 6 tt . tc I Eat ( 1 
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0 0 m g) L 2 -7t*it -6- 7-11fE1=1 [3. 3] iN7°51 	is 	n± ( 

9 9 . 	7 m g ) /3\ 6 VAIL at ( 2 5 m g 	,;. 

MS 	(ESI 	pos.) 	m/z 	: 	497 ([M+H]+). 

7 	)1/ 7 7 	) 	•/114I tc, 

1H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 	1.10 	(6 H, 	d, 	J=6. 6 	Hz), 	1.80 	- 	1. 9 

1 	(2 H, 	m), 	2. 55 - 2. 62 	(2 H, 	m), 	3.38 	(4 H, 	br. 	s. ), 3. 96 	(3 H, 	s), 

4.06 	(2 H, 	t, 	J=6.4 Hz), 	4.15 - 4.24 	(1 	H, m), 	4.72 - 4.79 	(6 H, 	m), 

5.49 	(1 	H, 	d, 	J=7.8 Hz), 	7.00 	(1 	H, 	dd, 	J=8. 7, 	2. 1 	Hz), 	7. 14 - 	7. 17 	( 

1 	H, 	m), 	7.19 	- 7.24 	(2 	H, 	m), 	7.32 	(1 	H, 	d, 

, 	J=7.8, 	2.1 	Hz). 

J=2.1 	Hz), 	7.40 	(1 	H, 	dd 

• -AWN A - 8 : 2- [ 2 - (4 - 7 JI/t1=1 - 3 - )< 	.. 7 i =)I.) -5 

- {3- [ ( 1 R, 	5S) -3 -7J- *It- 8 - 7-11fE>1=1 [3. 	2. 	1 ] 

A- 	'9 - 8 -I )1/1 1 1=1 7J1* 	} - 1 H -, N1-1 ,YNI-)1.- 1 - 4 11/i 

- N - 4 V 7°1=1 EA/ 7-1-t 	7 Z Ka)-a 

[0339] [1E124] 

H 
--,,T,N 

O 	-Na> 

[0340] {A-  A - 2 L Holoat:.-_,t (,)ovN  P - A 1 3 -e 14' 6 41. tc I Eat (1 0 

Om g) L3 -7f*It - 8 -771fE:>1=1 [3. 2. 	1 ] 7J- 	' 	ilaRt 

( 1 0 3. 4 m g) /3v6 VAIL at ( 4 6 m g „T. t 	12tK ) V4 tc . 

MS 	(ESI 	pos.) 	m/z 	: 	511 ([M+H]+). 

1H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 	1.10 	(6 H, 	d, 	J=6. 6 Hz), 	1.85 - 2. 0 

4 	(6 H, 	m), 	2.46 - 2. 54 	(2 H, 	m), 	3. 04 - 3. 11 	(2 	H, m), 	3. 50 - 3. 56 	( 

2 H, 	m), 	3. 68 - 3.76 	(2 H, 	m), 	3. 96 	(3 H, 	s), 	4. 14 - 4.24 	(3 H, 	m), 	4 

.77 	(2 	H, 	s), 	5.47 	- 	5. 51 	(1 	H, 	m), 	7. 02 	(1 H, 	dd, 	J=8. 9, 	2.3 Hz), 	7. 

14 - 7.18 	(1 	H, 	m), 	7.19 - 7.24 	(2 H, 	m), 	7.36 	(1 	H, 

40 	(1 	H, 	dd, 	J=8.1, 	1.9 	Hz). 

d, 	J=2. 1 	Hz), 	7. 
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• -AARA-9 : 2 -  [5- {3 - 1=II=1 -  5 - [ ()<)1/ 7-1 Z)) )< 

A.] 7i=11.} -2- (4 -7/1/7f1=1- 3 -)( 1-*:>7 i=11/) - 1 H -1  

V 4 Z 5Ni -)1. - 1 - 4 A.] - N - 4 V 7°1=I EA. 77-t 1- 77 z Ka)-a 

[0341] [1E125] 

H 
IN ,r0 	 ci 

N 

[0342] OVN P - A 1 6 Vi'41  6 tttc 'tat ( 90mg) 	THE (8mL) LMe 

OH 	(3mL) VIPLa3eW6:g141,, 	5 0 %)( 	)1,-Ti.- 71Kgrf-y (6 8 ,u, L 

) , 	A c OH 	(6 5 m,L) 	)J1:1A.303All'It'Ltz-_-. 	N a BH3 CN 	(1 8. 

7 m g) 	)J1i1A.25n7L-e 1 6 Hem Lk-  . 	') t h 2  11/t 7 JO I=17 l'77 

4 -  ( 	1=17 1 1,vJZNH, fni M : 	1=11=1*)1.1x/ n -,N*1j- = 8 0 

/20 ; v/v) , 	3•E[Rp T LC 	(1=11=1*)1/1--\/)('91  ) -11.= 8/1 ; 	v 

/ v) 	2 IIIEN-Clitl' 1,, in 	a)MittOt 	n - /• *It 	/EI/FRI 

JI. (=4/1 ; v/v) TA341-  1,, rAlfa t ( 8 . 	2 m g „Rt 	'12tK) 

14 tc: . 

MS 	(ESI 	pos.) 	m/z 	: 	509([M+HIE). 

1H-NMR (600 MHz, 	CDCI.3) 	a 	(ppm) 	; 	1.11 	(6 H, 	d, 	J=6. 9 	Hz), 	2.29 (6 H, 

s), 	3.45 - 3.53 	(2 H, 	m), 	3.96 	(3 H, 	s), 	4.17 - 4.24 	(1 	H, 	m), 4.81 

(2 H, 	s), 	5.50 	(1 	H, 	d, 	J=7.8 Hz), 	7.17 - 7.24 	(2 H, 	m), 	7.30 - 7.33 

(1 	H, 	m), 	7.38 	(1 	H, 	s), 	7.42 - 7.46 	(1 	H, 	m), 	7.49 	(1 	H, 	br. 	s. ), 	7. 

52 - 7.54 	(1 	H, 	m), 	7.57 - 7.60 	(1 	H, 	m), 	8.02 - 8.05 	(1 	H, 	m). 

• RA- 1 0 : 2- [6- 	{3 -1=11=1- 5 - [ (:'J)()1/7-1 Z)) 	)( 

)1/] 7i=11.} -2- (4 -7/1/7f1=1- 3 -)( 1-*:>7 i=11/) - 1 H - 

iJ V-1 'J-J1.- 1 - 4 )1.] - N -4 V 7°I=1 E/1/ 7-1-t 1-7Z Ka)-a) 

[0343] 
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[1E126] 

CI 

N 

[0344] RA-   9 --el'41  6 41. tc1EfEttigli 04404' 	t 	n -1N*It 	TA349- L. VA 

tat ( 1 3. 7 m g , „c.t 	'PM 	14 tc. 
MS 	(ESI 	pos. ) m/z 	: 	509([M+H]+). 

1H-NMR 	(600 MHz, 	CDC l3) 	a 	(ppm) 	; 	1.10 - 	1.16 	(6 H, 	m), 	2.24 - 2.38 	( 

6 H, 	m), 	3.44 - 3.55 	(2 H, 	m), 	3.97 	(3 H, 	s), 	4.18 - 4.26 	(1 	H, 	m), 	4 

.85 	(2 H, 	s), 5. 51 	- 5. 64 	(1 	H, 	m), 	7.21 	- 7.26 	(2 H, 	m), 	7.30 - 7.33 

(1 	H, 	m), 	7.44 - 7.55 	(4 H, 	m), 	7.58 - 7.62 	(1 	H, 	m), 	7.90 	(1 	H, 	d, 

J=8.3 Hz). 

• 'AVM A - 1 1 	: 2- 	{ 2 - 	( 3 - 	1=11=1 - 4 -7/1/7J- 1=17 i=114 	-5 

- [3 - (L''''):) -  1 -4)0 .7°1=It*:>1 - 1 H -1 `js 4 Z Y`i- 

/I.- 1 - 4 JO - N - 4 V 7°1=1 EA/ 7 -t F 7 Z Ka) -a 
[0345] [1127] 

H y....e.o 
df-\, 

L'rO [4.
\_/ 

 
CI 	

4 

[0346] __ ,fN P- A 1 9 --el' 6 tLtz: 'tat ( 1 0 g) , 	1- E°,'') :') .7°1=ii 	j - 

)I. (7. 	92g) , 	CMBP 	(1 3. 	3g) 	1/1/IJ (7 5 mL) 	LTH 

F ( 2 5 m L) a) 'PLagPlt:.--g1F4 L. M-2 9 0 °CT 3 0 	rim /11- 1., AL-. RA 
', gPIAJIT Tia 	L AL- . 14' 6 4-Lk- RI 	:> ') t it ) l. t 7 A 	1=17 

57 4 - (r 	,')tIt11., 4 Fjj$H : 	1=11=1*11/ A / )< '91  J - 11.= 1 0 0 / 

09 0/ 1 0 ; v/v) , 	(1=17H/vNH, 4SIA: n-,N*It 
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.i/1=11=1*/1/1-1.= 1 0 0/00/ 1 00 ; v/v) --NitrkAL„ 14 6 tt, AL- 

it 14' 	t 	Ei/F R 1 	J I/ / n - / \ * It 	(= 2/ 1 ; v/v) T 2 IIIIM'A341- 

, 	6ER, tV31 L, 	ffilE-alt ( 8. 	8 0 g , SZALt 	'17tK) ''14tc_- c. 

MS 	(ESI 	pos.) 	m/z 	: 	487 ([M+H]E). 

1H-NMR 	(600 MHz, 	DMSO-d6) 	a 	(ppm) 	; 	1. 05 - 1. 09 	(6 H, m), 	1.38 	(2 	H, 

d, 	J=5.5 Hz), 	1.45 - 	1.53 	(4 H, 	m), 	1.84 - 	1.91 	(2 H, m), 	2.29 - 2.37 

(4 H, 	m), 	2.38 - 2.42 	(2 H, 	m), 	3.81 	- 3.88 	(1 	H, 	m), 4. 01 	- 4. 06 	(2 

H, 	m), 	4.82 	(2 	H, 	s), 	6.91 	- 	6.95 	(1 	H, 	m), 	7.19 	- 7.22 	(1 	H, 	m), 	7. 

38 - 7.42 	(1 	H, 	m), 	7.59 - 7.64 	(1 	H, 	m), 	7.79 - 7.83 (1 	H, 	m), 	7.94 

- 7.98 	(1 	H, 	m), 	8.37 	(1 	H, 	d, 	J=7.3 Hz). 

• -41thiN A - 1 2 : 2- { 2 - ( 3 - 	I=11=1 - 4 - 7 )1/7J- 1=17 i =)I.) -5 

- [3 - (Eiv) V 	- 1 -4)0 11=17J14-1 - 1 H -, `14 ZY 

 1- 4 JO - N-  4 V .7°1=1 EA/ 7 -t F 7 Z K 	INVE0)-Ei 

[0347] [1E128] 

H 
-,,,,
,
,N,,,Ci 

/ 	I\ 
N 	\' 
I 	''s  CI 

I 	 HCI 

[0348] -A-ARA - 1 1 --(14 6 tt,tc4E-at ( 5 . 	00g) 	.Et OH (4 4 . 	8 m L 

) t:.=g1F41.„ 	HC I /iqi-)14.74,4-y (2 m o I /L, 	6. 2 m L) 	))1:1A_ 

, 251friT 1 HilVIC4' L 	gPlAll-F-elia 	L, 	Et OHT3111, 	Et 0 

A c T3 LOCO Ltc. 	E t OA c 	(5 Om L) 	)J1i1A., )JIM -FT E t 0 H ( 

7. 	2 m L ) 	)J11 A_ tc: . 251E-C-1,114' L, 	E t 2 0 	( 5 0 m L ) 	.)ip A_ tz-_-,1 

I,: 6 ER, tV31 L, V1'1E-at (4. 	8 7 g) V41  tz: . 

MS 	(ESI 	pos.) 	m/z 	: 	487 ([M+H]E). 

1H-NMR 	(600 MHz, 	DMSO-d6) 	a 	(ppm) 	; 	1.07 	(6 H, 	d, 	J=6. 9 	Hz), 	1.66 - 	1 

.85 	(6 H, 	m), 	2. 14 - 2.24 	(2 H, 	m), 	2.85 - 2. 96 	(2 H, m), 	3.21 	(2 	H, 

br. 	s.), 	3.47 	(2 H, 	d, 	J=10.5 Hz), 	3.80 - 3.88 	(1 	H, 	m), 	4.07 - 4.14 
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(2 H, 	m), 	4.84 	(2 H, 	s), 	6. 95 	(1 	H, 	dd, 	J=8. 7, 	2.3 Hz), 	7.24 - 7.29 	( 

1 	H, 	m), 	7.44 	(1 	H, 	d, 	J=9. 2 Hz), 	7. 59 - 7. 66 	(1 	H, 	m), 	7.78 - 7.84 	( 

1 	H, 	m), 	7.93 - 7.99 	(1 	H, 	m), 	8.39 - 8.45 	(1 	H, 	m), 	9.86 	(1 	H, 	br. 	s 

. 	). 

• -41thiN A - 1 3 : 2- { 5 - [3- (77-ff- 1 -4)0 .7°1=It*:>] 

-2- (3 -1=11=1-4 -7/1/7J- 1=17i=)1.) - 1 H -, `J4 Z'Y'V-)1. 

- 1 -4 )1/1 - N -4 ̀ ) 7°1=I EA/ 7-1-t F 7-Z K a) -a 

[0349] [1E129] 

H  
--, 

1 	j-N 
CI 

[0350] -41111.1 A - 2 L HOOD 	I t:.= ck (') OVN P - A 2 4 T1'41  6 ttd-c_lEalt ( 1 0 

0 m g) 	LiN*It )(1,-f-Z 	( 7 7 . 	1 m, L) 75\ 6 rffilEalt ( 1 6. 

9 m g . 	't, 	{1) 	1'4' tc: . 
MS 	(ESI 	pos. ) 	m/z 	: 	501 ([M+H]+). 

1H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 	1.11 	(6 H, 	d, 	J=6. 9 	Hz), 	1.50 - 	1. 6 

1 	(4 H, 	m), 	1.68 - 	1.80 	(4 H, 	m), 	2.05 - 2.15 	(2 H, 	m), 	2.80 	(6 H, 	br 

. 	s. ), 	4. 09 - 4.13 	(2 H, 	m), 	4.16 - 4.23 	(1 	H, 	m), 	4.74 	(2 H, 	s), 	5.4 

8 	(1 	H, 	d, 	J=7.8 Hz), 	7.01 	(1 	H, 	dd, 	J=8.9, 	2.5 Hz), 	7.19 - 7.22 	(1 	H 

, 	m), 	7.27 - 7.32 	(2 H, 	m), 	7. 54 - 7. 58 	(1 	H, 	m), 	7.83 	(1 	H, 	dd, 	J=6. 

9, 	2.3 	Hz). 

• -41thiN A - 1 4 : 2- {2- (3 -1=11=1 - 4 - 7 )1/7J- 1=1 7 i =AA -5 

- [3-  ()1/*') 	- 4 -4 AA .7°1=17J1:>1 - 1 H -i'l-f Z YV- 

)1.-  1 -4)0 - N - 4 V 7°1=I EA/ 7 -t F 7 --.Z K a) -EA 

[0351] 
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[1E130] 

H 
(
N.O 

N 	0-N\_10 

[0352] 'AAR A - 2 L PI ea) 	5 1,:.= ct (') , 0 	IN P - A 2 4 T1'41  6 4-L7-LIE-at ( 1 

00mg) L/1/* 1) 	(59. 	8µ,L) 75\ 6rEatat ( 1 8. 	4mg, 

:: t 	'14') 	c 141  tc: . 

MS 	(ESI 	pos. ) 	m/z 	: 	489([M+H]+). 

1H-NMR 	(600 MHz, 	DMSO-d6) 	a 	(ppm) 	; 	1.07 	(6 H, 	d, 	J=6.9 Hz), 	1.86 - 	1 

.93 	(2 H, 	m), 	2.34 - 2.41 	(4 H, 	m), 	2.45 	(2 H, 	t, 	J=7. 1 	Hz), 	3. 58 	(4 

H, 	t, 	J=4. 6 Hz), 	3.80 - 3.89 	(1 	H, 	m), 	4. 03 - 4. 08 	(2 H, 	m), 	4.82 	(2 

H, 	s), 	6.94 	(1 	H, 	dd, 	J=8.7, 	2.3 Hz), 	7.21 	(1 	H, 	d, 	J=2.3 Hz), 	7.38 - 

7. 43 	(1 	H, 	m), 	7.59 - 7.64 	(1 	H, 	m), 	7.79 - 7.84 	(1 	H, 	m), 	7.96 	(1 	H 

, 	dd, 	J=7.1, 	2.1 	Hz), 	8.38 	(1 	H, 	d, 	J=7.8 	Hz). 

• -4101] A - 1 5 : 2- {2- (3 -1=11=1-4-7/1/7J- 1=17i=J1.) -5 

- [ 3 - (2 -7J- *It- 6 - 7-11fEi=i [3. 	3] ,N7°51 - 6 -4/1.) 7° CI 

7114-:>] - 1 H -i.i '14 --.Z YV-)1.- 1 -4 )1/1 - N -4 V 7°1=1E/1/77-t 

I- 7 Z l' 0) -E`A 

[0353] [1E131] 

H 

T
N 

N 	\ 	oo 
a 	1 

[0354] -Art RA-2Lp] aloat:.-_,t (,), _.R P - A 2 5 --(14 6 tt tc I Eat ( 1 

00mg) L 2 -7J- *It- 6 - TilfEi=i [3. 	3] iN7°51 	'a 	n± ( 

9 9 m g ) b` 6VA:tat ( 3 6 m g , 	:: t 7 	)1/ 7 7 	) 	14 tc , 
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MS 	(ESI 	pos.) m/z 	: 	501 ([M+H]+). 

1 H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 	1.11 (6 H, 	d, 	J=6. 6 Hz), 	1.82 - 	1.8 

9 	(2 H, 	m), 	2.56 - 2.62 	(2 H, 	m), 	3.34 - 3.44 	(4 H, 	m), 	4.03 - 4.07 	( 

2 H, 	m), 	4. 16 - 4. 23 	(1 	H, 	m), 	4. 73 (2 H, 	s), 	4. 75 	(4 H, 	s), 5. 45 	(1 

H, 	d, 	J=7.8 Hz), 	7.00 	(1 	H, 	dd, 	J=8.9, 2.3 Hz), 	7.18 - 7.22 (1 	H, 	m), 

7.27 - 7.32 	(2 

3 Hz). 

H, 	m), 	7. 53 - 7. 57 	(1 H, 	m), 	7.83 	(1 	H, 	dd, J=6. 8, 	2. 

• -ArtiN A - 1 6 : 2- [ 2 - ( 3 - 1=1 1=1 - 4 - 7 )1/7J-  1=1 7 i=)1.) -5 

- { 3 - [ ( 1 R, 	5S) -3 -7J-*It- 8 -771fE>1=1 [3. 2. 	1] 

7J- 	'9' - 8 -4 A1 	.7°1=17J1* :>1 	- 1 H - 1J ̀i-( --.Z Y V-J1/ - 1 - 4 11/] 

- N - -f V 7°1=I EA/ 77-t 	7 --.Z Ka)-a 

[0355] [1L132] 

r  _ 

...p, 
c, 	., 	, 

I 
F 

 

.0 	,N I0 

[0356] -AAR A - 2 L Rea)51t:.-_,t (,) , ,fN P - A 2 5 -CM 6 41. ALI L -a t ( 1 

00m g) L3 -7J- *It- 8 -771fE:>1=1 	[3. 	2. 	1] 7J- 	'91  i IAA 

i ( 7 7 m g) 75\ 6VA:tat ( 6 9. 3 m g, V‘Et 1) V41  Az-. 

MS 	(ESI 	pos.) m/z 	: 	515 ([M+H]+). 

1 H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 	1.11 (6 H, 	d, 	J=6. 2 Hz), 	1.86 - 	1. 9 

6 	(4 	H, 	m), 	1. 97 - 2. 03 	(2 H, 	m), 	2. 47 - 2. 53 	(2 H, 	m), 	3. 05 - 	3. 11 	( 

2 	H, 	m), 	3.51 - 3.55 	(2 H, 	m), 	3.69 - 3.75 	(2 H, 	m), 	4. 14 - 4. 17 	(2 H 

, 	m), 	4.17 - 4.24 	(1 	H, 	m), 	4.74 	(2 H, s), 	5.47 	(1 	H, 	d, 	J=8.3 Hz), 	7 

.01 	- 7.04 	(1 	H, 	m), 	7.21 	(1 	H, 	d, 	J=8.7 	Hz), 	7.28 - 7.32 	(1 H, 	m), 	7 

	

.33 	(1 	H, 	d, 	J=2. 1 	Hz), 	7. 54 - 7. 58 

	

.1 	Hz). 

(1 H, 	m), 	7.84 	(1 	H, 	dd, J=6. 6, 	2 

• -ArtiN A - 1 7 : 2- {2- (3- 1=11=1-4 -7/1/7J- 1=17i=)1.) 	-5 
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- [4-  (E,H):J- 1 --(JO 1 Ii 	:>1 - 1 H -, J`l-f Z YV-)l. 

- 1 - -f )0 - N - -( V 7°1=I EA/ 77-t F 7 Z Ka) -a 

[0357] 	[1E133] 

H 

l\,1-f 	L'\_/-4 
CI , 

I 

[0358] -A-ARA - 2 L Rea)51(,:.-_,:t (,) OVN P - A 2 6 --e14 6 tttc I Eat (1 0 

o m g) L E''' 1) : 'JJ (82µL) 75\ 6rfliEat (28. 	6m g„'t, 

1* ) c14tc o 

MS 	(ESI 	pos. ) 	m/z 	: 	501 ([M+H]+). 

1H-NMR (600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 	1.10 	(6 H, 	d, J=6.4 Hz), 	1.44 	(2 H, 

br. 	s. ), 	1.59 	- 	1.64 	(4 H, 	m), 	1.73 	(2 	H, 	d, 	J=7.3 	Hz), 	1.81 	- 	1.87 

(2 H, 	m), 	2.34 - 2.46 	(6 H, 	m), 	4.04 - 4.08 	(2 H, m), 	4.16 - 4.23 	(1 

H, m), 	4.74 	(2 H, 	s), 	5.47 	(1 	H, 	d, 	J=8. 3 Hz), 	7. 00 - 7. 02 	(1 	H, 	m), 

7.18 - 7.21 	(1 	H, 	m), 	7.27 - 7.32 	(2 H, 	m), 	7.54 - 7.57 	(1 	H, 	m), 	7.8 

3 (1 	H, 	dd, 	J=6.9, 	1.8 	Hz). 

• -41thiN A - 1 8 : N - -f V .7°1=1 EA/ - 2 - { 2 - ( 6 - )< 	..:> Ei) :') 

- 2 - -( )I.) -5- [3 -  ()1/*') 	- 4 -4)0 .701=17J14:>] -1 H - 
, J,i-r Z Y V - ll. - 1 - -f JO 77-t I-7Z Ka)-a 

[0359] 	[1E134] 

H 
0 

0
‘._ j

r-N
\_/

0 

[0360] RA --AA 	1 1 L imial051(,:: ct t),  oR P - A 2 9 --e14 64-Lk- tat ( 

) 	14 tc. 8 0 m g ) /3`6 rfl IL alt ( 1 3. 	9 m g „Rt 	12tK 
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MS 	(ESI 	pos.) 	m/z 	: 	468 ([M+H]+). 

1H-NMR 	(600 MHz, 	DMSO-d6) 	a 	(ppm) 	; 	1.01 	(6 H, 	d, 	J=6. 4 Hz), 	1.88 - 	1 

.93 	(2 H, 	m), 	2.35 - 2.41 	(4 H, 	m), 	2.43 - 2.47 	(2 H, 	m), 	3. 56 - 3. 61 

(4 H, 	m), 	3.75 - 3.82 	(1 	H, 	m), 	3. 94 	(3 H, 	s), 	4. 05 - 4. 08 	(2 H, 	m), 

5. 50 	(2 H, 	s), 	6.88 - 6. 94 	(2 H, 	m), 	7.21 	- 7.23 	(1 	H, 	m), 	7.40 	(1 	H 

, 	d, 	J=8.7 	Hz), 	7.83 - 7.88 	(1 	H, 	m), 	7.92 - 7.95 	(1 	H, 	m), 	8.04 	(1 	H 

, 	d, 	J=7.3 Hz). 

• RA-1 9 : N-t e r t- Vs /1.- 2 - [2 - (4 -7)1/7J- 1=1- 3 

-)( 	-:>7i=J1.) 	-5- 	(4 -)( 	)1.- 1 , 	4 -:')7-1-ff- 1 -4/1/ 

) -1 H -i'l-f Z 'Y's`l-)1/- 1 - 4 A.] 77-t 17-1 -Z K OaA 

[0361] [1E135] 

H . cr  
[0362] J P - A 3 3 --(141  6 41. k-  t at ( 50m g) , 	1 -)<)1.- 1 , 	4- 

7'-! 	(1 7µL) , 	P d 2  (d b a) 	3 	( 1 	1 mg) , 	2' 	- 	(:J:>1=1,N 

*:>)1,* -, 4 i) -N, 	N-:'J)()I.E7i=)1.-2 -7Z 	(9m g) 

THE (1. 	Om 1) t:.:EN-;_ -ft 1 m o I /L -L i HMD SOT H Fg 

A (2 5 3 g I- ) 	A4-t. 6 5 t ----e 2 Fl ricti- L k-. a VA-MXIJIT TS'' L 

, 1464-Lk-R31'') tit/l/t 71-01=17 1‘77-1 - (SNAP 	Ca r 

t r idge 	HP-sphere, faliffl:CHC13/Me0H= 1 00 

/0-80/20 ; v/v) , 	(SNAP 	Cartridge 	KP-N 

H, faliffl : CHC 1 3/Me0H=1 00/0-9 9/1 ; v/v) t:.=-Clit 

' L, Mittklt 	/• *It 	5A341-, 	6ER LrfAlEat ( 1 0. 	3 m g 	,;;.t om  

1*) cI IC o 

MS 	(ESI 	pos.) 	m/z 	: 	468 ([M+H]+). 

1H-NMR 	(600 MHz, 	CDC l3) a 	(ppm) 	; 	1.30 	(9 H, 	s), 	2.03 - 2.12 	(2 H, 	m) 
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, 	2.41 	(3 H, 	br. 	s.), 	2.58 - 2.65 	(2 H, m), 	2.76 - 2.83 	(2 H, 	m), 	3.5 

7 	(2 H, 	t, 	J=6.2 Hz), 	3.63 - 3.68 	(2 H, m), 	3.95 	(3 H, 	s), 	4.66 	(2 H, 

s), 	5.52 	(1 	H, 	s), 	6.85 	(1 	H, 	dd, 	J=9.1, 2.5 	Hz), 	7.10 	- 	7.12 	(1 	H, 

m), 	7.14 - 7.24 	(3 H, 	m), 	7.39 	(1 	H, dd, J=8.1, 	1.9 	Hz). 

• *AR A-20 : N-t e r t - Vs /1.- 2 - [ 2 - (4 - 7 )1/7J- 1=1- 3 

-)( 	-:>7i=)1.) 	- 5 - 	(4-4`).7°1=1E/1.- 1, 	4-:')77-ff- 1 

-4)14 - 1 H-1 Ni-f -"J-)L- 1 -4)1.] 77-t I- 77 -Z KID-E'A 

[0363] [1136] 

H 
.r.1,/ 

r-NN 'IN, 
N 	

\L„) 

[0364] -AAR A - 1 9 L P1010511,::_ct (,), OIN P- A 3 3 --(141  6 tt.tc_lEat ( 

5 0 m g) /3\ 6rAtfEat ( 1 3. 3 m g ,;.tom{) V4tc. 

MS 	(ESI 	pos.) 	m/z 	: 	496([M+H]+). 

1H-NMR 	(600 MHz, 	CDCI.3) 	a 	(ppm) 	; 	0.96 - 	1.06 	(6 	H, 	m), 	1.30 	(9 	H, 	s 

), 	1.92 - 2.02 	(2 H, 	m), 	2.52 - 2.70 (2 H, 	m), 	2.78 - 2.89 	(2 H, 	m), 

2.89 	- 3.01 	(1 	H, 	m), 	3.61 	(4 H, 	br. s.), 	3.95 	(3 H, 	s), 	4.66 	(2 H, 	s 

), 	5.52 	(1 	H, 	br. 	s.), 	6.86 	(1 	H, 	d, 

	

7.36 - 7.42 	(1 	H, 	m). 

J=8.7 Hz), 	7.09 - 7.24 	(4 H, 	m), 

• *AR A-21 : N-t e r t - Vs /1.- 2 - { 2 - (4 - 7 )1/7J- 1=1- 3 

-)( 	-:>7i=)1.) -5 - [4- (E=1,):- 1 -4)0 	E',1):')- 

1 -4)1.] - 1 H -, Ni-f ZYV-11.- 1 -4)0 77-t I- 7Z Ka  )-EA 

[0365] [1E137] 

H 

-.N-1-- NO-NO 
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[0366] -AAR A - 1 9 L P100511,:.= ct (,) , OIN P - A 3 3 --(141  6 tt.tc_lEat ( 

5 0 m g ) 13\6 	AIL-at ( 7 . 	5 m g „T. t 	12tK ) 	14 tc. 

MS 	(ESI 	pos.) 	m/z 	: 	508 ([M+H]E). 

1 H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 	1.30 	(9 	H, 	s), 	1.71 	- 2.32 	(13 H, 	m 

), 	2.76 - 2.83 	(2 H, 	m), 	3.72 	(2 H, 	d, 	J=11.6 Hz), 	3. 95 	(3 H, 	s), 	4. 6 

8 	(2 H, 	s), 	5. 47 	(1 	H, 	s), 	7. 10 	(1 	H, 	d, 	J=8. 7 	Hz), 	7. 23 	(3 H, 	d, 	J=2 

.9 Hz), 	7.33 - 7.40 	(2 H, 	m). 

• **MA - 2 2 : 2 - [2- (3 - 	1=1 1=1 - 4 - 7 )1/ 7J- 1=17 i =AA -5 

- (4 -)( 	)1.- 1, 4 -:')77-ff- 1 -4)0 -1 H-, Ni-f Z 'Y's V 

-)1.- 1 - 4 )1.] - N -4 V 7° CI EA/ 77-t F 7 z K a)-a 

[0367] [1L138] 

H 
).....N1 t 

r---- ''' 
N 

CI 

[0368] -AAR A - 1 9 LP100511,:.= ct(,) , OVN P - A 1 7 --(141  6 tt.tc_lEat ( 

2 0 0 m g ) 13\ 6VA:tat ( 5 . 	8 m g , 	N't,12tK) V41  tc. 

MS 	(ESI 	pos.) 	m/z 	: 	458 ([M+H]+). 

1 H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 	1.11 	(6 H, 	d, 	J=6. 6 Hz), 	2. 02 - 2.2 

1 	(2 H, 	m), 	2.37 - 2. 54 	(3 H, 	m), 	2. 54 - 2.72 	(2 H, 	m), 	2.72 - 2. 90 	( 

2 H, 	m), 	3.57 	(2 H, 	t, 	J=6. 2 Hz), 	3.69 	(2 H, 	br. 	s. ), 	4. 16 - 4.25 	(1 

H, 	m), 	4.71 	(2 H, 	s), 	5. 52 	(1 	H, 	d, 	J=8. 3 Hz), 	6.84 - 6. 90 	(1 	H, 	m), 

7.16 	(2 	H, 	d, 	J=9.1 	Hz), 	7.28 - 7.31 	(1 	H, 	m), 	7.51 	- 7.58 	(1 	H, 	m), 

7.83 	(1 	H, 	dd, 	J=7.0, 	2.1 	Hz). 

• **MA - 2 3 : N-te rt-1/1.- 2 - [2- (3- 	Dm - 4 - 

7)1/ 7J- D 7 i = 11.) - 5- ( 4 - )( 	)1/-  1 , 	4 -:')77-ff- 1 - 4 AA 

-1 H - , JNI-f Z 'Y'V-11.- 1 -4 A.] 77-t I- 77 -Z Ka)-a 
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[0369] [4E139] 

t4H

T 

 ci 

	OJ 
\ 

F 

[0370] RA-   1 9 LP100511,:.-.. 	(,J,ct 	OVN P - A 3 6 --(141  6 41. k-  t at ( 

2 0 0 m g ) >5`6 rfAlEat ( 2 6. 	2 m g,;.tom{ 2tK) 	''ffittc. 

MS 	(ESI 	pos. ) 	m/z 	: 	472 ([M+H]+). 

1H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 	1.32 	(9 H, 	s), 	2. 02 - 2.18 	(2 H, 	m) 

, 	2.38 - 2.47 	(3 H, 	m), 	2.57 - 2.70 	(2 H, 	m), 	2.75 - 2.85 	(2 H, 	m), 	3 

.57 	(2 H, 	t, 	J=6. 4 Hz), 	3. 61 	- 3.73 	(2 H, 	m), 	4. 64 	(2 H, 	s), 	5.46 	(1 

H, 	s), 	6.87 	(1 	H, 	dd, 	J=9.1, 	2.5 	Hz), 	7.07 	- 	7.11 	(1 	H, 	m), 	7.17 	(1 	H 

, 	d, 	J=8. 7 	Hz), 	7.29 	(1 	H, 	t, 	J=8. 7 	Hz), 	7. 58 	(1 	H, 	ddd, 	J=8. 6, 	4.4, 

2.3 Hz), 	7.83 	(1 	H, 	dd, 	J=6. 8, 	2.3 Hz). 

• -AAR B - 1 	: 2- {2- ( 3 - 	1=11=17 i =)1.) -5- [3- (I°'.') 

i- 1 - -f )14 7°1=17J14-:>1 - 1 H - -f 	K-)1.- 1 -4)14 - N - -( V 

7°1=1E/ 1/ 7  -11t I7 7  Z Ka) -a 
[0371] [4E140] 

H 
)..„-N D 

N • 
CI 

 *Ili 

[0372] 1.] P - B 3 --(141  6 41. k-  tat ( 2 0 Om g) , 	1 -E,''):'J•7°1=iij 

-11. (1 4 8m g) 8,:trf:> 7 ) )( 	1/J I') 1 	11.**7 	(3 1 2m 

g) a) HI.' J ( 7 . 	0 m I-) g 'A 	8 5 tl,:.=-C 4 Hi IV FA i'' 1., tc . azat:.= 
Mflil N a HCO 37.1<g'ff-Y 	)J1:I A., 	C H C I 3  --e fEli ffl L, tc c, 	1.A1,1 	B r 	i 	neT 

A341-1, 	M g S 0 4-etVfa, tVIAALIVAI.1 1,, gPlifila-F 1%3 	1., tc. 14'6 
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t.tz-_-RI:>')th2 /1/t71.0 1=1 7 1‘77-1-  (SNAP 	Ca rt r i 

dge 	KP-S i 	I, 	2 5 g, fai$H:CHC I 3/Me0H/NH 4 OH= 

99/1/0. 	1-9 5/5/0. 	5; v/v/v) t:.=-Clitti Lito 	 MIA 

I P E t: --C.  EN A341-  l,, 	12tK 	2ER l,, VAIL at ( 1 7 8 m g „T t 

1*) c1ItCo 

MS 	(ESI 	pos.) 	m/z 	: 	468([M+H]+). 

1H-NMR 	(600 MHz, 	CDCI.3) 	a 	(ppm) 	; 1.04 	(6 	H, 	d, J=6. 9 	Hz), 	1.41 	- 1.5 

1 (2 H, 	m), 	1.58 - 	1.66 	(4 H, 	m), 1.97 - 2.08 (2 H, 	m), 	2.35 - 2.58 	( 

6 H, 	m), 	4.09 	(2 H, 	t, 	J=6.4 Hz), 4.11 	- 4.18 (1 H, 	m), 	4.65 	(2 H, s) 

, 5.33 - 	5.38 	(1 	H, 	m), 	6.61 	(1 	H, s), 	6.93 - 6.98 	(1 	H, 	m), 	7.12 - 7 

.19 	(2 	H, 	m), 	7.28 - 7.31 	(1 	H, 	m), 7.38 - 7.41 	(2H, m), 	7.44 	(1 	H, s 

). 

*you B - 1 L Rea)511,:.= ct (,) , OVN P - B 3 b`6-4101J B - 2 - 3 

ME at 	-a 	L, tc . 

• -41thINB- 2 : 2- {2- (3 - i=i m 7 i=)1.) -5- [3- ()1/* 

') - 4 -4 AA 7°D7J14-:>1 -1 H - 4 	K - )I. - 1 -4)0.} - N -4 ̀l 

7°  1=1 E )I. 7 -t I- 7 Z F' 

[0373] 	[4E141] 
H 
N 

N 
\__I 

CI 

[0374] 	MS 	(ESI 	pos.) 	m/z 	: 	470([M+H]+). 

1H-NMR 	(600 MHz, 	CDCI.3) 	a 	(ppm) 	; 1.04 	(6 	H, 	d, J=6.4 Hz), 	1.99 - 2.0 

6 	(2 H, 	m), 	2.45 - 2.61 	(6 H, 	m), 3.75 	(4 H, 	t, 	J=4.6 Hz), 	4.08 - 4.1 

8 	(3 H, 	m), 	4.65 	(2 H, 	s), 	5.33 - 5.38 	(1 	H, 	m), 6.61 	(1 	H, 	s), 	6.96 

(1 	H, 	dd, 	J=8.9, 	2.5 	Hz), 	7.14 	(1 H, 	d, 	J=2.3 Hz), 	7.17 	(1 	H, 	d, 	J=8. 

7 Hz), 	7.28 - 7.32 	(1 	H, 	m), 	7.38 - 7.41 	(2 H, m), 	7.43 - 7.46 	(1 	H, 
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m). 

• -41th{NB-3 : 2- {2- (3 -1=11=17i=)1.) -5- [ (1 -:>1=1 

7°1=1 EA. Ei'') :') 	- 4 - 4 )I.) 7J- *:>] - 1 H - 4(J K-)1,- 1 - 4 10 

- N - 4 V 7°1=1E/1/ 77 -t I\7 Z F' 

[0375] 	[1E142] 

H. 

IA 	\ 

CI,  

[0376] 	MS 	(ESI pos. ) m/z 	: 466([M+H]+). 

1H-NMR 	(600 MHz, CDC 1. 3) 	8 (ppm) ; 	0.39 - 0.52 (4 H, 	m), 	1.05 	(6 	H, 	d, 

J=6.9 	Hz), 	1.62 - 	1.68 (1 H, m), 	1.79 	- 1.88 (2 H, 	m), 	1.97 - 2.05 	( 

2 H, 	m), 	2. 45 - 2. 54 (2 H, m), 2. 91 	- 2. 99 (2 H, 	m), 	4. 10 	- 4. 18 	(1 	H 

, 	m), 	4.34 	(1 H, 	br. s. ), 4. 65 (2 	H, 	s), 5.39 (1 	H, 	d, 	J=8. 3 Hz), 	6. 6 

1 	(1 	H, 	s), 	6.98 (1 H, 	dd, J=8. 7, 	2.3 Hz), 7. 16 - 7.20 	(2 H, 	m), 	7.28 

- 	7.31 	(1 	H, m), 	7.39 - 7.41 (2 	H, 	m), 7.43 - 7.45 	(1 	H, 	m). 

• *t RB-4 : 2- {2- (3 -1=11=1-4 -7/1/7J- 1=17i=j1,) - 5 - 

[3 - 	(E,''):')- 1 -4)0 .7°1=17J14-:>1 - 1 H--(JK-JI/- 1 --I 

10 - N - -f V 7°  1=1E 11.7 -t I\ 7 --.Z K07-Eh 

[0377] 	[1E143] 

	

, 	H 
...r..N 

	

c,, 	.,....., 

[0378] 	OVN P - B 8 --e 14' 6 tt. tc 'tat ( 7 0 . 0 m g ) , 	E','') :'JJ 	( 4 0 . 

2m g) , 	i P r 2 N E t 	(81. 3m g) 	8,:ttier,lEt')r,lx (26. 	1 

mg) 0)Et OH (1. 4mL) ga , AA. 8 0 t t:.= --C" -1,111.#1-' L tc: . 	a 
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A1, a za t:.-. 7.K 	))1:1 A., 	C H C I 3-efiliffl Lk-. 	Ala 	m g S 04-etVIM 

, tVAAIJ 	1)-H11 L, gPlifila-Fia 	L tc. 14'6 tt.tc: RI 	31$H 	I) t it/l. 

t71,.1=1717-f - (47FJAH : O. 	1% 	TFA 	MeCN/H 2 0= 

1 0/90-90/ 1 0 ; v/v) t:.=-0111.1 0L-c, 77:> 	JMfliIN a 

H C 0 37.1<gA t:.= --C.  *RI 1,, 	CHC I 31,:.= -CA ffl L, 	NA 9 S °AVM, tVIAAIJ 

''f'41  4311 L, gPlifila-F ia 	L, rfAlEalt ( 1 2 . 	3 m g , -;4't 	'17tK) 

tc: . 

MS 	(ESI 	pos.) 	m/z 	: 	486([M+H]+). 

1H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 	1.05 	(6 H, 	d, 	J=6.4 Hz), 	1.42 - 	1. 5 

0 	(2 H, 	m), 	1. 59 - 	1. 67 	(4 H, 	m), 	1. 98 - 2. 09 	(2 H, 	m), 	2. 36 - 2. 58 	( 

6 H, 	m), 	4.06 - 4.10 	(2 H, 	m), 	4.10 - 4.17 	(1 	H, 	m), 	4.63 	(2 H, 	s), 	5 

.30 - 5.35 	(1 	H, 	m), 	6. 57 	(1 	H, 	s), 	6. 96 	(1 	H, 	dd, 	J=8. 9, 	2. 5 Hz), 7. 

13 	(1 	H, 	d, 	J=2.3 Hz), 	7.16 	(1 	H, 	d, 	J=9.2 Hz), 	7.22 - 7.26 	(1 	H, 

7.27 - 7.30 	(1 	H, 	m), 	7.48 - 7.51 	(1 	H, 	m). 

m), 

'AAR B - 4 LP100)511,:.= ct t') , OVN P - B 4 , OVN P - B 8 , 

VN P - B 1 2 75\ 6 -AAR B - 5 - 1 6 OA Eat 	-,A 1., tc: . 

0 

• *t INB- 5 : 2- {2- (3 -1=11=1-4 -7/1/7J- 1=17i=J1.) - 5 - 

[3 -  (J1/*') 	- 4 -4)0 7°1=1 t*:>] -1 H -4 	K-)1/- 1 -4 

[0379] [4E144] 

/-0 
/ 	

r j-N \ _
t
o 

ci. 

F 

[0380] MS 	(ESI 	pos.) 	m/z 	: 	488 ([M+H]+). 

1H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 	1.05 	(6 H, 	d, 	J=6. 9 Hz), 	1.99 - 2. 0 

6 	(2 H, 	m), 	2. 50 	(4 H, 	br. 	s. ), 	2. 56 - 2. 60 	(2 H, 	m), 	3.72 - 3.77 (4 

H, 	m), 	4.08 - 4. 17 	(3 H, 	m), 	4.63 	(2 H, 	s), 	5.31 	- 5.35 	(1 	H, 	m), 6.5 
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8 	(1 	H, 	s), 	6. 96 	(1 	H, 	dd, 	J=9. 2, 2.3 Hz), 	7. 14 (1 	H, 	d, J=2. 3 Hz), 	7 

.17 	(1 	H, 	d, 	J=9.2 Hz), 	7.23 - 7.26 	(1 	H, 	m), 	7.27 - 7.30 	(1 	H, 	m), 	7 

.48 	- 	7.51 	(1 	H, 	m). 

• -AARB-6 : 2- {2- 	(3 -1=11=17i=)1/) -5- [3- (4-L 

KI=1*::/E 1):- 1 -4)0 .7°1=17J14-:>1 - 1 H-4 K-)1/- 1 -4 

[0381] [1E145] 

OH 

CI 

[0382] MS 	(ESI 	pos. ) 	m/z 	: 	484 ([M+H]+). 

1H-NMR 	(600 MHz, 	CDC l3) 	a 	(ppm) 	; 1. 04 	(6 	H, 	d, J=6. 9 Hz), 	1.34 - 	1.4 

3 	(1 	H, 	m), 	1.59 	- 	1.66 	(2 	H, 	m), 1.88 - 	1.95 	(2 H, 	m), 1.97 - 2.06 	( 

2 H, 	m), 	2. 12 - 2.27 (2 H, 	m), 	2.49 - 2.61 	(2 H, m), 	2.77 - 2.89 (2 H 

, 	m), 	3. 68 - 3.77 	(1 H, 	m), 	4. 09 	(2 H, 	t, 	J=6. 2 Hz), 	4. 14 	(1 	H, d, 	J= 

8.3 Hz), 	4. 65 	(2 H, 	s), 5.36 	(1 	H, d, 	J=8. 3 Hz), 6. 61 	(1 H, 	s), 6. 95 

(1 	H, 	dd, 	J=8.7, 	2.3 Hz), 	7.14 	(1 H, 	d, 	J=2.3 Hz), 	7.17 (1 	H, 	d, J=8. 

7 	Hz), 	7.28 - 7.31 	(1 H, 	m), 	7.39 - 7.41 	(2 H, 	m), 	7.44 (1 	H, 	br. s). 

• -AVM 13 - 7 : 2- {2- 	(3 -1=11=17i=j1/) -5- [3- (3-E: 

KI=1*::/E 1):- 1 -4)0 .7°1=17J14-:>1 - 1 H-4 K-)1/- 1 -4 

JO 	- N - 4 `) .7°1=1 E:°) I/ 7 t 	7 ::=:. K 

[0383] [1E146] 

OH 

16 

\ 	
/=\_ 

1\1 ---- 	/ 	0  
CI 
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[0384] MS 	(ESI 	pos.) 	m/z 	: 	484 ([M+H]+). 

1H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) ; 	1.04 	(6 	H, 	d, J=6.4 Hz), 	1.51 - 	1. 5 

6 	(1 	H, 	m), 	1.58 - 	1.65 	(2 H, 	m), 	1.78 	- 	1.86 	(1 H, 	m), 	1.98 - 2.04 ( 

2 H, 	m), 	2.25 - 2. 62 	(7 H, m), 	3.81 	- 3.88 	(1 	H, m), 	4. 09 	(2 H, 	t, 	J= 

6.2 	Hz), 	4. 11 	- 4. 18 	(1 	H, m), 	4.65 	(2 H, 	s), 	5.37 	(1 	H, 	d, J=8. 3 Hz) 

, 	6.61 	(1 	H, 	s), 	6.95 	(1 	H, dd, 	J=8.7, 	2.3 Hz), 7.14 	(1 	H, 	d, J=2.3 H 

z), 	7.17 	(1 	H, 	d, 	J=8.7 	Hz), 	7.28 - 7.31 	(1 	H, 	m), 	7.39 - 7.41 	(2 H, 

m), 	7.43 - 7.45 	(1 	H, 	m). 

• * YOU B -8 : 2- {2- (3-1=11=17i=j1.) -5- [3- (3-L 

Km*:>E=11):)- 1 -- AA 7°  1=1 7 J 1 4 - : > 1 - 1 H - 4 	K - 11/ - 1 --r 
JO - N -4 V 7°1=1 EA/ 77-t 7 --.Z K 

[0385] [11147] 

H 	 /...., 	OH 

- 
/-1  

II Q.  
CI 

[0386] MS 	(ESI 	pos.) 	m/z 	: 	470 ([M+H]+). 

1H-NMR 	(600 MHz, 	CDC l3) 	a 	(ppm) ; 	1. 04 	(6 	H, 	d, J=6. 4 Hz), 	1.73 - 	1.8 

0 	(1 	H, 	m), 	1.85 	- 	1.95 	(1 H, 	m), 	2.01 	- 2.08 	(2 H, 	m), 	2.17 - 2.24 ( 

1 	H, 	m), 	2.30 - 2.35 	(1 	H, m), 	2.55 	(1 	H, 	dd, 	J=10. 1, 	5.0 	Hz), 	2.69 	( 

2 H, 	t, 	J=7.3 Hz), 	2.74 	(1 H, 	d, 	J=10.1 	Hz), 	2.92 - 2.97 	(1 H, 	m), 	4. 

09 - 4. 18 	(3 H, 	m), 	4.36 	(1 H, 	br. 	s. ), 	4. 65 	(2 H, 	s), 	5.37 (1 	H, 	d, 

J=8.3 	Hz), 	6.61 	(1 	H, 	s), 	6.96 	(1 	H, 	dd, 	J=8.9, 2.5 	Hz), 	7.14 	(1 	H, 	d 

, 	J=2.3 	Hz), 	7.17 	(1 	H, 	d, J=8.7 Hz), 	7.28 - 7.31 (1 	H, 	m), 7.38 - 7. 

41 	(2 H, 	m), 	7.43 - 7.45 	(1 H, 	m). 

• * YOU B -9 : 2- {2- (3-1=11=17i=j1.) -5- [3- (2 - 7J- 

* It -6 -771fE1=1 [3. 3] 'N.7°51- 6 -4/1/) .7°1=17J14-1 -1 H - 

4 	K -)1.- 1 - 4 )1/1 - N - 4 V 7°1=I EA/ 7 t 	7 --.Z 	K 
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[0387] [1E148] 

--ril 
 r. 

 

CI- 
	

L. 

[0388] MS 	(ESI 	pos.) 	m/z 	: 482 ([M+H]+). 

1H-NMR (600 MHz, 	CDC 1. 3) a 	(ppm) 	; 1.03 - 	1.06 	(6 	H, 	m), 1.83 - 	1.88 	( 

2 H, 	m), 	2. 59 	(2 H, t, J=7. 1 	Hz), 3.38 (4 H, 	s), 	4. 05 	(2 H, 	t, 	J=6. 4 

Hz), 	4. 10 	- 4. 17 	(1 H, m), 	4.65 	(2 H, 	s), 	4.76 	(4 H, 	s), 5.33 - 5.37 

(1 	H, 	m), 	6.59 	- 	6.61 	(1 	H, 	m), 	6.92 - 6.95 	(1 	H, 	m), 	7.12 	(1 	H, 	d, 	J 

=2.3 	Hz), 	7.17 	(1 	H, 	d, J=8.7 Hz), 7.28 - 	7.31 	(1 	H, 	m), 7.39 - 7.41 

(2 H, 	m), 	7.43 - 7.45 	(1 	H, 	m). 

• .-A-ythiN B - 1 0 : 2- {2- 	(3 -1=11=17i=j1.) -5- [3- (2- 

t*It -7 -7-11fE1=1 [3. 	5] 	J t -7 -4 AA .7°1=It*>] -1 H - 

4 > K -)1.- 1 - 4 )1/1 - N - 4 V 7°1=I EA/ 77-t F 7 --.Z K 

[0389] [1E149] 

H 

NO N  T 

CI 

[0390] MS 	(ESI 	pos.) 	m/z 	: 510 ([M+H]+). 

1H-NMR (600 MHz, 	CDC l3) a 	(ppm) 	; 1. 04 (6 H, 	d, 	J=6. 4 Hz), 	1.83 - 2. 0 

5 	(6 H, 	m), 	2.26 - 2. 55 (6 	H, 	m), 4. 08 (2 	H, 	t, 	J=6. 4 Hz), 	4. 11 	- 4. 1 

7 	(1 	H, 	m), 	4.43 	(4 H, s), 	4. 65 	(2 H, 	s), 	5.35 	(1 	H, 	d, J=8. 3 Hz), 	6. 

60 	(1 	H, 	s), 	6.93 - 6.96 	(1 	H, 	m), 7.13 (1 	H, 	d, 	J=2.3 	Hz), 	7.17 	(1 	H 

, 	d, 	J=8. 7 Hz), 	7.28 - 

45 	(1 	H, 	m). 

7.31 	(1 	H, m), 	7.39 - 7.41 	(2 H, 	m), 	7.43 - 7. 
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• -AAR B - 1 1 : 2- {2- (4 -7/1/7J- 1=1-3 -)( F 4-:>7i=)1.) - 

5- [3- 	( E''' ') :.;J-1   -4)0 	.7°1=17J14-:>] -1 H --f 	K-)1.- 1 

- 4 JO - N - 4 V 7°1=1 EA/ 77-t 7 Z K 

[0391] [4E150] 

[0392] 

,,,,, 

	

F 	4- 

	

MS 	(ESI pos.) 	m/z : 	482([M+H]+). 

1H-NMR 	(600 MHz, CDC 1.3) 	a 	(ppm) ; 	1.04 	(6 	H, d, J=6.4 Hz), 	1.43 - 	1. 5 

0 	(2 	H, 	m), 	1. 60 - 	1. 66 	(4 H, 	m), 2. 00 - 2. 07 (2 H, 	m), 	2. 38 - 2. 58 	( 

6 H, 	m), 	3.91 	(3 H, 	s), 	4.08 	(2 H, 	t, 	J=6.4 Hz), 4.10 - 4.17 	(1 	H, 	m) 

, 	4. 65 	(2 H, 	s), 5.39 - 5.43 	(1 H, 	m), 	6. 57 	(1 H, d, J=0.9 Hz), 	6. 93 

- 6.97 	(2 H, 	m), 7.01 	(1 	H, 	dd, J=8. 0, 	2. 1 	Hz), 7. 13 - 7. 19 	(3 	H, 	m). 

• -AAR B - 1 2 : 2- {2- (4 -7/1/7J- 1=1- 3 -)( l*:>7 i=)I.) - 

5- [3- (4 -L Ki=i*:>E,H):)- 1 -4)0 7°1=17J14-:>1 - 1 H - 

4 	K-)1.- 1 -4 )1/1 - N -4 V 7° CI EA/ 77-t 7 Z K 

[0393] [4E151] 

H 
N 01-1 

[0394] MS 	(ESI pos.) 	m/z : 	498([M+H]+). 

1H-NMR 	(600 MHz, CDC 1.3) 	a 	(ppm) ; 	1. 04 	(6 	H, d, J=6. 9 Hz), 	1.36 - 	1.4 

2 	(1 	H, 	m), 	1.59 - 	1.67 	(2 H, 	m), 1.89 	- 	1.97 (2 H, 	m), 	1.99 - 2.06 	( 

2 H, 	m), 	2. 14 - 2.24 	(2 H, 	m), 	2. 53 - 2. 60 	(2 H, m), 2.79 - 2.87 	(2 H 

, 	m), 	3. 69 - 3.77 (1 	H, 	m), 	3. 91 (3 H, 	s), 	4. 09 (2 H, t, 	J=6. 2 Hz), 	4 
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. 10 	- 	4. 17 	(1 H, 	m), 	4. 65 	(2 H, 	s), 	5. 41 	(1 	H, 	d, 	J=8. 3 Hz), 	6. 57 	(1 

H, 	s), 	6.92 - 

19 	(3 	H, 	m). 

6.97 (2 H, m), 	7.01 	(1 	H, 	dd, 	J=7. 8, 	1.8 	Hz), 	7.12 	- 	7. 

• -AARB - 1 3 	: 2- {2- (4 -7/1/7J- 1=1-3 -)( 1*:>7i=)1.) - 

5- [3- (3 -L KI=1*::/E1H):- 1 -4)0 .7°1=17J14-:>1 -1 H- 

4 	K-)1/- 1 -4)0 - N -4 V .7°1=1 E/1/ 77-t F 77 ::::. K 

[0395] [1E152] 

OH 
H 

[0396] MS 	(ESI 	pos.) m/z : 	498 ([M+H]+). 

1H-NMR 	(600 MHz, 	CDC 1.3) a 	(ppm) 	; 	1.04 	(6 H, 	d, 	J=6.4 Hz), 	1.51 	- 	1. 6 

5 	(3 	H, 	m), 	1. 78 - 1. 88 (1 	H, 	m), 	1. 98 - 2. 05 	(2 H, 	m), 	2. 25 - 2. 63 	( 

7 H, 	m), 	3.85 (1 	H, br. s. ), 	3. 91 	(3 	H, 	s), 	4. 09 	(2 	H, 	t, 	J=6. 2 	Hz), 

4.11 	- 	4.17 	(1 H, m), 	4.65 	(2 H, 	s), 	5.42 	(1 	H, 	d, 	J=8.3 Hz), 	6.58 	(1 

H, 	s), 	6.92 - 6.97 	(2 H, 	m), 	7.01 	(1 	H, 	dd, 	J=8. 0, 	2. 1 	Hz), 	7. 12 - 7 

. 19 	(3 	H, 	m). 

• -A-rAN B - 1 4 : 2- { 2 - (4 - 7/1/7J- 1=1- 3 -)( 	-:>7 i=j1/) - 

5- [3 - (3 -L KI=1*::/E1=1'):)- 1 -4)0 	.7°1=17J14-:>1 - 1 H- 

4 	K-)1/- 1 -4)0 - N -4 V .7°1=1 EA/Tit 	77 ::::. K 

[0397] [1E153] 

H OH 
N 

[0398] MS 	(ESI 	pos.) m/z : 	484([M+H]+). 
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1H-NMR 	(600 MHz, CDC l3) 	a 	(ppm) 	; 1. 04 (6 H, 	d, 	J=6. 4 Hz), 1.74 - 	1.8 

1 	(1 	H, 	m), 	1.86 - 	1.96 	(1 	H, m), 2.02 - 2.08 (2 H, m), 	2.17 - 2.25 	( 

1 	H, 	m), 	2.30 - 2.37 	(1 	H, 	m), 2. 52 - 2. 59 	(1 H, 	m), 2. 68 - 2.72 (2 H 

, 	m), 	2.74 - 2.77 (1 	H, 	m), 	2. 92 - 2. 98 (1 	H, m), 	3. 91 	(3 H, 	s), 	4. 09 

- 4. 17 	(3 H, 	m), 4.33 - 4.39 (1 	H, 	m), 4.65 	(2 	H, 	s), 	5.41 	(1 	H, 	d, 

J=8. 3 Hz), 	6. 57 	(1 H, 	s), 	6. 93 - 6. 97 	(2 H, 	m), 7. 01 (1 	H, 	dd, 	J=8. 0, 

2. 1 	Hz), 	7. 13 	- 7. 19 	(3 	H, 	m). 

• -AAR B - 1 5 : 2- {2- (4 - 7/1/7J- 1=1- 3 -)( l*:>7 i=)I.) - 

5- [3- (2 -7f*lt-6 - 771fE1=1 [3. 	3] /N7°51 -6-4)0 7°  

1=1 7J1*:>] 	- 1 H - 4 	K-)1.- 1 - 4 )0 - N - 4 V 7°I=1 EA. 77-t 	7 Z 

K 

[0399] [1L154] 

:J 	 O  

, 

[0400] MS 	(ESI pos. ) 	m/z : 	496([M+H]+). 

1H-NMR 	(600 MHz, CDC1.3) 	a 	(ppm) 	; 1. 04 (6 H, 	d, 	J=6. 4 Hz), 1.82 	- 	1.8 

9 	(2 H, 	m), 	2. 56 - 2. 61 	(2 H, m), 3.38 (4 H, 	s), 	3. 91 (3 H, s), 	4. 05 

(2 H, 	t, 	J=6. 4 Hz), 	4.09 - 4. 17 	(1 H, 	m), 	4.65 (2 H, s), 	4.76 	(4 H, 	s 

), 	5.38 - 5.42 	(1 H, 	m), 	6. 56 (1 	H, s), 6. 91 	- 6. 97 (2 H, m), 	6. 99 - 

7. 02 	(1 	H, 	m), 	7.12 	(1 	H, 	d, J=2.3 Hz), 7.14 - 7.19 (2 H, m). 

• -AAR B - 1 6 : 2- [2- (4 - 7/1/7J- 1=1- 3 - )( F 4-:>7 i=)I.) - 

5 - {3 - [ (2 R) - 2 -)( )1/E1=1'):- 1 -4 A.] 7°1=17J14-:>1 	- 

1 H - 4 	K - )I. - 1 --f A.] - N - 4 V 7°I=1 EA. 77-t F 7 Z K 

[0401] 
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[lE1551 

H 

N- 	\ 

[0402] MS 	(ESI 	pos.) 	m/z 	: 	482([M+H]+). 

1H-NMR 	(600 MHz, 	CDCI.3) 	a 	(ppm) 	; 	1.04 	(6 H, 	d, 	J=6.4 Hz), 	1.09 - 	1.1 

6 	(3 H, 	m), 	1.38 - 	1.49 	(1 	H, 	m), 	1.64 - 2.37 	(8 H, 	m), 	2.99 - 3.08 	( 

1 	H, 	m), 	3.16 - 3.26 	(1 	H, 	m), 	3.92 	(3 H, 	s), 	4.06 - 4.18 	(3 H, 	m), 	4 

.66 	(2 H, 	s), 	5.38 - 5.43 	(1 	H, 	m), 	6.57 	(1 	H, 	s), 	6.93 - 6.97 	(2 H, 

m), 	6.99 	- 7.02 	(1 	H, 	m), 	7.13 - 7.19 	(3 	H, 	m). 

• 'AVM B - 1 7 : 2- {2- (3 -1=11=1-4 -7/1/ 7J- 1=17i=)1.) -5 

- [ (1 -:>1=1/1/E/''):-4 -4)0 7J- *:>] -1 H-4 	K 

-)1.- 1 -4 )1/1 - N -4 V 7°1=1 E/1/7 -t F 7Z Ka)-a 
[0403] [1E156] 

p  

CI 

[0404] OVNP-B 1 4 --(14 64-Lk-IL-at ( 7 0. 	Omg), :>1=1,''91 ) 	( 

26. 	5mg) 0)C HC 1 3  (3. 	5 m L) gat:.-..gim (47. 	3m g) 	))1:1 

A_ Z, 	2 5.H.T 1 Heim 	1., tc: . 0, 1)\ -C 	') 7 -t 	.. :> t 1=1 L K ') K ( 7 3 . 

5 m g ) 	))1:1 A_, '-k-  Na'T 3 Hirct 	Lit. azat:.-.7.K7., 	CHC I 3TA 

ft Lk-. 	1.-)E1 	M g SO 4tVfa, tVAAIJ 	;1H11 1,, gPlifilll-Fia 	Lk- 

. 1464-Ltc_-RI'Jtit)i/t 710 1=1 7 177 -I -  (Biotage 

SNAP 	Cart r idge 	KP-Si 	1 , 	1 0 g , 	47M-)1i$H : CHC 13 
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/Me0H/NH 4 OH=99/1/0. 	1^-95/5/0. 5 ; v/v/v 

) (,:.= -ClitlIL, tc_-,, Otkult 	I P E 6::-CSNEA349-  L, 	12tK 	2ER L, VAIL-a 

It ( 3 3. 	8 m g , -;4t17tK) V4I tc. 

MS 	(ESI 	pos.) 	m/z 	: 	512([M+H]+). 

1H-NMR 	(600 MHz, 	CDCI.3) 	a 	(ppm) 	; 	1.05 	(6 H, 	d, 	J=6.4 Hz), 	1.40 - 	1.4 

8 	(2 H, 	m), 	1.49 - 	1.62 	(2 H, 	m), 	1.66 - 	1.76 	(2 H, 	m), 	1.84 - 	1.95 	( 

4 H, 	m), 	2.01 	- 2.10 	(2 H, 	m), 	2.29 - 2.41 	(2 H, 	m), 	2.50 - 2.58 	(1 	H 

, 	m), 	2.81 	- 2.91 	(2 	H, 	m), 	4.11 	- 4.18 	(1 	H, 	m), 	4.30 	- 4.37 	(1 	H, 	m 

), 	4.62 	(2 H, 	s), 	5.33 - 5.37 	(1 	H, 	m), 	6.57 	(1 	H, 	s), 	6.96 - 6.99 	(1 

H, 	m), 	7.15 - 7.19 	(2 H, 	m), 	7.22 - 7.26 	(1 	H, 	m), 	7.28 - 7.30 	(1 	H, 

m), 	7.48 - 7.51 	(1 	H, 	m). 

• {B-1  - 1 8 : 2- {2- (3-1=11=17i=)1.) -5- [4- (L'i 

I) :)- 1 --( )I.) Vs )l.] - 1 H - - 	iK-)1.- 1 -4)0 - N --( V 7°  

1=1 EA. Ti-t I. 7 Z K a) -a 

[0405] [1E157] 

N 

CI 

[0406] OVNP-B 1 7 -c14 6 4-Lk-IL-at ( 1 5 0 m g) OM e C NEW,* (1 

. 	5 mL) 	(:K2 CO3  (2 1 7 m g) , 	E''''):') 	(0. 	0 9 3 m L) 	))1:1A. 

, 	8 0 °CZ 5 Heim- L tc. Nni,l, 7.1<)N A., CHC I 3--etEhffl L tc. VA 

),w, 	Br in eTA341-  1,, 	N a 2  S °AVM, tVIAAIJ 	1)2tAIJ L, 	'74Plir;111-F 

ill 	L tc. 14' 6 tat RI 	31$11 	,) t )72)1/t 71.1.1=1 7 l'7 7 -I - (47 Mt 

C: O. 	1% 	TFA 	MeCN/H 2 0= 1 0/90-90/1 0 ; v/v 

) t::- -0 it 1.1  L tc: . 	7 7 	:> 	J 	Mflil NaHC 037.Kgat:::"Citifil L, 	CHC 

I 3  t:.:. CA ffiL, 	Mg SO 4tVfa, tVIAAIJ 	IA 11 L, gP1 	ll-Fia 	1,, 	 

MAILat ( 4 7 m g „T. t 	12tK ) V4 tc. 
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1H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 1.04 - 	1.07 (6 	H, 	m), 1.41 	- 2.72 	( 

16 H, 	m), 	2.74 - 2.80 	(2 H, 	m), 	4. 12 	- 4. 19 	(1 H, 	m), 	4.66 	(2 H, 	s), 

5.41 	- 	5.46 	(1 	H, 	m), 	6.64 	(1 	H, 	s), 	7.11 	- 	7.14 	(1 	H, m), 	7.18 - 7.2 

1 

2 

(1 	H, 	m), 	7.29 	- 7.32 	(1 	H, 	m), 

H, 	m). 

7.38 - 7.41 (2 	H, 	m), 7.44 - 7.48 ( 

• -AAIN B - 1 9 : N--f N17°1=1E)1.- 2 - {2- ( 5 -)( -:>E 1):') 

- 3 - -f )I.) 	-5- [3- 	(E°'.') ::; - 1 - -f )I.) 	.7°1=17J14-:>1 	- 1 H - 

4 K - 11/ - 1 - -f )0 77-t F 7 Z K a) -,A 

[0407] [1E158] 

/= \ N 	\,.., 	t-0 

[0408] __ ,fN P - B 2 L Rea)51(,::_ ct tj , 0 ,fN  P - B 1 9 TII4 6 tttclEat ( 

9 

MS 

0 m g)  lj` 6 , VA {Eat (2 2 m 

(ESI 	pos. ) 	m/z 	: 	465([M+H]+). 

g, t 77 /1/ 7  7 	) •/114I tc, 

1H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 1.04 (6 H, 	d, 	J=6. 6 Hz), 1.35 	- 	3. 1 

2 (14 H, 	m), 	3.91 	(3 H, 	s), 	4.08 - 4. 17 	(3 H, m), 	4.66 (2 H, 	s), 	5.35 

- 5.39 	(1 	H, 	m), 	6. 67 	(1 	H, 	s), 	6. 95 (1 	H, 	dd, 	J=8. 9, 2.3 Hz), 	7. 14 

(1 H, 	d, 	J=2.1 	Hz), 	7.18 	(1 	H, 	d, J=9.1 Hz), 	7.22 	(1 	H, dd, 	J=2.7, 	1. 

9 Hz), 	8.33 	(1 	H, 	d, 	J=1.7 	Hz), 	8.36 	(1 H, 	d, J=2.9 Hz). 

• -41thiN B - 20 : N --f V 7°1=1E/1.- 2 - { 2 - (3 -)( -:> 7 i=j1, 

) -5- [3- ( E''' ') ::;J-1   -4)0 .7°1=17J14-:>1 	-1 H --( 	K-)1. 

- 1 -4)0 Tit HT1Z Ka)-a) 

[0409] [1E159] 

H 
"3 	

je
-ND 

i_ 

 

N ---' \ 
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[0410] _.11.] P - B 2 LFA0051(,,t(,), oiNP- B 2 0 --(14 6 tt tc IL -a It ( 

90mg) /3\6, rfliEat ( 3 5 m 

MS 	(ESI 	pos.) 	m/z 	: 	464([M+H]+). 

g „Rt 7 )1/ 7 7 ) 	•/114I tc, 

1H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 1.03 	(6 H, 	d, 	J=6. 6 Hz), 	1.37 - 2.8 

6 	(14 H, 	m), 	3.85 	(3 H, 	s), 	4.08 - 4. 17 	(3 	H, 	m), 4.68 (2 	H, 	s), 5.38 

- 	5.42 	(1 	H, 	m), 	6. 60 	(1 	H, 	s), 	6. 90 - 6. 94 	(1 	H, m), 6. 94 - 6. 98 (2 

H, 	m), 	6.99 	- 	7.01 	(1 	H, 	m), 	7.12 

m), 	7.35 - 7.39 	(1 	H, 	m). 

- 	7.14 	(1 	H, 	m), 7.15 - 7.18 (1 	H, 

• -410JB-2 1 : 2- {2- (3 -1=11=17i=J1.) -5- [3- (I°'.  

'):')- 1 -4 AA 	7°1=17J14- :> 1 - 1 H-E1=11=1 	[2, 3-h] E'):')- 

1 - 4 )1/1 - N - 4 VII=1 EA/ Tit I,  7 --. 	l'a)-E•A 
[0411] [1E160] 

H 
N t  

C I 

[0412] -AARA- 1 1 LFA010516:.-_,t tj , ovN  P - B 2 5 TII4 6 tttc fEalt ( 

3 0 m g ) 75\ 6VA:tat ( 2 6. 	8rrig, 1'41 7-zz- c. V‘Et 	14K) 

MS 	(ESI 	pos.) 	m/z 	: 	469([M+H]+). 

1H-NMR 	(600 MHz, 	CDC 1.3) 	a 	(ppm) 	; 1.08 	(6 H, 	d, 	J=6.4 Hz), 	1.41 - 	1. 5 

2 	(4 H, 	m), 	1.65 	(4 H, 	br. 	s. ), 	1.99 	- 2.16 	(2 	H, m), 2.46 	(4 H, br. 

s. ), 	4. 03 - 4. 09 	(1 	H, 	m), 	4. 10 - 4. 13 	(2 H, 	m), 	4.79 (2 	H, 	s), 6.30 

- 6.36 	(1 	H, 	m), 	6.53 	(1 	H, 	s), 	7.39 - 7.44 	(2 H, m), 7.45 - 7.47 	(1 

H, 	m), 	7.48 - 7.51 	(1 	H, 	m), 	7.58 

8 Hz). 

- 	7.61 	(1 	H, 	m), 8.10 	(1 	H, 	d, J=2. 

• **MB- 2 2 : 2- {2- (3 - 1=11=17i=J1.) -5- [3- (I°'.  

'):')- 1 -014 .7°1=It*:>1 - 1 H - El=11=1 	[3, 2 - b] L"):')- 
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1 --')I} 	— N — -f `) 7°  1=1 EJI/77-t17-1 -Z K a)-EA 

[0413] [1E161] 

r.J 	1::-1,?, 	J-: 	• 	NG 
CE.. - 	 N  

[0414] OVNP — B 2 8 --(141  6 tt.tc1Eat ( 1 0 0 m g ) , 	1 — E',' '):')•7°1=ii 

) — 11/ ( 1 50µL) .. 	E/FR/7:'Jr,11. 	(I 	I) 	(8. 	9m g) , 	r a c — 

2— (:'J—t —1)1/7 7-f )) — 1 , 	1' 	—Et7/1/ (9. 	8m g) 

, gR-t:>',11. (2 6 7 mg) 	1, 	4 —:')7J-*It 	(1 0 m L) 	t:.-..Att, 

M-2 1 1 0 °CT 2 3 Hi lam 1,114- l., it. 714!t 	-t 7 4 	(Rtilf=g) T 6M l., 

6',1-Y 	1,',1/1-F VAN l., tz-_-. 14' 6 41.k-  R37A 	:> ') t it)l/t 71A j 1=17 I- 	7 

74— (Biotage 	SNAP 	Cartridge 	KP—NH, 4 

EiM : 	1=1 1=1 *)1/1A ) .. 31$1 i ') tit/l/t 71-01=17 I'77 -I — (4 EJM 

: 0. 	1% 	TFA 	MeCN/H 2 0= 1 0/90-90/1 0; v/v) 

, :> 1))jit/l/t7101=1777-f— (Bi otage 	SNAP 	Ca 

rt ridge 	HP—S i 	I , 4 EMI : 	1=11=1*/1/11./Me0H=99/ 

1- 7 0 / 3 0 ; v / v ) -Nittkl L. 14' 6 tt.tcAttlt 	n — /•*It J.-e5A 

A, 	6 A, tiMIA 1, rfAlEat (27. 	0 m g, SZ4t 	•11) 	1'4' tz-_-  . 

MS 	(ESI 	pos.) 	m/z 	: 	469([M+H]+). 

1H-NMR 	(600 MHz, 	DMSO-d6) 	a 	(ppm) 	; 	1.06 	(6 H, 	s), 	1.34 - 	1.45 	(2 H, 

m), 	1.45 - 	1.62 	(6 	H, 	m), 	1.85 - 2.01 	(2 	H, 	m), 	2.38 	(4 H, 	br. 	s. ), 	3 

.81 	- 3.87 	(1 	H, 	m), 	4.29 - 4.34 	(2 H, 	m), 	4.70 	(2 H, 	s), 	6.60 	(1 	H, 

s), 	6.62 	(1 	H, 	d, 	J=9.2 Hz), 	7.49 - 7.60 	(4 H, 	m), 	7.76 	(1 	H, 	d, 	J=8. 

7 	Hz), 	8.16 	(1 	H, 	d, 	J=7.8 	Hz). 

• -41thiNC —  1 	: 2— {2— (3-1=11=1-4-7/1/7J- 1=17i=J1/) — 7 — 

[3 —  (E''''):— 1 —014 7°1=It*:>] 4 Z Y V [1, 	2 — a] E') 

:')— 3 —4 JI/1 — N — 4 ̀ l 7°1=1 EJI/77-tI77 -Z K)-a 
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[0415] [4E162] 

H ),N 
_ 

CI 

[0416] -AAR B - 1 L Rea)51(,:.-_,t (,) , ovN P - C 5 --(14 6 tttc IL alt ( 1 0 

0 m g) /j`6, V1'1E-at ( 3 0 m g „T t 	12tK ) 	14 tc. 

MS 	(ESI 	pos.) 	m/z 	: 	487 ([M+H]+). 

1H-NMR 	(600 MHz, 	DMSO-d6) 	a 	(ppm) 	; 	1.10 	(6 H, 	d, 	J=6.4 Hz), 	1.34 - 	1 

.41 	(2 H, 	m), 	1.47 - 	1.53 	(4 H, 	m), 	1.86 - 	1.93 	(2 H, 	m), 	2.28 - 2.42 

(6 H, 	m), 	3.83 - 3. 90 	(3 H, 	m), 	4. 09 	(2 H, 	t, 	J=6. 4 Hz), 	6. 68 	(1 	H, 

dd, 	J=7. 6, 	2. 5 Hz), 	6. 94 	(1 	H, 	d, 	J=2. 3 Hz), 	7. 50 	(1 	H, 	t, 	J=8. 9 	Hz), 

7.80 - 7.84 	(1 	H, 	m), 	7.95 	(1 	H, 	dd, 	J=7.3, 	1.8 Hz), 	8.26 	(1 	H, 	d, 	J 

=7.3 Hz), 	8.27 - 8.31 	(1 	H, 	m). 

• -41thiNC -2 : 2- {2- (3 -1=11=1-4 -7/1/7J- 1=17i=11/) - 7 - 

[3 -  (J1/* ') 	- 4 - 4 )1.) 7°1=1 t*:>] 4 Z Y'l [ 1 , 	2 - a ] E I) 

- 3 - 4 JO - N - 4 V 7°1=1 EA/ 7-1-t 	7-Z Ka)-a 

[0417] [4E163] 

H. 	 /.---\ 

I... CI 

[0418] -AAR B - 1 L Rea)51(,,t(,), OVN P - C 5 --e14 6 tttc IL alt ( 1 0 

0 m g ) /3\ 6, rfAlEalt ( 3 6 m g „T. t 	'12tK ) 	14 tc. 

MS 	(ESI 	pos.) 	m/z 	: 	489([M+H]+). 

1H-NMR 	(600 MHz, 	DMSO-d6) 	a 	(ppm) 	; 	1.10 	(6 H, 	d, 	J=6.4 Hz), 	1.88 - 	1 

.95 	(2 H, 	m), 	2.33 - 2.41 	(4 H, 	m), 	2.44 	(2 H, 	t, 	J=7. 1 	Hz), 	3. 54 - 3 
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.61 	(4 H, 	m), 	3. 81 	- 3. 92 	(3 H, 	m), 	4. 10 	(2 H, 	t, 	J=6. 4 Hz), 	6. 67 - 6 

.70 	(1 	H, 	m), 	6. 95 	(1 	H, 	d, 	J=2. 8 Hz), 7. 50 	(1 	H, 	t, 	J=8. 9 	Hz), 7.79 

- 7.84 	(1 	H, 	m), 	7.95 	(1 	H, 	dd, 	J=7.3, 	2.3 Hz), 	8.26 	(1 	H, 	d, 	J=7.3 

z), 	8.29 	(1 	H, 	d, 	J=7.3 Hz). 

H 

• -4r011 D - 1 	: 2- {1- (3- 	1=11=1 7 i=)14-3-7J- *V-5-[3-(E 1) :') -1- 

4 AA 7°1=i7J1*:>]-1,3-:')L ICI-2H-4 	, 9 r V - )1.-2- 4 )1/1-N- 4 v 7' =1 EA/ 

77-t I-7Z Ka)  -a 

[0419] [1E164] 

H 

I 	r 	, 

CI 	' 	* O.  

[0420] -41thiN A -1 1 LP10 0051 I,: ck I') _OVN P - D 4 T1'41  6 41.k-  'tat ( 3 0 

m g) 7J`6 VAIL-at (11. 	°mg, SZ 4 t 	11 ) 	''f'41 7-zz-  . 

MS 	(ESI pos. ) m/z 	: 	485(N+HIE). 

1 H-NMR 	(600 MHz, 	CDC l3) 	a 	(ppm) 	; 1.09 (6 H, 	d, 	J=6.4 Hz), 	1.42 - 	1.5 

0 	(2 	H, 	m), 	1.61 	- 	1.70 	(4 H, 	m), 1. 99 - 2. 09 	(2 H, 	m), 	2.36 - 2. 60 	( 

6 H, 	m), 	3. 96 - 4. 03 	(1 	H, 	m), 	4. 04 - 4. 08 	(2 H, 	m), 	4.31 	(2 H, s), 	6 

.12 	(1 	H, 	d, 	J=7.3 	Hz), 	6.94 	(1 	H, d, J=8.7 	Hz), 	7.15 	(1 	H, 	dd, J=8.9 

, 	2.5 Hz), 	7.18 - 7.22 	(2 H, 	m), 

H, 	m). 

7.31 - 7.33 	(1 	H, 	m), 	7.36 - 7.44 (2 

• -41011 E - 1 : 2- { 2 - ( 3 - 1=11=17 i =)I.) -5- [4- (E,H) 

- 1 -4)0 7/1/1 - 4 , 	5 , 6, 7 -5-1-7L Ki=i- 1 H - Epp 

[3, 	2 -c] E') :JJ - 1 -4)0 - N -4 V 7°1=1E)1/ 77-t I-7Z KO)-a 

[0421] 
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[0422] 

[1E165] 

a 	, 

OVN P - E 3 --(141  6 tt.tc tat ( 1 4 3 m g ) OM e C Nga (3. 0 

mL) 	t:.-_, 	i P r 2 NE t 	(0. 	1 84mL) , 	1 -11=1-4-1=11=1151  

(0. 	0 6 m L) 	))1:1A., 	6 OtT-IfEtIf' Lk-. 	ifilll-F&"S' L, 14' 6 tt. 

tc: R 	L E',' 1) :')J ( 1 . 	5 m L ) 0)Mat 	m i c rowave 	(180 

Of 	2 Heim 	t:.-.. --cazt -fttz-_-. 	ffla-F&"*'-' 1,, 	146 tt.tz-_-R37A3VH:> I) tit 

)14j7101=1717-f- (47EIA: O. 	1% 	T FA 	MeCN/H 2 0 

=1 0/90-90/1 0 ; v/v) t::"Citti Ltc_-. 77:'./ 	1 .MfilN 

a H C 0 37.Kga t:.= -C *RI 1,, 	CHC I 31,:.= -C tlil ffiL, 	Mg SO 4tVfa, tiMALI 

1gAll L, gP1 	ifilll-Flia 	L Az-. 14' 6 tt.tc_lit-Illt 	, 	T L C 7'1,- 	N H 

(4EIJC: n-Hexane/Et0Ac= 1/2 ; v/v) 6:.-_ --C66:.lit 

2'1  L, 	rfAlEalt 	(9. 	4m g, 	.7-1 /1/ 7 •37) 	1'41 tcc. 

MS 	(ESI 	pos. ) 	m/z 	: 	471 ([M+H]+). 

1H-NMR 	(600 MHz, 	CDCI.3) 	a 	(ppm) 	; 	1.07 - 	1.10 	(6 H, 	m), 	1.41 	- 	1.48 	( 

2 H, 	m), 	1. 53 - 2. 22 	(8 H, 	m), 	2. 28 - 2. 47 	(6 H, 	m), 	2. 54 - 2. 59 	(2 H 

, 	m), 	2. 60 - 2. 64 	(2 H, 	m), 	2.81 	(2 H, 	t, 	J=5.7 	Hz), 	3. 50 	(2 H, 	s), 	3 

.65 	(1 	H, 	s), 	4.06 - 4.13 	(1 	H, 	m), 	4.43 	(2 H, 	s), 	5.24 	(1 	H, 	d, 	J=8. 

7 	Hz), 	6.11 	(1 	H, 	s), 	7.14 	(1 	H, 	dt, 	J=7.5, 	1.5 	Hz), 	7.24 - 7.32 	(3 	H 

, 	m). 

• -41thiNF - 1 	: 2- {3- (3 -1=11=17i=)1.) -7- [3- (E', 1) 

'-1 -4 )1.) 	 ]-'."J[1,  1 , 	2-a] 	L"):') 	- 2 -4 )I. 

1 - N - -I V 7°1=1 EA/Ti- 	TiZ K07-EA 

[0423] 
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[1E166] 

H. `r-N 

0 	 0 

[0424] { 	B-B - 1 L Rea)51(,:.-_,:t k), 0,fN P - F 5 --e 14 6 41. tc I Eat ( 9 0 

mg) 75`6, rfAlEat ( 2 5 m 9, 	,77 /1/ 7  7 	) V41  tc_-. 

MS 	(ESI 	pos. ) 	m/z 	: 	469([M+H]+). 

1H-NMR 	(600 MHz, 	CDCI.3) 	a 	(ppm) 	; 	1.16 	(6 H, 	d, 	J=6.4 Hz), 	1.46 	(2 H, 

br. 	s. ), 	1.57 	- 	1.65 	(2 	H, 	m), 	1.68 	(2 	H, 	br. 	s. ), 	1.99 	- 	2.08 	(2 	H, 
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7.93 	(1 	H, 	d, 	J=7.3 Hz). 
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