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= H=I, 	L KI=1*:>C 1 _ 3  77 /1/*/1/, 	—CON R a R b, 	—COO (C 1  _ 3 7)1/ 

*11/) , 	—COOH, 	— (CH 2 ) 1 -3 000R, 	—0Ra (R67JKAIF,V-c_- 

6C 1 _ 3  77 /1/*/1/, 	R a8ck *OR bl, P1—TtAtS-D -Cki\ --ct ck < , 	7.1KAE, 
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2-(5-) 	)1/-3-( 	') 7 )1/7J- 1=1)< 	114-1H-E7 V—)1/-1-4 )14 7 i I —11. 

2-(3, 5- E' 	') 7 )1/7J-  I=1)< 	114-1H-E7 V—)1/-1-4 )14 7 i i —11. 

2-(3- ) 	11.-1H-E 7 V—)1/-1-4 AA 7 = ) —11. 

2-(5- ) 	11.-1H-E 7 V—)1/-1-4 AA 7 = ) —11. 

2-(3, 4, 5- Imo ') )< 	)1/-1H-E7 V—)1/-1-4 )L') 7 i ) —11. 
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, —NRaR\ zhp, t KP^ri>C 1_477;u^r>/k — C 0 N R a R 

\ -coo (c 1_477;U^;U) N -COOH, - (CH2) ,.3COOR, -
0 R a (RWiUfJfcliC !-4 R a& <£t/R b&|W| — 

TKSIJI^ C T _4 /'JU^rJk C ! _4%k^;Ls 

R7^ TKSIJ1^£^U R8^ TKUJI^ C1_477;u^;k TKIISS 

% -hp^^t- (D 

[0020] (5) RUi% R2^ TKUJI^ P<^k /\P^f>£^IU 
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c,_37J^Jk K 'J 7)is?f P p< ^Jk s\n?>s T<JS — N R a R bN 

— K Ps LKP+^C^s?^^ -CONRaR\ -COO (C T-3TJU 

*)\s) , — C 0 0 H N - (CH2) ,_3COOR, — 0 R a (R&TKHJI^S/C 

liC !-37)\S%-)\S%:, RafcJ:t/Rbti|W|— 

, c,.3?^ c^sTi/^zmt) z^Ls R7^ TK 

R8^ ymws^^mts d) 
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2-(5-P<51>'U-3-( K 'J 7;U^PP<5l>'U)-1H-t0^x/->;U-1—fJl/)7iy-Jb 

2-(3,5-tfX K 'J 7;U^PP<5l>'U)-1H-t0^x/->;U-1—fJl/)7iy-Jb 
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2-(5-7 Z 1 -3- ter t-1 	11.-1H-E7`i -11.-1-4 1147 z J -)1. 

4- 	1=1 1=1-2-(3, 5-) 	)1.-1H-E7 V-)1.-1-4 AA 7 = J -)I. 

2- 1=1 1=1-6-(3, 5-) 	)1.-1H-E7 V-)1.-1-4 AA 7 = J -11. 

2-(4- 	1=1 1=1-3, 5-) 	)1.-1H-E7 V-)1.-1-4 AA 7 = J -11. 

2-(3, 5-:'JI)1.-1H-E7 V-)1.-1-4 AA 7 = 1 -11. 

3-(3, 5-:'))( 	)1.-1H-E7 `i-J1.-1-4 JO i -ff 	-1, 2-:'J7J- -)I. 

2-(4-i 	)1.-3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 AA 7 = J -11. 

5-7 11.7J-  1=1-2-(3 , 4 , 5, - 	') )( 	)1.-1H-E7 V-)1.-1-4 AA 7 	J -)I. 

4-7 )1/7J-  1=1-2-(3, 4, 5, - 	') )( 	)1.-1H-E7 V-)1.-1-4 AA 7 	J -11. 

2-(4- 	1=1 1=1-3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 )14-5-7/1/7f 1=1 7 = J -)1. 

1-(2-I 	K 1=1*:> 7 	=)1.)-3,5-:'))( 	)1.-1H-E7V-J1.-4-t/l/tRI 

)I. 

3- (1 - (2- L K 1=1*:> 7 	=AA -3, 5-)( 	)1.-1H- E7 V-J1.-4-4 AA 7°1=1 i 

Jib 	)1. 

2-(4-1/1.-3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 AA 7 = J -11. 

2-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 )14-5-7/1/7f 1=1 7 = I -)1. 

5- 	1=1 1=1-2-(3, 5-) 	)1.-1H-E7 V-)1.-1-4 AA 7 = J -)I. 

2-(3, 5-:'))( 	)1.-1H-E7 `1-)1.-1-4 )14-3-= 	1=1 7 = I -)1. 

2-(3, 5-:'))( 	)1.-1H-E7 `1-)1.-1-4 )14-5-= 	1=1 7 = I -)1. 

3-(1-(2-I K 1=I*7 	=M-3, 5-:')) 	)1.-1H-E7 V-J1.-4-4 AA 7°1=1 Et 

Jggi 

5- 	1=1 CI-2-(3,4, 5-Imo'))  	)1.-1H-E7 V-J1.-1-4 JO 7 = J -11. 

5-7ZJ-2-(3, 5-:'))( •)1.-1H-E7 `1-)1.-1-4 AA 71-)1. 

5-= 	1=1-2-(3, 4, 5- 	') )( 	)1.-1H-E7 V-)1.-1-4 AA 7 = J -11. 

4-(3, 5-:'))( 	)1.-1H-E7 `i-J1.-1-4 AA i -ff 	-1, 3-:')7J- -)I. 

5-7 Z I -2-(3, 4, 5- 	') )( 	)1.-1H-E7 V-)1.-1-4 AA 7 = J -)I. 

4-(3,5-:'))( 	)1.-1H-E7V-)1.-1-4 )14-3-L KI=1*:>/ -ff 	t/l/tR 

JI. 

WO 2012/102404 6 PCT/JP2012/051991 

2-(5-77$ y-3- ;U-1—T ;U)7 x 7 — )\s 

4-^7 • p-2-(3,5-y * H- kf ̂  V——i—r JU) 7 x y —;u 

2-^7 • P-6-(3, 5-y ^U-1H- kf7 V——1—r JU) 7 x y — )\y 

2-(4-^7 • p-3, 5-y H- \d=7 V-)\y-W JU) 7 x y — JU 

2-(3,5-yifjki H- V-JU-w ;u) 7 x y -;u 

3-(3, 5-y ^;u-1 H- fcf^ V-JI/-1 Jl/) ̂  > -tz >-1, 2-y -)\y 

2-(4-X^JU-3, 5-*J* 3-)\s-1H- V——1—r ib)7iy -)\y 

5-7;U^P-2-(3,4,5,- K 'J /^JU-IH-—r JI>)7xy-;u 

4-7;U^P-2-(3,4,5,- K U ^JU-IH-\f.=?—rJU)7xy-;u 

2- (4- <7 • p-3, 5-v* ̂ -)\/-\w- \d=7 V—;u-i—r ;U)-5-7>/U^ P 7 x y —;u 

1 -(2-tn h*p+4>7x";u)-3,5-y^;U-1 H-\f.=jV-ju-4-ti;U/K>I£x^ 

JU 

3-(1-(2-t h'P + ̂ 71 —^U) —3, 5-5/ ^ H- x/—JU-4-^f)[/) 7°P/^ 

2-(4-7>>'U-3, 5-y* ̂ JU-1 H- fcf^ V——1—T ib)7iy -JU 

2-(3, 5-5/^ ^JU-IH- \z=? V-JU-1 —r ;U)-5-7;U^ P 7 X y -JU 

5-^7 p p-2-(3,5-v^^-)\/-\H- \d=7 V—;u-i—r ;u) 7 x y —;u 

2-(3, 5-y ^JU-1 H- fcf^ V——1—r J\y)-3-~ hP7xy-Jb 

2-(3, 5-y ^JU-1 H- fcf^ V——1—r J\y)-5-~ hP7xy-Jb 

3-(1-(2-t h*P^7x —)\y)-3, 5-5/ ^ H- x/—JU-4-^f)[/) 7°P 

>11 
5-^7 p p-2-(3,4, 5- h 'J * ̂ JU-IH-L0^/—JU-1—f JU)7 x J —JU 

5-T$ y-2-(3,5-y^JU-1 H-\f.=j V-JU-wJU)7xy-JU 

5-- K P-2-(3,4, 5- h 'J ^JU-IH- V-JU-W JU) 7 x y -JU 

4-(3, 5-y ^;u-1 H- fcf^ V-JI/-1 ->r JU)^ >-tz >-1,3-y -)!/ 

5-7^ y-2-(3,4, 5- K 'J ^JU-IH- V-JU-W JU) 7 x y -JU 

4-(3,5-^p<?lJU-1H-L0^V-JU-WJU)-3-LKP^>^>-tz>;kJU/:K>It 
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3-7 Z I -2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 AA 7 i ) -)I. 

4-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-3-L K 1=1*:>,-ff J)J/l/t Jggl 

4-(3, 5-:')) 3 )1.-1H-E7 V-)1.- 1-4 )14-3-L K 1=I*:>- N, N -:'))< 	)1.,  

X7 Z K 

4-(3, 5-:')))1.-1H-E7 V-)1.-1-4 )14-3-L K 1=1*:>, X7-1 -Z K 

3-L K 1=1*:>-4-(3, 4, 5- I- ') )<)1.-1H-E7 V-)1.-1-4 )I.),-ff 	t/l/t 

Jggi 

3-L K 1=1*:>-4-(3, 4, 5- I- ') )<)1.-1H-E7 V-)1.-1-4 )I.) 	JZ7 Z F 

4-(4- 	1=1 D-3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-3-L K 1=1 *:>, 	X7 Z 

K 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )I.),-ff 	-1, 3-:')7J- -)1. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-5-)< 	11.7 i J -11. 

2-(3, 5-:')))1.-1H-E7 V-)1.-1-4 )14-5-)< I- *:> 7 i I -)I. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-3-)< 	11.7 i J -11. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-5-L F 1=I*:>)< 	)1/7 i I -)I. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-5-)< 	11 / 7-1  Z J 7 i J -)I. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-4-)< x)1.7 i J -11. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-5- I- ') 7 )1/7J-  CI) 3 11.7 i J -)I. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-6-)< x)1.7 i J -11. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 AA-5-i 	)1,7 i I -)k 

2-(4-7)l.7J-  D-3, 5-:'))< 	)1.-1H-E7 V-)1.-1-4 AA 7 i 1 -11. , 

5-1D 	-2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 AA 7 i 1 -11. , 

5-1D E-2-(4- 	1=1 D-3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 AA 7 i 1 -)k., 

5-1D 	-2-(3, 4, 5- I- ') )< 	)1.-1H-E7 V-)1.-1-4 AA 7 i I -11. , 

4-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-3-L K 1=I*:> 7 i=)1. 7-t5-- I- 

4-(4- 	1=1 D-3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-3-L K 1=I*:> 7 i=)1. 

7-t5-- H 

WO 2012/102404 7 PCT/JP2012/051991 

3-7 $ y -2-(3, b-*/* ^JU-1 H- bf^ V-JI/-1 Jk 7 x y -JU 

4-(3, 5-y ^JU-1H- bf^ V-JI/-1 ->C Jl/)-3-1 

4-(3,5-^p<5l>'U-1H-t0^ V-;U- WJU)-3-L K• ̂ Ss- N, N 

>X7< K 

4-{3,b-V ̂ ^-)\y-\W-^ V-JU-WJU)-3-L h'P+i/^>X7$ K 

3-t KP^>-4-(3,4,5- K <J ^JU-IH-bf^ V-JU-W>*jJi/<K 

>11 
3-t KP**>-4-(3,4,5- h 'J V-;U-1-^;U)^>X77$ K 

4-(4-^ PP-3, b-V^^-)\y-\W-^ V-JU-WJU)-3-L 

K 

2-(3, 

2-(3, 

2-(3, 

2-(3, b-Vt^iV- 1H-t°^V 

2-(3, 

2-(3, 

2-(3, 

2-(3, 

2-(3, b-Vt^iV- 1H-t°^V 

—JI/-1--< ;u)^<>-tz>-i,3-y^—;u 

r ;u)-5-p< 5^7 x y —)\y 

-;u-i—r;u)-5-p< h+^7xy-jb 

—ji/-W ;u)-3-p< 5^7 x y -JU 

-;u-i—r;u)-5-t KP+^>^fJb7xy-jL' 

—>»U-1—r>»u)-5-p<^ y 7xy-;u 

—JI/-W ;u)-4-p< 5^7 x y -JU 

-;u-i—r;u)-5- K 'J 7J^p/fJb7xy-ib 

—JI/-W ;u)-6-p< 5^7 x y -JU 

2-(3,5-y P< ^JU-IH- \f.=j V-JU-w JU)-5-X^JU7 X y -Jk 

2-(4-7 P -3,5-y p< H- tf ̂  V-)\/-W ;u) 7 x y -jk 

5-ypf-2-(3,5-y p< H- tf ̂  V-)\/-W ;u) 7 x y -jk 

5-7"P ZE-2-(4-^7 p P-3, 5-y P< H- tf^ V—^u-i—T JU) 7 x J —Jk 

5-ypf-2- (3,4, 5- h 'J ^^Jlz-IH-bf^ V—Jl/-1-^fJb)7xy-Jk 

4-{3,b-V^^-)\y-^W-\fz>V-)\y-^-^)\y)-3-\l h'P^>7xZJb K 

4- (4- ̂ 7 p p -3, 5- */ p< 51;U-1H- bf ̂  V—)U" 1 - '( JU) -3- £ K P *> 7 x ~JU 

7izyL~ K 
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3-L K 1=I*:>-4-(3, 4, 5- 	') )< 	)1/-1H-E7V—)1.-1-4 )I.) 7 i=)1. 7-t5- 

- H 

2-(3, 5-:'J)( 	)1.-1H-E7 V—)1.-1-4 )14-4-)< 	..:>-5-)< 	)1/7 i i —11., 

4- 	1=1 1=1-2-(3, 5-:')) 	)1.-1H-E7V—)1.-1-4 )14-5-)< 	)1/7 i i — lk 

2-(3, 5-:'J)( 	)1.-1H-E7 V—)1.-1-4 )14-4, 5-:'))< 	)1/7  i i —1k 	tc l,  

. 

4-(4- 	1=1 1=1-3, 5-:')) 	)1.-1H-E7 V—)1.-1-4 )I.)-1 -ff -1,3-:')7J- -)I. 

--CZ'IL-EiltVL- 1,-t. ODYJS.tIl'itt -ZtODTZ. 

[0022] MoDltke-et, *ft13/16, 

(7) 	TEA ( I 	I ) 	-C -,3_q-LZIE-alt, 	tz-_- 1,-t. o)i-lEA -A--Zz._'.L 	!ti 

111L-Z, tAnforgpi: 	(A*, 	R9t, 7.1KA1,$, 	C 1 _ 6  7)1/*)1., 	I-') 7 

11/21=1)( 	11/1_,, 	R 1  ° 1, 	7.1KAR, 	C , -6  7)I/*)I., 	/v1=02 	, 	—CO 

0 	(C , _ 6  7)1/*)14 , 	— 	(CH2) 	1 _ 3 COOR 	(R67.1KAIW,V-z-_- 6C 1 -6  

77)1,*)1/V D  L„ 	R 1 1  (,, *AR 	, 	C 1  -6  7/1/*/1/, 	7Z ). 	I- I) 7 

11.7J-  I = I ) ( 	11., 	— 0 R 	( R (, 7.KAIW,V-z-_- 1, C 1  _ 6  7/1/*11/ 	V 	

Li.. R 12(,71<ogm 	L, 	R 1 3 (,, 	7EA);5, 	C 1 -6 7)1,*)1,, 	*ma, 	/\D' 

L, 	R 1 4  (,, 	*AR 	, 	C 1  -6  7/1/*/1/, 	') 711/7f I=1)< 	11/, 	/ \Mit 

%, 7Z), —N RaR b, = H=1, 	L K 1=I*:>C 1  - 6  7/1/*/1., —CON Ra 

Rb, 	—COO (C 1 _ 6 7/1/*/1.) , 	—COOH, 	— (CH 2 ) i _ 3 COOR, 

— 0 R a ( R(, 7.KAIW,V-z-_- 1, C 1  _ 6  7/1/*/1., 	R a 8ck *OR b 1, 17A --et A 

ts -D -Tkivrtck <, 	7.1KAIg. 	C 1 _ 6 7)1/*)1., 	C 1 _ 6 77:>)1/) , 	R 1 5  

6, 	7.1KAR, 	C , -6 7)1/*)1., 	— 0 R 	( R1, 7.KAigV-z-_- 1, C 1  _ 6  7/1/*/1/ 

 	) , 	/ \ 1=11,2    1.„ 	R 1 6 6, 	*A) 	, 	C 1  _ 6  7'11. 	11., 	*ma, 	7 

a ). 	= I- 1=1   -. 	) 

WO 2012/102404 8 PCT/JP2012/051991 

3-L KP^>-4-(3,4,5- K 'J ^ ^JU-1H- tf x/—JU-1 JU) 7 x —)[/ 71z^-

~ k 
2-(3, 5-y ^JU-1 H- \f.=7 V-JU-w ;U)-4-P< K fJb7xy -Jk 

4-^7 • p-2-(3,5-y x/-;u-i—r ;u)-5-p< 5^7 x j —;k 

2-(3, 5-y V——1—r Jk-4, 5-y ^7x7 -Jk £ 

\ 

4-(4-^ PP-3, b-VV-;U-1-^;U)-^>-tz>-1,3-y^->iU 

[0022] MIMf-m, 

(7) TIE^ (II) ttc&ZGUkZ-SGT&ZtZft 

mttz, : (£,tps R9^ ?mws^s MJ7 

JU^P^JU^HU R10fc^ TKUJI^ C 1_677;u^r>ik AP*fys -CO 

0 (C,-6TJU*JU) N - (CH2) ,_3COOR (Rtt^i^SfcliC,^ 

7Jls*JlsZmt) HU R 1 1 TKSIJI^ C^eT^U^Jk T^A h'J7 

Jl/tf P * ̂ Jk -OR 

R12&TKI£S£^U R 13N TKUJI^ C^T^U^Jk TKIIS^ AP^ 

R14tiN C ! -eTJI/^JI/s h'J 7 JU^I" P .X "^Jk /xp^ 

X T7 $ A — N R a R bN zhP, k KP^r^C^gZJ^Jk -CON Ra 

R bN -COO (C T-eTJIy^rJIy) s — C 0 0 H N - (CH2) ,.3COOR, 

— 0 R a (R^Kmm^^tc^C^eTJIy^Jly^s R a 33 J: tf R b & HD-"? t, S 

^TUTtJ:<, TKSIJI^ C^T^U^Jk C1_677^;U^^-r) s R15 

^ C ! _6 T'JU^rJk -OR ( R /cti C •, _6 T'JU^rJU 

£H"t) s /\P^f>£HU R 16C^T^U^Jk TKIISS T7 

N A — K P o ) 
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[in] 

R1° 

1 
R11 	NON 

Ris R12 

R15  R13  
R14 

(II) 

[0023] 	(8) 	( 1 ) 	t•c_- (, 	( 7 ) Eili,a)tattct -t. 0)±111 -A- Z a.' L !tiili 

L -ZttLJTUElf,effiAli, 	( 9 ) AlElIALITZ 	( 7 ) ENCOttLIElf,effiAli, ( 1 0 

) AlElIALITZ (9) ENCOYETRIEIVA-Alit'llttZtO)Z. 

[0024] *HANIS*TJE110 64-LZJEllig-  I-  C 1  _ 6  77 /1/*/1/J , a0)-3g0) 1- C 1  _ 6  7/1/ 

*)1, i 	L(,, 	'OAR 1 75\ 6 6 0)77 /1/*/1/a -c. 	a.' 0)77)1,*)1,a6, Mit 

, 3•Iii=lt, 	WItTt ct 0. RAJ'S, 	) 3 )1., 	i)1., 	7°1=1 E)  I,, 	4 v.701=1 E 

)I., 7)1., 	4 v 7)1,, sec —1/1., 	tert—l)k i J)1., iN*:>)1. 

fseoc 1 -6 7)1,*)1,a, 	:>1=1 .701=1E)1,, 	:>1=1 .y•)1,, 	:>1=1/)14-3 

ctrfi=i,N*)1,i-sea)c3_61=17-,)1,*)1,ai-seeti64-t.z. 

[0025] *HAUSrriTJEllk,\64-LZJEllig-  FC 1 _ 6 77:>/l/J , 	a0)-3g0) 	1- C 1 _ 6 77:>)1. 

i L(,, gAN1 75\ 6 6 07 : > )I/a -  . a' o7-,:»1,a6, 	it, 31.li=lt 

, Etlit-et (to. INAiS, 	*)1/z )1., 	7-t)i., 	.7°1=1 EA- =)1., 	•Ys  ,))1., 

4 v7 	') )1/1-S,E75(464-t.Z. 	PTA L, < (,, 	7J/1/ Z /I., 	77-t/I., 7° CI E 

7J- =)1/, 	•Ys 	'))141',Eet164-t.Z. 

[0026] *HAVOrri---CJEllki\ 641,Z 	1-/\1=I1ti 	Lt, 	7v,, YEA, 	9.A,  r7„ 

tcl: Lsells  6 tt.Z. 

[0027] *HAVOrri--NEllk,\ 64-t,ZaV-c_-(,a0)-3,13---eZ 	[—o R 	(IR t7.1<„j#, 

tc: t 	C 1  _ 6  77  ) I. * ) I/V J 	(,, 	7.Kmatc6, 	c 1 _6 *its  

 	.:. 	rc 1  _ 6  7)1,*)1,i 	ti14,1E 	1- C 1 -6  77 /1/*/1/J 	[]COLTgIZ 

WO 2012/102404 9 PCT/JP2012/051991 

[<ft3] 

(i i) 

[0023] (8) ( 1 ) (7) 

(9) (7) o o 
) (9) 

[0024] TC _6T)\,*)\,\ s g(D~%W l~C ! _6T'JU 

*)\/J KitSl^f)6 07^l/i^to Z(D7)\s*)\sg&N 11^ 

s BSWet»Ja\> 0!la.^ ^Jk x^;k 7°PL°Jk -fV7°Pt:0 

Jk y^Jk ^fV7"fJk sec-^Jk tert-^Jk ^>^Jk 

f>^p7°pt°>;k s>^p^f;k ^>^p^yf^fcv 

J: ^7 P /S^f-> JI/& if© C 3 _6 *> ^7 p 7Jl/^rJl/S^ b tL-So 

[0025] rCT-e^S/Jl/J s S©-SP© rC^T^U 

j j^Hin A^6©7$/;i/S^^-r0 d©7$/;i/Stts fltt 

s BSWet>Ja\> 0!la.^ ^-tz^Jk 7°P kf^~—)l's 7'>'JJk 

l5o <M/$Jk ^iz^Jk 7°P tf 

^-Jk 7'>^tl^)o 

[0026] T/\p>f>j 7V^ BOM 

^^WbtlSo 

[0027] r-OR (Rtt*il? 

^^^0,-67^1/?:^) J ^ C ,-67^^ + ̂ ^ 

H~to rc ! _6T'JU^JUJ fctfuEE rc ! _6TJl/^Jl/j tW\WiZfc>Z)o 
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[0028] *HJAISII=ITJE110 641.Zatc_qa19)-3g-CZ I--0 R aJ 6:.-.1-3o-c6, 

Rat  	7.1KAI;5, 	C 1  _ 6 77 /1/*11/, 	C 1  -6  77:>)1/   1,, 	I- - 0 R a_ 	(, 7.Kogim 

, 	c 1 _ 6 7)1,*)1,7*, 	c1_677/1/7f* -c. 	FC 1  -6  77 /1/*/1/J 	6 

ME I- C 1  _ 6  77 /1/*JH LITArz,-CZO 

[0029] MEA 	( I ) 	iti, 	R 1  (,, 	7.1KA1,$, 	C i  —6 7)1/*)1/, 	I) 7)1/7f 1=1 	)1/ 

 	o 	PTA L < 6C 1  _ 6  7)I/*)I., 	I-') 7)1/7J-  i=o< 	l„ 	-,3_ 66:.-..PT 

L< 6C 1  —6 7)I/*)1/, 	-,3_ 6 6:.-_ PTA L< l, C 1  _3 77)1/*)1/75616 't,Z 0  

1412tKO'g6:.-_6, 	7.1KAR, 	)< 	)1., 	=)i,, 	7c1=1 E)1,, 	4 v .7c=1 E)1,, 	.y' 

)I., 	tert-1/1., 	I) 7 )1.7f 1=1 )( 	)1/1:4; L'elels  6 tt.Z0 	-,3_ 66:.:PT 	L < 

(,, 	7.1KAR, 	)( 3 )1/, 	i)1/, 	Vs )i., 	tert-1/1., 	') 7/1/7J- 1=1)( 

)141: Eelels  6 tt.Zo A ttcT 	L < (,)< 	)1/i-s Eelels  6 tt.Zo 

R 2  (,, 	7.1KAR, 	C 1 _ 6  7)1/*)1., 	/ \ mit 	, 	—COO 	(C 1 _ 6  7)1/*)1. 

) , 	— 	(CH2) 	1 _ 3 CooR 	(R67.1KAIgtzl- 6C 1 _ 6 7)1/*)1.) 

 	o 	PT 	L < 1, , 	7.1KAR, 	C 1  _ 6  7)I/*)I., 	/\ 1=1 it   l„ 	-1/435 66:.-..PT 

L < 6, 	7.1KA1,$, 	C 1 -37)1/*)1/, 	1\1=1122 ... 

[0030] 412tqlig6:.- 6, 	7EAR, 	)< 	)1/, 	i)1/, 	7° CI E)I/, 	4 V7°1=1 EA., 	.js 

)I., 	tert-1)1., YEA, 	9.A, 	7 ,J A, 	)( 	11/7i- *:>t/l/t=)1/, 	=/l/ 

7f*t/l/t=J1/, 	)< 	11/7f*t/l/t=)1/i)1/, 	i)1/7J- *)j)1/7J= 

11/I11/, 	)< 	11/7f*:>t/l/t=)1/)( 	)1/, 	I/1/7J- *:>)j)l/t=)1/)< 	)1/ 

, 	L Ki=1*)J)1/ 7J=)1.)( 	)1., 	L K 1=1*)J)1/ 7J=)1/i)i,i-sEeti 6 

t.Z0 	-,_ 66-,3T 	L < 6, 	7.1KA1,$, 	)( 	)1., 	i)i,, 	7)1,, 	tert— Vs 

)1., 	YEA, 	i)1/7J-*)J)1/7J=)1., 	)< 	)1/7J-*)J)1/7J=)1.)< 	)1., 	L F' 

i=i*t)1/ 7J=)1/i)1/ 7̀ sEelels 641.Z0 A ttcT 	L < 67.1KAIg, 	)< 

)1., 	/\1=IittSEe6i641.Z0  

[0031] R 3 1, , 	7.1KA1,$, 	C i  _ 6  7)I/*)I., 	7Z 1, 	I- ,) 7 )1 / 7J-  CI) 	)1., 	—OR 

( R 67.1KAIF,tc-- 6C 1  -6  7-1/1/*11/V 	__o PTA L < 6, 	7.1KAE, 

, 	C 1  -67)1/*)1., 	I- ,) 7)1/7J-  i=o< 	)1., 	—OR 	( R (, 7.1KAIF, 	V-c_- 6C 1  -67 

)1/*11/V 	l„ 	-1/435 66:=PT 	L < 6C 1  _ 6  7)1/*)1/i-sEelef 641., 

WO 2012/102404 10 PCT/JP2012/051991 

[0028] T-ORaJ 

R^izK^JI^ C I_67)[S%-)[SS T-ORaj &TKI£S 

, C ,_&7)\y^r)\y^^r^, + rC^^JU^l/J & 

fuEE rc ! _6T)!/^)!/] 

[0029] fulEit ( I ) cK RUi, TKSIJI^ C,_67)\S*)W K 'J 7Jly^t • ̂ fJU 

L < teC !-&7)\y^)\y, h 'J 7JU^PP<51,'U;&llU 

L< teC i-67)l/*)l,s 3 iblZft-% L < &C £tl£0 

TKUJI^ ^fJk if^k 7°PL°Jk -f7 70PL°Jk 7> 

Jk tert-^Jk K 'J 7>»U^ P P< f £>tl£0 3<^C&f3;L< 

teu ^Jk x^Jk y^Jk tert-^Jk h 'J 7 M P^f 

<^tl£0 StSfS L< £>tl£0 

R2fc^ TKUJI^ C^eZi^Jk /\P^"X -COO (0,-67^^ 

) N - (CH2) ,_3COOR 

%£To L<&s C j-eTJls^rJ^ s\U?>%£Ls 

£L<&s c1_37J^Jk /\ufy 

[0030] ^Jk x^Jk 7°Pt°,/k -fV7°PL0,/k 7'> 

Jk tert-^Jk 7vM, ^fJU^^Jk^-Jk X^JU 

Jk t JUX^Jk If + 

JUX-fJk "^JU^I" ^r'V ̂ 1 )[//$—)\y^ fJk X^JUTI" t) )[//$—)[/?L fJU 

, t KP^^Jk^-JU^fJk L KP^;kJk:K-JUxf £ 

tl'So ^ itZfyf-S L < tiN x-^Jk 7'^JUs tert — 7"^-

Jk ikMs Jk ;>< f JUP< fJk t: K 

P ̂ S/1)Jl/sft—tbti&o skitff S L < ^ 51 

Jk <?tl-g>o 

[0031] R3&, TKUJI^ c ,_67)\S*)\S, :P$A K 'J 7JU:* P P< fJk -OR 

(RtiTK^^S/ctiC^e^jU^jU^^-r) £H"to ^Kil? 

% C^/^k K 'J 7)\y^n^^)\y, -OR ( R &7KHJ1^ £ C -, _6:P 

JU^rJU^:^"^") ^ *o ^ L <\ ti C ^ _6 £>ftN 
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6 t:.-..PT 	L < 1, , 	C C. _37)1/*)1/e6i 6 tt.Z. 

[0032] 

)I., 

1412tqig6:.-_6, 	7.1<AE,, 	)< 	)1., 	i)1,, 	70 1=1 E)I,, 	4 V  7°1=1E)1,, 	.y• 

tert-73)k 	7 Z ) , 	I-') 7)1,7J- 1=1)()1,, 	*ma, 	)(1-*:>, 	it- 

*1-sEeti64-t.Z. 	-1 /43s 6 6:.-..PT 	L < 6, 	7.1<AE,, 	)( 	)1., 	i)1,, 	7 

)1/eti6tt.Z. 

Z i , 	I- , ) 7 )I. 7J-  1=1 )( 	)1/, 	*Rats E etls  641.Z. A't tcTL<1, )< 

[0033] 

, 

R 4 t, 	7.1<ma c. 

R 5 6, 	7.1<AE,, 	C 1 _ 6  7)1/*)1., 	*ma, 	i\i=iit   -... 	pT1_,<(,  

7.1<A) 	. 	C 1  _47)1/*)1/ -c. 

[0034] 

lk 

1412tqvgiz6, 	7.1<AE,, 	)( 	)1., 	i)1,, 	7° CI EA,, 	4 v .7°D E)I,, 	.y• 

tert-73-)k *ma, YEAR, 	AIF,, 7 v AIF,fsE7Vtls 6 

t.Z. 	1 /45 6 lztcT 	L < 1, 7.1<AE,, 	)< 	)1/, YEAR 	, 7.1<RatsEe6f 

641.2. -1 /435 6 t:PT 	L < 1, , *ma, YEAR, 	)< 	)1/ 7̀ sEet1641., A 

t PT 	L < 1, 7.1<AIF, -c. 

[0035] R 6  1, , 	C 1 _ 6  7)1/*)1., 	I- I) 7 )1/7J-  C1)( 	)1., 	/ \ 1=02 	, 	7z), 	—N Ra 

Rb, =H=1, 	L KI=1*:>C 1 - 6 77 /1/*/1/, 	—CON RaRb, 	—COO (C1- 

67/1/*/1/) , 	—C 00 H, 	— (C H 2 ) 1 - 3 C 00 R, 	—0 R a (R67.1KAR 

i-c_- 1, C 1  - 6  77 /1/*/1/ 	, 	Ra8ckveRbtliA---etAts-D -co-ctck<, 	7.1< 

„jg,, 	c 1  _ 6  7)1/*)1., 	C 1 _ 6  7 	)1. -)   -c. 	PT 	L < 1, , 	C1_4 

7)1/*)1., 	I- ') 7 )1/7f C1)< 	)1/, 	7z), 	—N Ra R b, 	= I,  i=i, 	I 	KI=1*:> 

C 1  _ 4  77 /1/*/1/, 	—CON R aR b, 	—COO (C 1  - 4  77 /1/*/1/) , 	—COOH 

— 	(CH 2 ) 	1 _ 3 COOR, 	—0Ra (R67.1KAW,V-c_- 6C 1 -4 77 /1/*11/ 

. R a8ctrf R bl, 17A ---etAts-D -co-c- tck<, 7.1<AE,, 	c 1  _ 4  7)1/*)1., 

c i  _ 4  7 	)1. -) 1-sEe(-f 641.z. 

[0036] -,3_ 6 6:.-..PT 	L < 1, , 	C i  _ 3  7)1/*)1/, 	I' I) 7 )1/ 7j-  1=1 	)1/N 	7 Z ), 	— NR 

i;5i-c_- 1, C 1 _ 3 77)1/*)1., 

a  R b N  = H=1, 	L Ki=1*:>C 1 _ 3 7)1/*)1., 	—CON RaRb, 	—COO (C l  

- 3 711/*/1/) , —C 00 H, — (C H 2 ) 1 - 3 0 0 0 R, —0 R a (R6 7K„ 

Ra8ckveR bl, FA 	etAts--D -co-c- tck <, 

WO 2012/102404 11 PCT/JP2012/051991 

3 blZftt L< C ,_,-7)\s*)\s1?mibtiZ>o 

[0032] UtTOCte, TKUJI^ Ifik 7°P fcfJk -f 7 7°P fcfJk 7> 

Jk tert-^Jk K 'J 7JU:* P P< fJk 7KIISS * ih 

*fMk Ifik T7 

$A K'J 7;u^pp<f;k StiifS L< 

£>tl£>0 

[0033] R4&, TKIIS^^-TO 

R5^ TKUJI^ C,.67Jl/^k TKIISS /\P^>^^-ro &3;L<& 

% C1_47Jl';^Jl'?:llto 

[0034] UtTOcte, TKUJI^ *fMk Ifik 7°P fcfJk -fV7°PL0Jk 7> 

Jk tert-7>;k TKIISS ililf, 7vfilJI:F&£tfPtfe> 

ti-So TKUJI^ *fMk Jlilf, TKIIS&^W 

£*i£>0 TKIISS ililf, ft 

L < ^ymWs^^mto 
[0035] R6&, C,.67Jl/^k K 'J 7;u^ P P< fJk A — N R a 

R\ — K Ps -CON RaRb, -COO (C^ 

67Jb^) s — C 0 0 H N - (CH2) ,_3COOR, — 0 R a (R &7KHJ1C 

:f-£tcl&C,-67J\,*rJ\,%s Ra£><£t/Rbfc£|W|— <N TK 

mWsT, 0,-6 7^, C^eT^JU^H-t) £H"to C -| _ 4 

^JU^Jk h 'J 7)ls?f P P< fJk A — N R a R bN zhP, k h'P^> 

C,_47Kik -CON RaRb, -COO (C1_47J^Jb) N -COOH 

, - (CH2) ,_3COOR, — 0 Ra (Rtt7KmmT£fcttCi_47)l'*)l>%: 

s R a&<£t/R b&|W| —<£ <s C -, _4 ^JU^rJk 

C ,_4yiy)\y^mt) tzttfmibtl5o 

[0036] 3 £&;:$?£ 0,-3 7^, h'J 7JU:* P P< fJk A -NR 

a R bN — K Ps LKP+^C^s?^^ —CONRaRb% -COO (C, 

_37J^Jb) N -COOH, - (CH2) ,_3COOR, — 0 R a (Rid:* M 

I?S/c(JC ! Ra£><£t/Rbfc£|W|— N 



WO 2012/102404 	 12 	 PCT/JP2012/051991 

7.1KA7., 	C 1  _ 3  7)1/*)1/, 	C 1 _ 3  7 	)1. -) 1sEet1641.Z. 

[0037] 412tq'gt:.-..t, 	)< 	)1., 	=)i., 	7c=1 E)1/, 	4 v 7°DE)1/, 	1)1., 	tert- 

1/1/, 	') 7 )1/7J-  1=1 )( 	)1., YEAR, 	9.AR, 	7 v AIF,, 	77 Zi, 

)<11 / 7-1 Z), 	I11 / 77 :Zi, 	:'))(11 / 77 Z), 	:')i)1 / 77 :-Zi, 	=1-1=1, 

L KI=1*:>)< 	)1/, 	L Ki=i*:>i)1/, 	L KI=1*:>7°1=1E)1,, 	t)i,/r)i, 

N - )< 	JI/t)1//(/l., 	N, 	N -:'J) 	)1/t)1//-()1., 	N -iji/t 

)1/-f)1/, 	N, 	N -:')IJI/t)1//f)1., 	)< 	)1/7J- *:>t/l/t=)1., 	i 

)1/7J- *:>t)l.t=)1., 	-COO H, 	)< 	)1/7J- *:>t/l/t=)1/iji,, 	i 

JI/A- *:>t/l/t=JI/I)k 	)< 	)1/7J- *:>t/l/t=)1.)< 	)1., 	ij1/7*:> 

t/l/t=)1.)< 	)1., 	L KI=1*:>t/l/t=)1.)< 	)1., 	L KI=1*:>t/l/t=)1/i 

)1/, 	)< I-*, 	i I-*, 	77-t/1/7J-*, 	7c=1E7J-=)1/7J- *:>, *ma 

fsE7561641.Z. 	-,3_ 6 1,:.:PT 	I., < (,, 	)< 	)1,, 	i)i,, 	1,  i) 7)1,7j-  1=1 )< 

)1/, YEAR, 	7'Y ) 	. 	7Z), 	)<11 / 7-1 Z), 	=I- 1=1, 	L KI=1*:>)< 

)1., 	t)1//-f/l., 	N, 	N -:'J)< 	)1.)J)1/4 )1,, 	) 	)1,7j-*>t)i,t 

=)1,, 	-C 0 0 H, 	)< I-*:>, 	77-t/1/7J- *:>, *Rats E751,1641.Z. 

[0038] R' 6, 	7.1KAE,, 	C 1_6 77)1/*)1/, 	- 0 R 	(R 67.KAIF, 	tz_- 1,C 1_6 7 

)1/*)1/V , 	/\ 1=1 it i 	L. 	PTA L, < 6, 	7.1KAR, 	C 1 _47)1/*)1/, 

-OR 	(R67.1KAIgtz-_- 6C 1 -477)1/*)1 	 -... 

[0039] 1412tKO'g6:.-_, 	7.KA1,$, 	)< 	)1., 	=)i,, 	7c=1 E)1,, 	4 v 7°CI  E)I,, 	.y• 

)I., 	tert- 7)1/, 	)( Ii 	:>, 	1 Ii 	:>, 	7° CI E)1,7J- *:>, *ma, YEAR 

9.A R, 	7 v AR 	7`'s L'el,164-t.zo  PTA L, < (,, 7.KAjg, 	)< 

)1/, 	)< 1-*:>, 	7°1=1E)1/7J- *:>, 	tert- Vs )1/7J- *:>, YEAR, 	7 v AR 

, 	*Rats L'75 ,1641.Z. 	-,_ 6 t:.-..PT 	L, < 1, 	*AR 	, 	)< 	)1,, 	)< 1,  

*:>, YEAR 	7's E751,1 641., A t PT 	I., < 1, 7.1KAR,751,1 6 tt.Z. 

[0040] R 8 (,, *A1,$, 	c l _ 6 7)1,*)1,, *ma, 	7Z), 	= 1-1=11_,, 	PT 

L, < t7.1<Ajg,, 	c 1 _47)1,*)1,, 	*ma, 	7Z), 	= I- 1=1 	L. 	-,_ 6 1,:.:PT 

[0041] 

L, < t7.1KAjg,, 	c 1 _37)1,*)1,, 	*ma, 	7Z), 	=1,1=i   - c, 

.A.12tKO'g6z6, 	7.1KA1,$, 	)( 	)1., 	=)i,, 	7°CI EA,, 	4 v 7°CI  E)I,, 	7 

WO 2012/102404 12 PCT/JP2012/051991 

C,.37^k c 1-3TSy)U^mt) l5o 

[0037] ^fJk ifJk 7°Pt°,/k -fvynkfJk ^'fJk tert-

y-fJk K 'J 7Jly^ P ̂  fJk imMMTs MMMTS J7 $ A 

ifjb7$y, JS - hp, 

t h'p + i/^fJk t: KP+^ifJk t KP^:>7°P tfjk ^JUA'^-nu 

s N-p<f Jk N, N-yp< f Jk N-ifji/i 

JUA^E-fJk N, N-^ifJl/^Jb/^^Jk JU^^Jk^-Jk x 

•fJUTl" ^r'V ̂ I —Jk — COOH, ?<• ^Jl/^ ̂ Ss Jo Jl/Tft—Jl/Jl^Jl/s If 

f;uN t: KP+s>^^/fzjup<fJk t: KP + s>^J^f-JH 

fJk * h3r*>s ih^F^X Tiz T-Jl/tflri's 7°P tf^— TKIIS 

*?Mk Ifik K'J7;u^pp<f 

Jk Jlilf, 7vmi£Ts 7<Ss tTJlsT^Ss -KP, k KP+i/^ 

"fJk •1'Jk N, N — Vp< fJUf) JUA^E -f Jk ^ ̂ )\y^ ̂ r"V t) )\ssft 

~Jk — C 0 0 H% p< h^rik T'izf zKS£S&£f#Plf £>tl£0 

[0038] R7&, TKSIJI^ C,.67Jl/^k -OR ( R t C , _6 T 

Jls^JlsZ^t) s APC!_47J^Jk 

-OR (Rttil? £ fcteC ! 

[0039] ^fJk ifik yPkfJk -fV7°PL0,/k 7"f 

Jk tert-^fJk * S3f*X ih + ̂X 7°P hfJls#3f*X TKIISS 

Jk * S3f*X 7°P tert- 7"f JUTT^X Jlilf, 7^ MM 

^ 7km®?* *=S-)W ^ K 

3fsX £*U StSf£ L < £*i£>0 

[0040] R8tiN C,.67Jl/^k TKIISS A = KP£HU SfS 

L<&TKSIJ1^ C,_47J^Jk TKIISS A = KP£HU isbizu 

3; L < &7KHJ1^ 0,-37^, TKIIS^ ;P$A -hP£H"to 

[0041] ^fJk Ifik ypkfjk -fvypkfjk 7"f 
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)I., 	tert-1/1/, 	*ma, 	7Z ) , 	= I,  1=11-,1; L'ells 6 tt,z . 	-,3_ 6 (,:t7T 

L < 6, 7.1<AE,, 	)< 	)1., *ma, 	7 Z 1, = I,  1=1 ts Lsetj' 64-Lz o  g 

t PT 	L < 1, 7.1<AIF,Teti 6 tt.Z. 

[0042] tc: AL' l„ 	R ' 7`7.KARIDtga6, 	R 3  t7JKAE• 	It < • 	75 \ --D , 	R 1  etert 

-1)1,a---et,), 	R 3 e7ZIa --e 	(,) , 	R 4  e 7.1<Ra T 	(,) , 	R 6e)< 	)1, 

--eiEltit<c. 

[0043] MEA ( I 	I ) 	iti, 	R 9  1,, 	7.1<AE,, 	C i _6 7A.*A., 	I`') 7)D 3)< 

)1. -... 	PTA L < 67.1<AIF,, 	C i _4 7A.*A., 	I-') 7J1.7J-  1=1 )( 	ll/fSee 

6164-t.Z. 	1412tqig6:.-..6, 	7.1<AE, 	) 	)i., 	iA., 	7°CI EA,, 	4 v 7°1=1 

EA., 	VsA., 	tert-1/1., 	') 7/1/7J- 1=1)( 	)1/4,1:E751464-t.Z. 	-,3_ 6 

6:.:PT 	L < (,, 	7.1<„E,, 	)< 	)I., 	II., 	VsA., 	tert-1/1., 	1) 7 

)1.7f 1=1 )( 	)1.7`sEe6164-t.Z. 

[0044] R 1 0 (,, 7.1<AE,, 	C 1 _6 7A.*A., / \ 1=02 	—COO (C 1  _ 6  7A.*A. 

) , — (CH2) 1 _ 3 CooR (R67.1<AIgtc6C 1 _ 6 7A.*A.V 

 	,:, PT 	L< l,, 7.KA1g, 	C ,_ 4 7A.*A., i\i=02 , 	—COO 	(C , _ 

4 )I/*)1/) . 	— (O H 2 ) 	1 _ 3  0 0 0 R 	( R 67.1<AIF,tc_- 6C 1  _ 4 7A.*A. 

 	) fsEet1641.Z. 

[0045] 1412tq'g6-,:6, 	7.1<AE,, 	) 	)i., 	iA,, 	7°CI Ejl,, 	-( v7°DEA/ N 	.j' 

)I., 	tert-1/1/, YEA, 	9.A, 	7 'Y A, 	) 	)1/7J- *:>t)l.t=ji., 	i/l, 

t *t)1/ 7J=JI., 	)< 	)1/7J-  *t)1/ 7J=j1,i)1,, 	i/1/7J- *)j)1,7J= 

JI/IJI/, 	)< 	)1/7J-  *:>t)1/ 7J=J1.)( 	)1., 	I/1/7J- *:>)j)1/t=j1,)< 	)1, 

, 	L K 1=1*)JA.7J=A.)( 	)l., 	L K 1=1*)JA.7J=A.i)i,i-s L'eti 6 

tt.Z. 	-,_ 6t:PT 	L < 6, 	7.1<AE,, 	)( 	)i., 	iA., 	V'A., 	tert-1 

A., YEA, 	iA.7J- *)JA.7J=A., 	)< 	)1.7J- *)JA.7J=A.)< 	)l., 	L F' 

1=1*)JA.7J=A.i)I.i-sEeti 641.Z. 

[0046] R 1 1  (,, 	7.1<AE,, 	C 1 _ 6 7A.*A., 	7Z ), 	I- ') 7 11.7J-  CI) 	11/. 	— OR 

(Rt7.1KAIgt.cl, C 1  _ 6  7)1.*A.V   -... 	PTA L < 6, 	7.1<AE, 

, 	C 1 _ 4 7A.*A., 	7Z), 	1-')711.7J- 1=1)(11., 	— O R 	(R (,71KAIF, 

WO 2012/102404 13 PCT/JP2012/051991 

Jk tert-^'fJk 7KIISS A — K P&iftfplf btlZo $ blZftg 

L<&s ^fJk TKIISS 7^Js — K £>ti£>0 ft 

t»Sf S L < e>tLi>o 

[0042] fcfc'U R 1 (Dm-Ste, RnZ7kmM?%m<, frr>s R^tert 

-7f Jl/g'C&kK R3tfy<JS -C&Vs R4^TKIIS -C&VS R 6if^^)\y 

ST'&'S'fb'n^^P^ o 

[0043] fulEit (I I) 4^ R9^ TKUJI^ C ,-67)l*)W h'J7JU:*Pp<f 

JU£H1~o SfS L < 0,-47^^ MJ 7Jkd-p*f 

Ptf£*i£o TKUJI^ *fJk Ifik 7°P tfJk -Y V 7° P 

fcfJk 7"fJk tert-^'fJk K 'J 7 M P ̂  f £tl£>0 iS b 

lZft£L<&s TKUJI^ *fJk ifik 7'fJk tert-7'fJk K U 7 

P * f £>*i£>0 

[0044] R10&N TKUJI^ C,.67Jl/^k Apyx -COO (0,-67^^1/ 

) N - (CH2) ,_3COOR 

%£To #?£L<IZ. ?kBM?s C 1_47Jl/^rJk AP^>, -COO (C^ 

47J^J1Z) N - (CH2) ,_3COOR (RWilS^JfcliC 1-4TJU^rJU 

£H1~) £*i£>0 

[0045] UtTOCte, *fJk Ifik 7°P fcfJk -f V7°P fcfJk 7"f 

Jk tert-^'fJk 7vM, ;><f JU^^Jk^-Jk Ifjl/ 

— Jk f JHf Jk + 

JHfJk p< fJU^I" ̂ r'V ^1 —JI/.X fJk If Jb 

, t KP^^Jk^-JU^f Jk t: KP^r^^M^-JHf £ 

tl'So 3 S L < ^ f Jk ifik 7"fJk tert —7"f 

Jk If JL/^^s>^JL//1tzJk P<f Jk t: K 

P 3f*> ±>)\sft—JHf JU& iftf&tf b tL-So 

[0046] R11^ TKUJI^ C,.67Jl/^k A K 'J 7 M P ̂  f Jk -OR 

(Rli^H^SfcteCT-e^l/^fJl/Sr^t") zK^JI 

C 1_477;u^>'k A K 'J 7;u^pp<fJk -OR (Rtt^Kil?! 
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tcl, C 1  _ 4  77)1/*)1/V fsEeti6tt.Z. 1414Knt:.-..6, 	7.K„Ig, 	)< 

)1/, 	i)1/, 	7c =1 E)1/, 	4 v 7c =1 E)1/, 	Vs)i., 	tert-1/1., 	7Z 1, 	I- 

') .7)1,7J- 1=1)<)k 	*ma, 	)<!-*, 	i 1-*i-sEe6f64-t.Z. 	-1/435 66:: 

PTA L < 6, 	*AR 	, 	)< 3 )1/, 	i)1/, 	7Z ), 	I-') 7 11/ 7J-  CI) 	11/, 	7.K 

RatS Ls  eld's  641.Z. 

[0047] R 1 2 (,, 	71<ogim -.:. 

[0048] R 1 3  (,, 	*AR 	, 	C i  _ 6  77 )1/*/1/, 	71K 	/\1=iit   -... 	pT 	L < l,  

, *AR 	, C 1  _ 4  77 /1/*/1/, *ma, i\i=o2i-seetf64-t.z. ®1 on: 

(,, 	7.K..E., 	)<)1,, 	i)1,, 	.7°1=1E)1,, 	4 v 7° CI E)1/, 	Vs)i., 	tert- 

1/1/, *ma, YEA, 	A, 	7 v Ats Lsells  6 tt.Z. -1/45 6 6:.-..PT 	L < l, 

, 7.KA1F,, ) 3 )1/, YEA, 7.KRatsE754641.Z. 

[0049] R 1 4 6, 	*AR 	, 	c 1  _ 6  7)1/*)1., 	I- I) 7)I.7i-  CI) 	)1., 	/ \ 1=02 	, 	7Z 

), 	—NRaR b, 	=1.Q, 	L Ki=1*:>C 1 _ 6 77 /1/*/1., 	—CONRaR 13, 	_ 

COO (0 1 _ 6 7)1/*/1.) , —000H, — (CH 2 ) 1 _ 3 000R, —0Ra 

(R (, 7.KAIgtc_- (, 0 1  -6 7/1/*/1., 	R a8ckVeR bl, 17A —TtAtS -D -Co 

•"-Ctck < , 	*AR 	c 1  _ 6  7)1/*)1., 	c 1  _ 6  7-i:»i 	-... 
[0050] PTA L <1, , 	*AR 	, 	c i  _ 4  7)1/*)1., 	I-') 7)1/ 7J-  CI) 	)1., 	/\ 1=02 	, 

7Z), 	—NRa R b, =I-CI, 	L Ki=1*:>C 1 _ 4 77 /1/*/1., 	—CONRaRb 

, —COO (0 1 _ 4 7)1/*/1.) , —000H, — (CH 2 ) 1 _ 3 000R, — 

0 R a 	(R (, 7.KAIgtc_- (, 0 1 _ 4 77)1/*/1., 	R a8ckVeR btliA--etAts 

--D -co-ct c < , *R A 	c 1  _ 4  7)1/*)1., 	c 1  _ 4  7-1:>)1 	l'SE7Y 

146 tt.z. 

[0051] .1,412tqVglzt, 	7.1‹„l, 	, 	)( 	)1., 	i)1,, 	.7°D E)I,, 	4 v .7°D E)I,, 	.y' 

)I., 	tert-1/1., 	F I) 7 )1.7f I=1)< 	)1/, 	YEA, 	9.A, 	7‘yA, 	7Z 1, 	)( 

11/ 7-1 Z), 	il1/ 71Z), 	:'))(11/ 77 :-Zi, 	:'Jill/77 :-Zi, 	=1-1=1, 	L 

KI=1*:>) 	)1/, 	L KI=I*:>IJI/, 	L KI=1*:>7°1=1E)1,, 	t)i,/r )1,, 

N — )< 	)1/t)i.i( )1., 	N, 	N—) 	)1/t)1//-( )1., 	N —i)i,t)i, 

/-( )1/, 	N, 	N —:')i)l/t/l/i( )1., 	)( 	)1/7J- *:>t/l/t=ji., 	i 

WO 2012/102404 14 PCT/JP2012/051991 

Jk Ifik ypkfjk -fvypkfjk ^'fJk tert-7"fJk A K 

'J DM • p< fJk 7KIISs * h^:k x £>ti£0 

S L < 7K^J^-fN .X f-Jk ifik 7$ A h 'J 7JUTf • p< fJk TK 

IIS & if If tl -g) o 

[0047] R12&, TKIIS^^-TO 

[0048] R13&, C,.67Jl/^k TKIISS /NP^fV^^-To $?£ L < 

N C! _47Jb:JfJk TKIISS /NP-^y&iftfPlf £*i£>o 

teu ^fJk Ifik ypkfjk -fvypkfjk ^'fJk tert-

7"fJk TKIISS 7'>ll&£,7^f£>tl£0 

N ^fJk zKi&g&£f#Plf £*l£o 

[0049] R14&, TKUJI^ C,.67Jl/^k MJ ^JktP^fJk /\P^X 

A — N R a R bN zhP, —CONRaRb% -

COO (C^e^JU^JU) N — C 0 0 H N - (CH2) ,_3COOR, — 0 R a 

(RWilSftfcliC i-eTJl/^Jl/^s R a&<£t/R bti|W|— 

nJ:<, TKUJI^ 0,-67^, C^e^^U^HI") £H"to 

[0050] L<tes 7kBM?s 0,-47^^ K'J 7;u^pp<f;k AP^fx 

T$JS — N R a R bN zhp, t h'P + i/C 1_47Jl/3fJk —CONRaRb 

N -COO (C ! _4 T'JU^rJU) N — C 0 0 H N - (CH2) ,.3COOR, -

0 R a ( R £/c&C !-47)l/%-Jl/%:s R a& <£t/R b&|W| — 

otl^t t ct < , C1_477;u^r>ik c 1_477^;u^^-r) ftiftfP 

If £>tl£0 

[0051] UtTOCte, *fJk ifJk 7°Pt°Jk -f 7 7°P fcfJk 7"f 

Jk tert-y^Jk K'J 7;u^pp<f ;k 7v^ 7^A p< 

fju:p$A ifjb7$y, A yifju7$A - hp, t 

KP+^>^fJk kh*P^>if;k L KP^:>7°P tfJk ^JUA'^-fJk 

N-p<f Jk N, N-yp< f JU^JUA^-T Jk N-ifju^ju 

A^E^fJk N, N - i/lf Jk ^ "fJUTl"^r'V^1 —Jk If 
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)1/7J- *:>t)1/ 7J=)1., 	— COO H, 	)< 	)1/7J- *:>t)1/ 7J=)1/i)l., 	i)l. 

7J-*t/1/7J=JI/i)1/, 	)< 	)1/7J-*)J)1/7J=)1.)< 	)1., 	i)1,7j-*t 

)1/7J=)1.)< 	)1., 	L Ki=1*:>t)1/ 7J=)1.)< 	)1., 	L Ki=1*:>t)1/ 7J=)1/i 

)1., 	)< I-*, 	i I-*, 	7-t)1/7J-*, 	7° CI EA-=)1/7J- *:>, 	7.1KRatcl: 

E e 	(4 641.Z. 	-,3_ 6 t:.:PT 	L, < 1, , 	7.1KAIg. 	)<)1,, 	i)1,, 	1,1)7)1, 

A-1=1))1., 	YEA, 	7vA, 	7Z), 	)()1 / 7-1 :-Z), 	=1-1=1, 	L Ki=i*:>)< 

)1., 	t)1/i( )1., 	N, 	N —:'J) 	)1/t)l./( )1,, 	) 	)1,7j-*:>t)i,t 

=)1,, 	—COON, 	)< I-*, 	77-t)1/7J- *, 7.KRatsEet1641.z. 

[0052] R 1 5 1, , 	7.1<AE,, 	C 1  _ 6 7/1/*)1., 	—OR 	( R 1,7.1<AIgtc_- (,C 1-67 

)1/*)1/V , 	/\ 1=1 it   -c. 	PTA L, < 6, 	7.1<AE,, 	C 1 _4 7)1/*)1/, 

—OR 	(R67.1<AE,tc6C 1 _ 4 7/1/*)1 	, i\i=iittsEetls 6 

t.Z. 	1412tKrVglzt, 	7.1<AE,, 	)< 	)1., 	i)i,, 	7° CI E)1,, 	4 v 7°1=1 1'°)I,, 

•Ys )l., 	tert-1/1/, 	) 	..:>, 	1Ii 	:>, 	.7°1=1E/1/7J- *:>, 	tert-1 

)1,7J-*, *ma, YEA, 	A, 7 vAtsEet164-t.Z. -,35 66:.:PT 	L < 

(,, 7.1<AE,, )< 	)1/, YEA, 7 v A, *Rats Eet164-t.Z. 

[0053] R 1 6 6, 7.1<A 	. 	C , _ 6  7)1,*)1,, *ma, 	7Z ), 	= I- 1=1   	. PT A  

L < 6, 7.1<Ajg, 	C , _4 7)1,*)1,, *ma, 	7Z ), 	= I- 1=1 fci: L'etls  6 tt. 

Z. 	1412tKiYglz6, 	7.1<AE,, 	)< 	)1., 	=)i,, 	7° CI E)1,, 	4V 7° CI 1'°)I,, 	7 

)1., 	tert-1)1,, 	*ma, 	7 Z ) , 	= I,  1=11-,1; E 7Y 	6f6 4 -t, z . 	-,3_ 6 (,:t7T 

L < 6, 7.1<AE,, 	)< 	)1/, *ma, 	7Z ) , 	= I,  1=1 ts E j.ii,1 6 ttz. 

[0054] *RIEIJIt, 	A 	( I ) 	•-C -,354-LZIE-at, 	t'L- (,-101-11r-eZc. 	1.10180L 

1_, -CA 	( I 	I ) 	•-C -,354-LZIE-at, 	t.,:(,-0)±111 -A--Zz: L 	iliL - 

Z, 	#n 1E1 ffirgAIJ T 	Z. 	PTA L, < 6ti-i,JT 1E1 faffiALI IJ 	tf 6 41., 	-:5 6 t::..PT 	L, 

< 6M-JEllti-ElElf,effiAl_ltc6, 	AlElltAJTUEIVAPP`sEet1641.z. 

[0055] *RIEIJIt, 	MEA ( I ) 	---e -,354-LZIE-at, 	t.,:(,-0)1-1E--eV'), 	Ai*. 

R 11,, 	7.1<AE,, 	C 1  _ 6  7)I/*)I., 	I-') 7)1/7J-  CI. 	)1.1.„ 	R 2  1, , 	7.1<„ 

j#,, 	C 1 _ 6 7)1/*)1., i\i=02 , 	—COO 	(C 1 _ 6 7)1/*)14 , 	— 	(C H2 

) 	1 -3 C 0 0 R 	(iRt7.KAIF,tc_- (, C 1 - 6 77 /1/*)1 	 L. 	R 3  (,, 

WO 2012/102404 15 PCT/JP2012/051991 

— COOHN Ifil/ 

^ + f f Jk 

;k t KP^^Jk^-JU^f Jk k + 

Jk P< K^r-'Vs ih^F^X ^"tzf 7°P t^—JU^^rik TKItSft 

El?mibtiz>0 3 TKUJI^ p<f;k ifJk h'J7JU 

^pp<f;k :P$A - hp, LKP^S'^ 

fJk *JJl//\*^>nk N, N — :y\>< JUA'^E Jk .X fJUTl" ̂ r'V £) 

~Jk — C 0 0 H% ;>< h^rik T'izf TKItS&ilT^tftl§o 

[0052] R15&, TKUJI^ C^e^JU^Jk -OR ( R &7.KSlJl^ S C , _&7 

jis*jis$:£t) s y\u^fy^to 0,-47^^ 

-OR ^ b 

ti-g>o TKUJI^ P<f;k Ifik 7°P tfJk -f V7°P fcfJk 

7'fJk tert-^fJk * S3f*X ih + ̂X 7°P tfJU:* ̂ :k tert-7"f 

TKIISS ysheafs u< 
^ p'fv'k 7V^ i^tl-g)o 

[0053] R16&, TKUJI^ C^e^JU^Jk TKIISS ;P$A -hP£H"to SfS 

L<tis 0,-47^^ TKIISS 7^Js — K P^ifA^Ptf bti 

£o ^fJk Ifik 7°Pt°,/k -fV7°PL0,/k 7" 

fJk tert-y^Jk TKIISS 7^A — K p&iftfplf £>tl£0 

SL<lt TKUJI^ p<fJk TKIISS ;P$A - hP&if^WbtiZo 

[0054] *fgB£tt, it (I) 

LTit (II) 

^ Sftu<£>tu 
< tc&s bnz0 

[0055] *fgB£tt, fulEit (I) -?£$ tlZ Ib-SMl* 

R1^ h'J7MP R2^ 7K^ 

0,-6 7^^ /\P^"X -COO (C ,-&-7)\s*)\/) s - (CH2 

) ,_3COOR {R[t7mM?t.tc[tC,.67)l^)l^t) £ U R3^ 
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71KAIg. 	C 1 _6 711.*11/, 	7- Z J. 	1-')7/1 /7f1=1)<11., 	— OR 	(R 1,71<„ 

1;57-c_- (, C 1 _ 6 77 /1/*/1/)   1_,, 	R46, 	7.Kogiat.„ 	R56, 	* 

„I;5, 	c1_67)1,*)1,, 	*ma. 	i\i=iitt.„ 	R66, 	c 1 _ 6 7)1,*)1, 

, 	1-1)7)1,7J-1=1)()1,, 	/\i=17, 	7Z). 	—NRaRb, 	=1,1=1, 	L Ki=1* 

:>C 1 _ 6 77 /1/*/1., 	—CON RaR b, 	—COO (C 1 _ 6 7/1/*/1.) , 	—COO 

H, 	— 	(CH 2 ) 	1 _ 3 COOR, 	—0Ra 	(Rt7JKAT,T,V-z-_- (,C,_ 6 77 /1/*/1/ 

R a 8,t Ve R bl, 	IM, --etAtS -D -COT.  t ct < , *AR 	, 	C 1 _ 6 7)1/*/1/ 

, 	C 1 _ 6 77:>/l/V 	cL, 	R 7  1,, 	7.1KAR, 	C 1 _ 6  77 /1/*/1., 	—OR 

(R67JKAW,V-z-_- 6C 1 - 6 77 /1/..)1/t) , 	i\l=litAL, 	R 8 6, 	7.K 

„I;5, 	c1_67)1,*)1,, *ma, 	7Z), =1-1=1 -, tctzl,. 	Rie* 

.rgotii-at, 	R3t7.KArgct<, 	75\--D, 	Rletert-1)1,a--ev,), 

R3e7z)a--ev,), R4e7Ema--ev,), R6e)<)1,a--eziE-E•itct 

<0 

[0056] PTA 1. < 6, 	MEA ( I ) 	11=1, 	R 1  (,, 	*AR 	, 	C 1 -4 7)1/*)1/• 	I'') 7 

11.7J-1=1)(11.1.„ 	R 2 6. 	7.1KAIg. 	C 1 _4 711/*11/. 	/\1=17. 	—CO 

O 	(C 1 _4 7-111 / 11.) . 	— 	(C H 2) 	1 -3 C 0  0 R 	(R 1, 71KAIW,7-C--  (, C 1 -4 

77 /1/*/1/V D 1_,, 	R 3  6, *AR 	C 1_4 77 /1/*/1/, 	77 Z), 	P)7 

11.21=1)<11., 	—OR 	(R (, 71KAIF,V-z-_- 1, C 1  _ 4  77 /1/*/1/V 	1_,, 

R46, 71K 	L, 	R56, 7.KA1g, 	c1_47)1,*)1,, *ma, i\i=o2 

L, 	R 6  1,, 	C 1 _ 4  77 /1/*/1/, 	') 7/1/7f1=1)< 	)1., 	/\ 1=1 it 	, 	77 Zi. 

—N RaR b, = H=I, 	L K 1=l*:>C 1 _ 4  77 /1/*/1., 	—CON RaR b, 	—CO 

O (C 1 _ 47/1/*/1.) , 	—COOH, 	— (CH 2 ) 1 _ 3 COOR, 	—0Ra (R 

(, 7.KAI:5V-z-_- 1, C i  _ 4  77 /1/*/1., 	R a8ckVeR bl, P1---etAtS -D -CO-Ct 

ct < , 	7.YA1,$, 	C 1 -4 7)I/*)I/. 	C 1 _ 4  77 / 1/V 	cL, 	R 7  (,, 	7.K 

„I;5, 	C 1 -4 77 /1/*/1., 	— 0 R 	(R 671KAIF,V-z-_-  l,C 1 _ 4  77 /1/*/1/ 	 

) , / \ I=I it 	1,, 	R 8, *A) 	C 1_ 4  77 /1/*/1/, *ma, 	7Z), = 

I- 1=1 	(tc 7-c! L„ 	R 1  e7.KAROVi-E`a, 	R 3 (, 71KAI;51t< , 	75\ 	D 

, 	R 1  etert-1 /1/aT.b t'), 	R 3 7Y7Z i a--e 	9, 	R 4 e*ma-e 	9, 

WO 2012/102404 16 PCT/JP2012/051991 

c,.67^k h'j ̂ u^p^fJk -OR (R&TKH 

MTttclZC R4te, 7KI£g£HU R5te, TK 

C,.67^k TKIISS y\R6tts C,_67Jb^ 

s K 'J 7)is?f • p< fjk /\nf>s T<JS — N R a R >\ -SPN LKP^ 

-CON RaRb, -COO (C1_67J^Jb) , -COO 

HN - (CH2) ,_3COOR, — 0 Ra (RWigfJfcttC,^?;^ 

R a&<£t/R b&|W| —<s C,_67J^Jb 

, C^eT^l/Sr^f) R7^ 0,-6 7^, -OR 

(R JfcliC , .67Jb^i/4^t) s AP^V^U R8^ 7K 

0,-6 7^, TKIISS 7<S, - hp zmt, fcfcU R1 T^TK 

R^tert-yfMl/g-e&y, 

R3tf ̂ syg-c&kK R4tfzK^g"e£>kK R6^p<f jugT-£>£lb£^£P& 
<o 

[0056] fulEit (I) ^ RUis C! -4T JU^JUs h'J7 

;u^pp<f RTKUJI^ c T-^JU^k Apyx -co 

0 (C ! -47 Jls^Jls) N - (CH2) ,_3COOR (Rtt3!Kii:FifcliC1_4 

U R3fc^ C ! _4 T'JU^rJk A K 'J 7 

ji/tf p * f Jk -OR (RWii^JfcliC T 

R4^ 7KI£g£HU R5tt, TKUJI^ C! _4T'JU^rJk TKIIg^ AP^> 

R6&, c 1_477;u^r>ik h 'J 7;u^pp<f;k AP^X T<JS 

— N R a R bN zhp, t h'P + i/C 1_47Jl/^rJk —CONRaRb% -CO 

0 (C1_477;U^r>iU) N — C 0 0 H N - (CH2) ,.3C00R, -0Ra (R 

tt^KilSfSfcttC !-47)\S%-)\S%:, R a&<£t/R b&|W| — t» 

ct < s C1_477;u^r>ik C1_477^;u^^-r) R7fc^ TK 

C ! _4 —OR ( R ti7K^J^"f S tcl/3. C ! _4 T7 

) N ysnf^zmu RC^TMl/^Mk 7KI£g^ A -
hP£^"t (fcfcU R 1 7KHJl^©iIi^ R3&TKSIJ1^»<^ frr> 

\ R^tert-T/fJl/g-e&kK R3^7$ygfS)U, R^TKItg-efe^U 
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R 6 ff)4- )1/I--eZILa!ttR< ) . 

[0057] 	PT 	LOA ( I ) 0)441Y91-SZA4R(, A*, 	R '(, 7.KAig-T, )4 	)1,,  

, 	i)1., 	7°D e)1./. 	4 V 7°1=le.11., 	-11., 	tert-13-)1/, 	1) 7)1,7J- D 

)4 	11..t1„, 	R 2 1,t, 	7K 	I,, 	)4 	-)I,, 	i 	)1 1., 	7°  El L')I., 	4 V 7°  El e)1. 

, 	7s 	J1,, 	tert-1/1., 	itZlg, 	.1F,, 	7 'YT,9,, 	)( 	)i/7J- *f., 

t)1/ 7f.7-)1., 	i3-)i.7J-*/J)i,t=)l., 	)( 	ii.7J- 	.-',/t)t.-if=)(,= - )1,, 	i 

-)1/7J- *:›JD)1,7=)1/i.-)1/, 	)( 	)1.21- 	-)J)1,71-Z:--)1.)4 -)i,, 	)1,7/- 4 

 L Kl:=1* ,t)1/7-J1=)1/)4.-)1,, 	L KI:3* . i3/1,7f=)1. 

i.)1/t1,, 	R 3 (t, 	zIKAlg, 	)4 	-)1., 	i-)1., 	7°F:i L')I., 	4 Vim L')I. 

, 	1..)1., 	tert-1)k 	77 -Z ), 	h ,) 7/1/7J-  i=i )4 	ll., 	7.1<g M, 	)4 I- ...:'i 

, 	i 1-*:›L, 	R 4 6, 7.1<gMtL, 	R 5 6*, 7.KAlg, 	)4 	)1., 	.i. 

)1., 	7°CI L')I., 	-( ,.)7°De )1,, 	l)1., 	tert -1 -)1/, *OM itiAR, 

9..*Ig, 	7 ':., Z.(t L.,, 	R 6 1t, 	) 	A., 	i.-)1., 	7°Ei e)1., 	4 V 7°E:i 

L'il., 	7-)1., 	tert-l)k 	I- I) 7/1/71- E:04)1/, YEAJW, -, 	4V,$-T, 

7 v*A, 	77 -Z.J. 	)(-)1,77Z.J. 	I -11/ 77:-Zi, 	sj)11/ 77 -.Z.), 	.')i. 

--11/77 -Z-J. 	=(Q, 	L KI=1.*/)4-)1., 	L KIE-_>.i.)1., 	L KG]*'.J7°  

CI n„ 	t)1.-01/, 	N - )4 	)1/JJ/1//-1 )I., 	N, 	N -f)).4)1/t)1./ 

.-1/1., 	N -I--)14))1./( )1., 	N, 	N - fii)1/t)i,/ 	)1,, 	"4 	)1, 

7J- ... 4>t)1/t=)1., 	I--)1.2J- *:>)3)1/ 7f=)1", 	-COO H, 	)4..)1.2J- ... 

)1.t:---)Iii)l., 	i)1/7J- ..•>t)1/ 7J1=)1/i)1., 	)4 	)1.71- *.:>)3)1,7j1=)1, 

).)1., 	i/1/2J- ..:>t)1.7it-=)1.)4)1,, 	L K Ili 	/t)l,7J---- )1.)4)1., 	L 

Ki=1*..,)3/1/ 7J1.7_)1.i.--)1., 	$ I-./, 	I K 	..fi, 	7-t)1,7J- ..:>, 	7°i=i L° 

71- =-11,7J- :>, 	7.1<gt'at L, 	R' 6t, 	71(tIF,-, 	)4 	- )1/, 	I3-)l., 	7°CI L'A. 

, 	4 'I 7°  El Eik 	-)l., 	tert-1-)k 	)( I, 	I Ii 	f,/, 	.7°1:1e)1/7J' 

*', tert-1-11/ 21- ',/, Aim, ilAlg, 9A($;-T, 7 v ZEgT . A 

L, 	R 8 a, 	71C 	;,-T, 	)4 	-)1/, 	i-)1., 	ID L'll., 	'(V 7°CI L'il., 	1-)1., 

tert-1-)k 7.Kg31a, 	7' ---Z J, =1,1=it4 	(it tLL„ 	Rie*Argots 

1- •a, 	R 3 a*Am-T- 	3. <, b\-D, 	R 1  etert-1 -)1/aTV), 	R 3 b<77  Z 

WO 2012/102404 17 PCT/JP2012/051991 

R67^f ) o 

[0057] JJS (I) R 1 (is Tk^JlC^ p'fJU 

% ifJk 7°Pb°Jk -fV^Pk^k 7"f;k tert-7"f;k MJ7JU7|-P 

^f^HU R2tis 7K^il^ ^fJk ifik ypkf;k -f V7°P b°;u 

, TffJk tert-7"f;k 7'yMlMT, 

^;u^-;k xf;u^^rS/^;u^~;k yf;u:tf=»f:y;*j;utf-,/nf;k x 

f ;U7t-^rS/^jU/K-JUxf Jk ;><f f;k xfW + 

S/ftjklf-jM f ;k t KP^:>;b;utf;-;Mf Jk t KP^^U#'-^ 

R3«, TkHJ!^ *f;k if;k yptr;k -rv7°pt:0;u 

, 7"fJk tert-7'fJk A S ]J 7 JU?f P ̂  f Jk 7j<ltSs 

s ih+J/^U RMi, 7KI£S£ilU R5tts *fJk if 

Jk 7°Pt^k -fV70ptf;k 7'fJk tert-7"f;k 7K1IS, 

7>>IIJIi?£^U R6tts ^fik ifik 7°P tfJk -rv^P 

t°Jk 7"fJk tert-7"fJk h 'J 7 P P< f Jk 

7>y^^ 7$;, ;><fju;p$A xfjb7$y, s^fju/^A yx 

fJUT^A -KPs kh*P^>P<f;k LKP^^xfJk tKP^>7° 

ptfjk ^;u/<^-r;k N-^fju^u/^-ok N, N-v^f;u£;uA 

°c4 Jk N-lf JUtUUA^Jk N, N-ylfj^;i//^<Jk ^fJU 

;k if;k -COOH, /• fJl/X^i/ti 

;i/d?-;nf;k ifiW^viikfiHfik P<fJU 

yfjk ifM^^Aib/^-ib^fik t; S'P + S/^j^-^f Jk b 

KP+^^JJ^-iUfJk / S=»rX Ih^x 7tf;i/^^ri/, ^P tf 

TKS£#£^U R7tt, TKUJI^ *f;k xfjk 7°P b°JU 

% -fyyptf;k 7"f;k tert-7'fJk P< h^X iS^rX ^PtfM 

3rX tert-7"f JU^X TKMSS 7 

u R8te, *ii?s yfJk ifJk 7°pt?;k -rv7°p^;k 7"f;k 

tert — 7"fJk TK@I#S T$A -hP£H1~ (fcfcU R 1 COM 

•SIZs R3te7kmJ¥sTZffi<s frls R'tftert-^f Jl/£-C&y, R3tf7$ 



WO 2012/102404 18 	 PCT/JP2012/051991 

Ja--ev,), 	R4e7Ema --et,), 	R6e)<)1,a--eziE-altitoc. 

[00581 -,3_ ' t:3T 	L < 6, 	R' 6, 	)< 	)1., 	i)i,, 	7°1=1E)1,, 	4 v 7°1=1E)1,, 	1 

)1., 	tert—Ilk 	I- ') 7)1/7J- 1=1)( 	)1.1.„ 	R 2  1, , 	71KAR, 	)( 	)l. 

, iA., 	7°CI EA., 4 V 7° CI EA., 	Vs 	11., tert—Ilk YEAR, 9_  

„E., 7 v Alg, )< 	)1.7J- *:>tA.7J=A., iA.7J-*:>t)i,t=)k 

)< 	)1.7J- *:>)JA.t=)1,i)1,, 	i)1,7*:>t)i,t=)1,i)1,, 	)< 	)1,7j- 

*:>tA.7J=A.)< 	)l., 	iA.7J- *)JA.7J=A.)<A., 	L Ki=1*)JA.7J 

=)1.)< 	)l., 	L Ki=1*:>)JA.7J=A.iA.l.„ 	R 3  6, 	)< 3 )1., 	=)i,, 

7° CI EA., 	-f V 7° CI EA., 	'Y'A., 	tert-1/1., 	') 7A.7J-  CI) 	)l., 	71K 

a, 	)< !-*:>, 	il-*:>1.„ 	R 4  (,, 7.Kmat.„ 	R56, 7.1KAR 

, 	)( 	)l., 	iA., 	7° CI EA., 	4 V 7° CI EA., 	'Y'A., 	tert—Ilk 7.Km 

a, YEAR, 	AJW., 	7 v Aigl.„ 	R 6  6, )< 	)l., iA., 	7° CI 

EA., 	-f v 7° CI EA., 	'Y'A., tert—Ilk 	I- ') 7A. 	CI) 	)l., YEAR 

9.AR, 	7 'YAR, 	7Z), 	)<11/ 77 :-Zi, ill/7 -1 Z), 	:))< 

1 1/ 77 Z), 	:'Jill/7 -1 :Z), 	= I- 1=1, 	L Ki=1*:>)( 	)l., 	L Ki=i*:>iA. 

, 	L K 1=1*:>7°1=1 EA., 	t A./(A., 	N — )< 	)1.)J/1//( JI., 	N, 	N — 

)< 	)1.)J/1//f /I., 	N —i/l/t)1//-( /I., 	N, 	N —:')i)i,t)i,/ 

4 )1/. 	))1/7i- *:>t/l/t=J1/, 	IJI/7*:>t)1/7J=)1., 	—COO H. 

)< 	)1/7J- *:>t)l.t=)1,i)1,, 	i)1,7*:>t)i,t=)1,i)1,, 	)< 	)1,7J- 

*:>t)1/7J=J1/)< -)k/, 	IJI/7J-*)J/1/7J=)1.)< 	)1., 	L Ki=1*)JA.7J 

=A.)( 	)l., 	L Ki=i*:>)JA.7J=A.iA., 	)( I-*:>, 	I I-*:>, 	77-tA. 

7J-*, 	7°1=i7J- E7J- =A.7J- *, 7.Kmat.„ 	R 7  (,, 7KAJ 	)<A., 

iA., 	7° CI EA., 	4 V 7° CI EA., 	'Y'A., 	tert-1/1/, 	)( 	-.:>, 	1 

*:>, 	7°1=1E)1.7f*:>, tert-1/1/7*:>, *ma, ±/.51Arg, 9.A1;5 

7 v AR 	l„ 	R 8  6, 7.KAR, 	)< 	)l., iA., 	7°1=1 EA., -f V 7°  

1=1 EA., 	Vs 	11., tert—Ilk *ma, 	7Z J. =1,1=1 -  (tctca„ 

IR'etert-111/a --CV,), R 3  e7 Z iaTV,), R 4e7.KOMTV'J, R6 

e)( 	)1,a --eziE-altit<) . 

WO 2012/102404 18 PCT/JP2012/051991 

yST-feUs R4tf*^g"e£>kK R6tf*f1Jl/g-C£>£<b£-$l£l&<) 0 

[0058] £ L < teu R Ui, p< ^Jk x^Jk 7°P fcfJk -f V 7°P fcfJk 7" 

^Jk tert-^Jk K 'J 7JU^ P P< U R2&s * ̂ JU 

% x^Jk fPkfJk -fV7°PL0Jk 7'>Jk tert-^Jk ^ 

7y^J^^ P< ^JU^^r^JU^—Jk X^JU^^r^JU^—Jk 

.X "^JU^I" ^r'V £) JUtf\ —JUX-^Jk X-^JUTI" ^r'V ̂ 1 JUtf\ — JUX-^Jk "^JU^I" 

JUp< ^Jk X^JU^^r'V^JU^—JUp< ̂ Jk t KP 

—JU^-^JUs L K P ̂ cis t]J\y^—JUx-^JU^:!^ L% R3fc£N ^ "^Jk x-^Jk 

7°P fcfJk -f V 7°P fcfJk 7'>Jk tert- 7'>Jk h 'J 7 JU:* P P< ^Jk 7« 

IISs ;< h^X xh^y^iU R4^ 7KI£g£^U R5^ ^Kil? 

% p^Jk x^Jk 7°Pt°Jk -fV7°PL0Jk 7'>Jk tert-^Jk TKII 

SN 7 y R6&N jt^Jl's x-^Jk 7°P 

fcfJk -fV7°PL0Jk 7'>Jk tert-^Jk K 'J 7 JU:* P P< ^Jk 

^ 7$S, V*^ 

)[/7 $ J N ^x^JUT^A - hP, LKP+i/^fJk t K P ̂ "yxf Jl/ 

, L KP^>7°P tfJk ^JUA,;E-f Jk N-p^JU^JUA^-f Jk N, N-

-^JU^I JUA^E Jk N — x-^JU^J JUA^E Jk N, N — •>?X51JU^IJU/^ 

^E-fJk P< 5LJU^^r">'^JU^—JUs X^JU^^r'V^lJU^ —JUN - C 0 0 HN 

.X "^JU^I"^r'V^1 JU^f\—JUX-^Jk X-^JUTI"^r'V^1 JU^f\—JUX-^Jk .X "^JUTI" 

^"V^JU^—JUP< ^JUs X^JU^^r'V^JU^—JUP< ^Jk t: KP^r'V^JU^ 

—JUp^Jk t KP^ri>^JU/K—JUx^Jk ;>< h^rX xh + ̂X ^"tz^JU 

^Ptftftf^Jl/tf^X 7KI£g£^U R7^ TKUJI^ P<^Jk 

X^Jk 7°PtfJk -f V 7°P tfJk 7>Jk tert-7>Jk *S3fX xh 

+ X 7°PtfJU^^rX tert-7"^JU^^rX TKIISS 

s 7ySlJl^£IIU R8^ TKUJI^ P^Jk x^Jk 7°P tfJk -f V 7° 

PtfJk 7'>Jk tert-7>Jk TKIISs A -KP^^t" (fcfcU 

R T^tert-y^JUS-efeUs R3^>$ yST-feUs R 4^7KIIS"efe y, R6 

^^JugT-fe^t^^P^K) o 
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[0059] ck t) PTA L <1, , 	R' (,, 	)< 	)1., 	i)i,, 	7°1=1E)1,, 	4 N1 7'  1=1 E ) I/ , 	1 

)I., 	tert-1/1/1.„ 	R 2 6, 	7.1KAIF,, 	)( 	)l., 	iA., 	7°CI EA, 	4 

v.701=1 E)1,, 	7)1,, 	tert-111/, YEAR, 	AIF., 	7 vAIF,, 	)( 

)1.7*:>)JA.7J=A., i)1.7*:>)JA.7J=A., 	)< 	)1.7J- *)JA.7J=A. 

=l., 	i)1.7J- *:>)JA.7J=)1.iA., 	)( 	)1.7J- *)JA.7J=A.)<A., 

i)1.7J- *)JA.7J=A.)< 	)l., 	L Ki=i*:>)JA.7J=A.)< 	)l., 	L Ki=i*:> 

tA.7J=A.i)1.1_,, 	R 3 (, , 	)< 	)I., 	=A., 	7c =1 EA., 	-f v 7c =1 EA. 

'Y'A., 	tert-1/1/1.„ 	R 4 6. 	7.Kogia1„ 	R56, 	7.1KAW,, 

)( 	)I., 	il., 	7° CI EA., 	-f v 7° CI EA., 	'Y'A., 	tert-1/1/, 	7Ema 

YEAR 	, 	AIF., 	7 vAI;51.„ 	R 6 (, , 	)< -)k., =A., 	7° C1E 

A., 	-f v 7° CI EA., 	'Y'A., 	tert— V')I., 	') 7/1/7J- 1=1)< 	)1/, 	YEAR 

9.AE., 	7 'YAE,, 	77 Z), 	)<11/ 7-1 Z), 	ill/77 :-Z) N 	:'))<)1. 

7Z), 	:'Ji/ 1/ 7-1 :Zi, 	=1-1=1, 	L Ki=1*:>)</l., 	L Ki=1*:>i)1., 

L KI=1*7°1=1L°)I., 	t)1//(/l., 	N —) 	)1.)J/I./f )1/, 	N, 	N— 

)1/t)1//( /I., 	N — i/l/t /I./ 	/I., 	N, 	N —:')i)1,)j)i, 

4 )1/. 	))1/7f*:>t)1/7J=J1/, 	IJI/7J-*:>t)1/7J=)1., 	— C 0 0 H. 	)< 

)1/7*:>t)l.t=)1,i)1,, 	i)1,7*:>t)i,t=)1,i)1,, 	)( 	)1,7j-* 

:>t)1/7J=J1/)< 	)1/, 	IJI/7J-*)J/1/7J=)1.)< 	)1., 	L Ki=1*:>t)1/7J= 

)1.)< 	)1., 	L Ki=1*:>t/l/t=)1,i)1,, 	)< I,*:>, 	I I,*:>, 	77-t)1,7 

*:>, 	7°1=1E7J-=)1.7t*:>, 	7.Kogiat.„ 	R76, 	7.1KAR, 	)< 	)i., 	i 

A., 	7° CI EA., 	-f v 7° CI EA., 	'Y'A., 	tert-1/1/, 	)( 	..:>, 	1 	..:> 

, 7°1=1E)1.7f*:>, tert-1/1/7 *:>, *ma. illAW., 9.AIF,, 7 

vAIF,1_,, 	R 8  6, 	7.1KAR, 	)< -)k., 	=l., 	7=1EA., 	-f v 7=1 E 

A., 	IA., tert-1/1/, *ma, 	7Z), =1,1=1 - ,„ 

[00R] -,3_ ', 6:.-_ PTA LoA 	( I ) 	(,, 	R' (,, 	)< 	)1., 	i)i,, 	7°1=1E)1,, 	4 v 7° CI 

EA., 	'Y'A., 	tert-1/1/1_,, 	R 2  6, 	*AR 	, 	)< 	)1/, 	I/1/, 	7°  

1=1 EA., 4V 7° CI EA., 	7)1., tert-1/1/, YEAR, 9.AE., 	7 v 

„IF. 	1, 	R 3 t, 	)( 	)I., 	iA., 	71=1EA., 	-f v 71=1EA., 	'Y'll., 

WO 2012/102404 19 PCT/JP2012/051991 

[0059] RUi, p<^Jk x^PJk 7°Pt°Jk -fV7°PL0Jk 7> 

Jk tert-^JU^HU R2tis * ̂ Jk x^Jk 7°P tfJk -f 

77°PL°Jk 7>Jk tert-7>Jk 7yHJl^ P< 

JUs X^JU^^r'V^JU^—Jk ;>< ^JUTI"^:^ JU^K—JU 

X-^Jk X-^JU^I" ̂ r'V £) JUtf\—JUX-^Jk .X "^JUTI"^r'V^1 JUtf\ —JU.X ^Jk 

X^JU^^r^^JU/^-JU^^Jk t KP^r^^JU/^-JU^^Jk LKP^> 

^Jk^-JUx^JU^HU R3tes P<^Jk x^Jk 7°P tfJk -fV7°PL0JU 

, 7>Jk tert-7>JU£IIU R4^ 7KI£S£H U R5^ TKUJI^ 

p<^Jk X^Jk 7°PtfJk -f V 7°P tfJk 7>Jk tert-7>Jk 7KIIS 

s ililf, 7ySlJl^£IIU R6^ P^Jk x^Jk 7°P tf 

Jk -f V 7°P tfJk 7'>Jk tert-7>Jk h'J 7 JU:* P P< ^Jk 

s 7$Js ^JUT^A X^JU:P$A y^^ju 

7$A ^x^JUT^A — KPs L KP^P:>p< ^Jk tKP + i'XfJk 

t KP^>7°P fcfJk ^JUA^Jk N -p^JU^JUA^-f Jk N, N-$/ 

^JU^JUA^-f Jk N — X^JU^JUA'E-f Jk N, N - ̂X^JU^ JUA^ 

-f Jk ;>< 5LJU:?l";^:>;frJU^—Jk X^JU^^r'V^lJU^ —JUN - C 0 0 HN p< 

"^JU^I"^r'V£)JU^f\ — JUX-^Jk X-^JUTI" ^r'V £) JUtf\ —JUX-^Jk 

:>;frJU^—JUP< ^Jk X^JU^^r'V^JU^—JUP< ^Jk t: KP^r'V^JU^— 

JUp^Jk t KP^r^^JU/^-JUx^Jk ;>< xh^X T'-tz^JU^ 

7°p TKI£S£^U R7^ TKUJI^ p<^Jk Xf 

Jk 7°PtfJk -f V 7°P tfJk 7>Jk tert-7>Jk xh^> 

, 7°P tfJU^^ri>s tert-7>JU:^X TKIISS 7 

R8^ TKUJI^ P<^Jk x^Jk 7°PtfJk -f V 7°P tf 

Jk 7>Jk tert-7>Jk TKIISs 7^A -hU^^to 

[0060] $ (I) RUi, p<^Jk x^Jk 7°PtfJk -f V 7° P 

fcfJk 7'>Jk tert-^JU^HU R2&s P< ^Jk x^Jk 7° 

PfcfJk -Y V 7°P tfJk 7>Jk tert-7>Jk 7 V 

R3^ P^Jk x^Jk 7°PtfJk -f V 7°P tfJk 7>Jk 
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. 

tert-1)1, 	L. 	R4(,, 	7.Kogm 	L. 	R 5 (,, 	7EAJ;51.„ 	R 6 l, 

) 3Jl., 	IJI/, 	7°CI E/I., 	4 V 7°D E/I., 	7)1., 	tert-l)k 	P) 

7)1/7J-  CI) 	)1., YEAR, 9.AIg, 	7 v AI;5, 	7Z), 	)<11/7 -1 :-Z) 

, I11/ 77 Z), 	:'))(11/ 77 :-Zi, 	i)1/ 7-1 :-Z), 	=1-1=1, 	L Ki=1*:>)( 

-)V/. 	L Kl=l*:>IJI/, 	L KI=1*:>7°1=1E/1/, 	t )1.-r )1,, 	N -)t)i, 

t)i/i-()i,, 	N, 	N-:'J)JI/t/1/4/1., 	N-i)i,t)1//r)1,, 

N, 	N -:')IJI/t/l/i( J1., 	)< 	)1/7J- *:>t)1/t=)1., 	i)1,7J- *:>)J 

)1/7J=)1., 	-COO H, 	)< 	)1/7J- *:>t)1/7J=J1/i)1/, 	IJI/7*:>t)1. 

t=JI/IJI/, 	)< 	)1/7J- *:>t)1/7J=J1.)< 	)1., 	i/1/7J- *:>)j)i,t=)1,)< 

)1/, 	L Ki=1*:>t/l/t=J1.)< 	)1., 	L KI=1*:>t)1/t=)1,i)1,, 	)< 1-* 

i. 	i 1-*, 	77-t/1/7J-*, 	7° CI 	EA- =)1,7J-*, 7.Kogrmi.„ 	R 7  

6, 	.7.1<AE,I.„ 	R 8 t, 	7.1<AR, 	)< 3 )1., 	=)i., 	7° CI EA., 	4 v7°  

[0061] 

1=1 EA., 	7)i., 	tert-1/1/, 	*ma, 	7Z), 	=1,1=i -c, 

iRtPT 	L < l, , 	R '1, , 	)< 	)1.. 	 L, 	R 2 6, 	7.1<Aig, 	)( 	)1/, 	ZA 

I;51.„ R 3  1, 	)< 	)1.1.„ 	R 4  6, 	7.Kogrmt.„ 	R5(-, 	7.1<AE, 

L. 	R 6 6, 	)( 	)1., 	i)i., 	7°1=1E/1., 	4 V 7°1=1E/1., 	7)1., 	tert- 

1 /1., 	') 7 )1/7J-  I=1)< 	)1/, YEAR, 	9.AIg, 	7 v AIF., 	7Zi, 

J 1/ 7-1 :Zi, 	ill/7 -1 Z), 	:'))(11/ 7-1 Z), 	:')i)1/7Z), 	=I- 1=1, 

L KI=1*:>)< 	)1/, 	L KI=1*:>i)1/, 	L KI=1*:>7°1=1E/1., 	t)i,/r )1, 

, N - )( 	ji,)j)1,/()1., 	N, 	N -:';) 	)1/t)i,/r )1,, 	N -i)1,)j 

)1/-( )1/, 	N, 	N -:')IJI/t/l/i( /I., 	) 	)1/7J- *:>t)1/t=)1., 	i 

)1/7J- *:>t)1/7J=)1., 	-COO H, 	) 	)1/7J- *:>t)1/7J=)1/i)1,, 	i 

)1/7*:>t/l/t=JI/IJI/, )< 	)1/7*:>t)1/t=j1/)< 	)1., 	i)1,7J- *:> 

t)1/7J=J1.)< 	)1., 	L KI=1*:>t)1/ 7J=J1.)< 	JI., 	L Ki=1*:>t)1/ 7J=)1/i 

)1/, 	)< 1-*, 	i 1-*, 	77-t/1/7J-*, 	7°1=1E7J-=)1,7r*, *ma 
L. 	R 7  1, . 7.1<AE,L, 	R 87V7EARI- c. 

[0062] *RIE1)](,, 	MEA ( I 	I ) --e -,3_q-LZIE-alt, 	V-c_- (, -t. 0)/-1EA -g -Z a.' 

L 	,111L -Z, ttEif,{MAIJTZ 	(Arri. 	R 9  (,, 7.1<AIg, 	C1_67)1/* 

WO 2012/102404 20 PCT/JP2012/051991 

tert-7>JU£HU R4&, TKI£S£HU R5fc^ R6& 

, p^Jk x^Jk 7°Pt°Jk -fV7°PL0Jk 7'>Jk tert-^Jk K U 

7JU;t P ̂  ̂ Jk 7yMMTs .x^-ji/T7^ y 

% x^ju:p$y, J, i;xw$;, - hp, k h'p+i/^ 
^Jk k KP+^Xfik L KP^>7°P tfJk aJl/A^Jk N-p^JU 

^Jl/A^Jk N, N-$/*f1Jl/2jJl/A;E>f Jk N-X^JU^JUA^E-f Jk 

N, N — fyx-^JU^I JUA^E^f Jk .X "^JUTI" ^r'V ̂ 1 JUtf\—Jk X-^JUTI" ^r'V ̂ 1 

JUtf\—Jk — COOH, p< ^JUTI" ̂ r'V ^1 JUtf\ —JUX-^Jk X^JU^^r'V^lJU 

^xjUx-^Jk .X "^JUTI"^r'V t) JU^f\—JUp< ^Jk X^JU^^r'V^lJU^xjU^ 

^Jk t: KP^^Jk^-JU^Jk t KP^r^^JU/^xjUx^Jk P< K ^r 

X Xh^FX T7-tz 51 J 7°P^ tf^xjU^^r'Vs TKIIS^I^U R7 

&s zK^JI^Sr^U R8tis P<^Jk x^Jk 7°PtfJk -f V 7° 

PtfJk 7'>Jk tert-7>Jk TKIISS -hP^ito 

[0061] StjfJL<(i, RUi, ^JU£HU R2 Its TKUJI^ * ̂ Jk ^ 

R3^ ^JU£HU R4^ 7KI£g£HU R5^ ^Kil? 

R6tis P<^Jk x^Jk 7°PtfJk -f V 7°P tfJk 7'>Jk tert-

y-^-jk K u 7JU^P^JUN y^MWs^s 7$ A 

x^ju^^y, y^^ju^^ys yx^ju^^y, ihp, 

L KP^P:>P< ^Jk LKP^X^Jk L K P ̂ P:> 7°P tfJk ^JUA^E-fJU 

s N-p^JU^JUA^Jk N, N-y^JU^JUA^Jk N-X^JU^ 

JUA^Jk N, N — ^X^JU^JUA^E-f Jk ^JU^^Jk^-Jk X 

^JU^^r-iy^ JUtf\-Jk -COOH, P< ^JU^^r-iy^ JU^NXJUX^JUS Xf 

JU^I" ^) JU/t\ —JUX-^Jk ^ "^JUTI"^r'VJU^f\XJUp< -^Jk X-^JU^I" ̂ r'V 

2JJU^-JUP< ^Jk t: KP^r-iy^JU^xju^^jk t: Kp^rfy^ju^xjux 

^Jk P< h^r">\ xh^r">\ Til ̂ JU^^rX 7°P If ̂ xjU^^rX 7KIIS 

R7^ TKHJIC^IIU R8^TK^^^^1-O 

[0062] *SPJ|fciU fulEit (II) T?^3*l£><b£-$k 

(i&tps R9C^^JU^ 
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)I., 	F ') 7/1/7f 1=1)< 	11/   1,, 	R 1 (2U, 	7.KAIF,, 	C , _ 6  7/1/*/1., 	/ \ mit 

, 	—COO 	(C 1 _ 6 7)1.-)1.) , 	— 	(C H 2 ) 	1 _ 3 C 0 0 R 	(R67.1<*IF, 

7-z-_- 1, C 1  _ 6  7/1/*/1/)   1_,, 	R 1 1  l,, 	7.KAE, 	C 1 — 6 7' 11. 	11., 	7 

Z J, 	I-') 7 11 / 7J- 1=1)< 	/I., 	— 0 R 	( R 671KAIW,V-L- 6C 1  _ 6  7/1/*/1/ 	 

)   1_,, 	R 1  2t, 	7.Kogimi.„ 	R 1 3 t, 	7.KAE, 	, 	C 1 _ 6  7/1//1., 

*ma, 	i\i=lift.„ 	R146, 	7.KArg, 	c1_67)1,*)1,, 	1- I) 7)1,7J-1=1 

)<)1,, /\D' 	/. 	7Z), 	—N RaR b, 	= I 1=1, 	L K 1=1*:> 0 1 _ 6  77 /1/*/1/ 

, —CON RaRb, —COO (0 1 _ 6 7/1/*/1.) , —COOH, — (CH 2 ) 

1-3000R, 	—0Ra 	(IRt7I<A1;57-c_- 1, 0 1 _ 6 77 /1/..)1., 	Ra8ckVeR 

b1 11— etAtSD CO C  t ck < , 	T?, 	C1_ 6 7/1/*/1., 	C1-67' 	11. 

L„ 	R 1 5 6, 	7.1KA1,$ -T• 	C 1  — 6  7)1/*)I/N 	— 0 R 	( R 671KAIF, 

7-z-_- 1, C 1  _ 6  7/1/*/1/) 	, 	/ \ 1=1 it 	L, 	R 1 6  l,, 	7.1KAIg. 	C 1 —4 

7)1,*)1,, *I 	7Z ). 	=1-1=It) . 

[0063] PTA L < 6, 	R 9 6, 	7EAE, 	, 	C i  — 4  7)1/*)I/N 	I' ') 711/7f 1=1 	X11. 	 

1,, 	R 1 0 6, 	7.1KAIF,, 	C 1  — 4  7/1.*)1., 	/\D'/ . 	—COO 	(C l  — 4  7)1/* 

)1.) , 	— 	(C H 2 ) 	1-30 0 0 R 	(R 1, 71KAIW,V-z-_- 1, 0 1 _ 4  7711/*/1/ 	 

)   1,, 	R 1 1  1,, 	7.KAE, 	, 	0 1 -4  7711/*/1., 	7'Z J, 	I- ' ) 7 11/ A - 1=1 ) ( 	11. 

N 	—OR 	(R 1, 71KAIW,V-z-_- 1, 0 1 _ 4  7711/*JI/V 	1_,, 	R 1 2 1,, 	7.Km 

at.„ 	R13t. 	7.1KAR, 	C 1 _ 4  7'11. 	11., 	*ma. 	i\l=litl.„ 	R 

1 4 tg,N 	7.K.Z1g 	C 
1  _ 4  7)1..4..)k 	1, I) 7)1"A- 1=1  ..)( 3 )1..,N 	/ \ 1=1 ./f ::./N 	7z. ../. 

—N RaR b, = H=1, 	L K 1=I*:> 0 1 _ 4  7711/*/1., 	—CON RaR b, 	—CO 

O (0 1 _47/1/*/1.) , 	—0 0 0 H, 	— (C H 2 ) 1 _ 3 0 0 0 R, 	—0Ra (R 

67.1KAig 	tc: i, 	C 1  _ 4  7711/*/1., 	R a8ckVeR b tliA —TtAtS.D -CO-Ct 

ck < , 	7.1KAIF,, 	C , _ 4  7/1/*/1., 	C 1 _ 4  77:>)1/ 	Z`GV 	cL, 	R 1  5  ('• 	7.K 

AR 	, 	0 1 _ 4  77 /1/*/1., 	— 0 R 	(R 671KAIW,V-z-_- 60 1 _ 4  77 /1/*/1/ 	 

) , 	/\1=1 /7 1_,, 	R 1 6  l,, 	7.1KAW,, 	C , _ 4  7/1/*/1., 	*gm 	77 Z). 

[0064] 

= I- 1=1 	c, 

-,'_ 66:.-..PT 	L OA ( I 	I ) 	6, 	R 9  e, 	*AR 	, 	)X11., 	i)i,, 	11=1 E 

WO 2012/102404 21 PCT/JP2012/051991 

M h >J R10its 7kmMTs c,.67Ji/^k MPV 

X -COO (C ,_&7)\y^)\y) s - (CH2) ,_3COOR (R&TKUJI^ 

ttcl&C HU R 1 1 tiN TKSIJI^ C,.67^k 7 

$A MJ -OR (Rti7j<^j^^s/c^c1_677>iu^>iu^^ 

t) R 12% TKI£S£^U R13^ ymWsTs C1_67JU^M 
TKIISS AP>T>^LN R14&, TKUJI^ C,.67Jl/^k K'J7JU^P 
P^Jk AP^X A — N R a R bN -KPs kh'P + i/C,^?^!/ 

N —CONRaR\ -COO (C T-e^JU^rJU) N -COOH, - (CH2) 

! _3 C 0 0 R% — 0 R a (RtezK^HrFSfcteCT-e^Jl/^fJl/^ Ra&<£t/R 
bti|W|—T,:fcS&c> Tl^T t ct < , TKSIJI^ C,.67Jl/^k 0,-6 7^1/ 

£^"t) R 15N TKUJI^ C,.67Jl/^k -OR (Rtt^il? 

s AP^>$:iU R16&, TKSIJI^ C "i _ 4 

;pji/*jk TKIISS ;P$A -hp^^t") o 

[0063] R9tts 7kmMTs C ! -47 JI/^JI/s K 'J DM P ^ 
U R10^ C 1_477JU^>'k Apy>, -COO (C ! _4 T'JU^r 

JU) N - (CH2) ,_3COOR (RtefrmMTtZtcteC ,-47)\s*)\s*£.t 

) R 1 1 TKUJI^ C ! _4T'JU^rJk A K'J 

, -OR (R^TK^^S/c^C1_477JU^JU^^-r) R12^ TKII 

S£HU R 13N C1_477JU^rJk TKIISS /\P^f>£HU R 
14&s C ,_47)\S*)\S, K 'J ^Jl/tfP^Jk Apy>, 

— N R a R bN zhP, t KP^ri>C 1_477JU^r>/k —CONRaRb% -CO 

0 (C1_477JU^r>iU) N — C 0 0 H N - (CH2) ,.3C00R, -ORa (R 

tt^KilSfSfcttC !-47)\S%-)\S%:, R afc£XfR b&|W| — t» 

£<s C T _4 T7 JU^Jk C^iTisJlsZmt) R15tts TK 

C ! _4 T'JU^Jk —OR ( R ti7K^J^"f S /cfct C •, _4 

) N s\U?>%mLs R16tts C1 _4T'JU^rJk TKIISs A 

— K P o 

[0064] 3blzti?£L^jZ (I I) It, R9 if, i^Jk 7°Ptf 
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lk 	-f V 7°1=I EA., 	'Y'A., 	tert-1/1., 	') 7J1.7J-  CI) 	Jl.1 	L„ 	R 1  

°(,, *AR 	, 	)X11., iA., 	7° CI EA., 	4 V 7° CI EA., 	•Ys 	A., tert- 

1 /1/, YEAR, 9.AIg, 	7 vAI;5, ) 	)1.7J- *:>)J11.t=11., i 

11.71*:> t A. t=A., )( 	)1.7J-*:> t A.t=A.iA., iA.7J- *:> t A.7J 

=A.iA., 	)< 	)1.7J- *:>t11.t=11.)( 	)l., 	i11/7J- *:>t)1,t=)1,)< 

A., 	L Ki=i*:>tA.t=A.)< 	)l., 	L Ki=1*:>tA.t=A,ii.„ 	R 1  

1 1, , 	7.1KAR, 	).11., 	iA., 	7c =1 EA., 	4 v 7°1=I EA., 	711/. 	tert- 

1/1/, 	7 Z 1 , 	I- I) 7)1,711=1)<)1,, 	*ma, 	)(1-*:>, 	i 1-*:>l_, 

R 1 2 6, 	71<ogmt.„ 	R 1 3  (,, 	*AR 	. 	11/. 	ill/, 	7°CI Elk 

-f V 7°1=1E 11., 7X11., tert— 111/, *ma, YEAR, 9.AIg, 7 v 

„I;51.., 	IR 14 1, , 	7.1KAIg, 	) X11., 	iA., 	7°1=1 EA., 	4 v 7°1=1E 

A., 	'Y'A., 	tert— 111., 	1-')7)1 / 7J-1=1)()I., 	YEAR, 	9.AIg, 	7 

vAIF., 	7Z), 	)<)1 / 7-1 Z), 	i11/TiZi,:'J)<11 / 77 Z),:'Ji 

11/7Z), 	=1-1=1, 	L Ki=i*:>)<A., 	L Ki=i*:>iA., 	L Ki=1*:>7° D 

EA., 	tA./-fA., 	N — )< 	)1.)JA./(A., 	N, 	N —:')) 	)1.)JA. 

411., 	N —iA.tA./fA., 	N, 	N —:')i)i,t)1,/r )1,, 	)< 	11,7j- 

*:>t11.t=11., iA.A- *:>tA.t=A., —COO H, )< 	)1.7J- *:>)J1l. 

t=)I.IA., iA.7J-*)J11.t=11.i11., 	)< 	)1.7J- * i tA.t=A.)< 

)l., 	iA.A- *)JA.t=A.)< X11., 	I 	Ki=i*:>tA.t=A.)< 	)l., 	I 	F' 

1=I*tA.t=A.iA., 	)< I-*, 	i I-*, 	77-t11.A-*, 	7°1=i7J-  E 

A- =11,7J-*, 	7.Kogimi.„ 	R 15t, 	7.1KAIg, 	)< 	)l., 	iA., 	7°1=1E 

lk 	-f V•7°1=1 Ell., 	Vs ll., 	tert— 'Y'll/, 	)(1-*:>, 	il-*:>, 	7° CI Ell/ 

7J-*, tert— .y• )1,7J-*, *ma, YEAR, 	AI;5, 7 v AIF, 

L, 	IR 16 1, , 	7.1KAIg, 	)X11., 	iA., 	7°1=1 EA., 	4 v7c1=1EA., 	7 

A., tert-1)k *ma, 77 Zi, =1,1=1 -. 

[0065] c O) PTA L< (,, 	R 9 t, 	7.1KAIg, 	)< X11., 	iA., 	Vs ll., 	tert-1 

)I., 	I- I) 7/1/ 7J-  1=1 )< 	)1.1.„ 	R 1  ° l, , 	7.1KAIg, 	)< 	)i., 	iA., 	•Ys  

)I., tert-1/1., 	7 V AR 	. it.AR. 1 	11/7i -*:> t Ji/t=lk 	)( 

WO 2012/102404 22 PCT/JP2012/051991 

Jk -Y V 7°P tfJk 7>Jk tert-y^Jk K 'J DM • ̂ U R1 

^Jk i^Jk 7°Pt°Jk -fV7°PL0Jk 7>Jk tert-

7yMMTs jj Jls7}\ — Jl/S If-

JH^Jk IfJU^^r'V^JU^ 

— JHfJk p< ^JUTI" ^r'V ̂ 1 JUtf\ — JU.X "fJk If JU^I"^r'V£) JUtf\ —JU.X 51 

Jk t: KP^r^^JU/^-JU^fJk t KP^r^^JU/^-JUxfJU^^Ls R1 

Ui, P<fJk x^Jk 7°Pt°Jk -Y V 7°P tfJk 7"fJk tert-

7"fJk 7^A K 'J 7JU^Pp<fJk TKIISS * ih^>^L 

, R 12N TKI£S£^U R13^ TKUJI^ p<^Jk x^Jk 7°PtfJk 

-fV 7°PtfJk 7"fJk tert-7"f Jk TKIISS 7 V 

R 1 4 TKUJI^ P<fJk x^Jk 7°PtfJk -f V 7° P tf 

Jk 7"fJk tert-7"f Jk h'J 7 JUTT P P< f Jk 7 

A p<fju:p$A if JUT7 $ A ^if 

JU:P$A -KPS LKP^:>P<fJk L KP+t/ifJk LKP^>7°P 

fcfJk ^JUA'^^Jk N-p<f JU^JUA^Jk N, N -^p<f JU^JUA^E 

-f Jk N — if JU£) JUA^E Jk N, N — yif JU£) JUA^E^f Jk p< fJU:<l~ 

^"V^JU^—Jk XfJU^^r'V^JU^—Jk — C 0 0 H% P< fJU^^r'V^JU 

JHfJk XfJU^^r'V^JU^—JHfJk p< fJU^^r'V^JU^—JUP< 

fJk If JU;<j~^-J/£)JUtf\ — JU.X fJk tl KP^'V^lJU^ —JU.X f Jk LK 

P^r^Jk^-JHf Jk P< h^rX ih + X T7"tzfJU;t7°P^tf 

^-JU^X TKI£S£^U R 15S TKUJI^ ;<fJk if Jk 7°Ptf 

Jk -f V 7°P tfJk 7"f Jk tert-7"f Jk ih + X 7°P tfJU 

;t^r:k tert-7"f JU^^rX TKIISS 

HU R16^ TKUJI^ P<fJk if Jk 7°PtfJk -f V 7°P tfJk 7"f 

Jk tert-7"f Jk TKIISs 7^A -hP£H-to 

[0065] R9fc^ 7KHJ1^ ;><fJk ifJk 7"f Jk tert-7"f 

Jk h'J 7 JU^f P ;>< f JU^ri^ LN R10tiN TK^J^-fs ^ fJk if Jk 7"f 

Jk tert — 7" f Jk 7,.y^Jfi:?\ If JU:?|~^r 5/^) JU7}\ —Jk .X f 
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)1/7J- *:>t/l/t=)1.)< 3 )1., 	I Ki=1*:>t/l/t=)1/il.„ 	R 11  (, 	7.1K 

„I;5, 	)< 	)1/, 	IJI/, 	77 -ZJ, 	1-')7)1,71=1)()1,, 	7.Kogrm 	L, 	R 1  

26, 7.Kmat.„ 	R13t, 7.1KAR, 	)< 	)1., YEAR, 7.Kogrmt.„ 	R 

146, 	7.1KAR, 	)< 	)1/, 	i)1/, 	I-') 7)1/71=1)< 	)1., 	itAlg, 	7 v 

I;5, 	7'Z J. 	)<11 / 7-1 -Z). 	= I-Q. 	I 	KI=I*:>)< 	)1., 	t)i,/( )1,, 

N, 	N -:'))< 	)1/t)1//( )1/, 	)< 	)1/7J- *:>t)l.t=)1., 	-C 0 0 H, 	)< 

I- *:>, 	77-t/1/7J- *:>, 	7.Kogrmt.„ 	R 15 6, 	*AR 	, 	)< 	)1/, 	)< I- 

*, YEAR, 7 vAI;5, 7.Kogrm 	L. 	R 16 6, *AR 	, )< 3 )1/, 

71KI 	77 ZJ. 	=1-1=i -c, 

[00661 A 	( I ) 	tc_- t 	( I 	I ) 	0®12tK 019 ti: IL at (,, 

2-(3, 5-:'))< 	)1.-1H- E7 V-)1.-1-4 )14-4-7 )1/7J- D 7 i ) -)1. 

2-(5- L F 1=1*:>-3-)< 	)1.-1H-E7 V-)1.-1-4 )1.) 7 i ) -)1. 

2-(5-) 	)1.-3-( I-') 7 )1/7J- 1=1)< 	)1.)-1H-E7 V-)1.-1-4 )1.) 7 i 1 -)I. 

2-(3, 5- E' 	I-') 7 )1/7J- 1=1)< 	)14-1H-E7 V-)1.-1-4 )1.) 7 i ) -11. 

2-(3-)< 	)1.-1H- E7 V-)1.-1-4 )1.) 7 i ) -)I. 

2-(5-)< 	)1.-1H- E7 V-)1.-1-4 )1.) 7 i ) -)I. 

2-(3, 4, 5- I- I) )< 	)1.-1H-E7 V-)1.-1-4 )I) 7 i ) -)I. 

2-(5-7 Z i -3-ter t-1/1.-1H- E7 V-)1.-1-4 )I.) 7 i J -)1. 

4-fj 1=1 Q-2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )1.) 7 i J -)1. 

2- 	1=1 CI-6-(3, 5-:')) 	)1.-1H-L°7 V-)1.-1-4 )I.) 7 i J -)1. 

2-(4- 	1=1 CI-3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )1.) 7 i J -)I. 

2-(3, 5-:'JI)1.-1H-E7 V-)1.-1-4 )14 7 i ) -11. 

3-(3, 5-:'))< 	)1.-1H- E7 V-)1.-1-4 )I.),-ff 	-1, 2-:')7J- -)1. 

2-(4-i)1.-3, 5-:'))< 	)1.-1H- E7 V-)1.-1-4 )I.) 7 i ) -)1. 

5-7 )1/7J-  1=1 -2-(3, 4, 5, - I-') )< 	)1.-1H-E7 V-)1.-1-4 )07 i J -)1. 

4-7 )1/7J-  1=1 -2-(3, 4, 5, - I-') )< 	)1.-1H-E7 V-)1.-1-4 )07 i J -)1. 

2-(4- 	1=1 1=1-3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 )14-5-7 )1/7J- D 7 i J -)1. 

1-(2-I 	K 1=I*:> 7 i =M-3, 5-:'))< 	)1.-1H-E7 V-)1.-4-t/l/t Jggii 
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t: KP^r-:>;frJU^—JUxf jui^U R 1 TK 

*^Jk ifJk h'J 7JU:*Pp<f Jk TKI£S£HU R1 

2fciu TKIIS^U R13&. TKUJI^ p<fJk Jlilf, TKI£S£^U R 

14tiN TK^J^-fs ^ f Jk x-fJk K 'J 7JU;t • f Jk 7VM 

JI^ 7$ J, P<fJU:P$A -KPs LKP^>P<fJk ^JUA'^Jk 

N, N— S/p< f JU^JUA^E^f Jk ^ f JU^^r'V^ JUtf\ — Jk - C 0 0 H% p< 

h^X ^"tzf JU^X 7KItg£^U R15^ TKUJI^ P< f Jk P< K 

*X ililf, TKI£S£^U R16&, TKUJI^ p<fjk 

TKIISS -hP^H-to 

[0066] ^ (i) s/cti (i i) (Dmw^it^mts 

2-(3, 5-y P< f JU-1H- fcf^ */—JU-1 —r JU)-4-7 JUTT P7I7 -JU 

2-(5- L KP^X3-p< f JU-1H-L°^X/—JU-1—f JU)7 x y — JU 

2-(5-p<f JU-3-( K 'J 7JU;tPp<f JU)-1H-L°^ V-JU-1—f JU)7xy-JU 

2-(3, 5- tfX K 'J 7JU;tPp<f JU)-1H-L°^ V-JU-1—f JU)7xy-JU 

2-(3-p< f JU-1H- bf^ V—JU-1—T JU) 7 x y -JU 

2-(5-p< f JU-1 H- \f.=j V-JU-1 ->T JU) 7 x 7 -JU 

2-(3,4, 5- h 'J JU-1H-t°^V-JU-1-^JU)7xy-JU 

2-(5-77$ y-3-tert-7"f JU-1 H-tf^x/—JU-1—fJU) 7 x J — JU 

4-^7 P P-2-(3, 5-$/ * f JU-1 H- kf^ V—JU-1—T JU) 7 x 7 —JU 

2-^7 P P-6-(3, 5-$/ p< f JU-1 H- \d=7 V—JU-1—T JU) 7 x y —JU 

2-(4-^7 p p-3, 5-$/ P< f JU-1 H- \d=7 V—JU-1—T JU) 7 x y —JU 

2-(3, 5-y If JU-1 H- \f.=j V—JU-1—T JU) 7 x y -JU 

3-(3, 5-y p< f JU-1 H- \f.=j V-JU-1 ->T JU) ^ > -tz >-1,2-y - JU 

2-(4-lf JU-3, 5-y P< f JU-1 H- \f.=j V—JU-1—T JU) 7 x y -JU 

5-7JU^P-2-(3,4, 5,- K 'J p< f JU-1 H-tf^ V-JU-1—T JU) 7 x y-JU 

4-7JU^P-2-(3,4, 5,- K 'J f JU-1 H-tf^ V-JU-1—T JU) 7 x y-JU 

2-(4-^7 p p-3, 5-i/^i f JU-1H- fcf^ V—JU-1—T JU)-5-7 JU^ P 7 x y — JU 

1-(2-kKP^>7i - JU)-3, 5-y f JU-1 H- V - JU-4-£ JU*' >I£xf 
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)I. 

3-(1-(2-L K 1=1*:> 7 i=)14-3, 5-))1.-1H-E7 V-)1.-4-4 )147°1=ii 

Jggib( 	)1. 

2-(4-1/1.-3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 AA 7 i ) -)1. 

2-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 )14-5-7 )1/7J-  1=1 7 i ) -)1. 

5- 	1=1 CI-2-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 AA 7 i J -)I. 

2-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 )14-3-= I- 1=1 7 i ) -)I. 

2-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 )14-5-= I- 1=1 7 i ) -)I. 

3-(1-(2-L K 1=1*7 i =M-3, 5-:')) 	)1.-1H-E7 V-)1.-4-4 AA 7°1=1 E7J- 

R 

5- 	1=1 1=1 -2-(3, 4, 5- I- ') )( 	)1.-1H-E7 V-)1.-1-4 AA 7 i 1 -)I. 

5-7 Z J -2-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 AA 7i) -)I. 

5-= I- I=1-2-(3, 4, 5- I- ') ) 3 )1.-1H-E7 V-)1.-1-4 AA 7 i J -)I. 

4-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 JO , J -ff 	-1, 3-:')7J- -)1. 

5-7. )-2-(3, 4, 5- I- ') )( 	)1.-1H-E7 V-)1.-1-4 AA 7 i J -)1. 

4- (3, 5-:'))( 	)1.-1H- E7 ‘i -)1.-1 -4 AA -3- L K 1=1*:>,-ff 	t /I/ t JOgr 

)1. 

3-7 Z J -2-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 AA 7i) -)I. 

4-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 )14-3-L K 1=1*:>,-ffJ t )I/t JOgr 

4-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 )14-3-L K 1=I*:>-N, N-:'))( 	)1., J X 

7 Z K 

4-(3, 5-:'))()I.-1 H- E7 V-)1.-1-4 )14-3-L K 1=1*:>, 	X7 Z K 

3-L K 1=1*:>-4-(3, 4, 5- I- ') )()1.-1H-E7 V-)1.-1-4 )I.),-ff 	t )I/t 

Jggi 

3-L K 1=1*:>-4-(3,4, 5- I- ') )()1.-1H-E7V-)1.-1-4/1/), X7Z F 

4-(4- 	1=1 D-3, 5-:')) 	)1.-1H-E7V-)1.-1-4 )14-3-L Ki=i*:>/X7Z 

K 

2-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 AA , J -ff 	-1, 3-:')7J--)1. 

WO 2012/102404 24 PCT/JP2012/051991 

JU 

3-(1-(2-L h'P^>7i-JU)-3,5-yp<f JU-1H-L°^ V-JU-4—fJU)7°PA 

>l£p<f JU 

2-(4-7"f JU-3, 5-y f JU-1 H- V-JU-W JU) 7x7 -JU 

2-(3, 5-$/ f JU-1H- V—JU-1—T JU)-5-7 JU^ • 7 i 7 -JU 

5-£ • P-2-(3, 5-$/ f JU-1 H- \d=7 V—JU-1—T JU) 7 x y —JU 

2-(3, 5-y f JU-1 H- v—JU-1—r JU)-3-- K • 7 X y -JU 

2-(3, 5-y f JU-1 H- v—JU-1—r JU)-5-- K • 7 X y -JU 

3-(1-(2-t h*P + 7i-JU)-3,5-^p<f JU-1H-t°^x/-JU-4—f JU)7°P 

>11 
5-^7 p p-2-(3,4, 5- K 'J * f JU-1 JU-1—f JU) 7 x y — JU 

5-T7 $ y -2-(3, 5-y f JU-1 H- V—JU-1 ->r JU) 7 X y -JU 

5-" K P-2-(3,4, 5- K 'J f JU-1 H-tf^ V-JU-W JU) 7 x y-JU 

4-(3, 5-y f JU-1 H- \d=7 V~ JU-1 ->T JU) ^ > -tz >-1,3-y — JU 

5-T7 $ y -2-(3,4, 5- K 'J f JU-1 H-V-JU-W JU) 7 x y-JU 

4-(3,5-^p<fJU-1H-t0^V-JU-1-^JU)-3-tKP^^^>-tz>^JU^>I| 

^ fJU 

3-T7 $ y -2-(3, 5-y f JU-1 H- \f.=7 V—JU-1 ->C JU) 7 x y -JU 

4-(3,5-^p<fJU-1H-t0^V-JU-1-^JU)-3-tKP^^^>-tz>^JU^>I| 

4-(3, 5-y f JU-1 H- V-JU-1 ->r JU)-3- kh'P^T *>-N, N-^ f JU'* > ̂  

K 

4-(3,5-^p<f JU-IH-kf^V-JU-WJU)-3-L KP+^>X7$ K 

3-t h*P^i/-4-(3,4(5- K 'J JU-IH-kf^y-JU-W JU)^>-tz>2jJU*K 

>11 
3-t h*P^i/-4-(3,4(5- K 'J JU-1H-t°^V-JU-1-^JU)^>X77$ K 

4- (4- 0 P P -3, 5- V * f JU-1H- tf =? V-JU -1 --f JU) •-3- L K P * X^ > X 7 3 

K 

2-(3, 5-y f JU-1 H- V-JU-1 ->r JU) ̂  > -tz >-1,3-y * - JU 
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2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-5-)< 	)1/7 i i -)I. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-5-)< I- *:>7i1-)I. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-3-)< 	)1/7 i i -)I. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )I.)-5-1'. F I=1*:>)< )l.., i 1 -)I. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-5-)< 	)1/ 7 Z J7 iJ -)I. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-4-)< 	)1/7 i 1 -)I. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )I.)-5- I- ') 7 )1/7J- 1=1)< 	)1/7 i 1 -)I. 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )14-6-)< 	)1/7 i 1 -)I. 

2-(3, 5-.)) 	)1.-1H-E7 V-)1.-1-4 )14-5-i)i/7 i i -)V 

2-(4-7/1/7J-  D-3, 5-:')) 	)1.-1H-E°7 V-)1.-1-4 )I.) 7 i I -)k., 

5-11=1-2-(3, 5-:')) 	)1.-1H-E5 V-)1.-1-4 )I.) 7 i I -)k., 

5-1D E-2-(4- 	1=1 D-3, 5-:'))< 	./1.-1H-E7 V-)1.-1-4 )I.) 7'1 -)k., 

5-11=1-2-(3, 4, 5- I- ') )< 	)1.-1H-E7 V-)1.-1-4 )I.) 7 i i -)k., 

4-(3, 5-:')) 	)I.-1H-E7 V-)1.-1-4 )14-3-L K I=1*:> 7 i=)1/ 77-t5- I- 

4-(4-1=11=1-3, 5-:')) 	/l/-1H-E5 V-)1.-1-4 )14-3-L Fz'I=1*:> 7 i =)I/ 7 

-t5-- H 

3-1t Ki=i-:>-4- (3, 4, 5- I- ') )< 	)1.-1H- E7 V-)1.-1-4 JO 7 i =JI/ 77-t 5- 

- H 

2-(3, 5-:)) 	)1.-1H-E7 NJ -)1.-1-4 )14-4-)< I-*:-5-)< 	11.7 i ) -)V., 

4- 	1=1 D-2-(3, 5-:')) 	)1.-1H-E5 V -)1.-1-4 /I.)-5-)< )1/7 i i -)k., 

2-(3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 )I.)-4, 5-:'))< 	)1/7 i i -11., 	7-z-_-  l,  

4-(4- 	1=1 D-3, 5-:')) 	)1.-1H-E5 V-)1.-1-4 )I.)-/ -ff-1, 3-:')7J- -)1. 

---eZiLattc_-(0)1-11n --eZ. 

[0067] etc, A ( I 	I ) (,:.-.80-C R 14 e7.KA1,$TZ1414Kni-S1E-at6, 

2-(3, 5-:')) 	)1.-1H-E7 V -)1.-1-4 )I.) 7 i 1 -)1. 

2-(3, 5-:')) 	)1.-1H-E7 V -)1.-1-4 )14-4-7/1/7J- D7 i1-11. 

2-0 H- E5 V -)1.-1-4 AA 7 i 1 --11. 

WO 2012/102404 25 PCT/JP2012/051991 

2-(3, f JU-1H- \Z=7 V-JU-W JU)-5-p< fjb7xy -JU 

2-(3, 5-y f JU-1H- V-JU-W JU)-5-p< h 7 x y - JU 

2-(3, 5-yf JU-1H-V-JU-W JU)-3-p< fjb7xy -JU 

2-(3, 5-y f JU-1H- fcf^ V-JU-1 JU)-5- kh*P+i/yfJU7x; - JU 

2-(3, 5-y* f JU-1H- V-JU-W JU)-5-p< f JUT7 $ J 7 x 7 -JU 

2-(3, 5-y* f JU-1H- V-JU-W JU)-4-p< f JU7 x y —JU 

2-(3, JU-IH-kf^ V-JU-WJU)-5- K 'J 7 JU^ • f JU7 x 7-JU 

2-(3, 5-y* f JU-1H- fcf^ V-JU-W JU) —6— fJU7 x J -JU 

2-(3, 5-y ̂  f JU-1H-H°^ V-JU-W JU)-5-Xf JU7 x 7 -Jk 

2-(4-7 JU^ P-3, 5-y* f JU-1 H- V-JU-W JU) 7 x 7 -Jk 

5-7"P ̂ E-2-(3, 5-y f JU-1 H- V-JU-W JU) 7 x 7 - Jk 

5-/Pt-2-(4-^ P P-3, 5-y* f JU-1 H- V-JU-W JU) 7 x J - Jk 

5-7'Pf-2-(3,4, 5- K 'J f JU- 1H-V-JU-W JU) 7 x y-Jk 

4-(3,5-^p<f JU-IH-kf^ V-JU-W JU)-3-L KP^>7 x-JUT7-tzf- K 

\ 

4- (4- 0 P P "3, 5- V * f J U-1H- L° =7 V- J U-1 --f J U) •-3-1 K P * *> 7 x ~ J U 7 

"tzif — k 

3-t S'P + S/-4-(3,4,5- h 'J f JU-1 V-JU-1 ->C JU) 7 x~ JUT7"tzf 

- k 
2-(3, 5-^ f JU-1 H-tf^ V-JU-W JU)-4-p< S ^>-5-^ f JU7 x y -Jk 

4-0 P P-2-(3, 5-y f JU-1H- V-JU-W JU) —5— f JU7 x 7 -Jk 

2-(3, 5-y* f JU-1H- V-JU-W JU)-4, b-*J * fJU7 x J - Jk S 

4-{4-0 PP-3, JU-IH-kf^ V-JU-1-^JU)-^>-tf>-1,3-y^-JU 

^ ® £ o 

[0067] S/c, ^ (I I) 

2-(3, 5-y f JU-1 H- \d=7 V-JU-W JU) 7 x J -JU 

2-(3, 5-y f JU-1H- fcf^ V-JU-W JU)-4-7 JU^ P7x7 —JU 

2-(1H-L°^ V-JU-W JU)7xy-JU 
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2-(5- L F 1=I*:>-3-)( 	)1.-1H-E7 `i-J1.-1-4 AA 7 = I -)I. 

2-(5-)( 	)1.-3-( 	I) 7 )1/7 CI) 	)14-1H-E7 V-)1.-1-4 AA 7 z J -11. 

2-(3, 5- E' Z F I) 7 )1.7 CI) 	)1.)-1H-E7 `i-J1/-1-4 JO 7 s I -)1. 

2-(3-)( 	)1.-1H-E5 V-)1.-1-4 AA 7 = J -11. 

2-(5-)( 	)1.-1H-E5 V-)1.-1-4 AA 7 = J -)I. 

2-(3, 4, 5- 	I) )( 	)1.-1H-E7 V-)1.-1-4 AA 7 s J -)I. 

2-(5-7Z 1-3- ter t-1/1.-1H- E7 V-)1.-1-4 AA 7 	J -)1. 

4- 	1=1 1=1-2-(3, 5-) 	)1.-1H-E7 `i-J1.-1-4 AA 7 = J -)I. 

2- 	1=1 1=1-6-(3, 5-) 	)1.-1H-E7 V-J1.-1-4 AA 7 = J -J1. 

2-(4- 	1=1 1=1-3, 5-) 	)1.-1H-E7 V-)1.-1-4 AA 7 = J -)I. 

2-(3, 5-:'JI)1.-1H-E7 V-)1.-1-4 AA 7= I -)1. 

3-(3, 5-:'))( 	)1.-1H-E7 `i-J1.-1-4 )141 -ff 	-1, 2-7J- -)1. 

2-(3, 5-:'J)( 	)1.-1H-E7V-J1.-1-4 )141 -ff-1,4-:'J7J- -)1. 

2-(4-i)1.-3, 5-:')) 	)1.-1H-E7 V-)1.-1-4 AA 7 = J -11. 

2-(4- 	1=1 1=1-3, 5-) 	)1.-1H-E7 V-J1.-1-4 )141 -ff 	-1, 4-7J- -)1. 

4-7J1.7J-  1=1-2-(3, 4, 5, -Imo'))  	)1.-1H-E7 V-)1.-1-4 AA 7 	J - 11. 

1-(2-1'. Ki=1*:> 7 x.=)14-3,5-:'))( 	)1.-1H-E7V-J1.-4-t/l/tRI 

)I. 

3-(1-(2-t' KI=1*:>7 	=J1/)-3,5- ) 	)1/-1H-E7V-J1/-4-4 )147°1=1/ 

JOgt)( 	)1. 

2-(4-1/1.-3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 AA 7 = J -11. 

2-(3, 5-:'J)( 	)1.-1H-E7 `i-J1.-1-4 )0-3-= 	1=1 7 = I -)I. 

3-(1-(2-I K 1=I*7 i =M-3, 5-:'))( 	)1.-1H-E7 `i-J1.-4-4 AA 7°1=I Et 

3-7Z I -2-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 AA 7 = I -11. 

2-(3, 5-:'J)( 	)1.-1H-E7V-J1.-1-4 )141 -ff-1,3-:'J7J- -)1. 

2-(3, 5-:'J)( 	)1.-1H-E7 `i-J1.-1-4 JIA-3-)( -J1.7 = J -11. 

2-(3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 )14-4-)( 	J1.7 = J -J1. 

WO 2012/102404 26 PCT/JP2012/051991 

2-(5- kh'Pt f JU-1 H- V-JU-W JU)7xy - JU 

2-(5-p<f JU-3-( h <J 7JU:*Pp<f JU)-1H-L°^ V-JU-W JU)7xy-JU 

2-(3, 5- tfX K 'J 7JU;tPp<f JU)-1H-L°^ V-JU-W JU)7xy-JU 

2-(3-p< f JU-1 H-V-JU-1 ->T JU)7x7 -JU 

2-(5-p< f JU-1 H- ¥=? V—JU-1 ->T JU) 7x7 -JU 

2-(3,4, 5- h 'J JU-IH-kf^ V-JU-1-^ JU) 7 x y-JU 

2-(5-77$ 7-3- tert-7"f JU-1 H-tf^ V-JU-W JU)7xy-JU 

4-? P P-2-(3, 5-y P< f JU-1 H- V-JU-W JU) 7x7 -JU 

2-? P P-6-(3, 5-y P< f JU-1 H-V—JU-1—T JU) 7x7 -JU 

2-(4-? P P-3, f JU-1 H- V-JU-W JU) 7x7 -JU 

2-(3, 5-y if JU-1 H- V-JU-W JU) 7x7 -JU 

3-(3, 5-y f JU-1 H- V—JU-1—T JU) ̂  > -tz >-1,2-y - JU 

2-(3, 5-y f JU-1 H- V—JU-1—r JU) ̂  > -tz >-1, A-V * - JU 

2-(4-lf JU-3, f JU-1 H- V—JU-1—r JU) 7x7 -JU 

2-(4-? P P-3, 5-^p<f JU-1H-tf^ V-JU-1-^JU)^>-tz>-1,4-y^-JU 

4-7JU^P-2-(3,4, 5,- K 'J f JU-1 V-JU-1 ->C JU) 7 x 7-JU 

1 -(2- tn h*P+4>7x - JU)-3, 5-y f JU-1 H- V - JU-4-£ JU*' >l£xf 

JU 

3-(1-(2-L KP^r^7x-JU)-3,5-yp<f JU-1H-t°^V-JU-4-^JU)7°PA 

>l£p<f JU 

2-(4-7"f JU-3, 5-y * f JU-1 H- V-JU-W JU) 7x7 -JU 

2-(3, 5-y* f JU-1 H- V-JU-W JU)-3-~ h P 7 x y —JU 

3-(1-(2-t KP^r7x"JU)-3,5-yp<f JU-1H-b°^V-JU-4-^JU)7°P kftf 

>11 
3-T7 $ y -2-(3, 5-y y f JU-1 H- \d=7 V—JU-1 ->C JU)7x7 -JU 

2-(3, 5-y f JU-1 H- V—JU-1—r JU)^ >-tz >-1,3-y * — JU 

2-(3, 5-y f JU-1H-V-JU-W JU)-3-p< f JU7 x y -JU 

2-(3, 5-y f JU-1H- V-JU-W JU)-4-p< f JU7 x 7 -JU 
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2-(3, 5-:'))( 	)1.-1H-E7 V—)1.-1-4 )14-6-)( 	)1/7 i i —)1. 

2-(4-7)1/7J-  D-3, 5-:')) 	)1.-1H-E7 V—)1.-1-4 )I.) 7 i ) —)1/V-c 6-t.19) 

YET 	Z. 

[0068] etc, 	-,3_ 6 t:.-..MoleaL L-ct, IE ( 1 ) 	5" 6 	( 6 ) Oki\ T41.75\ —1At:.= 

EaMEat, 	t.L- 1,-0)±111 -A--Z z: L 	iliL -Z, ttLIEIVAALIT 

Z . 	-1 /435 66:.:PT 	I., < 1, , 	ME ( 1 ) 	5'6 	( 6 ) 	6::_o1 	TtLb\-1A6:.-_,EAWIE 

at, 	t.L-t-a)i-vi-A- -zz_-L!tiiliL -z. ttotnorgAii-ez. 

[0069] *RHAIL-att, zioffosgyza-  L e-e 	Z. 412tqig t:.-.. 1,  „RIM, 

IMO 	tctiviabN 6 734:35 tt.ZIA*01gt:.-_,!,-74--,3s 4041 zikoff01--e4C111,14 

zo 	FIVA*-4/gt:.-_,E-74-.3sttAzikii 	6, 	--C'L,̀.%•--eZc. INAJS, 	S . 	M 

. 	Berge 	675 	.'34V441gt::_,3 74tql.14Zill,:.-_ -D 1)\ --CJourna 1. of Pharmaceu 

tical Sciences, 66 p. 1J-;t14-  (1 977*) 	t:.-..,40:.:Eili, I., -c o zo 	4-MligtsR11-  

Milat:.-_t, YERZ, KRZ, MRiki, kfE7EARYsi, 	,,IL*ARYE, I) 

Rilts E0D,RARYE, EI/FRik, 	I- ') 7 )1.7t 1=1 EI/Flit, 	LOgrda, 	i 	n'esi, 

a ,,Rit, 	/\ 	D'Oa, 	‘‘)1/5')1/R i-1, 	') 	=knit. ffiRia, 	77)1/R 

iri, 7 %TJI.Riti, 7 1, -f 	n'esi, --,9_,.-Mesi, = 	Ogrit, 	7 5' )1/Rit 

tSEOVAt)l/tRiti, )< 51 J ZJI.tOgrit, i'91 	)1/7JOgrdli, 	2 — 

L K 1=1*',9')1/7JR±i'L, 	-ff 	)1/7JOgrdEi. 	P — Hi/I 	)1/ 

*Riki, 	2 — t 7 51  1, 	)1/7JR1t, t 	7 7 —)1/*Ogrdlitcl:Ea) 

A ZJI.t 	OgZtal. 7 	i'7*OgrZit. '7‘)1/'91  Z in'esitsElontht7z iRit 

tcl: L'eti 6 tt.Z e, 	a.' 41.6(,:.:FitZ:3541.1-SAN. RITIMIL 1_, -c 	I., < (,, 

YER, kfE7EAR, KRave I) 	0,3N) ct -') ts ,RAR, ave i a r7 n. 7 1, 4 

Ogr, 	)< , 9 '  J ZJI.t JR, 	p - I- )l.= J Z)1.t 	OgrO3zr `fJ i 	n'3N) ct - ' , tsVM 

RL Oitie 	0' 6 tt.Z. :35 6 1,:.:PT 	I., < 1,, YER, kfE7EAR, Kntazve)< 

5' 	)1/7 0,3rLa)±1--ez.:. 

[0070] ila1ll[11=, *RIE914EatODAV*At • a2kligf'146:.:t/l/tRt L < 

l,  7 i ) —)1/ft*Ra-A-V133'iLAtSitiaLaFt\ -.35 - t Z z: L I,: ct (,) -t.  a) 4' 

--etkII:s 41.14z. IVA*-417 t:.-_,!,--.3s 404 zikit:: (,, 	,) 	r, Ava, 	t I-') r, IA 

WO 2012/102404 27 PCT/JP2012/051991 

2-(3, b-*//. f JU-1H-L°^ V-JU-W JU)-6-p< f JU7 x y —JU 

2-(4-7 JU^ P-3, 5-$/f JU-1H- V—JU-1—T JU) 7x7 — JUSfcte^© 

i^-efe£0 

[0068] s/c, 3 LT^ fu§E (1) frb (6) 

•So fu§E (1) (6) ^©^-ftlfr-lI^IEicOMb 

#LJKSJ£S£ye&£o 

[0069] *fPJHb^$Ui, MSt % 

•So ^ ^t£f^"C&ft]"C&£o 0!la.^ s . M 

. B e r g e ^tl^'SimtC^l^TJournaL of Pharmaceu 

ticaL Sciences,66 p. 1 J^P^(1977^) tCl¥$0HC§E1#6 LTl^'So 

Jpi^c&s 'J > 

Millie M£i^ K'J7JU^PMI^ ?LIt±^ ^x>i|±^N 

^JU^JUII^ 'J>=fl£i^ 151^, 7VJUII 

VVfjUll^ VW>It±^ 7 0 JUltim 

&£5©#$l2jJUsl\y!&8L p< 0 >XJU^>I|±^N >XJU^>It±^N 2-

t h'P + i/1^ >XJU/1"N>I|^ ^>-tz>XJU/1-N>It^ P-KJUX>XJU 

2-f7^ b>7JU* >I£i^ ^>7 7-XJU/1N>I|J^^(>:,0^ 

^XJU/1"N>II^ ^'JU^ $ yilJ^ 

£*I£>#N ItftiQiHi: LTfcFS L < 

i^Ils ^-fbTK^Ils fillt&t/'J >!£©<£ 9 &$M£s JkXft/iL-7I|% ?K 

>Ils P< 0 >XJU/1N>I|, p-KJUx>XJU/1-N>IIS.t/^x>I|0J;9^^ 

I£«>:0i^W£>ti£o ^IbTKUSt 

o yxjisftymtos&xfo&o 
[0070] i&mmui&te, • mmmm^izti^tsym^ L < 

&7 X y -JU&d i; tc J; y ^0if 
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it, t ,) r,lAiltsE07)1/t ,JkC-1, t)1/1A1-1, 7 ,,,IAVIii-sE 

07)14V) ±ffikC-1, 	77)1/Z=r,ixik, 	7 	=,,i,.±1, 	-1 /435 6(,:.-_(, )< 	)1. 

7Z A-1, 	:'))<)1. 7Z 	1-1Z, 	i)1/ 7-i-Z 	1-1a, 	:')i)1/ 7-/Z Jam, 	I-I) )< 

)1/ 7-1 Z 	i-11" 	I- ')i)1/ 7-1 Z 	i-1„ 	5-  I-7)< 	J1.7' J=r,iAlia, 	5- 1,  

7i)1/ 7-i=r,1Ait, 	Ei):')1-1, 	1'°a') 	1-la, 	i ,  9 ' )—)L,7 ..-Zirn, 

ig j — )1,7 7 ..-zila, 	p)ig i —A/7Z 	1-1Z„ 	I-') ZL Ki=i*:>)< 

)1/7Z i )< , ±1, 	E/H):')1-1a, 	E/7 	J am, 	:'):>1=1/\*:>)1.-Tiz 

it, 	N, 	N —:)/:')/1/II, 	77 -.-Z 	1-11-SE0DVC-raairn. 	77 /1/*= 

illi. 	I) 	it. A-J1/=ititsEa)±111aft77 Z iRittsEet1641,Ze, 

a.' 41.66:.-_I3itZ:54-0-so. ZAN-WEL L --C PT 	L < (,, t I- ') r, L., 	t ') ¶ 

.1A, 	t )I.:> ,  , .1A, 	i,  9 ' ) —)1/ 7  - 1  :- Z 	at i e I- ,) 	L Ki=i*:> )< 	)1/ 7-1  Z i )< 5' 

L 0)11-Miketi 6 tt.Z. 	-1 /435 66:.-..PT 	L < (,, 	t I-') r, IA, 	t ,) ,,IA)krie 

I-') ZL Ki=1*)< 	)1/ 7-1:-Z i )< 5' 	L19)11-)iiiiik-CZ. 

[0071] -:s 6 6:.:*RIEIJIlEatW8 IRIta))fakL L-C t qlEll L14 Z. *HMS t:4 

111 -1 /4354-LZ111,7,-  1-gMlillti 	L (,, gN (*RP] lz 80•Z, 	A ( I ) RtA 

I 	I ) OfEat 	tct-t.  41.6 VI) LgPlt:.-..ct (,)):M:354-LZO/7 tsiE*RIA 

04-a14K4g -zo *50)1a)HOigotcabob\b\zgPl6, ±,EgNOtt 

41g3t,htM.V.-t.T, VA*-4/gt:.-_,!,-74:54-LzgP1--ezz: LePT 	Loc.

• 

	LA 

7̀ „1‘.gPla)IN L L --C 1, , 	*, 	)< 5' i —J1., 	'5' ) —J1., 	il, 	1 ) l —)i. 

, 	7° CI El, i'7') 	—)I/, EFRi)143zziel'FRI)1/eti 641.Z e, 	a' 'L 

61,:.:Iiit/f -.354-Ltso. gWflirtto)tcoba)gPIL L -C, PTA L <1, , 7K '5' i 

—A/aril/FR' 	)1/e 	l,1 6 t.Z. 

[0072] *RHAME-alt (I) 	t.,1- t 	(I 	I) 6Ori0)516:.-_,It-D -c, Mir44/g6: 

,!,-7e-s-:5 tt. Z #EI12tK 	Ma L tcE31aMt, IN A_ ati-ILI (8,1Mi-', 	7 4 )1/11, a — 

5-  4 	"tri' -A-v) , AU, MAALI, 	t 7°-t)i.pi, 	(v7 1-)J .7°-t)1,-g-t,  

) , 	APJ, 	AAIJ, 	, ALI, 	4RALI, 	i=i— i 	JALI, 	1)=,< J1-ALI, 	iv.7°Ali 

, 	Eilx*ALI, ,i611-PJ, 	WitAIJ, 	SNP], 	KALI, 	g)PRIIRM-IIIAIJ, APJ, 	,) — 

AM, 	i 7 Vs —)1/ALI, 	4 )I. 7 v t —ALI ts Ls, 	gl=101g 	t'c64-rgi=i0ig6:.-_- 

y* vri¥v 

-uo vn¥is K\mm vn¥»^M< wm v 

ri^0£/r,v H </-n sp§< E^-D sr« s ( 
cfs) vnvn¥^Mi Kmm v (Qg2®/><y + 

-cvir>£ wn) nmpm$ 
2m^mm (ID (D ^00] 

0 % u <b p *!#•1 (S: x 11 Eg ja ¥1 r-
^£x v?i>n^±$ vxn?mmcDc#y.mmmm MW£^ri<5 
1*2 vir-c fi.£<i0qm0£ v 

ir-c fi/Ki^x vir-^£x ^(-r^yc 

m in^ng^ 
G^<2>M§£§T O<2r4¥dm^^°li0) 

(wmz'pwzw&i}® (1 1 
) £:pix (D ^ m*) mm v?i^? mmmmi 

°2#n Et^il [LZ.00] 

£ * r rn 

Mvc-fi^ vv6fH-A v?i >n £i$n<5 £ 

6 * r Z\Y. (\ H £x Vv6^irc£ Vv 
or,q: vv6rH-A 

$tcm%*fCDp&m<4=ir£ Km<an vm 
^^<i^xir^/:v^-N 'N vm 

<>zir<^N/in£<*/$ vWF<.<*f,v^ 

^/^•.Hq^fiH v VWF< £x f, H vm< ^1f-^ £x/$ 
vm< ^ir-^ £x v^r< r, vmv6-i<^ir^x^ 

H ^ ^ v ^F^^ir^if, H 

*M v^f<>zir^x ft 

ir^£iii<5£ vmv6-£ifZ vmM¥l£Tfi ¥ir^<2> 
vmv6<^ro: vmM¥fi¥ir^a>;?#mvc.n^ vm 

I66ISO/ZIOZdf/X3d 83 mZOI/ZIOZ OAV 
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[0073] 

. 	 

*RBA tali OtklIt:111 0 6 tvt t cIZ 0 Mir4-Vg t: gi-7e-s-1/435 tt.Z#E112tK L L, --C l,  

IIAIJ AU L I., -c 1API aA-f2V 	Z o 1, ,RICE112tKItNe 	ti 6 tt., IN AiS 

ffnIALI t:.-.. 8 0.  ZPCf01_1, M RAU, eam, AAA] ; AltIIALI t:.-.. 8 0-  Z gAli 

glig A fOi AIL EVLAIJ. 	 11L,AIJ. Wili-AIJ„:,:&I'CLAIJts.E iY. 	(16 tt.Z. 

V-z-_-, 	;05 t:.-.. Z 1.; -c. 	A* a) fi NM, 	tiMILAIJ, 	tAIJ. 	-11-gALI, 	PR*AIJ, 

MAIALItsEoViultC,110Z z: L t) -- 	Z. 

[0074] IIIMALI L ij-ct, IN A_ tSK8, , n8A, 	D -7 J = 	-J1., 52 	70  J, a - 

'91  - 	, en! --t )1/1=1- 	. t5IN AVE iT 4 WS E/3 	6f 6 41.Z. 

[0075] MRAIJ L L, --C l,, IN AiST-77  ,) 	n'3r7 	r, IA, 	5- 7") 	n'3')J)l. 

'7 L., 	,9')1., 	a i=i-( 1)ti-sEel,164-t.Z. 

[0076] eam L l,--Ct, RA_ aein-t)1/ 1=1 - 	, nit D — 7 	= I- -)k 52* 

I-') J, 	L K 1=1 * :> 7c=i E)1.-t )I. 1=1 - 	, 	I K 1=1 *:> 7°1=1 EA. )< 	)1/ -t)i. 

1=1 - 	, 	7J1') E=)1/ Ei=i ') K J. 	52 	70 , 	:> 	x,f,, 	-ff7 	, 	)( 	)1.-t)i. 

1=1 - 	, 	t)i.t*)< 	)1.-t)1/ 1=1 -J-  I- I) r, A ts Eetls 6 tt.Z. 

[0077] AAP] L L,--C l,, 	INAJS52 7°, 	t)1/7J*)( 	)1.--t)1/1=1-, 	t )I/7J 

*)< 	)1.-t)iii=i-t)1/1A, 	1=1 	)j)i.)< i=i-J-  I- MLA, 	t)1/7J 

*:>)<)1/ ,9i-J-  I- ,) ,,IA, 	L-L KI=1*71:1E/l/-t/1/ 1=1-41:Ee 

164-t.Z. 

[0078] gALIL l,--Ct, 	RA_ 6 	a41-1117.K, 	77)1.-)1., 	71:i El, 	I) l -)i., 	7 

[0079] 

1=1 1—  )1/, 	=.7 iElEI, 	I- r, 	1=1 	ElEI, 	t 1) — •Ys lEIEI td: E /3 	tf 6 tt.Z , 

MIPIEMALI L L, --C l,, 	IN A_ tS7J1 ,) i 	l, 	I) 	-)i., 	7°CI El, 	I) 

-)k 	D — 7 	= I- —)1/, z l 	fin^ i 	)1/, I'91  I -J1., 	I- I) Z 7 :-:- i )< 

5' 	, 	a VZTCI-Jl., 	I- ,) '5' i -)1/ 7-1 Z 	, gOtd-  I- ,) ,,IA, 	i 	R 

t I- I) , , Al-sEetf 641.Z . 

[0080] WEILAIJL l,--Ct, 	RA_ l,S5-77 ,) )1/ I- ,) '5' J - )1/7 Z 	, 	5 r, I) )1/0, 

Ogrd-  I- I) ,,A, 	7 	,))1/ 7-1 Z I 7°1=1 Et 	n'3r, 	l,, 	VILIE 1J)1.= 

,,IA, 	itilE -ff 1-=',1A, 	i 	5- -  j - i ,) 	Ogr'') -t I) 	. 	fsE0V-Ntft 

WO 2012/102404 29 PCT/JP2012/051991 

[0073] LT& 

s mnmtt L -cm nbtu 
>t>m •, 

, mmim, mmim, mmm, 
%tc, ttMitftL m&m, tmak mmk 
)S;H^J ft if ©gsflDt) 

[0074] 0Utf¥U!s fills D-V>-K-Jk f'>70>s P-

>X^-fs $MHzJUP-Xs £tl£0 

[0075] >#>K^U^ LT&s T^'J XT7 'J >I£;fr Jk> 

^JU7s P P-f K*> 'J £>tl£0 

[0076] OJtLTIi, 0!la.l£$MHzJUP-Xs fills D-V>-K-JUs 

X h 'J >s t: KP^>7°P tfJU-tzJUP-Xs L KP^>7°P tfJUp<f JUizJU 

P-Xs ^° 'J tf—JUtfP 'J K>s 7°>s i>aHs -tz^f>s ;*fJU-tzJU 

P-Xs * f JU-tzJUP — Xf K 'J ^ A&£ftfplf btl&o 

[0077] MiiI$lJ£ LT&s £Jk1^>p<f JUizJUP-Xs £Jk:K 

^>P< f JUizJUP —X^JU:^ AN 0 nXl3)\s* P — Xt K 'J 0 AN jjJUtf 

f )[/Xt>— f f K 'J "7 As L - t KP^>7°P tfJU-tzJUP — 7>t£if.1f 

mibtlZ* 
[0078] ^iJ^LTtis ^Jxtf>Eltffl7Ks :PJUP-Jk 7°P tfb >7*'J P-Jk V 

^pzf—Jk =f'V)is PPi/;fis Jr *)—7*W££jf^ibUZ>o 

[0079] £ LTteU M ̂  U if U >7'U P - Jk 7° P tf b > V 'J P 

-Jk D-v>-K-Jk ^ls»^>^Jk 1^7-Jk 

^>N =lbXfP-Jk K 'J JiO J-)\sT< >s j^Itf h'J^As 71 >11 

f h 'J 

[0080] SSS^J^LTtts m^Xf^'JJUh'Ji^y-JU^X ^'JJUfil 

Ilf K'J^As ^ "7 'J JUT7 $ y 7°P >Its b^>f>s ±^jb^>+fJUp-

"7 As ^b^>-tz K-^As t; Xf 7'J vit^'J-tz'J >s 
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Ali ; IN AiSt 1) E=11.711. 	— lk t') E=l1/ El=1 1) K, 	t)i.t*)( 

)1.-t)1/ 1=1—J-  I-') r, IA, 	)< 	)1.-t)1/ 1=1—, 	L Ki=i*:>)< 	)1.-t)1/ 1=1— 

, 	L Ki=1*:>i)1.-t)1/ 1=1—, 	L Ki=1*:>7°1=1E)1.-t)1/ 1=1-1-sEo0,7.1< 

ti-,437's Eetls 6 tt.Z. 

[0081] 	 KlEALIL L -c 1, , INA. al K r,70,, 	D — VA/ E I--11., itilEt I-I) r, IA 

. 	'') -t ') J, 	D — 7 	= I- —)i,ts L'eti 6 tt, zo  

[0082] WE-AIJ L L --ct, IN A_ a I) 	OM, EI/FRit, gRit, 	= 	Ritits Ls MI 

Of A ts Ls IJ 	6f6 tt, z . 

[0083] ,KrAILAIJL LT' 1, , INAJS 	)1/ 77 )1. 	—A/7's Eetls 641.Z. 

[0084] firiAIJL L -c (,, INA.tS/77J-* -,9_,.-Mgr=5-)1/ffi, 	Dm 1,9' J — 

11 / , 	/J :') 11.7'11/   	—11., 	7 	A/7 - 1  11. 	— 11 . , 	T I K 1=1EfFR. 	VA/ E 

RtS Eeti 6 tt,z. 

[0085] t-ARILAIJL L --ct, IN A_ tSAEKRZ, 7a JI/ER, 	a — I- a 7 = 1=1— 

JI/tS Eetls 641.Z. 

[0086] *ft lEIJI 1, , 	PTA L <1, M-1,11A1_1 --c 	t), 	API IDEM*Mt-e11,11 -1 /435 tvc 0  Z 

Ali ):[%T 	tt. tSliR a) Fit/f AIK < LAJEll 	Z z: L effl, INA.tS, 	i=i— 	ALI, 

I) = )< J I- ALI, 	i' V 7°A1_1, 	EiMAIJ, 	,i611-PJ, 	WitAIJ, 	SNP], 	LAIJ, 	4111S a 

IIRMIIAIJ, APJ, 	I) —1AAIJ, = 7 V— )1/AIJ, 	411.7 V t -Ali 1::1: EePTA, 

t:11J71-e 	Z. !tit:PT 	Lot a)l, 	4 )1/7 v t —ALI, 	1=1— 	JALI, 'AM 

I) —1AAIJ, 	IMITIALIts Ls-  - c 	Zc. 

[0087] *RIE1)10)AllIttLIElf,eMALU. IMEWMItTiCE11:354-LZIISID3* 

RIE1)105-̀ AtAtatsoe,#6:.-.1-3o-c -A--Zz: LeffiZo /3\b\Z3•L L 

--c (,, 	INAJS, 	7 -t i) J-\D7 4 	1=1 	1) 	5' I) 	7 v 	19),t -3 tsglE7.1< 

A ffi, 	7JwJEli, 	74 1=1 r,, 	I- I) 7-t. 	ingr I- ,) = 	)1/, 	I'M 'Y' 

)1/0)i5-)1/ffi, 	Thg, 	7J-  I) 	7ElE40) I-') 	i) -t 74 Kffi, 	-t 5' J -11. 

, 	7J-  1, 4 )1.7)1. 	)1/a)AA'R77 )1. 	)1/ffi, 	ZT 7 I) Jn'3r, 	A- 1,4 Jn'3M 

oPAR, =5' J — 11/ Ab 4 V •7°  1=1 i J — )1/1-sE07 )1, 	— )1,ffi, 	i) -t ') 

Ab 1, 	3 —1,9' J 	—)1/0)*',1577)1.—)1/ffi, 	7K 	4-r-r A-  J ;7-3t,ttAii 

WO 2012/102404 30 PCT/JP2012/051991 

M ; mti*°'J £-)\yyj\y P-Jk #'J tf^JUtfP 'J KX + 

JU-tzJUP-Xf h 'J 0 As *3- JU-tzJUP-X, t h'P+S'^f JU*tzJUP-X 

, L KP^lf JUizJUP-X, t: KP^>7°P L^Uiz JU P-X&£: ©^ITK 

[0081] LTti, mtiVK^ D —VJUtfh—Jk im'fbf K'J^A 

% /f IJ -tz 'J >N D-v>- h-JU&^^tf £tl-g>0 

[0082] iHM £: L T ti, >11^ MtilL ^iVltill&^fCDil 

W/k f<Z £ P tf b tl £ o 

[0083] LTti, mti^yXU^JUP-JU&^^tf £ti£0 

[0084] ^JM^iJ^LTti, JUlI, ^PP^7-

Jk ^VXU^JUP-Jk 7i^fJU:PJUP-Jk fLKPftSl 7JUtf> 

b tlS0 

[0085] ia^bSU £ L T ti, M PL ti^M*^ T7 X P JU tf >gt a-KP7xP-

[0086] *fgB£ti, Sft L< tiftfflSy-c&kK 

^iJM-efetitif#IS®^^te < jgfflt"£> d t ^J^tis P-va y$L 

'J - y > hgiJs A>> 7°SiJs ^*£iJs IfittSlk mtrnMs MSlk ?LSJs 

Ms 7'J-A$iJ, i^y-jugiJ, 

tc^l^-e $ £ 0 f# tc S L lN t CD tiJU^ -S!k p - *> a >#L &SU 

% 0 'J — A^J% 

[0087] ^B^0^ffi^fiM^lJti, 

z>z tifth$kz>0 L 

Tti, MPLU, 7-tz'J y^^ouo 'JX$ <J y? >y ? X^(DJ:?%:0Zjt,7k 

MMs tfsfwJs b'JTiz^y* 7i>I£h 'JifJk M£7"f 

JU^®xXf jull, 4^ ^ >J-7l^(D h 'J 7*'J "tz5K KII, -tz^ 7-JU 

, ^b^ju^jup-ju^^i^M^JUP-juli, xf:p'j>gt 

CD^E&I£, y-juw V7°PAy-JU^^^^JUP-JUII, ^'j-tz'jv 

^ 1, 3 vy^-ju^^^ji^jup-juli, 7K 
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. 	7=A- 	YT-3tttAIJ, 	t 	7J- 	YT-3t,htALI, MtW3t,htALI, 	t I) E=)i. 

E 1=1 I) K 	. 	t — tt —)1/0±1146A1J, firiALI, AMAIROIRAIJ, tARIEALI, 

t. „ 	x-1-)112tKffiet164-t.z. 

[0088] z:41.60)1E*M3L, MEA ( I ) 	t.,1- t 	( I 	I ) 	L'',4511,:lt-D -cV_LIT 

-zz:Lt:.-_,t (,), *RIEIJI0M-1,110EMWMML -zz:Leffizo 

[0089] tat (I) 	t..L- t 	(I 	I) o*RHAtoptio-A- it, _Ik4.upi1tKoeg0.0 

1i-so LlOOMIE%---eZ. 

[0090] ,gML4'i6, &64 -,1*, 4'411.— I-, AttsEt::_ct -D -ctAtsze, RA_ 

tStrEnf,OPJ L LT', 	At: 	l„ API L 1_,--M4 -ztiii-a, 	33•1E-a!tt 

(I)t.ct(I 	I) 	L 1,20. 5-15%, 	1 El 1 td: 	L,N111t:3•0---M64 -z 

z::. Le-- 	Z. 	etc, 	2 El tso I., 7 El I,: 1E1, 	&64 -zz_.- Lt,--ez. 

[0091] 4'463,t,19,"fft)tt.z a-  LePT 	Loc. lit:.-_, 	T( nff,M:3-4 ij -ct, 	*ft HA i, 

1-40M' 'ht 	l,--c• 0 Z a L 13\ 6, 	Ita)M-1,11ALIct (,J0A-t-6:.-A501Ri 

t:_-_47,11-z z: L euiR L ts Z . z: 413:: ct t,  ) , RgArAlt-APAAIJ 	n1 -  z z: L 

ts < , AJEM '7)4:: , t -D --C TRIElf$W8* -  z a-  LeuigLi-sz . X, 	ft-\'D 

FAV),TRIEM--etictsrp111,Lts -D -coze, *RIEIJI0M-1,11trEnfirAPJ, 

fl=ittArlF,1 1 — 2 A 1344'4 -  z z: L6:.-_,t (,), 	L'oetsftAblizMii<'z: 

Le-  - c' 	Z . z: OetS):01-  C*RIEIJI a) AllIttLIElffirgALIfinA4 - Z . 

RI3A050JA 

[0092] tkiNti-LnforA-3t,tt -zti-LnfogAlitikiitt -za- Le-- t.c. 	etc, 

RHAIL-attvTtmatt:3-4 Loats5-thm 	l,--c• 0 Z a' L /3\ 6, ,Itii4oe 

EINT -DtcffingimAllItsAlllotAffinfaMPlAza- L -etc. 

[00931 a' tt.t:.:ct (,),It411=14'40ti-EAMALI---elT11. Lts 'D --C.  kiN Z . 	Azt$H4lF1,11. 

11±13 	.V., 	RAJML46:.-_,t ziTilifF1,11111i1-- , 	4N0MALICIR111 1, -c• o zU,  R 

to 	z AtttAb ,,,gfmttu.-_t TR nom8oeui g Lts -D tc . 

RIEIAAJA-4-6t.c.-.601RAMM 

[0094] *ft 1E1)10A ( I ) 8 ct rfA ( I 	I ) 	tc (, - 4-t. 6 oi-=, INAJSJ-;t-Foa 

ZA--e -.354-t.z5Itctz:tt.t:.-_it Utc_- 517`sEt:.-_,t (,J14641.z. 	J,;t -F a) >4 

WO 2012/102404 31 PCT/JP2012/051991 

&Ms bti%o 
[0088] d*i£©ffi£/£#^ fulEit (I) (II) 

-$-z> z. tiz£ vs *mn(Dwm(Dmmm^zm&t& z t&&%z0 

[0089] it-sty (i) s/cti (ID mm^0.0 

i&^ Li00ttM%"efe^o 

[0090] &^U-k 

/SAKttU W<M3Mbl§r^ 
( I ) ( I I ) £ LT0. 5-15%N 1 0 1 

ZtifX'^%o titz, 20T^INU7 0tC 1 UK 

[0091] £-5ttji0ftta*i.5 Li\ mz, R&mzttLTte, 

dtuc^y, 

&<s ftffl©^KJ:oTma$£££*t-£££rf>Mtg£&£o X, 
j&iktf JK as-m A $ &FPM 1>\ aM$y ̂  

1 ~2jir^-^-ri)c:i:^j;y, 

ttfuzzo e©iwit^i©^fflsaii§ijttf^i^iTi)o 

S&EoSM 
[0092] %tc, * 

sit-e nb 1 tc m a ii iz ©st JK a ®J £ mi&t z> z t v $ tc0 

[0093] n^isim 

14© $> & iz t, m a J® AMti tta? tc0 

%>tctf)(DM.&.(D:}&M. 

[0094] *fP£©5fc (I) (M) Sfcliftie>©^li, 0lJa.fcm~F©J5 
ti£;£;££fcte£tucig i;tzfilktSi£iz<£ y ?#£ti£o J£TF©HI 
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t:.-.. -t- O2lIa71 -7Y, 	41=1:1101E-altaA-2-'41, 44,1ELFASt.71 -0 

tc, 	A ( I 	I ) 6 —g310ffloca07trz.it,iqrz.-CV,), 	A ( I 	I ) l, A 

I ) 	LP]alz_lkai---eZ z: Lb\ 6, 	**--etA ( I ) 	t:.-_ --CtAIIJIZo 

[0095] —j 	(I) --e -,3_41.Z2-(1FI-E7V—)1.-.1-4)1.)7 z I — 11/034.12tKt, 

*-1a 1 (,:.:71 - 	511,:.= ck .D --C-  a N 7 Z z: Le-  - e 	Z0 	ts8, 	*—_i_,. 1 iti, 

PEW' P' 67.KAtc_- 6iLAtcl:qiiial.„ Wi\i=iittcl, ifAl-sti=i 

J on 	l,, 	Nr6azt:.-..)Ell1,`tcommot-r7J--... *HMS*, 	1-ift 

1-s7Ji=i 	OgrLi 	L (,, 	7J1=10tcl, t1=1 in'3ri5-)1/ -c. 

CIELli 

.x--1-,, 1 

Re 	 R, 
R7 	NH2 	vy.,,rit 	R7 	NEN Ye  * 	

00 

 

Re 	OP Re 	OP 	,...,.......1 	

..4„

i 	 R2  
R 	

R2  

	

R5 	 Re 	H 	Re 	RI  R5 	 ,,,. 	
--- 

Re 	
Re' . Re 	— (II 18) 	 (MI) 	 R7 	N- 

NH= 	 N. QTR, 	Poems 	R, 	N.,4" 	1 

	

1110 	NH2 	0 	0 	R7  

Re 	 R, pr 	 Re 	OP 	

„

I 

	 • 

R5 	 Ft, 	OP 	 Rg 	OH 
R7 	X 	NR2NHP' 	R7 Ai N-NH2 	

Rs 	 R5 "

I 

	
pantos 

 

Re 	OP 	 Re 	411111kP  OP 	 (V) 	 (VI) 	 (I) 
R5 	 R5  

(111b) 	 (IV17) 

Ra 	R2  

HN ' 

[0096] 2-It K 1=1*:>7= I) 	,i734.12tK (IIIa) 	7-z-_- 6-t. 0)±g75`6:')77 `i=r,lx1La 

(IVa) VIEli L -C L K7:'),1734.12tK (V) 	V-z-_- t-Z.0)±11V4IZat, Org 

anic Synthesis Collective Volume 	1, 	p. 	442-445, 	J.Org.Chem., 	214, 	p 

.394-399, 	1956*, W02007/083320, 	US6852890(ZEik,o3 	(::_it 12 t 

[0097] :'J -7Vs1Eag.31, , AEMMOV) r,11., AEMRt/l.:>r,./A, AEMOgd5, AEMR 

t I- I) r, IA, AEMR/ 'J r, A tcl: EaAEMRYE, = I- 1=1 	)1/0,R 	tctAEMR 

i)1/, AEMR 4 v 7 Z )1/, AEMR-( v 1)1/, AEMR-f v 7°CI EA., AEM 

tert-1/1/, AEMR1-1-1/1., AEMR11-7°1=IEJI/tSEIDAEMRIT-)1/44: 

R-r V 7 Z )I., AfMRtert-1/1/,'SEIDAEMRIT-J1/ 75 ,1641.Z0 

[0098] qmacEllort'i'a, liqiiii-;01-a)Tf'1'--e3t,httst a)--ett3Sq--et ct 

WO 2012/102404 32 PCT/JP2012/051991 

tcs ss (i i) ss (i i) ( 
i) (i) izxmmt&o 

[0095] -m# (I) X 

^r-A HC^t-^";itCd:^T-^J55ct"-g)C^^-e$-g)o &fc\ X + -A1^ 

pRtf p' &7KH£tcjg^U x&/\ p ?y%tc• 

>I£S£^U r;g^ 

&/1?P>I£J dfp fcteJtfp >|I7TJU£H1~0 

[0096] 2-t KP^^T7-1; (IHa) ;£ /c ti ̂  ®^AN bV~7 V— 0 A-fbn" 

$1 (IVa) (V) ©&£?#£>Org 

anic Synthesis CoLLective VoLume 1, p. 442-445, J. Org. Chem., 21#, p 

.394-399, 1956^, WO2007/083320, US6852890tC§Ei6<OT;£tC^ 

RTti"e&£o 

[0097] V7V\tK^z, rn.mw.-h U 7AS MIIIS, MII 
MIIAu ^A/J;£(Dwmw&s - Kp*s)\,mktztzte.wmw 

xfJk MSHVT^Jk MgH7 7"fJk MgH7 7°PtfJk ffiflB 

litert-7"f Jk Ml£n-7"f Jk Ml£n-7°P tfJUftiffflliHiXjJU& 

Wmmi- h'J^A, S/ctiM 
II^T V^^Jk M5lii£tert-;/f JU&«Jf©MJiliiili7.7LJl/A^tf £tl£>0 

[0098] J; 

[<ft4] 

A i 

R7-

FV 
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<, 	P 8,t *OP' 	L i., --ctiNAis )( 	)I,a, 	4 V 7°D EA/a, 	7 1) )1,a, 	ter 

t-1 	)1,a, 	)<!-*)<)1/a, 	)<)1/ 7J- )<)1,a, 	, )1/a)3zrie9-7 

I) ji.)< 	)1/afsE07)1,*)1/a, 	t,c_- (, Lc'ii=i-()i/a)krie`l-fji/a 

fse0)77 )1/a, 	t.,:- t 	p — Hi.' 	)1/*=)1/a1 tie)< '9 J ZJI.t=JI.a 

fsea))1,*=)1/aeti64-Lze, LA-L66:Fitz-.354-Lztay-e6v'so. PT 

LoqgiaL L-ct, 	)< 	)l/a, 	p-1-)1,i)1,*=)1/aave)<,9,  

)1,*=)1/aeti64-t.z. 

[0099] 

	

7ViLazt:.-illozi,-it:Azoil, 2-L K 1=1*:>7= I) 	,i734.12tK (IIIa) 

t:.-.14 l„ 	1 --10 	il ePT 	L < , 	1 -3 iiect (,)pT 	lj ki \ 0  

[0100] _hg,a7ViLazt, AEMRYECEHort'i'-a. 7.K. 7.KLIEVAlia-eMfil 

-fttc_- -V-MI, IN AiS )( '9 ) -)k ig ) -J1,, 2-7c =iii- )1,, glIFR, 

I-') - 7 )1 / 7J - 1=1M, 	5-  I- 7 L K 1=17 7 	, 	1, 4-7t*It 	, 	)1/7J)1.1.1. 

7z KEzve)<)1.)1.** 	KCElloza-  Le- Zo -1 /435 6t.z..a.' 41.60g 

PltZ'Afn -1 /435 -ft -cjEil oz a-  L t -e 	zo PT 	L < t7.1<, 7.1<-)< g) —MIDI 

, 7.I<-)< 5' 1 —)1/-EIFOgaa-Yeti 6 tt. z 0 -1 /435 6 izaw-ez 7=') 	1,734.11 

V741174,htV4q l„ 	tc_- , arit-Ai --effMRtl;-.35 -tztco-e5, 	-TiNilLa 

t‘toMtAft-F--e,/fft-)41,zo  jEllozOM L -ct, YER, k1E7EAR, KR, 

MR, I'M, 	I-') 7)1,7 1=IEMarf') 	0,3rei,ls 6 tt.zo PTA L < ti-ViR, 

El/Mare I-') 7 )1/7J- i=ifilFgre 	z 0 	-1 /435 66:.-. i, 	z: tt. 6 ongrggPILniarME11 

[0101] _Ega:'J -7,11EaFt‘t, ffHimRi5-)1/cEllortii-a, 	)< ,9,  I -J1., 	i,9' i 

-)k )<I-*:>i ,  9 ' i -)k il-*:>i ,  9 ' i -)k 1-7c =iii -)I., 2-7°D 

ii-)1., 	1-15' I -J1., 2-1 5' I -JI.R.02-)< 3 )1.-2- 7°1=1 i 	J -)1/0) ck -3 

ts7)1.—)1/ffi, 	:')i)i/i-5-)1., 	: ' J 4 V •7°  1=1 EJI/ 1 -5-A/, 5-  F 7 L K 

1=1 7 7 	, 	)( 	)1.-tert-7JI/I-5-)1/, 	:')7 i=11/I-5-JI/R.01,4-:')A- 

*Ita),t -31-si-5-)1/11, 	Ogrb< 	)1/, Ei/FR =3J1,, Ei/FR .7°  1=1 E J I/ a 

veliFRI)1,10,t -3 fsglimi5-)1,ffi, 	N, N- :'J)( 	)1/*/1/./A 7 Z K, 	N, N- 

)< 	)1/7-t 51  z K, 	N-)< 	JI/E1=1 ') 113zrie)<)1.)1.**:>K0),t)tcl: 

WO 2012/102404 33 PCT/JP2012/051991 

<, t JUg, -f7 7°PL0JUg, ^'JJUg, ter 

t-y'^JI/Ss J* K J* fJUgN ^ ^ ^ VXUSS.t/9-77 

>x 'JJUP<fjugftif©:pju^jug, £fclitfAP-f JUg&ox>WJUS 

&£f©j7*>JUgN Sfctep- KJUx>XJU/1-N-JUS^t/p< * >XJU/1N-JUS 

&£f©xju*=jugtfptf cti^tc^^^ti^:fc©"e^^iN0 iff 

;*fJUg, p - KJUx>XJU/1-N-JUSS.t/p< * >x 

JU*~ JUg#plf £>tl£0 

[0099] ^V^bJ^UCffll^^©*^ 2-t KP^^T7-1; (Ilia) 

KttU 1~10^M7W£L<N 1~3^1i)U^fSLl\ 

[0100] ilEv^Vlb^jStis TKS 7K^{iS©Sy^T-;Fbffl 
0!la.l£**y-Jk x*y-Jk 2-7°P Ay —Jk Mis 

K'J7JU^PMI, 7h7kh'P77X y^fJUdxJUA 

T7$ K&tJWf JU7JU*^> 

7X-p<^y-JU;Fb^ 

, TK-P< * y — ju-Mt^W^tf ̂ ti-So 3 ^tcSKT-fe-ST7— u 

©5§fl?1f£5££U %tc, V7V'fbJ5 

i^gt ^bTKUSt Mt 

mm, mm, W7Mummjkwymi?mibtiz>0 »su<i« 
mMJkZf h 'J 7 JU^ PMlT-fe£0 3 £ K d ft £©!£&;#££^SteTteffl 

[0101] ±§Ey>x/<fbJ5J^ iMi^f JU^ffliN^il^ p<^y-Jk x^y 

—Jk P< h^>x^ y — Jk xh+t/x^y-Jk i-7°pAy—jk 2-7°P 

Ay-Jk 1-7"^ y-Jk 2-7"^ y-JU&t/2-p<f JU-2-7°PAy-JU©d:9 

T^/'JUP— JU*I% ^x-fJUx —-f Jk yy V 7°P tfJUx — f Jk f K ^ tl K 

P7^X JU-tert-7"f JUx-f Jk ^7 x - jux-f JU&OM, 4-:y;7^ 

^^t>©J;9&x-f JU^;#£g, M|p<fJk MlxfJk Ml7°PtfJUS. 

t/Ml7"f JU©d:9^M|xXf JUlI, N,N-^p<f JU/1-NJUAT7^ K\ N,N-$/ 

^fJU^-tz^^ K\ N-^fJUtfP'J JUTJU*^ K©<£9& 
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4-r7°1=11-tt8W, 	i=11=1)< ,9', 	i=ii=i7J)1.1.0yzvei,2-1=11=iig 

fsEa)/\1=0274PICEllozz:Le- Z. -5 6(zz-'41, 60%74WtVA 

flil -,3_ .-t-C1E111,\Za.'LtT,Z. 	PTL<1,)<'91)—)1., 	i ,  9 ' ) — ll/Rrfiq 

J —)1/-i)1/i-5-)1.0)MATZ. 

[0102] ±2 	7 viLazogift (,, ffmnesicEllortga, ffHimmi5-)1,cEll 

ortgaoet 6.-C-D-Ct-5000-50°C751T 	L <, -30°C-10t07rm-e7 

--)a-  Lect(,)pTt.,k,\. 	-1 /43s 66:.:PT 	I., < 6-10°C/J\ 65°C0AITZ. 

[0103] ±27-1 `liEalt‘t, aN, aritA-Itt:.-_,t(,)Atsze, 53/3\612Hirbl, A 

[0104] ±,E7ViLaVarria), aNV&E'l.tVtit:FitZ:stLfski\e, 0.1mm-1om 

oe,# --Cff -) a' Le -- Z. PTA I., < 6, imm—ume,# ---ezo  

[0105] :-;7\i=r,./AIL-at (IVa) 75\6 L K7:')E,734.12tK (V) /a)ATut:.-_ --Do -c 

(,, 1-11EM—Xtz: 6-t.  071<RM, AEKRZI, ANAR7IKAZ, AE7J- 

gm 	t') 767s=)1,* 	4 	i-sECEIlk,\zz.: Le-  - - e ,z (Organic S 

ynt hes i s Collective Volume 	1, 	p. 442-445, 	J. Org. Chem. , 214, p. 394-399,1 

956*, 	W02007/083320, 	U56852890, 	U52007/0105866, 	J. Am. Chem. Soc. , 	92 	 

, 	P. 853-859, 	1970*) . PT A L < 6±-11EM—X, 	AE7J- Riti, 	t.,1- 1,  

NARZICE110Z51--ez. 

[0106] ±,ENTcaFt‘t, 	-TiviLazt:.-..ivv_ ,ff -)z_.- LeUiR-ez. 	-1-s1--) 

t—aalgt:.----Zi-s7V=r,IAIL-at*-AIN-zz: Li's < , azarm:.-..m 

Tait'Az)inA., 	t I., < 1, ATc,!,it'Mog',4-Yrri t:.-.. 	7 viLazi-YmA.za.- Lt:.-.. 

ct (,) L K7 1,73414 (V) 	t.,:(, -t. a)±1 -a -z a.- Leuig --ez. 

[0107] ±,ENTuALIVEL L -ct, 	-‘i-R. -z77\i=r,IAIL-altt:.-.14t.„ 	1- 30 

/31T 	I., < , 	1-10 12e-1 /43s 66:.-..PT 	LO. 

[0108] -hENcaZt:10E11:354-1.ZgPlt, 	7 viLazt::_nlo6tLzgPILITA- 

--etct<, etc, LARia)in -za.- LtUiR--eze, 	-TiViLaFt‘LP1---e 

Zi31T 	Loc. 

[0109] ±,ENTuazogail.t. sm7cAlioaffi6::_ct -D -ctxtsze, -50°C-120°C 

WO 2012/102404 34 PCT/JP2012/051991 

#7°P h VI • pp< ^ X 0 • n7isJ\sARZ?],2-W • Px^ > 

U S-Jis, x^y-ju&t/x^ 

y — JU-yxfJUx — f JU®;Jb/S"C1fe'i>o 

[0102] ±§Ey>y<ftj^©^jt&, 

L<^ -30°C~10°C0^-etT 

9 Ztif£ y $?£ Ll\c 3 L < ^-10oC^^5oC®^-efe^)o 

[0103] ±iEy>x/'fbj5^^ sit Kfc0kmz&vmti:2>tf> 5^£>i20m m 
^&30tP^F<3 £ Z. 11f%l^o 

[0104] ±IE^77x/'fbJ5^^a), 0.1mM~10M 

C0l5EI"Trt:T9 d lmM~lM®igg|"Tr&'g>o 

[0105] VTV-OAit^ (IVa) h'7i/'^lft: (V) 

Wk. Stcte K 'J 7X-JU/1NX7-T (Organic S 

ynthesis CoLLective VoLume 1, p.442-445% J. Org. Chem., 21 #, p. 394-399,1 

956^N WO2007/083320, US6852890, US2007/0105866, J. Am. Chem. Soc., 92# 

, p. 853-859, 197030 0 fcf 3; L < testis-XX\ Sfctt 

MtfZMIk £ & "C £> £ „ 

[0106] ±§EJI^J5J&;tt, ¥Tx/fcJxJfclZZl$ffi$fi? ZttfRlffi-e&Zo T&£> 

jt^MtthUz-s t L< ci t iz 

«tybh'7^>iift: (v) £fztt*<Dik%'&f&T&Z£i!)<?Iife-e$>&o 

[0107] ±IEM^IJ©M^ LTti, ttfcTZiSTV^OAit'&mzttU 1~30^M 

«L<, 1~10^M#3 IA\, 

[0108] vyvitKfcsizm^btizmmtm-
s/c, jggiiiJD-r-sci^tiRrti'efe-sA^ y;py<bj5j&;£ii--c 

£>£>£#$?£ IA\> 

[0109] _hHEM7t;SJ^AC0/m^tiN M7u£!J6DSi*I^cfc o -50°C~120°C 
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751T l., < , 	-10t —70t 0 r'Fil ""C"ff -3 a'. L e ck t') PTA L 00 	-%3— 61,:=PT 	L < l, 

-10°C75\630°C0AITZ 0  

[0110] L K7:')E,734.12tK (V) 	V-z-_- 6-t- 01156, tat (iiib) 75\ 6:-;7v=r,./A 

1I (IVa) vui LtSANT-E`i - Z a' L tUi R--C'Zc. V-StptiLat ( 

IIIb) iLA 7̀ cdtP10)4/±-F, 	t L< 64-ry/I-F, 	I K7:')V-z-_- (, P' 	T 

qiiitg-t.tc_- L K7:LaTit.3-%3_ -ftZ a'. L (,:.= „b .D -Ct L K7:')E,734.12tK (V) 

[0111] 

tz-_- t-t- 0115.V4Z a'. LeT ,Z,,, 

7 z =)1/E7V—)1/734-12tK (VI) 617a6:.=.1E-alt (Mb) 	i7`sftO) 

4/±T, t L< t4-r/v±-F, ifti-sE7v—)1,Lazt -tzz._-.Lt:.-_„LD -ct 

-

# 

-Za'Le-- Zo 

[0112] qma P' 	VIii-a Lk- L K7:')CE111,\Zt'i'a, Ilqiiii-;01-0)Tf'i'T3t 

fttSt 0)-Ct13S47 -Ct ct <, 	P' 	L 1, --CtiNAJS)< 1-*t)i,t=)1,a, 

i 1,*:> t)i,t=)1,a, tert-11-*:>t)i,t=)i,a, , % :-;)1,7J-*:>t)i,t 

=)i,v-sea)7)1,*)1,7J- *:>t)i,t=)1,a, 	7-z-_-(,L0/1=1 4 )1,aave 	v 

4 )1,ats ea)7 	)1,a, 	tc i, 	p - Hi.' J ZJI.t=JL.a&ZT)( 5' 	)1,* 

=)1,atsea))1,*=)1,aeti 64-L7e, 	a.' 41.61,:.:FIT7f:354-LZ ,0)Z6 td: 

ki N o PT 	l., oqma L 1., --C. t, 	t-Vs l* 	t )1/ 7J=)1/aetf 641.Z0 

[0113] tat (iiib) we/ \ mit Ja)tiii-at:.-_t, 	Or ganic Letters 	Vol. 3, 	p.38 

03-3805, 2001* 	J. Org. Chem. , 	724, 	p . 6190-6199, 	2007*, 	J. Org. Chem. 

704, 	p 5164-5173, 2005*(ZENt,tql.tc: 	516:.-_it 12 -C-41-0-  Z a'. L 7`ii -g 

--CZ„, tat (iiib) oxeti=LAgmtgat:.-_(,, Bioorg. Med. Chem. 	Let 

t. 184, 	p. 4438-4441, 	2008*6:.= 2 a -%3_ 4- t. tc: 	a t:.-.. it t; --c -Aro-  z z._-. L 75 ,- 

[0114] ±,E0azt:.- EHOZ L K7 :')J 	tz-_- 6 	P' T1 iii -%_ 41.k-  L K7 :'J 	, 	t L < 

6E7 NI —)1/Vit, tat olio t:3-4 L. 1 —30 12/31T 	L <, 1-5 12 

/ 	61,:.:PT 	LOO  

[0115] ±20aZ6::_iLALtcgM, aNA"aZA- Itt::_cLD -CtAfSZe, N,N-:'J 

)1/*/1/1,:77 Z K, 	N,N-:'J)( 	)1/ 7-1-t 51  Z K, 	N-)( 	)1/E1=1') 1, 	:'j)< 

WO 2012/102404 35 PCT/JP2012/051991 

-l0°C~70°C0PEmT9 ysfs Li\ 

-10°C^^30°C0^-efe-g)o 

[0110] k (v) (Illb) frbVTV-^Jx 

it-Styi (iva) L^T-^j$i-£££:&qrt£-'e&£o l~ftt>"Mb^ ( 

nib) kh'r^J/cttP' T? 

&m-zntc£F=7*;>tfcfc-z-&zz.tiz£?T*,£\!=7*;>m&fo (v) s 

[0111] 7x-jut°^v-juif^ (VI) &|W|*mc<fbi^] (iiib) £ig^&M&© 

[0112] ffiiiP' ^L/ct: 

©"C&tUi^Rl'Cti J: < s P' £ LTl£®lx.l£^ JUSs 

X S^r$/^jJl/d\- JUSN tert-7" JUS, 

-JUg& if© T)V5rM Jl/df - Jl/Ss £ tz te tfA' • -f JUS&t/^ >x/ 

-f Sfclip- Kjuxyxju/I-N-Jus^t/^ ̂  >XJU/1N 

-) u S ft if © X J U Jtfx - J U S if P If £ tl £ N d tl £ IC n £ 3 tl £ t, ©T? ti & 

l\ SfS LlMSilSi: LTteu t-7" K£>ti£0 

[0113] (IHb) ©X^/NP^ >©£§•" Organic Letters VoL.3% p. 38 

03-3805, 2001 ̂  J. Org. Chem. N 72#% p. 6190-6199, 2007^N J. Org. Chem. 

, 70#, p 5164-5173, 2005^C§Ei63 tltcHmzm ̂ T^Stef Z Z t tfqTtg 

T'fe'So (IHb) ©XA**J\P >MCDtMc3 Bioorg. Med. Chem. Let 

t. 18#, p. 4438-4441N 2008^K§E*63ftfc;££Kig CI i: RT 

ffiV&Z o 

[0114] ±§E©J^4Cffl^£L P^V>£tcttP'r-mnZtltct h'7^X tL< 

&L°^V-JU©M^ Ibl^KHIbKcttU 1~30^M^?SL<^ 1~5^M 

#3 biz#? £ IA\> 

[0115] ±IE©J5^tC^L/c;m^ N,N-^ 

*3-J\sMA7$ K\ N,N-^p<fK\ N-^fJUtfP'J KX *J* 



WO 2012/102404 
	

36 
	

PCT/JP2012/051991 

JI/J1/**:> K, 	)1/7J7 	, 	77-t 1= F ') AR.07°1=1E7f= F ')/1/0),t 

--)ts4-r7°1=1 1-ft'74P1, 	1,4-7f*It, 	1,2-)< 	..I'91 J3zr1e1,2- 

1 	..I'91 07,,V) ,-SI-5-)1/ 74P1, 	1=11=17J)1.1.1., 	1, 2-1=i i=iiq 

i. 	1,1,2,2-5- I7 	i=i i=ii,9' 	)3z.0e1,1,1-1 	1) 	1=1 i=ii , a)ck -3 ts/ \i=i 

i72 '74PIel,164-t.Zez_.'41.1,:.-.FIt/f -.3stt.Zta)--etV-soc. 	-1 /43s6t:.-..a.- 41.6a) 

gpltVAti-,3s -t-rjElloza.- Lt-- Z. aReal4Koviat:.-..t, gP1 

JE11k,\P,:.-_aFt\ -.3s -tZa.'LtUiR--eZ. 	PTI,<1, , 	N, N-)< 	)1/7J)1/1-x 7 

Z K, N-)< 	)1. ED') K J, 	7°1=1E7f= P) /I., 	)1.)1/**:> KCE11 

0 Z75`„T gPI-eag.3 ,/ff -3 z.: L -eZ. 

[0116] 

	

±20)aTit.74::_t, 	tlilAbi7:')r,11.0)±10)1t,, 	$111 	7-z-_- 1, 7:';,, ix t-c_LA 	ts 

gE1i1gE11-,3s -ttcto)VIIPrit L<1, 1E*12,1AJ-;LEJEllo -cql,11 -Za.' L 

e-e _Z,, 	--a)Fg, 	1,4-7-iifEi=1[2,2,217J- , 	1,8-7-ilfE 

1=1[5,4,0] ,,52-t, 	E1):, 	 L°') 

tea, 	tert-11*:>t ') r,./A, 	tert-11*:>t 	')r,-/A, 	i-z-_- (, 'OggrOJ ') 

r,-ZA, 	'OR-tix, 	') %g 	a.' LePT 

1,00 	ct t') PTA 1, <1, E'):), 	gggrOJ ') r,lx, 	'OR-tr,11., 	1) iggroj I) 

r,lAtsE--eZ. 

[0117] gE41L 1,--CiLAtstot, 	I-') 1 	)1 / 7J 	7 4 i, 	I-') 7 i=)1/- 	7 

4 J, 	N-)<)i.n:>, 	N,N-:'J)<)1. ,):>, 	1,2-:')77 Z):>1=1/•* 

lt, 	1,10-7it1=1') 	Ei734.17tK, 	8-D')')>'.. 	E' ,) 	g'3V3z 

rie2, 2' -EE') 	J 1-sLsel,164-t.Zez_.'41.61,:.-..FIT-Z-1 /43stt.Zta)--etV'soc. 	PT 

1,<1,, 	N,N-:'J)<)1. ,):>, 	1,2-:')77 Z):>1=1,N*It, 	8-L K1=1 

**) I) --eZc. 

[0118] 'PIRO*, t') I31, 	'') a —)1/ 7̀ SEA))1:1 -ZL, _Egaoav:.-_poli 

M4A_Zz.z • LeZc. 

[0119] tat(iiiwoxeti=ipottia, 9,-,utc_- taMartAit:.-..LAik-ov_ 

3tAti•zi. 	--ePTAiM4A_Z  

[0120] _EgaoartAvaim, allomffi, ImIa),:,:KAbaffit:.-_,t-D-ctxtsze 

WO 2012/102404 36 PCT/JP2012/051991 

f JUTJU*^ K\ TJU/I^X Th K- h 'J )\yRXf 7°• K 'J JU® J: 

9&#7°P 1,2-^p< h^>x^>&OM,2-y 

x h^x^ >® <£ 9&x —f JU3l;#£gN 0 UU /1NJUAN 1,2-^^PPX^ 

>N 1,1,2,2—f h7^PPX^>M1,1,1-h 'J ^PPi^XDi^ftAP 

£ti£;6<e:tucl^:££ti'g> t ^ £> tc d ti £ co 

fflLN-r -t±^> ^ RTfg-efe^o ft£[,<te, N,N-^p<f JU/1-NJUAT7 

$ K\ N-p< f JUtfP 'J KX 7°Pt0^-KlJJk ^f JU7JU/1"N^:> 

^ £ A\ £*T 9 £ £ T?£o 

[0116] ±§E©J5J£UC&, S^A^^A©^©^ 

sBfe? £ iflft s •£ /c 10 £ t u < mt^mmu±m ̂ x t & z t 
tfVZZo 1,4-y^-tf^>^P[2,2,2]^-^^X \,Z>-V7*f\^V0 

P[5,4,0]-7>f-tz>, tN,N-^p<f Jl>7< J t°'J 

iHSN tert-7" V^riyh 'J 0 A% tert-7" K ^s>t K 'J 0 A% S/c&j^I£;fr'J 

^7 A, ^I|-tz^-7A, 

Ll\ £Vft£L<tetfiJV>, 'J £A, ^I|-tz^-7A, 'J >!££ 'J 

[0117] SBfe?i: LTiS^^t,©^ K <J 7"f JU*X7-f X K 'J 7xzjU^77 

-f X N-p<f JU^'J N,NV>s \,2-V~7$. J V0U^*c 

+t>, 1,10-7xf>XP 'J 8-t: KP+s> + y U L°P'J>It& 

t/2,2' - tf tf 'J V > ft £f p [f b tl £ £ tl ̂  tC H£ 3 tl £ t (D X ^ ft ^0 ft 

N,N-^p<f JU?''J 1,2-y>$y^^P^^Ht>, 8-tKP 

'j yxfoz>0 

[0118] '>M®7K *°'Jxf b>^'J ±§E©J5J£UC^ 

Mtk-^-TLZ) Z. £1ffoZ>0 

[0119] -fb^(iiib)0X^/ifp>H0i:i^ 

Z t Xft^m%:^7LZ>Zt1ffoZ>o 

[0120] ±IE©J5J®;©^Jt^ 



WO 2012/102404 
	

37 
	

PCT/JP2012/051991 

, lot —200°C751T 	L, <-, 20°C —150t 7Y -,3_ 6 t:.-_PT 	LAN0 	L'.0L,, 	7-( 

1=G/SWEIN111-  Z L ag3)ililAtql.Z  

[0121] ±,Eoarit.3t, allofEffi, ftWo,,,,KAbfEffit:.-_ck .D --C tAtsZe, 	153 

—96HilV, 	iCA'1, 48Hirbli-;t1t:::-Aliii -Z a'. L 754' 00  

[0122] ±20)ag.700aN0)21.t. Iti6:-FiTiftg-LtS0e, A*1 iiiM--= — F ()Mg 

PI) 	---e4 -  1-)41.Z0 	PTA I., < 610mM----10MT 	Z0 

[0123] tat  (IVb) 75\6 	(V) 	v-z-_- t -t. a)±./.51.1oNAEmarz,t, 	Green, 	Protecti 

ye Groups 	in Organic Synthesis 	(5th), 	1999*, 	John Wieley & Sons. 	0 

(,::_, 	1111,qc P' 	6:.:Z12 -CiLAtYS5ICE1104-LtSct 00 	1414KO'gt:.:(, , 	P' 	et 

e r t-1 	* 	t ) I,  t = )I,  a a) ta -a t:.-. (,, YE R 	tc 1, 	F ') 7 )1.7t1=1EMtS EC) 

ct -)tsRCElloZa.'LePT 	Loc. -t. 0)1E, 7 7  =`l —11/tc 67J - 7 7  =V — 

1±. LPTtliiM4A_Z a'. Le 	Z0 

[0124] 14' 64-Ltc: L K7 :') Ji1A4.12tK 	(V) 	7-z-_- 6-t- 0)115.6, 	1,3- L< - 

7 NI-)1/ 1734# (VI) 	a 	Z a Le- 	Z0 a' a' TiE*0191512tKLt, 

t)i,t=)1,a 	77-t51 —)1/aT1 iit Ltcck -3 ts, 	E7 V—)1,1v:marzoti6:.-.. 

-Zo 

[0125] ±Eoazt:.-JEH 0 Z 1, 3-:'FT 	it 1., < 6 -t- 01E*Vg1ff412tKoil, ta 

It(V)t:1 L1.. 	1-20 	iii ePT 	I., <, 	1-5 1i1 e-1/43s 6 t:.-..PT 	1,00  

[0126] ±20)aZt:.:3LA LitgPlt, aNAbaiii.3A-Itt:.:cLD -CtAtSZe, )< '91 1 

—1k 15 ' ) —11/, 	)( Imo. : >15 ' ) —1k 1 	9)..:>1 	—11/, 1-7° Cl i i 

—11., 	2-7°1=1/)—)k 	1-151  I —11., 	2-1 51  I —11., 	2-)< 	)1.-2-7°1=1/J 

—)k., 	'') -t1=1—)1.13zrf1,3-7c =iit —A/Oct -3 tS7-1/1.—)1/ffi, 	:'JI 

JI/I-5-)1/, 	:')-( V 7°1=1 EA/1 —5-)1., 	5-  F 7 L KI=17 7 	, 	)( 	)1.-tert 

-1/1/I-5-)k :')7 i=)1/I-5-)1., 1, 4-:'Jt*It 	, :')i 	I, 	'') 

—11.)</1/I-5-)1., 	1, 2-)< 	..I'91 	13zriel , 2- 	i 1-*i-9' 	0) 

ci-si-5-)1/ 74P1, ElIFOgrb< 	)1/, EilFR =311., Ei/FR 7°CI EA/ at/el/FR 1 

WO 2012/102404 37 PCT/JP2012/051991 

% 10°C~200°C^fS L<N 20°C~150°C^^ IA\, 

<? • $£t £ £ J5 Jfc flD® 3 ti £ CI £ £> £«, 

[0121] ±§B©j5j&fciu sn<Dmm> 15# 

-960m z> z 
[0122] ±§E©J5JMSff©}fJt^ ®^1mM~--K ($&§ 

m T?frfo*l£o SfS L< tt10mM~10M-efei)o 

[0123] (IVb) (V) Green, Protecti­

ve Groups in Organic Synthesis (5th), 1999^% John WieLey & Sons. 

ffllN/cP' P' tft 

ert-7>^>^Jk:K-JUg®iI£iC&, i&S&tZtzte K 'J 7MU&Mtetf<D 

t(Dm, T-V-JUStz&T*7-V-

JU£3 •££ £ttz-ZZ. £1f1bZ>o 

[0124] (V) 1,3-y^r K>t L< 

£fcfc-Z-£ZZ.£lZ£i>)¥=7 V-M1£JFM Lfc7i —JU tf 

^V-juif^fr (vi) 

£ jutf - JUg£ 7-\z $ - JUSTiSIl Ltz&o ̂  \f.=? V-Jl/MMJ&Kl&tp iz 

Zkftizfefct ymz^^nmz £ ? ft 1 b£^£MM 
t~ §o 

[0125] ±§E©J^4Cffll^1,3-^ h>t L< -fb^ 

^(VKcttU 1~20^M^fSL<^ 1~5^f^ Ll\ 

[0126] J; P< * J 

—Jk x*y—Jk ,* S3f*>x* y —Jk xh^>x^;-jk i-7°pAy 

-Jk 2-7°P Ay —Jk 1-7"^ y-Jk 2-7"^ y-Jk 2-p< fJU-2-7°P Ay 

-Jk ^lJ-tzP-JUS.t/1,3-7°PA>y^-JU0d:9^77JUP-JU|I, $/x 

fJUx-fJk yW7°P tfJUx-f Jk jh7kh'P77X ^ fJU-tert 

-7"fJUx — fJk i/'7i-JUx- fJk 1,4-$/^-^F-|t>N ^yxf UV^'JP 

—JU$/^f JUx —fJk h^>x^ >M1,2-yi K^ri>x^ >® 

<fc9&x—f ju*y§$& M|p<fJk MlxfJk Ml7°P tfJUS.t/MI7" 



WO 2012/102404 
	

38 
	

PCT/JP2012/051991 

..)1,0),t -3 1-s 	= 	5-)1,tA, 	N,N-:'))( 	)1/*)1/./A 7 z K, 	N,N--:'))( 	)1/ 77  

-t,9' z K. 	N-)( 	)1/E1=1 I) K 	, 	:'))( 	)1.)1.**:> K, 	7-t I-= I- ,))143z 

ve 7°1=1 Et = I- I) )I. a) ct -) ts4-r7°1=1 I- 	,ht'74P1, 	1=1 1=1 )( ,' 	, 	Q1=1* 

)1/1A, 	1, 2-:')1=11=1151 	, 	1, 1, 2, 2-5- I7 	1=11=li, )krf1, 1, 1-I 	1) 

1=11=1I51  J0`),,k -3 fci:/\1=1 /2274Pleti64-t.Zea.'413:.-..Fit/f -,3_01,Zt ODT 

tV-S.O. :5 66:.-..a'41.0)gPl4tVARI:St—CEllk,\ZZ:Lt - Z. )( '9') 

—)I., 	'51 ) —)I., 	2-7°1=lii—)1., 	1, 2-)< 	..I'91 )3zrfN,N- )< 

)1/ 7J/1/1A7Z KCEI11,\Z a'. L 131T 	LA\ . 

[0127] I K 7 :') 	Ei734.12tK (V) 	7 I) — I 4 K L I., -  -C±,E0aZt:.:10E 	- ZtAI-E`a, LA 

7‘,,11,AVIIPl'it L, < tiiiii,;t_hiri -z a- Le---ez. 

[0128] 0,AL L,-cif_Atstopt, YE R, k1E7i<AR, KR, MR, 	On. 	I-') 7)1. 

7J- 1=111FRarf i) 	OgrOJi,i 6 tt.z. PTA L, < ti-kingrOkrf I- I) 7 A/A- 1=1E1MT 

ib Z. 

[0129] ±,E0aZ05.Eiftt, alloMffit:.-..ct .D -ctAtsze, lot -200t751T 

L<, 	40°C-120te-,3_ 61,:.:PT 	1.,O. 

[0130] _htE,Oart\t, aNGABAtz.z--D -ctAtsze, 15-}-2413illal, ik*6 12 

[0131] ±,E0aZoaK0Abl.6, lit:IiRttg-Ltski\e, icv.imm-1MT"fftptt. 

Z. 	PTI.,<1, 10mM-1M-eZ. 

[0132] 14 6 4-td-c 7 i=)1/E7`1-)1,734.12tK(vi)t, 	05i-stiii-at1 aa0DN1 gt 

(,::_ ct (,)*RHAIL-alt 	(I) 	6:.-..4.< Z.:Le—  C 	Z. 	111 	,itag.3t, 	Green, 	Prote 

ct ive Groups 	in Organic Synthesis 	(5th), 	1999*, 	John Wi e ley & Sons. 

.01,:.=, JEll Ott P (ZZL; -CiLAtYS5ICEllott.tSct 0. 	P e)( 	)1/aotiii 

at::_t, EkfE*,,*, va1E7)1/z=r,1xtsE, 	Pe/)1/aopt'i'-at:.-_t 

t017.KAIENTuts L. 	Pe p - HI.' 	)1/*=)1/a0)ta-a6:.-.JJ:, 7.KRIEJ- 

I- ,) r, A t L, < 1, 7.1<n'A1Et ,) r, Al-sEJEllk,\Za.' Le 	LA 

[0133] *ft HA lEat (I) (,, 	-,3_ 6 t:.-..AVII 0 6 tt. Z ck -3 tsVAIL*ag3t-,:ct (), 

-ff 	1-ViglitMZ ki\l, 	E 7 V-)1/FAIR814a)-t, L < 1,19) :35 6 tcl: Z 1E* 

WO 2012/102404 38 PCT/JP2012/051991 

f JUCDJ^&g^x^fJU^ N,N-y*fJUJtfxJUAj7^ K\ N, f JU j7 

-tz^$K\ JUfcfP'J KX JUTJU*^ K\ T7 -tz S — S 'J JUS. 

7°P K 'J JUCDct 9 ft# 7° P h VOUU^^y, 0 P P * 

JUA, 1,2-^'^PPI^X 1,1,2,2-f P Pi'? >SOM,1,1- h 'J 0 

PPI^ y(D&9 3 tl-St COT' 

—Jk x^y—Jk 2-7°PAy—Jk \,2-V* >S.t)% N-y^f-

JU/t^JUAT7-^ K lN •?> il (h; S L tN0 

[0127] k (V) £7 iS 

[0128] ®S£ LTiS^&t,©^ ^bTKUSt filSt ffi'St M^ K U 7JU 

^P Mist/ 'J ymtfmfbtiZo SfS b < Whilst/ K 'J 7JU^PMI"e 

J)So 

[0129] ±§B©J5J&;©^J£&S 10°C ~200°C if ft 

L < s 40°C~120°C^ ̂  <olZftl£ Ll\ 

[0130] ±iE<DJxJ£a^ 15ft~240m ®^t£12 

Pir^ j-Mft iz zzt if% i\ 

[0131] ±§E©J5JMSffa)}fJt^ ®^0.1mM~1M-etT^btl 

£o ft£ L < ti10mM~1MT'fe'i)o 

[0132] fP,tl/:7i=JUtf7y-JU^Itt:(VI)li, 

tc J: y ̂ ^0^-fb-n^ (I) tca#< d Green, Prote 

ctive Groups in Organic Synthesis (5th), 1999^% John WieLey & Sons. 

JUS©*! 

SlZlZs ^b^JU^ Pif^yV)^(DMS[Z[t 

SMTK^'fb3l7i:&£\ P1f P - hJUiVTJU/lN-JUgcDil-^C^ TKItlbf-

K 'J ^7 At L< &7KSHb£ 'J Ll^o 

[0133] *fPJHb^$) (I) ^ 

v-)m\mm-^^ u < i»;£©3 e>&£<b^ 



11111)*ME /1( — i 	/1(= 	L1=1  -1= -Z czi \cl (P111)*ME K- K /LI -1= [9£10] 

° S 	,:)_->c,IR 2 S -WN3-.1fl:21W 7*1'.1-Z(0 (IA) 

\ 1  (A) 	(2 TR '(A)c:i \c,t(eiii)cogLItITMNT,Mcogyv—f, 	Ic/Eco 

*1.3-Tv 6 =f, zi. 	suczi ,V; 'Tief_co(0III)*MEK ri =e1. 1=1 -I =-3 [9cL01 

(I) 	 (XI) 
,),, 	 gt, 

HO aim  98 	 zHN ah  9e1 
6401e0cf (Z 

MP L 	 N.m 	1111111  L ,u ,N.N 	...0.._ 	 ....4-- 

	

q1ALC, (I 	Id 	• 	- __ 	eel 	 eiN 	SAE 
Ell 	 eN  zu 	 N 

NH 

as 	zN 

(PAI) 	 (PI I I) 
gH 	 sti 

(IIIA) 	 (I IA) 	 zON 	9N 	zON 	91:1 alti  
11111"1"'d SIA 	

s 	 ZHN'N IW 	.dHWHN 	IV 
zON dab.  % 	 ti 	

X IV 
to  

14I  
40N 	9H 	

.d 	8N 	 eu 
N 	 itahl 

 
N 	 0 	.N 0 	HN 	Mr a 	 (oAl) 	 0111) 

ell  - 	[N 	eu 	H 	eti 	 gH 	 slti 
4115 N 	zON azah  92:1 	zON ..„", 9'8 

IV N=N  efk NE 	
% 
	La 	*AL::: 	zH  N 1.1 	N as  

g '`i --. 

[9qH 

°  	c: -1 J-1414007-1/ 0 EiEf -2MiNTIA 

 	WZiciK mgz'sf:fWT17-:K,(11=1\iTix 	1W*51 6'sf:fWT17-',_)izT1 

,d 	1=1:1 3 \-7---* 	-T'sf: 	°s ,)__%R2s_wN3-2.0EiEf(PIII)44WciiiicZ- 

K /1=1 -I =S-WZ,AK 1=1 	T1 >1 %K 741=1 \ / -21-7AZT17-: 	(0 III)*Mgiii  

c: ri =S CI -1 =-3 	"21 (- AD_IL -213\--7--,-* 	T'i 	(I) *3-TEWS* 	7-,_ 

c./Ws_041:16/0,teq),W-*Ms:q),-1 — )v—E( 	1)/mzi. 	iy1(*1( 

zi.TiwN3-q),s_wi 	..zi. 	'sf:Ic/EcoN/1(—L1(zi. 	1J,.i 	... el. 	i),1(- 

[Kw] 

TT,RiiiN3-q),s_wir%,-*gzirc(p Y114 °s%'D__0_ ,Li %R 2 _M$4411,  

I66ISO/ZIOZdf/I3d 
	

6E 
	

tOtZOI/ZIOZ OM 

niA)^f^f/ir-/;^0q'ir-T£i=H H - [9£i0] 

(IA) 9 

^ (A) Y2TSP v(A)9^(Ein)0^n|?i^^q>ii0iiir-iA^oq 
vqKA^^®(°in)^fciI< Ci--2 [9£I0] 

(I) (XI) 

sa sa 
HO.Jv^a 

F *#*«B 
7JTT - „ 

sy ° 

2 Y—^ 

[sq>] 

¥ % S IK • iP # ̂  §£ £ 1 ¥ < A • \ ft) X vn ¥ 3 SII ̂  ^ §£ * 1 ¥ Hi W?1 

<vi=H >n q=<^a\/2i?}z¥i^¥ v(oin)^f^l 

<fi~^a^--z K2icT£^-izv-*Y V?I (i) Gft^qufr^* v-./£ l>ei0] 
°<2:3 2 c. T <2: 

-*V-¥ vqnr<^ vqMf*ir 
v;?^Sawir-i=irz vqhH vqnr^ 

^ X¥1 Gft^q> <2:4#3gir<* *ipir ̂ v1$ °<2: <$a^lik $ ̂  2 4-Sjg3TO 

I66IS0/ZI0Zdf/X3d 6S WtZOUZlOZ OAV 



WO 2012/102404 
	

40 
	

PCT/JP2012/051991 

)/.0aFrAtivLRa)(iiib)/3\6(vI)otkai5lt:.-At i_; -c-a -z a' Le- -C' 	Z 

. 	t L < (,, 	J. 	Org. 	Chem., 	vol. 76, 	P654-660, 	2011*6:.-_,Eatq'1.tc_-516:.= 

itl;--CaZa.' Le- Z. 

[0137] 2-= H=17 i=j1/E7N1—)1,73412(VIII)75\ 62-7Z J7 i=)1,E7 ,1— 

)1/73411 (IX) 	ON Tut , -ORIE*IVIM4§, p.159-2660t:.=, #01* 

„ICATc, RIV±T, 	1X't:.-..ctzshtTc, kX7.1<AlEtt:.-..ctzsATutsEfillEll 

[0138] #017.1<AIENTuaZa)ta-a. 7.1<„4Ell61-80%)1, PT1_,<t1-5,t,a 

--e-A-Ith:stt.z. 

[0139] ±20)aZt::_iLA LtcgPlt, aNAbaZA-itt::_ct-D -CtAtSZe, )( ,9' i 

— )k/, 	i' 9 ' )-11., 	)(1-*:>i ,  9 ' i —)I., 	il-*:>' ,9 ' ) —11/, 	1-7c =iii 

—J1., 2-7c  =1 i i —J1., 	1-15' I —J1., 2-1 5' I — )1/13We2- ) ( 	A.-2-7c  'Di 

I — A/O ck -3 tS7-1/1.—)1/ffi, 	:')Ill/I-5-)1/, 	:')-( v 7c  1=1E )1/i-5- )I, 

, 5-  I- 7 L KI=17 7 i, 	)( 	)1.- t -1/1/I-5-)1., 	:'J 7==J1/I-5-J1., 

il, 	'') a —)14))( 	JI/I-5-JI/Eztiel,4-7t*It0)ct -3 tSI-5- 

)1/ 74P1, 	E'FR)< 	)1/, 	EMI 	)1/, 	Ei/FOgt7°1=1E)143zril/FRIJI/0) ct ', t'S 

El/FR' 	5-)1/ffi, 	N,N-:'J)( 	)1/7J)I/IA 77Z K, 	N,N-:'J)( 	)1/7-1-t'91Z K, 	N- 

)( 	JI/E1=1') 1, 	)1.)1.** 	K, 	'') -t1=1—)1., 	1,3-7°1=1/  

t —)I., 1,2-)< 1-*',9'1,2-ii,*',9, 	71<avel/FRet1 

64-Lzea.- 413:.-..FitZ:stLzta)--etV-soc. -;s6t:.-..a.- 41.60gPltVgfr:s 

-ft -CJElloZ a Lt -  C 	Z. 	)(5 ' I —)I., 	i,9 ' i —)I., 2-7°1=lii —)143Wel, 2 

-:'))< 	..I'910E111,\ZZ_.'L751T 	1,00  

[0140] #017.KAiEN7caZt:.:1110 ZAIPP,, 	i 7 jr,./_,,, 	IEI , 	i=ijr,i,,, 	=,y 

i711/1"S ElOkX a Ve -t• OM*, 3tftg (,:: PAZ -1 /435 tic 'L41,604E-at 	tc  (,-- 

visits emEll kiN  6 tt.zo PT 	I., < i,'7 ,,.z.xgABtrie7.—=,y),-)1,----e 

zo 

[0141] ±,E#017.1<AIEN7LaZogril.6, aN, flIPIVEffit:.-..ct -D -ctAtsze 

, ot —loot751T 	L,<, 	lot —5ote-,3_ 6 (,:.:PT 	I, 00 

WO 2012/102404 40 PCT/JP2012/051991 

o J. Org. Chem., vol.76, P654-660, 2011 tltc^^Z 

m U TSf&tZ Z £ ifX $ £0 

[0137] 2-" KP7x-JUt0^V-JHf^(VIII)^^2-77$ 7 7x"JUt°^V-

^l^b^IiJ^fM)^ p. 159~266^#^tC, SMTK 

^'fbMTUN •SMTUN itM7kM{kl$}l/z£. &m.jbt£*E 

[0138] m&mikmjt&ifcomti, 7x^-fb/±^i ~80m/±. $?£ u < & 1 ~5%j± 

[0139] ±^<D&mzfeLtcmm*s 
—Jk x^y—Jk * h^r:>i^ J — Jk ih^>i^;-Jk 1-7°pAy 

-Jk 2-7°P A y-Jk 1-7"^y-Jk 2-7"^ y-JUSt/2-p<f JU-2-7°PA 

y-JUCDJ^&^JUP-JUH, ^xfJUi-fJk ^ V7°P fcfJUi —f JU 

, jh7kh'P77X JU-t-7"fJUx-fJk $/7x-JUx —fJk 
s>*Xf Is y?'J p—JU^P< f JUX —f JUSt/l^-y^^r+fV©^ 9 &I—71 

JU^;#£S, M|p<fJk MlxfJk Ml7°P t°JUS.t/Ml7"f JU0d:9^ 

MlxXfJUlI, N,N-^p<f JU/1-NJUAT7^ K\ N, N-^p< f JUT7"tz ^ $ K\ N-

p< f JUtfP 'J KX JUXJU/1"N^ri> K\ ^'J-tzP-Jk 1,3-7°PA>y 

Jk K^ri>x^ >N 1,2-y'xh+^>x^k 

**y—Jk x^y-jk 2-7°pAy-just/i,2 

IA\> 

[0140] a#, P^-7A, "«> 

>r JU& ZfD&MRtfZ (OmWs IZ 3 Vtc Z tl ̂  tZtzte* 

$?£ L < —— ^^JUT-fe 

§ o 

[0141] ±§E®M7K^'fbM7uJ5J^(£>;mJt^ lis 
% 0°C~100°C^fS L<N 10°C~50°C^^ iblZft-% IA\, 
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[0142] ±,E#017.KAiENTualt‘t, aNVEffit:.-_,t -D -CtAtsZe, 153-2411i 

IV, 	ICAU12Hil3C-;tit:.-..5--Gel -Z a.' Le*k,N o 

[0143] ±,E#017.KAIENTuaZoallo21.6, lit:FitZ:stLfski\e, icgo. 1 mm 

-1M-Cfft)tt.Z. PTL,<tvmm-loomm--ezo 

[0144] kx3g,-cALILL,--cicE -zts-a, n1064-1.zkN6, A, ZZ, AftRts 

ETV,), Ltvz_RMA.za.- Lih05--ez.11,11 -zOML,--Ct, YER 

, KR, EI/FR, 	I- I) 7 )1/7J- 1=1/FRave ,) 	OgWEll 0 z z: L e-- 	Z e, PT 

1_,<ti-AR-CZ. 	-1 /435 6(,::_ta.'41.6a)OgrggPIL 	larc11,11 -za.- Lt,-- 

Z. 

[0145] ±,EoaZt:.-..4CE -zkNomit, 4I at(viii)t:3-4L, 1-100j1 751T 

L <, 	3-15 12e-1 /435 66:.:PT 	L 0. 

[0146] 

[0147] 

±,E0aZt::_if_ALtc_- gPlt, aNAbalitA-itt:.-_,t -D -CtAtSZe, 7.K, EIF 

R, )< ,9 ' )-)k i , 9 ' i-)k )(1-*' ,9 ' )-)k il-*ig j-)k 1 

-7ctii 	i -)1., 	2-7c =1/)-)1., 	1-15' I -J1., 	2-1,9' J - )1/13zrf2-)< 3 )I. 

-2-7cti/) -)1/0)ck -3 ts77)1.-)1/ffi, 	:')i)i/i-5-)1,, 	-r v 7° CI EA/ 

i-5-)1/, 5- 1-7LK1=177, :')7=)1/i-5-)1., :')ii,J 1)- 

)1/)<)1/i-5-)1/)3zriel,4- 7J- *Ita),t ,i-si-5-)1/ 74P1, 	EI/FOgrb< 

)1., EI,FRi)1/, EI/FR7c =1E)143zVelIFRI)1.07ct -3fsEI/FRiT- )L4L N, N 

-:'))<)1/*)1/1A7-1 Z K, 	N,N-:'))<)1/ 7-1-t,9' Z K, 	N-)<)1/E1=1,) KJ, 

)<~)1/ )1.t-i K, 	,) -t 1=1 -)I., 	1, 3-7c =1/7J- -)1., 	1, 2-)( 1-* 

i,9' 	J3zzie1,2-il-*i,9' 	el,i64-t.Zea.'413:.-..lilt/f -.3541.Zta)-C 

tV`soc. 	-1 /435 6(,::_z_'41.6a)gPltVARI:35 -t-ClElloZz:Lt - Z. YER. 

glIFR, igi-)1., 2-7c =iii-)1//krfa.'41.6VRACEllk,\Za.'LePTL 

ki\ c, 

±,laoarito)21.t, allofEW\DA-Itt:.-_,t -D -CtAtsZe, 0°C-100°C 

ePT 	L < , 20°C -50tez's 6 t:.-..PT 	L 00 

[0148] ±,E0azt, allofEW\DA-Itt:.-_,t -D -ctAtsze, 1Hin-2411i1V, A 

'AU12HilaAJ-;tit:.-..5--G*1 -Z a." Le* 00 

WO 2012/102404 41 PCT/JP2012/051991 

[0142] Sff©ffilItC J: 15^-240# 

m, ti 120tP^I*ltCZ Z £ &&l\ 

[0143] ±§EJgM7KSllbM^J5J^(£>Sff©}fJttis ®^0.1mM 

~1M-etrt)tLi)o Sf S b < ti1mM~100mM-efe-g)o 

[0144] H XX W®t£ 
z-zibVs i&mt&mt u-ai, mt 
, Mis h 'J 7)U/tumMRZf'J 
L<te&&-e$>Zo 3 blzttZtit><Dm£%M££tor&HTZZ£:E>'e$ 
§ o 

[0145] ±§E©j5j&Kteffl-r£&s©Mfciu itstymiDiznL, 1-100^*^? 
SL<( 3~15^M#3 Li\ 

[0146] ±^<D&mzfeLtcmm*s B 
Its **y—Jk x*y—jk *S3f*>x*y—jk is^f*>i*y—Jk 1 
- 7°P Ay-Jk 2-7°p Ay-Jk 1-7"^ y-Jk 2-7"^ y-JUS.t/2-p<fJU 

-2-7°P Ay —JUCDcfc 9 ft/'JUP — JU*IN ^xfJUx-fJk yW7°PtfJU 

x —-fJk rh7kKP77>N ^ 7 x—JUx —f JUN Nyxf U > 'J P — 

JUS/* f JUx —f JUSt/l^-y^^r-t >©ct 9 &x —f JU^;#£|N M£* f 

Jk MtxfJk Ml7°P t°JUSt/Ml7"f JU0d:9^M|xXf JUlI, N, N 

JU*JUA:P$ K\ N,N-y*fJUT7-tz^$ K\ N-*fJUL°P'J KX V 

JUXJU/1"N^ri> K\ ^'J-tzP-Jk 1, 3-7°P A >y^-Jk 1,2-$/* S^f 

$/X^ >St/1,2-yx K^ri>X^ >7^tf 

Mis x*y—Jk 2-7°pAy-juSt/Cti^0;Fb^;&fflt^C^A^fS L 

[0147] ±|E©J5JS;©^Jt^ 0°C~100°C 

L < ^ 20°C~50°C^^ iblZft-% Ll\c 

[0148] ±§E©&J&;tiN 101^-240#^, ® 
^ ti 120tP^I*ltC &Z£ 1f% 
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[0149] _hEopaZoaN0)21.6, lit:.-..Fit/ftg-Ltski\e, A*0.imm—im---e4-1-)41, 

Z. PTL<tVnim-100mm---ez. 

[0150] kX7.1KAiEtt:.-..ctZATcaZa)ta-a, git:MLL-C7.1<„,(E7Jr,A') 	r,i-x, 

7.KAIL7Jr,„t F ') r, IA, 71KA4L t r, At ') r, IA, 7.1KAIL7Jr,AAE$R, 	') 

r,IA I- 'T i 	..t7 	)3zrf7.1KAIL-( V Vs)1/ 7-1/1/Z =',1AtSEMEHO 6 

tt,Z e. 	PTL< 67.1<AlE7J r, A') 	r,1,. 	tc: 671KAIL*r, At 	1) ',AT' 

Z.:. -t.ODIE, illEM—X, illE=v inl/(II)fSEI:k4t -t. Z LPTAiM 

4A_Zz._' • LeZc. 

[0151] ±E0DaZ6:.-..1 1E -zAITcA1oji6, 1I,at(VIII)t:3-4 1,, 	1-50j1 751T 

L < , 	1-5 12e-1 /435 6 t:.-..PT 	L 00 

[0152] ±,E1DaVziLALL- gPl6, aNAbAlTuAIJOUffil,:.-_ck-D -CtAtsZe, 

i)1/i-5-)1/, 	:')-(Ni7c=1E)1/i-5-)1., 5-1-7 	'i=i 7 7 i, 	:')7= 

)1/i-5)1/, 	1,4-:')7J-*It, 	:')il,'')—)14))<)1/i-5-)1., 	1,2 

-:'))< 1-*:>i,9' 	J3z -oe1,2-:')il-*:>i,9' Jo),,k -3 tsi-5-)1/ 74P1, 	)<g 

)—)1/, 15 ' ) —11/, )<1-*:>' ,9 ' ) —lk 	"9)il-*:> 	—)k 1-7° Di '  

I —11., 2-7c  =1 i i —)1., 	1-1 51  I —11., 2-1 5' I — ll/arf2- )< 	A/-2-7° 1=1 

ii—)1/ock -3tS77)1/—)1/ffiet1641.Zea.'413:.-..Fit/ftql.Zta)--etV's 

00 	%_ 6 t:.-.. a' tt. 6 oDgP1 	MZ'Afil %_ t-C111 0 Z z: L t -e 	Z 0 t/T 	1, < i,  

51 I —11/7 Ve )< 51  I —)J 3- l, 	1 ) 	—11. 	)( 	)1/i-5-)1/VOI 

--eZc. 

[0153] ±,gaoazomftt, aNVEffiAbA-Itt:.-_,t-D --CtAtsZe, -80°C-100 

°C751T L < , 	-20°C —80°Cez's 6 t:.-..PT 	1_, 00  

[0154] ±,gaoazt, aNVEffiAbA-Itt:.-..ct-D --CtAtsZe, 153-24Hirm, A 

'',4U12Hil3C-;tit:.-..5--Gel -Za.' Le*oo 

[0155] _hEopaZoaN0)21.6, lit:.-..Fit/ftg-Ltski\e, A*0.imm—im---e4-1-)41, 

Zo PTA L < 61mM-100m1VeZ o  

[0156] 14641.k- 2-7Z I 7 s =11/E7 v—)1,73412tK(Ix)6, mA0)(iiia)75\6 (I 

Va) /10,113,M18 cPtirM8-53401 (Zit U-C:')77Nlin-Zz.:Le--e,Z0 

WO 2012/102404 42 PCT/JP2012/051991 

[0149] ®^0.1mM~1M"etT^btl 

•So L < ti1mM~100mM-efe-g)o 

[0150] UMt LT7KSHb*^H'J f ̂7AN 

TK^-fb*^h 'J ^ AN TK^b*^^ 'J 0 AN 'J f 

-7 A h 'J x h^X1^>St/7K^byy V7*f JU:PJU$ ~ ^ 

L < tiTK^-fb^^'J f 0 ASK 'J 0 At? 

£>£<, MI-7X\ Mk-v'T)\s(II)teZ:%:Pkfet!li:Z>tbmm 

%L*B-7i.Z> Z blffc>Z)0 

[0151] ±§B©J5J&Ktefflf£3i^J©Mfciu Ibi^KviiiKcttU 1~50^1AW 

SL<( 1~5^f^ IA\, 

[0152] ±§E©J^4C^L/c;m^ gff^itTcSy Office£ *>* 

x-fJUx — f Jk V'i V 7°P tfJUx — f Jk f h7b h*P77>, v 7 x — 

JUx — fJk 5/xf b >?''J P — Jk^* f JUx — f Jk 1,2 

-$/* K^ri>x^ >St/1,2-yx h^>x^>©J;9&x-f JU^;#^N 

y—Jk x^y—Jk *S3f*>x*y—Jk xh^>x^y-jk I-7°PA 

y-Jk 2-7°p A y-Jk 1-7"^ y-Jk 2-7"^ y-JUSt/2-*f JU-2-7°P 

A y - JU® J; 9 & j7 JU P - JU^I^tf ̂  tl £ £ tl tC 3 tl £ 10 -m& 

* ̂  y —just/* * y — JU^^xf b p—juy* f JUX —f JU®;Fb^t 

-efe£0 

[0153] ±§E©J5JM^Jt^ -80°C~100 

°CtmSL<> -20°C~80°C^tCft$. Ll\ 

[0154] ±§E©J5J&fciu 15^~240m ® 

^ ̂  12mmvmiz &zt if% 
[0155] ±IECDSJ^AC0SKC0/®^tiN tl&lN7^\ ®^0.1mM~1M-etTt)tl 

•So L < ti1mM~100mM-efe-g)o 

[0156] t#^tl/c2-77$ y 7x-JUt°^V-JUlf^(IX)tiN fu$0 (Ilia) £> (I 

Va) ^©^^33 J: t/f#M¥8-53401 izm \STV 7 ViktZ Z t ifU $ £0 
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[0157] 7V=r,IAlEalt75\ 6 (I)a)ag.7‘t, lirA8-1885458,t rptirm11— 

605286:ENCO5 zit U -C-41-0-Z z.: Le T 	Z. 

[0158] ±,E:')7N1=r,114±10)M71K3AqtN RttA-ItT, 7.1<tc_- 67.1< -A-tiNgPIrri 

--e)i1M -Za.'L -C-41-0-ZZ:Le-C,Z. 

[0159] ±,E0DaZ6:ILALtcgPlt, aN- DaTit.3A-Itt:.-_„LD -CtAtsZe, 7E, EfF 

R, 	I- I) 7 )1/7J- 1=1/FR, 	)< 5' ) —)1., 	ig ) —)1.. 	)< 1-*:>ig ) —)1.. 	i 

1-*:>15 ' J-11.. 	') -ti=i—)k 	1,3-7°1= 1 / 7J--)k 	1-7°1=1/J—)1. 

, 2-7°1=ii)—)1., 	1-15' I —)L., 2-15' I —)1/Ezve2-)< 	)1.-2-7°1=iii — 

)1/a)ck -3 ts7)1.—)1/ffi, 5-  1-7 L KQ77J.:')i 	i, 	1) 	—)14))< 

)1/i-5-)1/, 	1, 2-:'))< 1-*:>i,9' J, 	1, 2-:')i 1-*:>i,9' 	13z•oe1,4-7J- 

*it ja) ct -3tsi-5-11,gpl, N,N-:')))1/*)1/1A7z K, N,N-:'))< 	)1. 

77-t 5' Z K, 	N-)< 	)1. Ei=i I) 1I3zrie)<11/ 11.**KOD,t)ls4-r7°1=1 

I- 	'ht'74Plet164-t.Zea.'413:.-..FR7f -.3541.Zto)--et -soc. 	-1 /435 61,:.= a-  tt, 6 a) 

gpltZgfo-,3s-t--cploz a-  L t) - 	Z. 7E, KR, YER, 	I- ') 7 11.7J-  1=1 

I'M, 	M, )( 5' I — lk 151  i — 11/1We a' 41.6 OD -3 t CAISODMACE110 

Z a.' L751T 	LAN. 

[0160] ±,E0aTit.30)21.t, allofEffi- DA-Itt:.-_,t -D -CtAtsZe, 20°C-200°C 

751T 	L < , 	50°C —150°Cet 66:.-..PT 	I., 00  

[0161] ±,E0aFt‘t, aNVEffiAbA-Itt:.-..ct -D -CtAtsZe, 103-2411i1V, A 

'AU1211i1EC-;ti 	t:.-..5-E*Ii -  Z a.' Le* 00 

[0162] ±,E0DaZoaNa)21.6, lit:.-.Fit/ftql,fskiNe, AV. imm—im ---e4 -1-)tt, 

Zo PTA L<t1mM-100mm---ezo  

[0163] Jt-F, 	Niff4511,:.-_ -Do--CIENC -Zo 

(1) trE A M 3tftgiLl 

tr-LWA3ttALIt tv-;CF a) 	51"-C' 'Art Ltco NifilEat 6)(11.11/ 7J* 

:>K (D00) t::_glIq L-C4CEIlLtz-_- 0 MRJEMittVJ.165M03—)1/ 7JI)) 7°  

1=1 i 	)1/7JJR (MOPS) 	-•A--z 7 — )I/E — ilx7 4 1 6 4 0 	(RPMI164 

0) *ACE1107-c_- 0 MIML L -C I-') X74 I-%)( ),9' M=17 74 5- 	(T. 

WO 2012/102404 43 PCT/JP2012/051991 

[0157] V7SJ- 0 b (I)^©J5J^ ^^¥8-18854533t/f#M¥11 -

60528K§B*6©;££Ki£i;T^;te-r£d£tf-e$£o 

[0158] ±fd,V7V— 07KS/cti7.K;&#tJN;#£gc£ 

T?2jp$*f zzt -eMMt z>zt ifT $ £ 0 

[0159] ±IB©J5JS;^jg LtcmmZs SffJ: TKS B 

Its MJ 7JU;tPgft& Jk x*y—jk *s^>x*y—jk x 

h^>X^y — Jk ^'J-tzm— Jk 1,3-7°PA>y^— Jk 1-7°PAy— JU 

% 2-7°PAy-Jk 1-7'^y-Jk 2-7"^ y-JUSt/2-*51>'U-2-70PAy-

JUCDJ^&^UP-JUlI, Th7kh*P77>, p-juy* 

^JUX —^Jk 1,2-$/* h^r$/X^ >N 1,2-^X K^ri>X^ >St/1,4-y^ 

^>0<£9&X-^JU3I;#^ N,N-$;*^U*JUA:P$ K\ N,N-$;*^U 

77iZ'$7 $ K\ N-* ̂ JUtfP 'J KVSt/y^^JUXJU/lN^r^ K0J:9^#7°P 

K £ £ tc d ti £ CD 

)M% % WBMIfo TKs K 'J 7 M P 

Mis Mis ***—Jk x*y— 

•g) d £ tffcF £ IA\> 
[0160] ±§E©J5JM^Jt^ 20°C~200°C 

SL<, 50°C ~ 150°C 1? 3 b IZ ft £ L l\ 

[0161] ±§E©J5J^ 10^~240m ® 

^ ̂  12mmvmiz if% 
[0162] ±§E©J5JMSff(£>}fJt^ ®^0.1mM~1M-efrfo*l 

•So $?£ b < ti1mM~100mM-efe-g)o 

[0163] J^Ts M^;itCO^TIEi6"r^o 
(1) 

Ltco wmib^mv* ̂ JUXJU** 

$/ K (DMSO) IzmmLX&H Lfc0 §&Mi£ifeti0.165M0 3 JU* 'J J 7° 

PA>7JU/1N>I! (MOPS) ^^-T-S^-JUtf-xAT7^ 1 64 0 (RPMI164 

0) o LT K 'J P 7-f h>* >5'^P77^T71 (T. 
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mentagrophytes) ATCC18748t L < l, 	') 	l 7 -f 	)1/ Vs  7 A 	( T . 	rubrum) 

ATCC10218EHOtc. Eargai x104 conidia/m1.0)21.T100µ1.3aL„ DM 

S021.7V1% LtsZ ck -3 t:.-..96 r, i )l./ \ —7 i 1) 77° 1,— I_E----ealfilEalt LM 

-a L -c, 	ti,?agiivwct:.-_---c3Eirm ( 1- i) 	7 4 1- J)( 	,9'm=1-7 7 4 5-) 	t 

l., < tvEirm 	(I-') a 7 -I 	J11/ 171x) iiiiII 1_, tc: , 	-t-  CA, 	Ce I 	I 	Co 

u n t 	i n g 	K i t 8 	(W S T 8) 	Q5µ M)jlil I., --C, 450nm L 595nm-e0) 

PR AI. 	;141J if 1,, 	/ 	v 	7 r,J K4FiL L tc_-. 	-t.  0T1, 	28t t:.= --C.  511i IV 	( 	') 

7-1 1)<'91 M=17 .37 45— ) 	t I., < 1, 	—ER, ( I- ') 	7 4 1/l/171.1. 

) ii,,EI Lftt-,3  it. 	ft,450nmL 595nmT a) a Y61.;141_1t L, 	/ 	v 	'7r, 

K1 LOZ-etal3E..VAItX, 80%tial3E..V.21..NA I CO (µg/ml) L 

L tc . 

[0164] ( 2 ) TRMEAMER 

OifilEat 	EliFmi 	)1, : 7°CI El, 	') 	l —)l. (1 : 1) 	ax.74,4-y 	1-, (,:-; 

)( 	)1,)1,**:> K6:.:10mg/m1.0)21.6:gflq L, 1EMA7t1=1— ±6:.-..ERE l., 

tc: r, 'fl 	7 4 	t:.-..2 il. I.A)J1:11_, AL-. 28°C a) 4 	* a 	—9' — 	-e 5 El rais ix L, 

tc,l, 1E MA 7 t 1=1— Z 	111115( L,4i87.1<)iliA. --CjiliWg'Ilq L tc. 	- - a)g'ffIrri 

oMALIS'1.1-431',4112tK 	1=17 l'7 7 4 — /Kii 3•$fi'M t:.= --C 	S L, JR 	M 

3,18 l., tcA t RI 	3R6-e5, MA* 	X ffl l., tc. 

[0165] J. Pharma. Pharmaco L. , 	vo 1.49, 	p 866-872, 	1997*(ZgaimAt,), 	r, :> IR 

L L I- IR OMItMigtt 1,01134 e 	Z a.' Lb\ 6, *RP] --e l, r, 	JTCE11 0 tc: JT 

MAttigit:N -41th L tc. 

[0166] etc, J-;t-Fa)51t:.-.1-3o-Ct1TMEAVIVEZI -Z a.' L 7Y-e, Z. 

[0167] NifilEat 	El/FR i 	)l.: 7°CI E i, 	i) a —)1, (1 : 1) Vgal,:.:50mg/m 1. 

VA' I. t:.-..gflq, 	I 	HT 	-t vF l., tc: 7 7 	-t)i,a) Kt —1141.1 	(JR TIP]) 	t:.:20 

/..1. M)ilill,, 	37°C OD 4 .i* a 	—9' —I* T681241-..t_trIF IT l, it. 619124 8 ct Ve10 

El rais IM,1, 	l, -t 7°51 — 	A, 	—75` 6 l, -t 7°51  HWAI ( ') JMg 1MTrY ; PH7 

.4) Vt .7° ') 	'1_, --C., g ffl L -C ”L-  MAI] i 	1-44_ Al7 	1=1 7 I- 	7 7 4 

— /NE'3•$fiffi6:.-.. --C t ii -  Z. 
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mentagrophytes) ATCC18748:fc L < ti K 'J P 7 -f h>JU7'^A (T. rubrum) 

ATCC10218^:ffil\/co X 104 conidia/mLCD}J|j|£"T:'100A(, L^>E Ls DM 

S0}lJt if 1 % t & £ 9 tC 96 -7 x JU/ v- 7 x "J 7 7° l> ~ K ±"eM-fbl^ ̂  M 

• Lt, ±p S/m^28°C tC T 3 0 ̂  ( h 1J =1 7 < S>^y^^P77'ffX) t> 

L<ti40P^ ( h 1J =1 7 -f h>JU7"^A) ±§SL/CO Cell Co 

unting K i t 8 (W S T 8 ) *&bix L^jQ LT\ 450nm£:595nni"T;'CD 

P»Jt£>UJ£U J^<P</^^y^tLtz0 28°CtCT50|^ ( h 'J 

=H 7 -f S>^V^^P77'ffX) tL<ti—0ft ( h 1J =1 7 -f h>JU7"^A 

) liJt450nm£595nmT-0P»Jt;&>fJJ:£U J*v<?V=7'i7> 

80%£WPM)lJt£M I Cffi (jug/ml) £ 

L/co 

[0164] (2) 

M-fb^^Mlx^JU : 7°P P-JU (1:1) 

*^JU;UU*^> KtCl0mg/ml0}fjttC;^?U 1£M&713n-X±tC§£M L 

/c^^jT\X^^XtC2ML^iPL/co 28°C CD -f n.'*-*-^50 P^tfM L 

T715• -x £ 0JK Lmfg*£ JD a.Tb tzo ^©}§$* 

©2£aj)lj££i%&&tt?p^ h^7 7-f-/IiMgiCTSiU JK£^ 

mLtzmMw*#tos mmmzw&[.tc0 

[0165] J. Pharma. PharmacoL., voL.49, p 866-872, 1997^tC|EH6CD® lJ% r!?i>jT\ 

Mimi$£«L/c0 

[0166] £tzs J*TF©£&lc:33^T:fe>JK^i®,lf£5is£t~£>££:tf"C$£>o 

[0167] M-fb^^Mlx^JU : 7°P P-JU (1 : 1) 0;#>fc50mg/ml 

t K L/c7^>7-tzJU0 K^-iJ (JTmiiJ) £20 

lilHlU 37°COM >^^-^-*T-60P^±t!ML/co 60F^33J:tf10 

ami&m.&s ('J ; pH7 

.4) £Ht>7°'J >^LT, ;#tJH LT$fc£££!lM£i%5t$tt? P7 h^77 -f 
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VIM 

[0168] *ft13/11 	-,3_ 1--1::.., 	*YOU t:.-- ck .D "rg L < !API -,3- tt.Z e, 	Z:41. 6 OR 1,*71-S, 

Z -Ailt,"-C .D Z, *RBA 	1U-I1-  Z t OTI,V,P,O. etc, -Arti5111:0 0) i'&31i 

[0169] 

J 1tiEVg1t75\ 6 eg40t 	-c, 

*roll 	2-(3,5-:'J) 	)1,-1H- E7 V — )1.-1-4 )1.) 7 = J —)1. 

a) 1-(2-)< F 	'7 i =)14-3,5-:))( 	)1,-1H- E7 V—)1. 

2-)( I..:> 7 i =)1. L K 7 	Ril 3.50g 	i,9') —)1/60mHZ.VF4 1,, 

771)1/ 71-t I- 	2.06m1)]1:1A. -C1HirHihattk -A5A, Lk. alt‘511aM:=7.1050m1 

hi] A., MfrirAtd-  I-') r, L.7.1<gaT *RI Li.. 	IIFRI. J1/150m1TtEliffl L tco 

VCI 	),1;,7.1<0,5'A7 	r) A TIM L, tclIk, 	'74PIAJI-F (,:: -C.  MA L, 

') th2 /1/t71-01=17 H 77 -I — 	(1N -.1)- 	: E/FM.=)1,=--2 : 1) 	-eark.,,'-' 

L, ra.1Eat3. 889 vigtto 

1H-NmR(cpc Lo ; a (ppm) 	2.08(3H, 	s), 	2.29(3H, 	s), 	3.78(3H, 	s), 	5.95(1H, 

s), 	6.98-7.03(2H, 	m), 	7.29-7.32(1H, 	m), 	7.34-7.39(1H, 	m). 

MS(ESI); 	m/z 203 (M+H)+ 

[0170] b) 2-(3,5-:'J)( 	)1.-1H- E7 V — )1/-1-4 )1/) 7 i ) —)1. 

1-(2-)( 1- *'.J 7 i ==)1.)-3,5-.))( 	)1.-1H-E7 V —A/3.88g 	it'fb?( 	1, 

40m 1 tZ.-..gt4 L, 	E9.4E*r,*1MillE)< 	1, 	.74,4-y32m1. 	))1:1A"."-CA'5116:.:. Z 1.5 

Hi mi It __= 	L, tc 0 	,Tt,5fti alt 	7.1< 150ml tLiilia, 	1N-7.KRIEt F. ') r jA TI:1411 1, 

, Ei'FRIJ1,150m1TtEllffl L tco UM 	,:,:K7.1KKR7 	'1A---etl:At L tcgk 

, Z'PITEIJI-Ft:::-CiRA L, 	') tit/1437101=17 l'77 4 — (/N..1J- 

: 	I/1/ =3 : 1) -efitv,  l„ rafbat2.839V4itco 

1H-NMR(CDC1.3); a (ppm) 	2.29(3H, s), 	2.38(3H, 	s), 	6.02(1H, 	s), 	6.87-6.6.9 

1(1H, 	m), 	7.06-7.09(1H, 	m), 	7.16-7.20(1H, 	m). 

MS (ESI) ; 	m/z 	189 (M+H)+ 

[0171] -ASIMJ2 	2-(3,  

a) 2-7 Z J-4-7 )1/7J- 1=17 i J —)1. 

4-7 )1.2t1=1-2-= 	1=1 7 i ) —)1,300mg 	i 37 i —)1,3ml 1: gl174 L, 	10%i 7 

WO 2012/102404 45 PCT/JP2012/051991 

[0168] 

J &ffi;tlWfr^40oC£^-to 

[0169] ^$yi 2-(3,5-y*?i,iu-iH-t:0^/-ju-wJU)7i;-JU 

a) 1-(2-* h^7x-JU)-3,5-y*^U-1H-h0^V-,iU 

2-* K^r^7x-JUt 3.50g£x^y-jU60mUC;#$?U 

yiz^juyiz K>2.06ml£Jp*T10^P^M^Ufco SJ^;M^tC7j<150ml 

£2JP^ h 'J 7 A7K;#^"e^fP U ^x^jH50mL-eaai Ltco 

^$Jf M^ETCTg^L, $/ 

'J t)?Jl>t)^A$ PV h?'^7 -r — : ^11x^^ = 2 : 1) -entill 

U ^IHb£-tl3.88g£?#/co 
1H-NMR(CDCL3); S (ppm) 2.08(3H, s), 2.29(3H, s), 3.78(3H, s), 5. 95(1 H, 

s), 6.98-7.03(2H, m), 7.29-7.32(1H, m), 7.34-7.39(1H, m). 

MS(ESI); m/z 203(M+H)+ 

[0170] b) 2-(3,5-^*5l>'U-1H-t0^y->iU-1-^>iU)7xy-;U 

1-(2-* h^K>7i-Jl')-3, 5-y * ̂ U-IH-tf^ V-JU3. 88g£i^b* 51 U 

> 40m LIZ mffi U H^<b* 7 H1 Mi^b * 51 b V )#^32m I £ JP * TT1. 5 

mmmwLtco sj^^^K^mucjp^ IN-^A^S^A-C^L 

% M|x^;H50mL-efflai L/Co Jx-C&flk Ltz& 

s ;#£££MJ±~RCT^£ U VJ tltfjl/t)^ A^P7h^77<- (^=t-F 

> : mm*zFJU = 3 : 1) Ximbs ^II<fbl^tJ2.83g£f§7tCo 
1 H-NMR (CDC L3); S (ppm) 2.29(3H,s), 2.38(3H, s), 6. 02(1 H, s), 6.87-6.6.9 

1(1H, m), 7.06-7.09(1H, m), 7.16-7.20(1H, m). 

MS(ESI); m/z 189(M+H)+ 

[0171] 2-(3,5-^*5l>'U-1H-hf^x/->'U-1—fJU)-4-7;U^"P7xy-;U 

a) 2-7$;-4-7J^P7x;-il/ 

4-7>»U^- P-2-- K P 7 x y — JU300mg£x^ J — JU3mUC;#$? U 10%/^ 
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%'J 1a/>  	 7.KATSAttCF, 251Et:.=-C1HilVtli' Lk. Tglt 

Jasia Utz-A, 51®a%1E-F MA 1., Z, Allta% 	2111719,4'k- 0 

1H-NMR(DMSO-d6); 6 (ppm) 	4.80(2H, 	s), 	6.09-6. 14(1H, 	m), 	6. 34-6. 37 (1H, 	m 

), 	6. 53-6. 57(1H, 	m), 	8.93(1H, 	s). 

MS (FAB) ; 	m/z 128 (M+H)+ 

[0172] b) 2-(3, 5- ')) 	)l.-1H-E5 i—)1.-1-4 114-4-7)1,7J-  Cl 7 i i —11, 

2-7 Z / -4-7 )1/7J-  1=17 i J --)1/100mgt:=5N-ZRO. 8m1. 	)J1:1 A., 	•I'MMt k 

') r9 ix 65mg 	7.1‹ 0. 2m l t :.-.. glIq L tc: g A 	0°C tz... --C A T L. 	303•11-7?--=' L tz-_-  . 	), 

0 , ilifEM— Z Z 249mg 	5N-YEDgf0. 46m 16:.= glq L tc: -74-a 	0 t 6:.. --C 5ri5-F L 

, Ottz..---C303, 	Zi\ -C2511T.-_ -C2HillItt;L' Lk. 5 	P151,AET6:.-_ -CiRA L, 

iq I —A/2. 5ml.a.(f7-t)1/7-t F J81j,k1.Vili1A.--C4E1i1WPFINA3 5A Lit. . 

zribat t:71<50m I. 	)iri A.., M RI A ogz67JK A t 1- I) r9 147A Z '$' fil L, EfFRI 

)1.50m1. -rtE13 	L ko AVE V,Eftzl<RMiz'7 	-t-:> JA-etAi. l., tc=1, 5eP151131 

a-FIZZEL, ::, 1) tit/14J -310 Ei7 l'7 7 -I — (1•*-it 	: KR2 

/1/ = 2 : 1) -Ott L, 	lib 	#J 	20. 6mgMt-c c, 

1H-NMR(CDCI.3); 6 (ppm) 	2. 24 (31-1, 	s), 	2. 33(3H, 	s), 	5. 99(1H, 	s), 	6. 82-6. 90 

(2H, 	m), 	6. 95-6. 98(1H, 	m). 

MS (FAB) ; 	m/z 207 (M+H)+ 

[0173] *Y0113 	2-(1H- E7 i—)1.-1-4 )1.) 7 i i —)1. 

a) 1-(2-)( k*:>7 i=)14-1H-E7 V—)1. 

2-)< k * i 7 i =)1. E K 7 f).21110'01 200mg 	i 51  I --)1.5m 1. t:.-.574t4 L, 7 

1=1 	7')1.52E 	K 	;'))( 	)1,-/-1-t q —AA 189 ',LI. VNI A, -C 213i N1P1INkR5A L 

tc. & Z511 a!tt r...7.1<50m I VN A., M *11 Mgt± k 1) r) A7.1<ga-e Er! RI L , EFL 

I.. )1/60m1. ---etEliffl Utz. VA i),K7MAN7 	r,I.N.Ttlfk LttA, gPg 

'ii;E-Fl,Z--- -"C ITE1 	LT, 	rflitat179. 4mg 	•/f141 iL- 0 

1H-NMR(CDC1.3) ; 6 (ppm) 	3. 87(3H, s), 	6.42(1H, 	d, 	J=2. 4Hz), 	7. 02-7. 07(2H, 

m), 	7. 27-7. 32(1H, 	m), 	7. 68-7. 72(2H, 	m), 	8. 01(1H, 	d, 	J=2. 4Hz). 

MS (FAB) ; 	m/z 	175 (M+H)+ 

WO 2012/102404 46 PCT/JP2012/051991 

^A/j^||120mg£JP;L 10tP^^ Ltca 

£1G§Utc'&s ^Slbl=rt]£211mgf#fc„ 

iH-NMR(DMS0-d6); 8 (ppm) 4.80(2H, s), 6. 09-6.14(1H, m), 6. 34-6. 37(1H, m 

), 6.53-6. 57(1H, m), 8.93(1H, s). 

MS(FAB); m/z 128(M+H)+ 

[0172] b) 2-(3, 5-v* JU-1-J JU)-4-y JU^f P7i7 —JU 

2-T$ y-4-7;U^P7xy->»H00mgtC5N-J^I|0.8mL^iP^, S 

'J-^A 65mg^7K 0. 2mLJC^ Lfc;#}&£0oCtCT;l§T U 30#£#Lfco & 

MI-^X 249mg^5N-J^I|0.46mLtC;#^L/c)#^;&0oCtCT;STL 

, 0°CtCT30£\ %1&£fflETlzrg£Ls 

x^ J-JU2. SmLS.t/^-tz^v'UT-tz h >81 L£flP*T40|M$^Sfc Lfco J5 

J^;Fb^tC7K50mL^jp^% K U Ls ISif 

JU50ml-eaaiLfco 

I±TIZPV h?'^7 -r - (^-^v : Mix 

^;u = 2:1) 3lM<t£t]£20.6mgf#fc„ 
1 H-NMR (CDC L3); 8 (ppm) 2.24(3H, s), 2.33(3H, s), 5.99(1H, s), 6.82-6.90 

(2H, m), 6. 95-6. 98(1H, m). 

MS(FAB); m/z 207(M+H)+ 

[0173] ^MU3 2-(1H-L°^ V-JU-W JU) 7 x J —JU 

a) 1-(2-* h^>7x-JU)-1H-L°^ V—JU 

2-* \-^ri/y x"JUL 200mg£x^ y — JU5mUZ)£ffl U V 

P>7;U^'t: K ^X^*51;U71z^-;U)189A6L^JPxT20#^JPiiM;lL 

to Si^/lb-n^OK50mL^Jp^.% K 'J 'i' A7K/§/$"C:4]ffl U Ml 

x^;U60mL-eadi U/Co 

^MJ±T^T^iUT, ^^b^179.4mg^t#/c0 

1H-NMR(CDC l3); 8 (ppm) 3.87(3H,s), 6.42(1 H, d, J=2.4Hz), 7. 02-7. 07(2H, 

m), 7. 21-1.32(1 H, m), 7.68-7.72(2H, m), 8.01(1H, d, J=2.4Hz). 

MS(FAB); m/z 175(M+H)+ 
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[0174] b) 2-(1H- E7 `J'-J1.-1-411.) 7 z J -)l. 

1-(2-) 	..:>7 	=)1.)-1H-E7 V-JI/178mgct (') **MI b) LP10051 

t:.-.-crfAlEat 	121m 041  tc . 

1H-NMR (CDC l3); a (ppm) 	6. 49(1H, 	d, 	J=2. 4Hz), 	6. 88-6. 92(1H, 	m), 	7.08-7. 1 

0(1H, 	m), 	7. 14-7. 18(1H, 	m), 	7. 35-7. 37(1H, 	m), 	7.72(1H, 	s), 	7.99(1H, 	d 

, 	J=2. 4Hz). 

MS (ESI) ; 	m/z 	161 (M+H)+ 

[0175] -ArtiN4 	2-(5- I 	F 1=I*:>-3-)( 	)1.-1H- E7 V-)1.-1-4 )I.) 7 = I -)I. 

a) 5-I' Ki=i*:>-1-(2-)( I- * : > 7 	=)1.)-3-)( 	)1.-1H- E7 V-)1. 

2-)< 1- *:> 7 	=)i/L K7 :') 	1-Ingtil150mg8ck rf77-t 1- Ei/FOgib< 	11/93 µ l 

ct t) -41th4N 1 a) LP100)51t:: - --c rfAlEat 	55. lmAtc_- ,, 

1H-NMR (CDC l3); a (ppm) 	2. 11 (3H, 	s), 	3. 76(3H, 	s), 	6.88-6. 94(3H, 	m), 	7. 19 

-7.34(2H, 	m). 

MS (ESI) ; 	m/z 204 (M+H)+ 

[0176] b) 2-(5- L K 1=I*:>-3-)( 	11.-1H-E7 Ni-J1.-1-4 JI.) 7= I -)I. 

5-L KI=I*:>-1-(2-)( 	-.:> 7 	= AA -3- )( 	)1.-1H- E7 V-)1/52mgck (') 

-4101J1b) L PI ea) 	a t: --C rfAlEat 	32. 4m04 tc c, 

1H-NMR (CDC l3); a (ppm) 	2. 17(3H, 	s), 	5. 30(1H, 	s), 	6. 88-6. 95(2H, 	m), 	7. 15 

(1H, 	t, 	J=7. 6Hz), 	7.37(1H, 	d, 	J=7. 6Hz). 

MS (FAB) ; 	m/z 	191 (M+H)+ 

[0177] -4r0115 	2-(5-)( 	)1.-3- 	') 7 )1/7J- 1=1)( 	)1.-1H- E7 `J-)L-1-41l.) 7 = J 

-)1. 

a) 	1-(2-)( l*:> 7 	=114-5-)( 	)1.-3- 	') 7 )1/7J- 1=1)( 	)1.)-1H- E7 V- 

)1. 

2-)< 1- *:> 7 	=)l. L K7 :') 	1-Ingtil300mg 	2-)( 1- *:> 1 '9' J -AA. 3m L 

t::_g1174 L, 	EiM2. 5m l 8 ct Ve1, 1, 1- 	') 7 )1/7J-  1=1-2, 4-i J '91  J:')7J- i 208 µ, l 

)iii A. -c 1 Hi134403nufAMM Lk-. gP175111-Fial.„ 	ElIFOgti)1/50ml))11 

A., Mfogngt7.KAt I- I) r, Aga50m l 8 ct Ve, Mflilfttl*50m l TA341  kVA 

WO 2012/102404 47 PCT/JP2012/051991 

[0174] b) 2-(1H-L°^ V-JU-W JU)7x 7-JU 

1-(2-* h^>7x-JU)-1H-L°^V-JU178mgJ; y^MJIb) £|W|*§(OT;£ 

IZ X £ 121 mgt# /c 0 

1H-NMR(CDCl3); 5 (ppm) 6.49(1 H, d, J=2.4Hz), 6. 88-6. 92(1 H, m), 7.08-7.1 

0(1 H, m), 7. 14-7.18(1H, m), 7. 35-7. 37(1H, m), 7. 72(1H, s), 7. 99(1H, d 

, J=2. 4Hz). 

MS(ESI); m/z 161(M+H)+ 

[0175] 2-(5-t KP^>-3-*^JU-1H-L0^V-JU-WJU)7xy-JU 

a) 5-L KP^>-1-(2-* h 7 x ~ JU)-3-* ^JU-1H- \f.=? V-JU 

2-* h^r:>7 x "JUL KMI* ̂ >»U93/x L 

J: l'J^MJ1a)(>:|Wia®^;itCT^^b^;&55.1mgt#/c0 

1 H-NMR (CDC L3); 8 (ppm) 2.11 (3H, s), 3.76(3H, s), 6. 88-6. 94(3H, m), 7.19 

-7. 34(2H, m). 

MS(ESI); m/z 204(M+H)+ 

[0176] b) 2-(5-L KP ̂ >-3-* ̂ JU-1H-L°^ V-JU-W JU)7x 7-JU 

5-L KP^>-1-(2-* K^r^7x-JU)-3-*5lJU-1H-t0^V-JU52mgd; U 

^MJ1 b) £ mWtOl^MZX^mittity}^?-. 4mgt#/c0 

1 H-NMR (CDC L3); 8 (ppm) 2.17(3H, s), 5. 30(1 H, s), 6. 88-6. 95(2H, m), 7.15 

(1H, t, J=7.6Hz), 7.37(1 H, d, J=7.6Hz). 

MS(FAB); m/z 191(M+H)+ 

[0177] ^»IJ5 2-(5-*^JU-3-h'J 7JU:*P*?lJU-1H-L0^V-JU-WJU)7xy 

—JU 

a) 1-(2-* K^ri>7x-JU)-5-*51JU-3- h'J 7 JUTT P * ̂ JUHH-tf^ V-

JU 

2-* h^>7x-JUL K^^>±^II±^300mg^2-* K J-JU1. 3mL 

IzmMU M|2.5mLfeJ;t/1,1,1-K 'J 7JU^ P-2,4-^>^ >208 ̂  L 

£iDAT10^40#jbP$tiI3fcLfc„ Mtx^JU50ml£Jp 

K'J tSffi#±^7K50mL-e)$t)#/c^ 
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J il 	,R7.K KR 7 	r, IA TIM -:5 t}, A a T g PI 	ii8 	L Z, VA i E -a t4 

85. 6mg V4' 7-c: c, 

1H-NMR(CDC1.3); a (ppm) 	2. 14(3H, 	s), 	3. 78(3H, 	s), 	6. 40(1H, 	s), 	7. 00-7. 07 

(2H, 	m), 	7. 31-7. 33(1H, 	m), 	7. 41-7. 45(1H, 	m). 

MS (ESI) ; 	m/z 257 (M+H)+ 

[0178] b) 2-(5-)( 	)1.-3-( 	') 7 )1/7J- 1=1)( 	)1.) -1H- E7 `J-J1.-1-41l.) 7 i J -1l. 

1-(2-)< 	.. 	7 i =AA -5-)< 	)1.-3-( 	') 711.-C1) 	11/) -1H-E7 V- 

)I. ct t) -Alt,11.11b) L FA ea) 	a t: -c vatat 	320. 1mg147-c: c, 

1H-NMR (CDC 1.3); a (ppm) 	2. 41(3H, 	s), 	6. 52(1H, 	s), 	6. 95-6. 99(1H, 	m), 	7. 11 

-7. 13(1H, 	m), 	7. 20-7. 24(1H, 	m), 	7. 28-7. 32(1H, 	m). 

MS (FAB) ; 	m/z 243 (M+H)+ 

[0179] -ArtiN6 	2-(3, 5-1':' Z F I) 7 )1/7J- 1=1)( 	)1.-1H- E7 V-)1.-1-4 )1.) 7 i J - 

)1. 

a) 1-(2-)< 	*:> 7 i =AA -3, 5- E' 	') 7 )1/7J- 1=1)( 	)1.) -1H- E7 V-)1. 

2-)< Imo.:> 7 i=11/L K7 : ' ) %YES 	ckr_PN*1  t 7 11.7J-  1=17 -t 	)I. 

7 -t 	243µ 1. cb I') 'AA IN5a ) LP100)51 t:::"C rfli E at V41  tc: . 

1H-NMR(CDC1.3); a (ppm) 	3. 77(3H, 	s), 	7. 01-7. 06(3H, 	m), 	7. 33(1H, 	d, 	J=7.6 

Hz), 	7.49(1H, 	d, 	J=7. 6Hz). 

MS (ESI) ; 	m/z 311 (M+H)+ 

[0180] b) 2-(3, 5- E' 	') 711.701) 	)1.) -1H- E7 `1-)1.-1-4 AA 7 i J - )1. 

-hEa) T14 6 tttcl -(2-)( F *:> 7 i =AA -3, 5- E' 	') 711.7C1) 	11/)- 

1H- E 7 V-)1. cb t') -ArtiN 1 b) L Rea) 	6:.-.Z rfli Eat 	455. 6m041 tc. 

1H-NMR(CDC1.3); a (ppm) 	6. 99-7. 04(1H, 	m), 	7. 07-7. 08(1H, 	m), 	7. 10(1H, 	s), 

7. 32-7. 41(2H, 	m). 

MS (FAB) ; 	m/z 297 (M+H)+ 

[0181] -41thil.17 	2- (3- )( 	11.-1H-E7 V-11.-1-4 AA 7 i J -1l. 

a) 1-(2-)( l*:> 7 i=)14-3-)( 	)1.-1H-E7`1-)1. 

2-)< 	..:>7i=11/L K7:1-1=-Mil200mg8cbrf4,4-:'J)< 	..:>1'91-2 

WO 2012/102404 48 PCT/JP2012/051991 

85. 6mg£f#7c0 

1H-NMR(CDC l3); 8 (ppm) 2. 14(3H, s), 3.78(3H, s), 6.40(1 H, s), 7.00-7.07 

(2H, m), 7. 31-7.33(1H, m), 7. 41-7. 45(1H, m). 

MS(ESI); m/z 257(M+H)+ 

[0178] b) 2-(5-*^JU-3-( K 'J 7 JU^P * ̂ JU)-1H-L°^ V-JU-W JU) 7 x y-JU 

1-(2-* K^ri>7x-JU)-5-*51JU-3-( K 'J 7 JU^ • * ̂ JU)-1H-V-

Jlxl:'>jmMMlb)tmffi<DJjmzrmMfc'£y!l£320.hngmfco 
1 H-NMR (CDC L3); 8 (ppm) 2.41 (3H, s), 6. 52(1 H, s), 6. 95-6. 99(1 H, m), 7.11 

-7.13(1H, m), 7. 20-7. 24(1H, m), 7. 28-7.32(1H, m). 

MS(FAB); m/z 243(M+H)+ 

[0179] ^»IJ6 2-(3,5-tfX h 'J 7 JU:* P * JU-1 H-tf^ V-JU-W JU) 7 x y -

JU 

a) 1-(2-* K^rf>7x-JU)-3,5-^X K'J 7JU^P*5LJU)-1H-t°^ V-JU 

2-* h^r:>7 x "JUL K^'V>±mII±m300mg33ctt//^;^Ht7JU^ • T'iz^JU 

7-tz K >243AJ. Let y ^»J5a) £ 
1 H-NMR (CDC L3); 8 (ppm) 3.77(3H, s), 7. 01-7. 06(3H, m), 7. 33(1 H, d, J=7. 6 

Hz), 7.49(1H, d, J=7.6Hz). 

MS(ESI); m/z 311(M+H)+ 

[0180] b) 2-(3,5-^X K'J 7JU^P*5LJU)-1H-t°^ V-JU-1—TJU)7x7-JU 

±IEa)Tl#^tl/c1-(2-* K^ri>7x-JU)-3,5-ex K 'J 7JU^P*^JU)-

1H- bf? V-JU J: y ^»J1b) tmffi(DJj%lZT£mik&M}%455. 6mg ?#fc0 
1H-NMR(CDC l3); 5 (ppm) 6. 99-7. 04(1 H, m), 7. 07-7. 08(1 H, m), 7. 10(1 H, s), 

7.32-7.41 (2H, m). 

MS(FAB); m/z 297(M+H)+ 

[0181] ^»IJ7 2-(3-*?lJU-1H-L0^V-JU-WJU)7xy-JU 

a) 1-(2-* K^r^7x-JU)-3-*5lJU-1H-t0^V-JU 

2-* K^r'>7x-JUt: >±mII±m200rng33ctt/4,4-y* K^r">7"^ >-2 
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-7J- 	151 µ, I. ct t) -41thiN 1 a) L Rea)51t-,=--crfAIL-alt 	115. 1mg 14 tc: c, 

1 H-NMR (CDC 1.3); a (ppm) 	2. 31(3H, 	s), 	3.80(3H, 	s), 	6. 14(1H, 	d, 	J=2. 4Hz), 

6. 95-6. 99(2H, 	m), 	7. 18-7. 22(1H, 	m), 	7. 61-7. 63(1H, 	m), 	7. 84(1H, 	d, 	J=2 

. 4Hz). 

MS (FAB) ; 	m/z 	189 (M+H)+ 

[0182] b) 2-(3-)( 	)1.-1H- E7 V-)1.-1-4 )I.) 7i) -)1. 

1-(2-)( I*:> 7 i =)14-3-)( 	)1.-1H- E7 V-)1/115mgcb t') -AOill b) 	L 

P100) 	516:.Z rfli Eat 	76mg,f47-c_-. 

1H-NmR(oc13);  a (ppm) 	2.36(3H, 	s), 	6.24(1H, 	d, 	J=2. 4Hz), 	6. 85-6. 89(1 H, 

m), 	7. 05-7. 14(2H, 	m), 	7. 29-7. 31(1H, 	m), 	7. 86(1H, 	d, 	J=2. 4Hz). 

MS (FAB) ; 	m/z 	175(M+H)+ 

[0183] *Y-0118 	2-(5-)( 	)1.-1H- E7 V-)1.-1-4 )I.) 7i)-)1. 

a) 1-(2-)( I*:> 7 i =)14-5-)( 	)L-1H-t'°7 `1-)1. 

2-)< 1*:>7i=)1/L K7:')±110VE200mg8cbrf4,4-:'))( 	..:>1'91 -2 

-A-  J 151 µ, I. ct (,) -AAR1 a) LP100)51 t:-C VAIL-at 	.70mg,f4 tc: c, 

1 H-NMR (CDCI.3) ; a (ppm) 	2. 07(3H, 	s), 	3. 71(3H, 	s), 	6. 09(1H, 	s), 	6. 94-6. 99 

(2H, 	m), 	7. 24-7. 26(1H, 	m), 	7. 31-7. 35(1H, 	m), 	7.52(1H, 	s). 

MS (FAB) ; 	m/z 	189 (M+H)+ 

[0184] b) 2-(5-)( 	)1.-1H- E7 `1-)1.-1-4 )I.) 7i) -)1. 

1-(2-)( I*:> 7 i =)14-5-)( 	)L-1H-E7 `1-)1/69mgck t') -41thiN1b) 	LP] 

0)516:.-- -CrfAlEat 	45. 5m047c_-. 

1 H-NMR(CDC1.3) ; a (ppm) 	2. 41(3H, 	s), 	6.27(1H, 	d, 	J=1. 6Hz), 	6. 90-6. 94(1 H, 

m), 	7. 10-7. 12(1H, 	m), 	7. 19-7. 24(2H, 	m), 	7. 66(1H, 	d, 	J=1. 6Hz). 

MS (FAB) ; 	m/z 	175(M+H)+ 

[0185] -ArtiN0 	2-(3, 4, 5- 1- ') )( 	)1.-1H- E7 V-)1.-1-4 )1.) 7 i ) -)1. 

a) 	1-(2-)( I*:> 7 i =)1.) -3, 4, 5- 1- 1) )( 	)1.-1H- E7 `1-)1. 

2-)< Imo.:> 7 i =)1. L K 7 :')±110VE 200mg 	i q j -)1,4m1.(ZgAq L, 3- 

)( 	)1/-2, 4-' 	'9' 	:')7J- 	134,(1.1. 	))1:1A. --C3Hirciac5A, 1., tc: . azmat 

WO 2012/102404 49 PCT/JP2012/051991 

> 151 UL L y ^»IJ1 a) £ |W|*§(OT;£tC £ 115.1 mg?#fc0 

1H-NMR(CDCl3); 5 (ppm) 2. 31 (3H, s), 3.80(3H, s), 6.14(1 H, d, J=2.4Hz), 

6. 95-6. 99(2H, m), 7.18-7. 22(1 H, m), 7. 61-7. 63(1 H, m), 7. 84(1 H, d, J=2 

.4Hz). 

MS(FAB); m/z 189(M+H)+ 

[0182] b) 2-(3-*?lJU-1H-L0^ V-JU-W JU) 7 x y-JU 

1-(2-* K^r^7x-JU)-3-*5lJU-1H-t0^V-JU115mgd; y^^ijlb) 

IWI CD Jj/ik hZ X i^H'fbn'1%) 76mg:j;# tc 0 

1 H-NMR (CDC L3); 8 (ppm) 2.36(3H, s), 6. 24(1 H, d, J=2.4Hz), 6. 85-6. 89(1 H, 

m), 7. 05-7. 14(2H, m), 7. 29-7. 31(1H, m), 7. 86(1H, d, J=2.4Hz). 

MS(FAB); m/z 175(M+H)+ 

[0183] ^»IJ8 2-(5-*5LJU-1H-t°^V-JU-1-^JU)7xy-JU 

a) 1-(2-* K^r^7x-JU)-5-*5lJU-1H-t0^V-JU 

2-* h^r:>7 X -JUL \z=?V >±^I|±^200mg33ctt/4, A-V ̂  h+s>7*^>-2 

>151 ix LJ; y ^ite^ijla) t. IWI^©^/i^T^M'fb'n!t:^)^:70mg:j;#/co 

1 H-NMR (CDC L3); 8 (ppm) 2.07(3H, s), 3. 71 (3H, s), 6. 09(1 H, s), 6.94-6.99 

(2H, m), 7. 24-7.26(1H, m), 7. 31-7.35(1H, m), 7.52(1H, s). 

MS(FAB); m/z 189(M+H)+ 

[0184] b) 2-(5-*5LJU-1H-t°^V-JU-1-^JU)7xy-JU 

1-(2-* K^r^7x-JU)-5-*5lJU-1H-t0^V-JU69mgd; y^^ijlb) tm 

W.CD^jlr^ZX^M.itaty'^Ab. 5mgt#/co 

1H-NMR(CDCl3); 8 (ppm) 2.41 (3H, s), 6. 27(1 H, d, J=1.6Hz), 6. 90-6. 94(1 H, 

m), 7. 10-7. 12(1 H, m), 7. 19-7. 24(2H, m), 7. 66(1 H, d, J=1.6Hz). 

MS(FAB); m/z 175(M+H)+ 

[0185] ^»IJ9 2-(3,4,5-K'J *^JU-1H-t°^V-JU-1-^JU)7xy-JU 

a) 1-(2-* K^r^7x-JU)-3,4,5-K'J *^JU-1H-t°^V-JU 

2-* h^>7x"JUL h*7$/'>^ 200mg£x^y-JU4mUC;#$?U 3-

* ̂ JU-2,4-^>^ yV^ >134^ L£2jna.T30$m$tii3fc L/c0 
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6:.-.7.K5omi.MA., 	Mfrantd-  IF ') ,,1a7.1<ga-errifil L, 	ElIFRi 	)1.60m LTA 

ffl L tc. VCV, 	,w,7.1<KR7 	r, A ---etV31 L tc,l, gP1 	WIT t::--cia 

L -c, rfAlEat 	209. 8n1047c. 

1H-NMR(CDC1.3); a (ppm) 	1. 98(3H, 	s), 	2. 02(3H, 	s), 	2. 24(3H, 	s), 	3. 80(3H, 

s), 	6. 99-7. 04(2H, 	m), 	7. 29-7. 31(1H, 	m), 	7. 34-7. 39(1H, 	m). 

MS (FAB) ; 	m/z 217 (M+H)+ 

[0186] b) 2-(3, 4, 5- 	') )( 	)1.-1H- E7 V—)1.-1-4 )1.) 7 i J —)1. 

1-(2-)( 1*:> 7 i =)14-3, 4, 5- 	') )( 	)1.-1H- E7 V—)1/209mgck t') *It 
R1 b) L P100)511,:.-_ --crfAlEalt1o4mgmtco 

1H-NmR(cDc1.3); a (ppm) 	1. 99(3H, 	s), 	2. 25(3H, 	s), 	2. 31(3H, 	s), 	6. 90(1H, 

t, 	J=8. 0Hz), 	7. 08(1H, 	d, 	J=8. 0Hz), 	7. 06-7. 20(2H, 	m), 	9. 89(1H, 	s). 

MS (ESI) ; 	m/z 203 (M+H)+ 

[0187] -4101110 	2-(5-7 Z J -3- t e r t-1 	)I. -1H- E7 V—)1.-1-4 AA 7 i J —)1. 

a) 3-tert-1/1.-1-(2-)< 	*:> 7 i =AA-1H- E7 V—J1.-5-77 Z 

2-)< F*:> 7 i =)1. L K7:')A-ARIA300mg8,:trf4,4-:'))()1.-3-7J- *`) 

i 	'91  J= 	I) )1/215mg8ct Vefi/FR40 ,u, 1. ct t) -ArtiNla) L Roo 	at.:--c rkil 

4 310. 3m 041 7L- . 

1H-NMR(CDC1.3); a (ppm) 	1. 32(9H, 	s), 	3. 80(2H, 	s), 	3. 86(3H, 	s), 	5. 51(1H, 

s), 	7. 01-7. 08(2H, 	m), 	7. 30-7. 35(1H, 	m), 	7. 45-7. 47(1H, 	m). 

MS (FAB) ; 	m/z 246(M+H)+ 

[0188] b) 2-(5-7 Z I -3-ter t-1/1.-1H- E7 V—)1.-1-4 )1.) 7 i ) —)1. 

3-tert-1/1.-1-(2-) 	..i7 i =AA-1H- E7 V—)1.-5-77 Z i100mgcb 

t) 	R1 b) L FA00)51t:--crfAlEat 	66. 2mgMtco  

1H-NMR(CDC1.3); a (ppm) 	1. 30(9H, 	s), 	3. 93(2H, 	s), 	5. 55(1H, 	s), 	6. 90(1H, 

dt, 	J=1. 6, 	8.0Hz), 	7. 08(1H, 	dd, 	J=1. 6, 	8.0Hz), 	7. 17(1H, 	dt, 	J=1. 6, 	8. 

0Hz), 	7. 47(1H, 	dd, 	J=1. 6, 	8. 0Hz), 	10. 39(1H, 	brs). 

MS (FAB) ; 	m/z 232 (M+H)+ 

[0189] -41thiN11 	4-fj 1=11=1-2-(3, 5-:'))( 	)1.-1H- E7 V—)1.-1-4 )1.) 7 i J — 11. 

WO 2012/102404 50 PCT/JP2012/051991 

tC7K50mL^:Jp^.N Wi~ K 'J 0 U |/Fl|x51>'U60mL"eJS 

HHLtc0 ixxm^Ltcik, 

iLT, ^M'fbn'!t:^)^:209. Smgt^/co 

1H-NMR(CDCl3); 8 (ppm) 1.98(3H, s), 2.02(3H, s), 2.24(3H, s), 3.80(3H, 

s), 6. 99-7. 04(2H, m), 7. 29-7.31(1H, m), 7. 34-7.39(1H, m). 

MS(FAB); m/z 217(M+H)+ 

[0186] b) 2-(3,4,5-h'J *^JU-1H-L°^ V-JU-W JU)7x7-JU 

1-(2-* h^">7i —J[/)-3,4, 5- h 'J *^JU- 1H-L°^V-JU209mgJ; V 

001b) t. 104mgt#/co 
1 H-NMR (CDC L3); 8 (ppm) 1.99(3H, s), 2.25(3H, s), 2. 31 (3H, s), 6. 90(1 H, 

t, J=8. 0Hz), 7. 08(1 H, d, J=8. 0Hz), 7. 06-7. 20(2H, m), 9. 89(1H, s). 

MS(ESI); m/z 203(M+H)+ 

[0187] ^MJ10 2-(5-:P$ y-S-tert-V'^JU-IH-L0^ V-JU-WJU)7x7-JU 

a) 3-tert-7"5l>'U-1-(2-* K 7 x ~ JU)-1 H- \f.=j V—Jls-5-7 $ > 

2-* h Ji—)\ybl K^'v>±mII±m300mg33ctt/4,4-V ̂  V 

s<y$y- K 'J JU215mgJ5 1/1^1^40 ̂  L J; U ^ijfe$!]1 a) 

'fbn,J$]£:310. 3mgf#7c0 

1 H-NMR (CDC L3); 8 (ppm) 1.32(9H, s), 3.80(2H, s), 3.86(3H, s), 5.51(1H, 

s), 7. 01-7.08(2H, m), 7.30-7.35(1H, m), 7. 45-7.47(1H, m). 

MS(FAB); m/z 246(M+H)+ 

[0188] b) 2-(5-:P$ y-S-tert-V'^JU-IH-tf^ V—JU-WJU)7x7 — JU 

3-tert-7"5lJU-1-(2-* K 7 x ~ JU)-1 H- \f.=j V—JU-5-77 $ >100mgJ; 

y^MJIb) £ll^©;&£KT^^b^$l£66.2mg?#fc„ 
1H-NMR(CDC l3); 8 (ppm) 1.30(9H, s), 3.93(2H, s), 5. 55(1 H, s), 6. 90(1 H, 

dt, J=1.6, 8.0Hz), 7.08(1 H, dd, J=1.6, 8.0Hz), 7.17(1 H, dt, J=1.6, 8. 

0Hz), 7.47(1 H, dd, J=1.6, 8.0Hz), 10. 39(1 H, brs). 

MS(FAB); m/z 232(M+H)+ 

[0189] ^MJ11 4-^PP-2-(3,5-y*5lJU-1H-t0^x/-JU-1—TJU)7x7-JU 
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a) 1-(5- 	1=11=1-2-)( F 	-.:> 7 i =J14-3, 5-:'))( 	)1.-1H- E7 `1—)1. 

5- 	1=11=1-2-)( l*:> 7'=') JanVii 388mgck t) -Alt 2b) L FA ea) 	a t:.= --C 

1,1E-alt 	104. 8m04tc_-. 

1H-NMR(CDC1.3); a (ppm) 	2. 11 (3H, 	s), 	2. 29(3H, 	s), 	3. 79(3H, 	s), 	5. 96(1H, 

s), 	6.93(1H, 	dd, 	J=2. 4, 	7. 2Hz), 	7. 33-7. 35(2H, 	m). 

MS (FAB) ; 	m/z 237 (M+H)-E 

[0190] b) 4- 	1=11=1-2-(3, 5-:'))( 	)1.-1H- E7 V—)1.-1-4 )14 7 i ) —J1. 

1-(5-1=11=1-2-)( 	-.i7 i=)14-3, 5-:'))( 	)1.-1H-E7 V—)1/104. 8mgck 

t) 'AAR 1 b ) L FA ea)at-,_-_--crffilEat 	67. 3m04 tc c, 

1H-NMR(CDC1.3); a (ppm) 	2. 30(3H, 	s), 	2. 43(3H, 	s), 	6. 05(1H, 	s), 	7. 02(1H, 

d, 	J=8. 8Hz), 	7. 14-7. 20(2H, 	m), 	10. 08(1H, 	s). 

MS (FAB) ; 	m/z 223 (M+H)+ 

[0191] -AythR12 	2-fj 1=11=1-6-(3, 5-:'))( 	)1.-1H- E7 V—J1.-1-4 )14 7 i J —)1. 

a) 1-(3- 	1=11=1-2-)( F 	-.:> 7 i =J14-3, 5-:'))( 	)1.-1H- E7 `1—)1. 

3- 	1=11=1-o-7 = :> :') 	158mgck t') -4101J2b) LP100)511,:::-C rfAlEat 

30. 6mg 14 tc: c, 

1H-NmR(CDCL 3); a (ppm) 	2. 14(3H, 	s), 	2. 29(3H, 	s), 	3. 49(3H, 	s), 	5. 99(1H, s 

), 	7. 12(1H, 	t, 	J=8. 0Hz), 	7. 27-7. 31(1H, 	m), 	7. 43-7. 46(1H, 	m). 

MS (ESI) ; 	m/z 236(M+H)+ 

[0192] b) 2- 	1=11=1-6-(3, 5-:')))1.-1H- E7 `i—J1.-1-4 )14 7 i J —J1. 

1-(3-1=11=1-2-)( H -:> 7 i=J14-3, 5-:'))( 	)1.-1H-E7 `J—)1.63.4 mgck 

1') **Nib) L PI ea) 	a t:.-. --c rfli Eat 	27. LlmAtc. 

1H-NMR(CDC1.3); a (ppm) 	2. 30(3H, 	s), 	2. 40(3H, 	s), 	6. 05(1 H, 	s), 	6. 86(1 H, 

t, 	J=8. 0Hz), 7. 13-7. 15(1 H, 	m), 	7. 26-7. 31(1H, 	m), 	10. 66(1H, 	s). 

MS (FAB) ; 	m/z 223 (M+H)-E 

[0193] -Alt R13 	2-(4- 	1=1 D-3, 5-:'J)( 	)1.-1H-E7 V—)1.-1-4 )14 7 i i —)l. 

a) 4-1=11=1-1-(2-)( H -:>7 i=J14-3, 5-:'))( 	)1.-1H-E7 V—)1. 

2-)< 	-:>7i=)1/L K7:')±110VE174.6mg, 	8,tVe3-1=11=1,91-2 

WO 2012/102404 51 PCT/JP2012/051991 

a) 1-(5-?PP-2-* 

5-^7 P P-2-* K^rVT-'J ymm 388rng£t<jmM2b)tmmj5)£lZT 
104. 3wg%tz0 

1H-NMR(CDCl3); 8 (ppm) 2.11 (3H, s), 2.29(3H, s), 3.79(3H, s), 5. 96(1 H, 

s), 6. 93(1 H, dd, J=2.4, 7.2Hz), 7.33-7.35(2H, m). 

MS(FAB); m/z 237(M+H)+ 

[0190] b) 4-^7PP-2-(3, 5-^* ̂ JU-IH-tf^V— JU-1—fJU) 7x7 — JU 

1-(5-^PP-2-*K^r^7x-JU)-3,5-y*5lJU-1H-to^V-JU104.8mgd; 

vrnMmib)tmmo)j5%izTmmik'£tytkQ7.3mgmtc0 
1 H-NMR (CDC L3); 8 (ppm) 2.30(3H, s), 2.43(3H, s), 6. 05(1 H, s), 7. 02(1 H, 

d, J=8.8Hz), 7.14-7. 20(2H, m), 10. 08(1 H, s). 

MS(FAB); m/z 223(M+H)+ 

[0191] ^fife0!l12 2-^7PP-6-(3,5-y*5lJU-1H-t0^x/-JU-1—TJU)7x7-JU 

a) 1-(3-^PP-2-* K^ri>7x-JU)-3,5-y*5lJU-1H-t0^x/-JU 

3-0 P P-o-77->158mgJ; y ^5jS0!l2b) t IWIficOT^CTlllUb^^ 

30. 61^#/cQ 

1 H-NMR (CDC L3); 8 (ppm) 2.14(3H, s), 2.29(3H, s), 3.49(3H, s), 5. 99(1 H, s 

), 7. 12(1 H, t, J=8. 0Hz), 7.27-7.31 (1H, m), 7. 43-7. 46(1 H, m). 

MS(ESI); m/z 236(M+H)+ 

[0192] b) 2-^PP-6-(3, S-y^^JU-IH-tf^V—JU-1—TJU) 7x7—JU 

1-(3-^PP-2-* K^ri>7x-JU)-3,5-y*5lJU-1H-t0^x/—JU63.4 mgj; 

U b) t. |W|^0^';itCT^M'fb'n!t:^)^:27.4mgt#/co 

1H-NMR(CDCl3); 8 (ppm) 2.30(3H, s), 2.40(3H, s), 6. 05(1 H, s), 6. 86(1 H, 

t, J=8.0Hz),7.13-7.15(1 H, m), 7. 26-7. 31 (1H, m), 10. 66(1 H, s). 

MS(FAB); m/z 223(M+H)+ 

[0193] ^fife0!l13 2-(4-^7PP-3,5-y*5lJU-1H-t0^x/-JU-1—TJU)7x7-JU 

a) 4-0 p p-1-(2-* K^ri>7x-JU)-3,5-y*5lJU-1H-t0^x/-JU 

2-* h^>7 x-JUL K^y>±^II±^174.6mg% J3J;t/3-^PP^>^>-2 
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, 4-i 114,(.1.1.ct t) , 	-AythiN1a) L FA ea) 	a (,:.-. ---c mitat 	193. 9m041  

tc. 

1H-NMR (CDC1.3) ; a (ppm) 	2. 09(3H, s), 	2. 29(3H, 	s), 	3. 81(3H, 	s), 	7. 00-7. 06( 

2H, 	m), 	7.30(1H, 	dd, 	J=1.6, 	7. 6Hz), 	7. 38-7. 43(1H, 	m). 

MS (FAB) ; 	m/z 237 (M+H)+ 

[0194] b) 2-(4- 	1=11=1-3, 5-:'j )(J1.-1H- E7 V—J1.-1-4 )1.) 7 i J —)1. 

4- 	1=1 D-1-(2-)( I- *:> 7 i=)14-3, 5-:'))( 	)1.-1H-E7 V—)1/193mgck t,J 

**MI b) LP]ea)lt:.-_ -crfAlEalt 	151. 9mgMtco  

1H-NmR(CDCL 3); a (ppm) 	2.30(3H, 	s), 	2.37(3H, 	s), 	6. 91-6. 95(1H, 	m), 	7.09 

(1H, 	dd, 	J=1. 6, 	8.0Hz), 	7. 17(1H, 	dd, 	J=1. 6, 	8.0Hz), 	7. 21-7. 25(1H, 	m), 

9.23(1H, 	s). 

MS (FAB) ; 	m/z 223 (M+H)+ 

[0195] -41thR1 4 	2-(3, 5-:')I/1.-1H- E7 V—)1.-1-4 )1.) 7 i ) —)1. 

a) 3, 5-:')IJI.-1-(2-)( 	*:> 7 i =)14- 1H-E7 V—)i. 

2-)< I- * 	7 i =)I. L K 7 	illiRiti174. 6mg, 	8,t rf3, 5-,N 7°,9' 	7J- 

135. 5 il•Lct t) . -ArtiN 1 a) LP100)51 V: 'ZVI:IL-at 	209. 8111047c. 

1H-NMR (CDC1.3) ; a (ppm) 	1.14-1. 18(3H, 	m), 	1. 25-1. 31(3H, 	m), 	2.42(2H, 	q, 

J=7. 2Hz), 	2. 67-2. 73(2H, 	m), 	3. 78(3H, 	s), 	6. 03(1H, 	s), 	6. 99-7. 04(2H, 	m 

), 	7. 31-7. 40(2H, 	m). 

MS (FAB) ; 	m/z 231 (M+H)+ 

[0196] b) 2-(3, 5-:')I/1.-1H- E7 V—)1.-1-4 AA 7i) —)1. 

3, 5-:')IJI.-1-(2-)( F *:> 7 i =)14-1H- E7 V—J1/207mgct t'J -410111b) 

L PI ea)51 t:.-. --C VA I Eat 	159. 2mAl tc. 

1H-NMR(CDC1.3); a (ppm) 	1. 24-1. 31(6H, 	m), 	2. 69(2H, 	q, 	J=7. 6Hz), 	2. 76(2H, 

q, 	J=7. 6Hz), 	6. 11 (1H, 	s), 	6. 90(1H, 	q, 	J=7. 6Hz), 	7. 09(1H, 	d, 	J=7. 6Hz) 

, 	7. 19-7. 22(2H, 	m), 	9. 69(1H, 	s). 

MS (FAB) ; 	m/z 217(m+H)-F 

[0197] -41thiN1 5 	3-(3, 5-:'))( 	)1.-1H-E7 V—)1.-1-4 )1.)1 -ff -1, 2-:')7J--)1. 

WO 2012/102404 52 PCT/JP2012/051991 

, 4~V~% y\ 14 /x L<£ y N Qmgt# 

tc0 

1H-NMR(CDCl3); 5 (ppm) 2.09(3H,s), 2.29(3H, s), 3. 81 (3H, s), 7. 00-7. 06( 

2H, m), 7. 30(1 H, dd, J=1. 6, 7.6Hz), 7. 38-7.43(1 H, m). 

MS(FAB); m/z 237(M+H)+ 

[0194] b) 2-(4-^PP-3, 5-^* ̂ JU-IH-tf^V— JU-1—fJU) 7x7 — JU 

4-^7 p p-1-(2-* K^ri>7 x-JU)-3, 5-^* ̂ JU-IH-tf^V—JU193mgJ: y 

^jte^JIb) <h;|W|^®^';itCT^M'fb'n!t:^)^:151. 9mgt#/co 
1 H-NMR (CDC L3); 8 (ppm) 2.30(3H, s), 2.37(3H, s), 6. 91-6. 95(1 H, m), 7.09 

(1H, dd, J=1. 6, 8. 0Hz), 7.17(1 H, dd, J=1. 6, 8.0Hz), 7. 21-7. 25(1 H, m), 

9. 23(1H, s). 

MS(FAB); m/z 223(M+H)+ 

[0195] ^fife0IJ14 2-(3,5-^x5lJU-1H-t0^V-JU-1-^JU)7xy-JU 

a) 3,5-yx^JU-1-(2-* K^r^7x-JU)- 1H-L°^V-JU 

2-* h^>7 x "JUL K^y>±^II±^174.6mgN £ <£t/3, 5-^7°^ yVJ > 

135. bfx L <£ y N ^iite^ijla) tl ^^209. 8mgt#/co 
1 H-NMR (CDC L3); 8 (ppm) 1. 14-1. 18(3H, m), 1. 25-1. 31 (3H, m), 2.42(2H, q, 

J=7.2Hz), 2. 67-2. 73(2H, m), 3.78(3H, s), 6. 03(1 H, s), 6. 99-7. 04(2H, m 

), 7.31-7.40(2H, m). 

MS(FAB); m/z 231(M+H)+ 

[0196] b) 2-(3,5-^x5lJU-1H-t0^ V-JU-W JU) 7 x 7-JU 

3, 5- y x ̂ J U-1 - (2- * h ̂  7 x " J U)-1H- tf =7 V- J U207mg y 1 b) 

£IWI^I©^/£tCTi^II'fbn'!t^)^:159. 2mgt#/co 

1H-NMR(CDCl3); 8 (ppm) 1. 24-1. 31 (6H, m), 2.69(2H, q, J=7.6Hz), 2.76(2H, 

q, J=7. 6Hz), 6. 11 (1H, s), 6. 90(1 H, q, J=7.6Hz), 7. 09(1 H, d, J=7. 6Hz) 

, 7.19-7.22(2H, m), 9.69(1H, s). 

MS(FAB); m/z 217(M+H)+ 

[0197] ^fifeffljl 5 3-(3, 5-y * ̂  JU-1 H- V-JU-W JU) ̂  > "tz >-1,2-*j ~ JU 
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a) 1-(2, 3-:'))( 	-.:> 7 i =)14-3, 5-:'))( 	)1.-1H- E7 `1—)1. 

2, 3- 	)< F* 	7 = ') J306mgct t) -AVM 2b) LP100)51t:.-_ -C rfAlEalt 

.189mgmtc_-. 

1H-NmR(cpc 1.3) ; a (ppm) 	2. 14(3H, 	s), 	2. 29(3H, 	s), 	3. 53(3H, 	s), 	3. 91(3H, 

s), 	5. 96(1H, 	s), 	6. 96-6. 70(2H, 	m), 	7. 12(1H, 	t, 	J=8. 0Hz). 

MS (FAB) ; 	m/z 233 (M+H)+ 

[0198] b) 3-(3, 5-:'))( 	)1.-1H- E7 V—)1.-1-4 )1.)1 -ff 	-1, 2- :'J7t —)1. 

1-(2, 3-:'))( 	..:> 7 i=)14-3, 5-:'))( 	)1.-1H-E7 V—)1/186mgck t') *It 
im 1 b) LP]eolt:.-_ --crfAlEalt 	28. 9mgMtco  

1H-NMR(CDC1.3); a (ppm) 	2. 26(3H, 	s), 	2. 38(3H, 	s), 	5. 99(1H, 	s), 	6. 75-6. 85 

(3H, 	m). 

MS (FAB) ; 	m/z 205(M+H)+ 

[0199] .-Ayth R 1 6 	2-(3, 5-:'))( 	)1.-1H- E7 V—)1.-1-4 )1.)1 -ff -1, 4-:'JA-  —)1. 

a) 1-(2, 5-:'))( 	-.:> 7 i =)14-3, 5-:'))( 	)1.-1H- E7 `1—)1. 

2, 5- 	)(F * 	7 = ') J306mgct t) -4111N2b) LP100)511,:.= -CrfliEat 

260. 3m047c: . 

1H-NMR(CDC1.3); a (ppm) 	2. 11(3H, 	s), 	2.30(3H, 	s), 	3.73(3H, 	s), 	3.78(3H, 

s), 	5. 96(1H, 	s), 	6. 91-6. 93(3H, 	m). 

[0200] b) 2-(3, 5-:')))1.-1H-E7 V—)1.-1-4 )1.)1 	-L 	-1, 4-7J- -)1. 

1-(2, 5-:'))( 	..:> 7 i=)14-3, 5-:'))( 	)1.-1H-E7 V—)1/260. 3mgck t'J'A- 

%RI b) LP100)511,:.= --c Val Eat 	162. 6mAtc_-,, 

1H-NMR(DMSO-d6); a (ppm) 	2. 07(3H, 	s), 	2. 14(3H, 	s), 	5. 93(1H, 	s), 	6. 56(1H 

, 	d, 	J=2. 8Hz), 	6. 66-6. 69(1H, 	m), 	6. 80(1H, 	d, 	J=8. 8Hz), 	9. 02(1H, 	s), 	9 

.17(1H, 	s). 

MS (FAB) ; 	m/z 205(M+H)+ 

[0201] -41thR17 	2-(4-i)1.-3, 5-:')) 	)1.-1H- E7 V—)1.-1-4 )I.) 7 i i —)l. 

a) 4-i 	)1.-1-(2-)( I- *:> 7 i=)14-3, 5-:'J)( 	)1.-1H- E7 `1—)1. 

2-)< l*:> 7 i =)I. L K7:')YER1-1200mg, 8 ck rf3-=)1.-2, 4-, 	g 

WO 2012/102404 53 PCT/JP2012/051991 

a) 1-(2,3-y* K^r^7x-JU)-3,5-y*5l>'U-1H-t0^V->iU 

2,3-y* y3rnmg^^mmm2b)tmm(Dy5mzxmmitsty 
£189mgf#7c0 
1H-NMR(CDCl3); 5 (ppm) 2.14(3H, s), 2.29(3H, s), 3.53(3H, s), 3. 91 (3H, 

s), 5. 96(1 H, s), 6. 96-6.70(2H, m), 7.12(1 H, t, J=8.0Hz). 

MS(FAB); m/z 233(M+H)+ 

[0198] b) 3-(3lb-V*3L)ls-'\H-£0^ V-JU-1-^JU)^>-tz>-1,2-y^->iU 

1 - (2,3- y * K * 7 x "J U) •-3, 5- V * J U-1H- L° =7 V - J U1 86mg J; y 

$iJ1b) <h;|W|^0^';itCT^M'fb'n!t:^)^:28. 9mg?#/c0 

1 H-NMR (CDC L3); 5 (ppm) 2.26(3H, s), 2.38(3H, s), 5. 99(1 H, s), 6.75-6.85 

(3H, m). 

MS(FAB); m/z 205(M+H)+ 

[0199] ^fife0!J16 2-(3, 5-y * JU-1H- \f.=7 V - JU- W JU) ̂  > "tz >-1,4-^ ̂  - JU 

a) 1-(2,5-y* K^r^7x-JU)-3,5-y*5lJU-1H-t0^V-JU 

2,5-y* y3rnmg^^mmm2b)tmm(Dy5mzxmmitsty 
£260. 3mgf#7c0 
1 H-NMR (CDC L3); 8 (ppm) 2.11 (3H, s), 2.30(3H, s), 3.73(3H, s), 3.78(3H, 

s), 5.96(1H, s), 6. 91-6.93(3H, m). 

[0200] b) 2-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)^>-tz>-1,4-y^-JU 

1-(2, 5-y* S **>7 x-JU)-3, 5-^JU-1H-fcf7 V-JU260. 3mgJ; y ^ 

»J1 b) £ mm<Dl5mzZ$km<t'&M&62. 6mg?#fc„ 
1H-NMR(DMS0-d6); 8 (ppm) 2.07(3H, s), 2.14(3H, s), 5.93(1H, s), 6.56(1H 

, d, J=2.8Hz), 6. 66-6. 69(1 H, m), 6.80(1 H, d, J=8.8Hz), 9. 02(1 H, s), 9 

. 17(1H, s). 

MS(FAB); m/z 205(M+H)+ 

[0201] »$IJ17 2-(4-x5lJU-3,5-y*5lJU-1H-t0^V-JU-1-^JU)7xy-JU 

a) 4-X^JU-1-(2-* K^r^7x-JU)-3,5-y*5lJU-1H-t0^V-JU 

2-* K^ri>7x-JUt K^^>±^II±^200mgN n^Xf3-JL^-)\y-2,A-^y 0 
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:-; A- 	155 ill ck t) , *roil a) LP100)511,:::-C rkl. I Eat 	236. 6m047L- 

0 

1H-NMR(CDC1.3); a (ppm) 	1. 13(3H, 	t, 	J=7. 6Hz), 	2. 03(3H, 	s), 	2. 27(3H, 	s), 

2. 42(2H, 	q, 	J=7. 6Hz), 	3. 79(3H, 	s), 	6. 99-7. 04(2H, 	m), 	7. 30-7. 39(2H, 	m) 

MS (FAB) ; 	m/z 231 (M+H)-F 

[0202] b) 2-(4-i 	)1.-3, 5-:'))( 	)1.-1H- E7 V—)1.-1-4 )14 7 i ) —11. 

4-i 	)L-1-(2-)( l*:> 7 i=)14-3,5-: ' ) )( 	)1.-1H- E7 V—)1/232mgcb (,) 

**Nib) L Re0)516:.-_ -CrfAlEalt196. 2mAtc. 

1H-NMR(CDC1.3); a (ppm) 	1. 12(3H, 	t, 	J=7. 6Hz), 	2. 27(3H, 	s), 	2. 33(3H, 	s), 

2. 43(2H, 	q, 	J=7. 6Hz), 	6. 88-6. 92(1H, 	m), 	7. 08-7. 10(1H, 	m), 	7. 06-7. 19(2 

H, 	m), 	9.90(1H, 	s). 

[0203] 

MS (FAB) ; 	m/z 217 (M+H)-,  

-41th R18 	5-7 )1/7J- 1=1-2-(3, 4, 5, - I- ') )( 3 )1.-1H- E7 V—)1.-1-4 )1.) 7 i ) 

—11. 

2-7 Z ) -5-7 )1/7J- 1=1 7 i ) — )1/201.2mgaV3- )< 	)L-2,4-'g 	)7j- 

184 II,  I. ct ') **MI b) L PI ea) 	1 t:.= 'ZVI:tat 	114 . 7111914 tc . 

1H-NMR (CDC1.3) ; a (ppm) 	1.99(3H, 	s), 	2.23(3H, 	s), 	2.28(3H, 	s), 	6. 59-6. 64 

(1H, 	m), 	6. 78-6. 81(1H, 	m), 	7.10-7.14(1H, 	m). 

MS (ESI) ; 	m/z 221 (M+H)+ 

[0204] .-AythR19 	2-(4- 	i=i1=1-3, 5-:'))( 	)1.-1H- E7 V—)1.-1-4 )1.), 	J-ff 	-1,4- 

-)1. 

a) 4-fj 	5-:'))( 	-:> 7 i=)14-3, 5-:'))( 	)L-1H-I°7'J—)L 

2, 5-:'))( 	-.:> 7 	I) J 306mg8 ct rf3- 	1=11=1/91 	-2, 4-:')7J-  J 228 /.1. 1. 

ct t) -41thiN2b) L PI ea) 	16:.= ---C VA I Eat 	333. 7mA/to  

1H-NMR (CDC1.3) ; a (ppm) 	2. 10(3H, 	s), 	2.29(3H, 	s), 	3.74(3H, 	s), 	3.78(3H, 

s), 	6. 94-6. 97(2H, 	m), 	7. 26(1H, 	s). 

MS (FAB) ; 	m/z 267 (M+H)+ 

WO 2012/102404 54 PCT/JP2012/051991 

L J; y, mMiWa)tmm(Dj5mzzmmik£>ty%:23Q. 6mg%tc 
0 

1H-NMR(CDCl3); 8 (ppm) 1.13(3H, t, J=7.6Hz), 2.03(3H, s), 2.27(3H, s), 

2.42(2H, q, J=7.6Hz), 3.79(3H, s), 6.99-7.04(2H, m), 7.30-7.39(2H, m) 

MS(FAB); m/z 231(M+H)+ 

[0202] b) 2-(4-x^JU-3,5-^*?lJU-1H-L0^ V-JU-W JU) 7 x 7-JU 

4-x^JU-1-(2-* K^r^7x-JU)-3,5-y*5lJU-1H-t0^V-JU232mgd; y 

^Ste^JIb) <h;|W|^®^';itCT^M'fb'n!t:^)^:196. 2mg?#/c0 

1 H-NMR (CDC L3); 8 (ppm) 1.12(3H, t, J=7.6Hz), 2.27(3H, s), 2.33(3H, s), 

2.43(2H, q, J=7.6Hz), 6. 88-6. 92(1 H, m), 7. 08-7.10(1 H, m), 7.06-7.19(2 

H, m), 9.90(1H, s). 

MS(FAB); m/z 217(M+H)+ 

[0203] ^»IJ18 5-7JU:* P-2-(3,4, 5, - K 'J * ̂ JU-1H-V-JU-W JU) 7 x 7 

-JU 

2-y^y -5-7 JU^ • 7 X J — JU201. 2mgSt/3-* ̂ JU-2,4-^ > 0 > V^ > 

184/x LJ; y ^ite^ijlb) 14. 7mgt#/co 

1 H-NMR (CDC L3); 8 (ppm) 1.99(3H, s), 2.23(3H, s), 2.28(3H, s), 6.59-6.64 

(1H, m), 6.78-6.81 (1H, m), 7. 10-7. 14(1 H, m). 

MS(ESI); m/z 221 (M+H) + 

[0204] mMW 9 2-(4-<? •• -3, 5-^ * JU-1 H- V-JU-1 - ̂  JU) ̂  > -tz >-1,4-

V^— JU 

a) 4-^PP-1-(2,5-y* K^r^7x-JU)-3,5-y*5lJU-1H-t0^V-JU 

2,5-^* K^r^T7- 'J >306mg£J;t/3-^ • >-2,4-^^ >228^ L 

y «0iJ2b) £ |W|«0^;itCT^^b^£333. 7mg?#fc„ 
1H-NMR(CDCl3); 5 (ppm) 2.10(3H, s), 2.29(3H, s), 3.74(3H, s), 3.78(3H, 

s), 6. 94-6. 97(2H, m), 7.26(1H, s). 

MS(FAB); m/z 267(M+H)+ 
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[0205] b) 2-(4-1=11=1-3, 5-:')))1.-1H-E7 `i—JI.-1-4 JI.)1 -ff 	-1, 4-:')7— 

)1. 

4-fj 1=11=1-1-(2, 5-:'))( F *:> 7 i=J14-3, 5-:'))( 	)1.-1H-E7 V—)1/329mg 

ct t) -AAR1b) L FA ea) 	516-,:_--crfliE-alt 	184. 8m04 tc: c, 

1H-NMR(DMSO-d6); a (ppm) 	2. 05(3H, 	s), 	2. 15(3H, 	s), 	6. 58(1H, 	d, 	J=2. 8Hz) 

, 	6. 72(1H, 	dd, 	J=2. 8, 	8. 8Hz), 	6. 82(1H, 	d, 	J=8. 8Hz), 	9. 11 (1H, 	s), 	9.33 

(1H, 	s). 

MS (FAB) ; 	m/z 239 (M+H)+ 

[0206] *YthR20 	4-7)I.7J-  1=1-2-(3, 4, 5, - 	') )( 	)1.-1H- E7 V—)1.-1-4 JI.) 7 i ) 

—)l. 

2-7 Z ) -4-7 )I/ 7J- 1=1 7 i ) —)1/111mga.03-)( 	)1.-2, 4-i'91 	:')7J-  110 

2 	I. ct t) -41thiN2b) LP100)51t:: - --C rfAlEat 	84. 8mgMtc_- c, 

1H-NMR(CDC1.3); a (ppm) 	1. 99(3H, 	s), 	2. 23(3H, 	s), 	2. 24(3H, 	s), 	2. 34(3H, 

s), 	6. 87-6. 95(2H, 	m), 	7. 00-7. 03(1H, 	m), 	9. 90(1H, 	s). 

MS (FAB) ; 	m/z 221 (M+H)+ 

[0207] -ArtiN21 	2-(4-fj CI CI-3, 5-:'))( 	)1.-1H- E7 `I — J1.-1 -4 )14-5-7 JI/A- 1=1 7 

i ) — )I. 

2-7 Z ) -5-7)1/7J- 1=17 i ) —)1/100mgaVe3-1=11=1, 91 	-2, 4-:'JA-  J90 

m, I. ct t) -41thiN2b) LP100)51 t: --C rfAlEat 	62mg,f4tz-_-,, 

1H-NMR (CDC l3); a (ppm) 	2.29(3H, 	s), 	2.35(3H, 	s), 	6. 62-6. 67(1H, 	m), 	6.78 

-6. 81(1H, 	m), 	7.10-7.14(1H, 	m), 	9.44(1H, 	s). 

MS (FAB) ; 	m/z 241 (M+H)+ 

[0208] -41thR22 	1-(2- L K 1=1*:> 7 i =)l.)-3, 5-:'))( 	)1.-1H- E7 V—JI.-4-t )I. 

71JRIJI/ 

a) 1-(2-)( 	*:> 7 i=)14-3, 5-:'))( 	)1.-1H-E7 V—)1.-4-t/l/tOgti 

)I. 

2-)< 	*:> 7 i=)1/L K71-lingtili175mg, 8,tVe2-7-t)1.-3-7*`) 

15' JRI/1/156 il, I. ct (,), **MI a) L PialOat:.-- -CrfAiLat 	82. 6mg 

WO 2012/102404 55 PCT/JP2012/051991 

[0205] b) 2- (4- 0 • • -3, 5- V * ̂JU-1H- L° =? V-JU-1 --fJU) ̂  > "tz >-1,4- V -

JU 

4- 0 • • -1 - (2, 5- V * h * 7 x ~JU) •-3, 5- V * ̂JU-1H- L° =? V-JU329mg 

ct U ^Ste^JIb) <h;|W|^®^';itCT^M'fb'n!t:^)^:184. 8mg^#fc0 

1H-NMR(DMS0-d6); 8 (ppm) 2.05(3H, s), 2.15(3H, s), 6.58(1H, d, J=2.8Hz) 

, 6.72(1 H, dd, J=2.8, 8.8Hz), 6.82(1 H, d, J=8.8Hz), 9.11 (1H, s), 9.33 

(1H, s). 

MS(FAB); m/z 239(M+H)+ 

[0206] ^ife0!|20 4-7 JU:* P -2-(3,4, 5, - h 'J * ̂ JU-1H-\f.=? V-JU-1 —fJU) 7 x J 

—JU 

2-7$ 7-4-7 JU:* • 7 I y — JU1 11mgSt/3-* ^JU-2,4-^>^ >$/;* >10 

2M Ly ̂ MJ2b) £ 8mg?#fc„ 

1 H-NMR (CDC L3); 8 (ppm) 1.99(3H, s), 2.23(3H, s), 2.24(3H, s), 2.34(3H, 

s), 6. 87-6.95(2H, m), 7.00-7.03(1H, m), 9.90(1H, s). 

MS(FAB); m/z 221(M+H)+ 

[0207] ^St50!|21 2- (4- <7 • P-3, 5-$/ * ̂ JU-1H- \f.=? V-JU-1 —f JU)-5-7 JU:* • 7 

x J — JU 

2-7$ y-5-7JU^P7xy — JU100mgSt/3-^ PP^>^ >-2,4-y^>90 

M Let y «0iJ2b) ̂ |W|«0^;itCT^^b^£62mgt#/co 

1H-NMR(CDCl3); 5 (ppm) 2.29(3H, s), 2.35(3H, s), 6. 62-6. 67(1 H, m), 6.78 

-6.81 (1H, m), 7. 10-7. 14(1 H, m), 9. 44(1 H, s). 

MS(FAB); m/z 241(M+H)+ 

[0208] ^»IJ22 1-(2-L K • 7 x " JU)-3, 5-*>* * ̂ JU-1H- \f.=? V~JU-4~tl JU 

df>0 tx^JU 

a) 1-(2-* K^r^7x-JU)-3,5-y*5l>'U-1H-t0^V->iU-4-^>iU/1f>I|x51 

JU 

2-* K^r'>7 x "JUL K^^>initial 175mg% fectt/^-^iz^JU-S-^^rV 

7"^ >11x5^156At Let y, ^IMJ1a)^|W|^i®^;itCT^^b^;&82. 6mg 
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14 tc . 

1H-NMR (CDC1.3) ; a (ppm) 	1. 38(3H, 	t, 	J=7. 6Hz), 	2. 33(3H, 	s), 	2. 50(3H, 	s), 

.80(3H, 	s), 	4. 32(2H, 	q, 	J=7. 6Hz), 	7. 02-7. 08(2H, 	m), 	7. 30-7. 32(1H, 	m), 

7. 41-7. 45(1H, 	m). 

MS (ESI) ; 	m/z 275 (M+H)+ 

[0209] b) 1-(2-t' K 1=1*:> 7 i =M-3, 5-:'))( 	11.-1H-E7 V—J1.-4-t/l/t JOgri 

JI. 

1-(2-)( 1*:> 7 i=11.)-3, 5-:'))( 	)1.-1H- E7 Ni—)1.-4-t JI/t JRI 

)1/82mg cb t'J **Nib) L P100 	I I,: ""C rfli Eat 	21m 041  tc: . 

1H-NMR (CDC 1.3); a (ppm) 	1. 39(3H, 	t, 	J=7. 2Hz), 	2. 50(3H, 	s), 	2. 61 (3H, 	s), 

4. 34(2H, 	q, 	J=7. 2Hz), 	6. 96(1H, 	t, 	J=8. 4Hz), 	7. 10(1H, 	d, 	J=8. 4Hz), 	7. 1 

7(1H, 	d, 	J=8. 4Hz), 	7. 26-7. 30(1H, 	m), 	8.76(1H, 	s). 

MS (FAB) ; 	m/z 261 (M+H)+ 

[0210] -41thR23 	3- (1 - (2- L K 1=I*:> 7 i =AA -3, 5-:'))( 	)1/-1F1- E7 V— J1/-4-4 

AA .7°1=1/)( 3 )1, 

a) 3-(1-(2-)( 	-.i7 i =114-3, 5-:'J)( 	11.-1H- E7 V-11.-4-4 )1.) 7°1=1 i 

J OB X11. 

2-)< I-*:> 7 i=)1/L K7 :±1.10gti-11174. 6mg, 	8 cb rf4-7-t 	J1.-5-7* 

NJ/N*1J- 	Ogb< 	)1/175m.l.ct t). 	-4101J1a)LP100)11,:.= -CrfAlEalt96 

m g 14 tc . 

1H-NMR(CDC1.3); a (ppm) 	2.04(3H, 	s), 	2.27(3H, 	s), 	2. 49-2. 54(2H, 	m), 	2.74 

-2. 78(2H, 	m), 	3. 68(3H, 	s), 	3. 79(3H, 	s), 	6. 99-7. 02(2H, 	m), 	7. 28-7. 31(1 

H, 	m), 	7. 35-7. 39(1H, 	m). 

MS (FAB) ; 	m/z 289 (M+H)+ 

[0211] b) 3-(1-(2-t' K 1=1*:> 7 i =M-3, 5-)1.-1H-E7 V—)1.-4-4)1.) 7°D 

ingrb< 	)1. 

3- (1- (2-)( I- *:> 7 i =)1.) -3, 5-)( 	)1.-1H- E7 V—)1.-4-4 )1.) 7°1=ii 

ngt)( 	)1/96mg ct t') **Nib) LP100)511,:::-C rfliEat 	36. 8mgMtco 

WO 2012/102404 56 PCT/JP2012/051991 

mtco 
1H-NMR(CDCl3); 8 (ppm) 1.38(3H, t, J=7.6Hz), 2.33(3H, s), 2.50(3H, s), 

.80(3H, s), 4. 32(2H, q, J=7.6Hz), 7.02-7.08(2H, m), 7.30-7.32(1H, m), 

7. 41-7. 45(1H, m). 

MS(ESI); m/z 275(M+H)+ 

[0209] b) 1-(2-L KP^r^7x-JU)-3,5-y*5l>'U-1H-t0^ 

-^JU 

1-(2-* K^r^7x-JU)-3,5-y*5l>'U-1H-t0^V->iU-4-^>iU/1f>I|x51 

JU82mgJ; y ^ife^ijlb) t. IWI^I©^/£tCTi^IEjb'n!t:#)^:21mg:i=|/co 
1 H-NMR (CDC L3); 8 (ppm) 1.39(3H, t, J=7.2Hz), 2.50(3H, s), 2. 61 (3H, s), 

4.34(2H, q, J=7.2Hz), 6.96(1 H, t, J=8.4Hz), 7. 10(1 H, d, J=8.4Hz), 7.1 

7(1H, d, J=8.4Hz), 7.26-7.30(1H, m), 8.76(1H, s). 

MS(FAB); m/z 261(M+H)+ 

[0210] ^»IJ23 3-(1-(2-L K • 7 x " JU)-3, 5-*>* * ̂ JU-1H- V-JU-4-^ 

JU)7°PA>II*51>'U 

a) 3-(1-(2-* K^ri>7x-JU)-3,5-y*5l>'U-1H-t0^x/->;U-4—T JU)7°PA 

>11* 
2-* K^r'>7 x "JUL K^'V>±mII±m174. 6mg% fc £ Zf 4-711^%• 

7^+f>I£* ̂ JU175M Ly N »0iJ1a) £ ll*§(OT;£tCT^Mlbl^]£96 

mgtf/co 
1H-NMR(CDCl3); 5 (ppm) 2.04(3H, s), 2.27(3H, s), 2.49-2.54(2H, m), 2.74 

-2.78(2H, m), 3.68(3H, s), 3.79(3H, s), 6.99-7.02(2H, m), 7.28-7.31(1 

H, m), 7. 35-7.39(1H, m). 

MS(FAB); m/z 289(M+H)+ 

[0211] b) 3-(1-(2-L KP^ri>7x-JU)-3,5-y*5l>'U-1H-t0^x/—JU-4—T JU)7°P 

3-(1-(2-* K ^r'>7 x^JU)-3, b~V ^ -^JU-IH-tf^ V—JU-4-^f JU) 7°P A 

>It* 51JU96mg J; y ^ife^ijlb) <h;IW|^®^';itCT^M'fb'n!t:^)^:36. 8mgt#/co 
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1 H-NMR(CDCI.3 ); a (ppm) 	2. 28(3H, 	s), 	2. 34(3H, 	s), 	2. 51 (2H, 	t, 	J=8. 0Hz), 

2. 77(2H, 	t, 	J=8. 0Hz), 	3. 69(3H, 	s), 	6. 91(1H, 	t, 	J=6. 8Hz), 	7. 08-7. 10(1H 

, 	m), 	7. 17-7. 26(2H, 	m), 	9. 73(1H, 	s). 

MS (ESI) ; 	m/z 275 (M+H)+ 

[0212] -41thR24 	2-(4-1/1.-3, 5-:'))( 	)1.-1H- E7 V—)1.-1-4 )I.) 7 i ) —)1. 

a) 4-1/1.-1-(2-)( 1*:> 7 i =J14-3, 5-:'))( 	)1.-1H- E7 `1—)1. 

2-)< 	*:> 7 i =)I. L K 7 :') 	SOVE175mg, 8 ck Ve3-n-1/1/2, 4-i J g 

:'.; t 	168 µ, 1. ct (,) , -AAR1 a) LP10101t-,-_--c valEat 	27 3m04k- c, 

1H-NMR(CDC1.3); a (ppm) 	0.94(3H, 	t, 	J=7. 2Hz), 	1. 32-1. 39(2H, 	m), 	1. 45-1. 5 

0(2H, 	m), 	2. 01(3H, 	m), 	2. 26(3H, 	s), 	2. 39(2H, 	q, 	J=7. 2Hz), 	3. 79(3H, 	s) 

, 	6. 99-7. 04(2H, 	m), 	7. 30-7. 38(2H, 	m). 

MS (FAB) ; 	m/z 259 (M+H)+ 

[0213] b) 2-(4-1/1.-3, 5- :'J )( 	)1.-1H- E7 `1—)1.-1-4 )I.) 7 i ) —11. 

4-1/1.-1-(2-)( 1- *:> 7 i =J14-3, 5- :'J )( 	)1.-1H- E7 V—)1/273mgck t'J 

-ArOli1b) L PI a a)J a t: -CrfAiLat 	208. 8mg 14 tz: . 

1H-NMR(CDC1.3); a (ppm) 	0. 95(3H, 	t, 	J=7. 6Hz), 	1. 33-1. 39(2H, 	m), 	1. 43-1. 4 

8(2H, 	m), 	2. 26(3H, 	s), 	2. 32(3H, 	s), 	2. 40(2H, 	t, 	J=7. 6Hz), 	6. 88-6. 92(1 

H, 	m), 	7. 08(1H, 	d, 	J=8. 4Hz), 	7. 16-7. 20(2H, 	m), 	9. 93(1H, 	s). 

MS (FAB) ; 	m/z 245 (M+H)+ 

[0214] -41thiN25 	2-(3, 5-:'))( 	)1.-1H- E7 `I—J1.-1-4 )14-5-7 )1/7J-  1=1 7 i J —)l. 

a) 2-7 Z J -5-7 )1/7J- 1=17 i J —)1. 

5-7 )1/7J- 1=1-2-= 1- 1=1 7 i J —)1/314mg ck t') . 	-ArOli2a) L Roo 	a t:.-. z 	 

I'llEat 	252. 5mgMtc_-. 

1H-NMR(DMSO-d6); a (ppm) 	6. 33-6. 38(1H, 	m), 	6. 45-6. 48(1H, 	m), 	6. 51-6. 55( 

1H, 	m). 

MS (FAB) ; 	m/z 	128 (M+H) -F 

[0215] b) 2-(3, 5-:'J)( 	)1.-1H- E7 `i—J1.-1-4 )14-5-7 )1/7J- 1=1 7 i ) —)I. 

2-7 Z J -5-7)1/7J- 1=17 i J —)1/150mgct t'J -41thiN2b) LPleaMIlz-Crfl 

WO 2012/102404 57 PCT/JP2012/051991 

1H-NMR(CDCl3); 8 (ppm) 2.28(3H, s), 2.34(3H, s), 2. 51 (2H, t, J=8.0Hz), 

2.77(2H, t, J=8.0Hz), 3.69(3H, s), 6.91(1H, t, J=6.8Hz), 7.08-7.10(1 H 

, m), 7.17-7.26(2H, m), 9.73(1H, s). 

MS(ESI); m/z 275(M+H)+ 

[0212] mmn24 2-(4-7>JU-3, 5-^ * ̂ JU-1H- \f.=7 V-JU-W JU) 7 x y -JU 

a) 4-V>JU-1-(2-* K^r^7x-JU)-3,5-y*5lJU-1H-t0^V-JU 

2-* h^>7 x "JUL K^y>±^It±^175mgN fcd:t/3-n-V51JU2,4-^>^ 

>7l~ y 168IJ, L<£ y N a) !t:^)^:273mg:j;#/co 
1 H-NMR (CDC L3); 8 (ppm) 0.94(3H, t, J=7.2Hz), 1. 32-1. 39(2H, m), 1.45-1.5 

0(2H, m), 2.01 (3H, m), 2.26(3H, s), 2.39(2H, q, J=7.2Hz), 3.79(3H, s) 

, 6.99-7.04(2H, m), 7.30-7.38(2H, m). 

MS(FAB); m/z 259(M+H)+ 

[0213] b) 2-(4-V>JU-3,5-y*?lJU-1H-L0^V-JU-WJU)7xy-JU 

4- 7> J U-1 - (2- * h ̂  7 x " J U)-3, 5- V * ̂ J U -1H- L° =7 V - J U273mg J; y 

^ife$yib) <h; |W|^0^';itCT^M'fb'n!t:^)^:208. 8mg^#fc0 
1H-NMR(CDCL3); 5 (ppm) 0.95(3H, t, J=7.6Hz), 1. 33-1. 39(2H, m), 1.43-1.4 

8(2H, m), 2.26(3H, s), 2.32(3H, s), 2.40(2H, t, J=7.6Hz), 6.88-6.92(1 

H, m), 7. 08(1 H, d, J=8.4Hz), 7.16-7.20(2H, m), 9. 93(1 H, s). 

MS(FAB); m/z 245(M+H)+ 

[0214] ̂ »IJ25 2-(3, 5-y * ̂JU-IH-kf^ V-JU-W JU)-5-7 JU^ • 7 x J -JU 

a) 2-T7^ y-5-7JU^P7xy —JU 

5-7JU^P-2-- h P 7 x y —JU314mgct y% ^IMJ2a) £ 

^b^$l£252.5mg?#fc„ 
1H-NMR(DMS0-d6); 5 (ppm) 6.33-6.38(1H, m), 6.45-6.48(1H, m), 6.51-6.55( 

1H, m). 

MS(FAB); m/z 128(M+H)+ 

[0215] b) 2-(3,5-^*5lJU-1H-t0^ V-JU-W JU)-5-7JU;t P 7 x y-JU 

2-7 $ y -5-7 JU^ P 7 x y -JU150mgy ̂SjS0!l2b) £ |WJ*§(OT;£tCTllI! 
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4E at 	89. 6mAt-co  

1H-NMR(CDC1.3); a (ppm) 	2.29(3H, 	s), 	2.37(3H, 	s), 	6.03(1H, 	s), 	6. 60-6. 65 

(1H, 	m), 	6. 78-6. 81(1H, 	m), 	7.13-7.16(1H, 	m). 

MS (ESI) ; 	m/z 207 (M+H)+ 

[0216] -Artfl.J26 	5- 	1=11=1-2- (3, 5-::)) 	)1.-1H- E 5 `J—J1.-1-4 /I.) 7 i ) —)1. 

2-7 z J -5-a CI CI 7 i J —)1/287mg ct t') -ArtiN2b) LP] 00)511,::_ --C rfliE 

-at 	168. 8m 04' it . 

1H-NMR(CDC1.3); a (ppm) 	2.30(3H, 	s), 	2.40(3H, 	s), 	6.05(1H, 	s), 	6. 87-6. 90 

(1H, 	m), 	7. 10-7. 14(2H, 	m), 	10.23(1H, 	s). 

MS(FAB); 	m/z 223(M+F)+ 

[0217] -41-ftR27 	2-(3, 5-:')) 	)1.-1H- E7 NJ—A.-1-4 )I.)-3-= I- 1=1 7 i ) - -11. 

2-7 z J -3-= I-1=17 i J —)1/308mg ct (') 'ArtiN2b) L plooat: Z. 	ER 

tat 	75. 4mgMtc. 

1H-NMR(CD30D); a (ppm) 	2. 14(3H, 	s), 	2. 19(3H, 	s), 	6. 04(1H, 	s), 	7.27(1H, 

dd, 	J=1. 6, 	7.6Hz), 	7.44(1H, 	dd, 	J=1. 6, 	7.6Hz), 	7. 50(1H, 	t, 	J=7. 6Hz). 

MS (FAB) ; 	m/z 234 (M+H)+ 

[0218] A'rt1M28 	2-(3, 5-f)) 	)1.-1H-E7 V—)1.-1-4 )14-5-= 1 1=1 7 i I --)1. 

2-7 z J -5-= 1-1=17 i J —)1/308mgck t') -*-rtiN2b) L f7# 4) 	---C" VAIL 

t#A 101 mg44 tz-_-  . 

1H-NMR (CDC 1.3) ; a (ppm) 	2.33(3H, 	s), 	2. 50(3H, 	s), 	6. 13(1H, 	s), 	7.38(1H, 

d, 	J=7. 6Hz), 	7. 79-7. 81(1H, 	m), 	7. 95(1H, 	s). 

M S(ESI); 	m/z 234 (M+H)-F 

[0219] -41thim29 	3-(1 -(2- L l'I=1* 7 i =J1.) -3, 5-:))< 	)1.-1H-E7 V—)1.-4-4 )I. 

) 7°E1 Et iniz6  

3-(1 -(2-L K1=I*:>7 i=JI.)-3, 5-:'))< - )1.-1HE5`,/—)1.-4-4/1/)7°1=1/ 

JMt )< 	)1/29. 9mg 	)<,9 ) —11/0. 6m I. tz.V1741.„ 	1N-7J<Ribt I-') r, AO. 29ml. 

)inA., -c--&-521t:.-.T3.513iricv-- Ltto &z,511-att:.-..71K20ffiLvinA., 	1 N--taiz6 T' 

*fill, NMI 5-  )1/20m1. TA ffl I., tc. V*),1 	,,,,K7.KKOiri7 	r) /A ---CtiM' 

WO 2012/102404 58 PCT/JP2012/051991 

4bn,{$l£:89. 6mgt#/co 

1 H-NMR (CDC L3); 8 (ppm) 2.29(3H, s), 2.37(3H, s), 6. 03(1 H, s), 6.60-6.65 

(1H, m), 6.78-6.81 (1H, m), 7.13-7.16(1H, m). 

MS(ESI); m/z 207(M+H)+ 

[0216] 5-? PP-2-(3,5-y*^JU-1H-L°^ V-JU-W JU)7 xy-JU 

2-7 $ y -5-^7 P P 7 I y -JU287mg y HSjg0!l2b) £ IH*§(OT;£tCTllI!{b 

"•^£168. 8mq%tc0 

1 H-NMR (CDC L3); 8 (ppm) 2.30(3H, s), 2.40(3H, s), 6. 05(1 H, s), 6.87-6.90 

(1H, m), 7. 10-7.14(2H, m), 10.23(1H, s). 

MS(FAB); m/z 223(M+H)+ 

[0217] $mm21 2-(3,5-y*^JU-1H-L°^V-JU-WJU)-3-= h • 7 x y-JU 

2-7$ y-3-~ hP7xy —JU308mg J; y Hifc0!]2b) £ MB<D~hfelZZ, HI! 

<b^tl£75.4mg?#fc„ 
1H-NMR(CD30D); 8 (ppm) 2.14(3H, s), 2.19(3H, s), 6. 04(1H, s), 7.27(1H, 

dd, J=1.6, 7. 6Hz), 7.44(1H, dd, J=1.6, 7. 6Hz), 7. 50(1 H, t, J=7. 6Hz). 

MS(FAB); m/z 234(M+H)+ 

[0218] HWJ28 2-(3,5-y* ̂ ju-iH-tf^V-JU-WJU)-5-= KP7x y-ju 

2-7$ y-5-~ K • 7 x y —JU308mgct y HSjg0!l2b) t IH*§(OT;£tCTllI!{b 

-&^£101mgt#/co 

1H-NMR(CDCL3); 5 (ppm) 2.33(3H, s), 2.50(3H, s), 6.13(1H, s), 7.38(1H, 

d, J=7.6Hz), 7. 79-7.81(1H, m), 7. 95(1H, s). 

M S(ESI); m/z 234(M+H)+ 

[0219] mmn29 3-(1-(2-L KP^7x-JU)-3,5-^*^JU-1H-L°^V-JU-4-^JU 
)7°P 

3-(1-(2-t KP^>7x ~JU)-3, 5-^*^-1 HL0^V-JU-4—fJU)7°P A 

>l£*^JU29.9mg£* ^ y-JU0. 6mUC)£ffiU 1N-7Kit^b^" h U ^7A0.29ml 

£;bnAT^£T3.50#P^g#Lfco J5J&Ii^(C7j<20inl£jDx, 1N-J&MZ 

4^DU Mtx5LJU20ml-eaai L/c0 AZM* 
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Ltz"-- '1. 3ePl7 a-F6-,-: -C1793 	L -C, vAlEat 	.7. 5m047,_-,, 

1H-NmR(cpc 1.3) ;  a (ppm) 	2. 29(3H, 	s), 	2. 34(3H, 	s), 2. 56(2H, 	t, 	J=7. 6Hz), 

2. 78(2H, 	t, 	J=7. 6Hz), 	6. 89-6. 93(1H, 	m), 	7. 08-7. 10(1H, 	m), 	7. 16-7. 22(2 

H, 	m). 

MS (FAB) ; 	m/z 261 (M+H)-F 

[0220] *YthR30 	5- 	1=11=1-2-(3, 4, 5- I- ') )( 	)1.-1H- E7 V—)1.-1-4 )I.) 7 i ) — 

11. 

2-7 Z J- 5- 	I=11=1 7 i ) —)1/287mgaV3-)( 	)1.-2, 4-, 	g':'J7J- 	233 

/J. I. ct (') VI 	2b) L PI ea) 	1 t: -c rAllah 	1 521104 tco  

1H-NmR(cDc1.3); a (ppm) 	1. 99(3H, 	s), 	2. 24(3H, 	s), 

(1H, 	m), 	7. 09-7. 11 (2H, 	m). 

2. 31(3H, 	s), 	6. 86-6. 89 

MS (FAB) ; 	m/z 227 (M+H)+ 

[0221] *YthR31 	5-7 Z J -2-(3, 5-:'J)( 	)1.-1H- E7 V—)1.-1-4 AA 7 i J —)1. 

2-(3, 5-:'))( 	)1.-1H- E7 V—)1.-1-4 )14-5-= I- 1=1 7 i J —)1. 86mgiq 

J — )1/1 . 7 ml. (,::_glIq l„ 	10%i 7:Jr,1,./gA43mg )J1i1A., 	7.KAT4-At %,T, 	2 

2k -C453'11 	1, tc. 	'74!tt 	Wit 1, tc: '1, 	'74P1 	WIT ia 	1, -C, VAIL 

Qt 30. 4mAtc. 

1H-NMR (CDC 1.3); a (ppm) 	2. 28(3H, 	s), 	2. 33(3H, 	s), 3. 72(2H, 	s), 	5. 99(1H, 

s), 	6. 22(1H, 	dd, 	J=2. 4, 	8. 4Hz), 	6. 40(1H, 	d, 	J=2. 4Hz), 	6. 97(1H, 	d, 	J=8 

. 4Hz), 	9.27(1H, 	s). 

MS (FAB) ; 	m/z 204 (M+H)+ 

[0222] *YthR32 	5-= I- 1=1-2-(3, 4, 5- I- ') )( 	)1.-1H- E7 V—)1.-1-4 )I.) 7 i J — 

11. 

2-7 Z J -5-a I-1=17 i ) —)1/308mgaV3-)( 	)1.-2, 4-' 	'91  i:'J7J- 	233 

IL I. ct I') VI 	2b) LP100)51 t:"C rfli Eat 	289. 5m914 it. 

1H-NMR (CDC 1.3); a (ppm) 	2. 02(3H, 	s), 	2. 24(3H, 	s), 2. 40(3H, 	s), 	7. 33(1H, 

d, 	J=8. 8Hz), 	7. 79(1H, 	dd, 	J=2. 4, 	8. 8Hz), 	7. 94(1H, 	d, 	J=2. 4Hz). 

MS (FAB) ; 	m/z 248 (M+H)+ 

WO 2012/102404 59 PCT/JP2012/051991 

Ltcfe, HMlbl=r^£7.5mg?#fc„ 
1H-NMR(CDCl3); 8 (ppm) 2.29(3H, s), 2.34(3H, s), 2.56(2H, t, J=7.6Hz), 

2. 78(2H, t, J=7. 6Hz), 6. 89-6. 93(1 H, m), 7. 08-7.10(1 H, m), 7.16-7.22(2 

H, m). 

MS(FAB); m/z 261(M+H)+ 

[0220] ^»IJ30 5-0 U P-2-(3,4, 5- K 'J * ̂ JU-1H- \f.=ysJ-)\/-\-y{JU) 7 x y — 

JU 

2-7$ J- 5-0 UU 7 x y — JU287mg&t/3-* ^JU-2,4-^ yOyVJr >233 

M- Iy ̂MJ2b) ̂ |W|^i®^;itCTH^b^;&152mgt#/co 
1 H-NMR (CDC L3); 8 (ppm) 1.99(3H, s), 2.24(3H, s), 2. 31 (3H, s), 6.86-6.89 

(1H, m), 7. 09-7. 11(2H, m). 

MS(FAB); m/z 227(M+H)+ 

[0221] ^MJ31 5-T7 $ y -2-(3, 5-^ * ̂ JU-1H- \f.=ysJ-)\/-\-y{JU) 7 x y — JU 

2-(3, 5-y* ̂ JU-1H- \d=7 V-JU-W JU)-5-- K • 7 x y —JU 86mg£x^ 

y-JU1.7mUC;#|BU 10%A^y^A/^^43mg£JPxN 7.KSlllgim~K ^ 

}&izT4bftmw[.tc0 

"•^£30. 4mgt#/co 
1 H-NMR (CDC L3); 5 (ppm) 2.28(3H, s), 2.33(3H, s), 3.72(2H, s), 5. 99(1 H, 

s), 6.22(1 H, dd, J=2.4, 8.4Hz), 6.40(1 H, d, J=2.4Hz), 6.97(1 H, d, J=8 

.4Hz), 9.27(1H, s). 

MS(FAB); m/z 204(M+H)+ 

[0222] ^»IJ32 5-" KP-2-(3,4,5-K'J *^JU-1H-t°^V-JU-1-^JU)7xy-

JU 

2-7 $ y -5-- K • 7 x y -JU308mg&t/3-* ^jU-2,4-^ > 0 > >233 

M-1 y ^te$J2b) 5mg mtco 
1H-NMR(CDCl3); 8 (ppm) 2.02(3H, s), 2.24(3H, s), 2.40(3H, s), 7.33(1 H, 

d, J=8.8Hz), 7.79(1 H, dd, J=2.4, 8.8Hz), 7.94(1 H, d, J=2.4Hz). 

MS(FAB); m/z 248(M+H)+ 
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[0223] -41thiN33 	4-(3, 5-:'))( 	)1.-1H- E7 V—)1.-1-4 )1.)i -ff 	-1, 3-:')A- -)1. 

a) 2, 4-:'J)( 	-.:> 7 i=)1/t1=LJR 

1-11=I-2,4-:'))< F 4..:>/ -ff576/,..0.5- 17L K1=177 J5. 8m1.1,:g 

Ilq L, 	77/1/14:MT-78°C6:.-_ -Cn-1/1/') 	r,1.1.1. 6mol./1. /\*It 474',* 

3m1.?k1 Lk-. 	Zi\---e, 	*,,R F. ,) 4 V 7°1=1 E/1/1. lml. 	))11 A., 	—78t (,:.=-C4 

03•1114-' L tc,l, 25H-e2HilVINI-1-' Lk. aVE-att:.-.7.1<ziomukve5N-VaRimi. 

)iiii A., I'M I/1/50m1.T tlil ffl L tc. VMJN, 	,K7.1<0,R7 	r, A TIM 

Lk-1, gPlifilll-Ft:.-_ -cia 	l„ 	,) tit/l/t 71-0 1=17 I7-f — 

'N*It 	: EilFRIJI/=2 : 1) CE110-Clit2'i  L -CrfAiLat610. 2m04k-c, 

1H-NMR(CDC1.3); a (ppm) 	3.85(3H, 	s), 	3.89(3H, 	s), 	5. 81(2H, 	s), 	6.46(1H, 

s), 	6. 56(1H, 	dd, 	J=2. 0, 	8. 4Hz), 	7. 77(1H, 	d, 	J=8. 4Hz). 

[0224] b) 1-(2,4-) 	..:> 7 i=)14-3, 5-)< 	)1.-1H-E7 V—JI. 

2, 4-:'J)( 	..:> 7 i=)1/t1=1R610. 2mg 	it'iL)( 	1, 	6m1.(,::_gflq L, 	3,5 

-:'))( 	)1/E7 V—)1/387mg, 	Ei/FRtlii] 	(II) 730mgaVe E') :') 	948 µA 	)jl-jA_ --C- 

, 	25111(,:.= -C11 	Lk° 	aVE-att:.:*60m1. 	))1:1 A., 	ElIFRI/1/60mi.---etEli 

ft L tc. VMJN, 	,K7.1< 0,R7 	r, A --etV:31 L tc,l, g'Plgll-F t:::-C ii8 

L, :>')tit/l/t71-01=17 I77 -I — (1N*It 	: E/FRI)1/=3 : 2 

) 	lEllki\ --Cittl  L --C..11:1E-alt 	.81. 7m04tcc, 

1H-NMR(CDC1.3); a (ppm) 	2. 07(3H, 	s), 	2. 29(3H, 	s), 	3. 77(3H, 	s), 	3. 85(3H, 

s), 	5. 94(1H, 	s), 	6. 52-6. 54(2H, 	m), 	7. 22-7. 24(1H, 	m). 

MS (FAB) ; 	m/z 233 (M+H)+ 

[0225] c) 4-(3, 5-:')))1.-1H- E7 `1—)1.-1-4 )1.) 	J-ff 	-1, 3-:')7J- -)1. 

1-(2,4-) 	-.:> 7 i=)14-3, 5-)( 	)1.-1H-E7 V—)1. 118. 4mg 	1-11E 

1, J2. 3m1.(ZgAq L, 	E9AL*r,A1MitlE)( 	1, 	..76',Iff-y1. 7m L 	)iii A.-c-k- 

21,:.-.. -c 1 Hircti-  Lk-. artAmat 	7.1K30m16:.-..)ipA., 	1N-7ERIEt I- ') r, A-- 

*RI L, I'M' 	)1/50111. --etEliffl Lk. VM1,1,K7J<KR7 	,,71.x --etV31 

Lk-1, 	gPlifilll-Ft:.-_ -cia 	l„ 	3•ERJE1131,1 	,) t )72)1/t 7 ix 	1=17 

57 -r — (/•*it 	: I'M' 	)1.= 1 : 2) CE110-Clittl  L -CrfliEat 	71. 

WO 2012/102404 60 PCT/JP2012/051991 

[0223] ^»IJ33 4-(3, 5-*>** JU-1H- V - JU- W JU)^ >"tz >-1,3-V^-)U 

a) 2,4-$/* K^ri>7x-JU*P>I| 

1-^^-2,4-$/* S^T$/^<>1Z>576M.L^:7L h7b h*P7 7 >5. 8m UC;# 

77JU=f>HSimT-780CtCTn-7"51JUlJ ^A1.6mol/l 

3mL£;STL/c0 MW. K 'J -f V 7°P fcfJUI. -78°CtCT4 

0#£#Lfc^ ^-e20|^Ji^L/co J5^;Fb^tC7K40mL^t/5N-±^I|1mL 

£2JP^ M|x^JU50mL-efflai L/co A-e$£'Jt 

L/cti, U $/ 'J ^ JU2J 7A^P7 h^77<- ( 

^*y-y : M|X^JU = 2 : 1) £ffll\Tlti^LTH^b^;&610.2mgt#/co 
1 H-NMR (CDC L3); 8 (ppm) 3.85(3H, s), 3.89(3H, s), 5.81(2H, s), 6.46(1 H, 

s), 6. 56(1 H, dd, J=2. 0, 8.4Hz), 7.77(1 H, d, J=8.4Hz). 

[0224] b) 1-(2,4-y* K^r^7x-JU)-3,5-y*5lJU-1H-t0^V-JU 

2,4-^* K^r^7x-JU*P>I|610.2mg£^b*5lb>6mLtC;^?L^ 3,5 

-y*51JUt0^V-JU387mgN M£#!l (") 730mg&tf tf 'J V >948^ L^JPxT 

, ^tCT^Ji^L/co J5^;Fb^tC7K60mL£JPx, M|x^JU60mL-effl 

HH Lfc0 ixZM^Ltcik, 

$/ 'J tl "T'JUh 7A^7P7 h^77<- : M|X51JU = 3 : 2 

) £ffl^Tlt^LTH^b^£81.7mgt#/c0 

1 H-NMR (CDC L3); 8 (ppm) 2.07(3H, s), 2.29(3H, s), 3.77(3H, s), 3.85(3H, 

s), 5.94(1H, s), 6. 52-6. 54(2H, m), 7. 22-7. 24(1H, m). 

MS(FAB); m/z 233(M+H)+ 

[0225] c) 4-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)^>-tz>-1,3-y^-JU 

1-(2,4-y* K^r^7x-JU)-3,5-y*5lJU-1H-t0^V-JU 118.4mg£i^b 

* ̂  b >2. 3m L £}§$ U 0 SH Mi^b* ̂  b >;#^1. 7m L £ JPxT^ 

^ZXm^m^Lfco SJ^Fb1^£7K30mUCjP;L 1N-7_KSHb^ K 'J 0 At 

tpffiLs M|x^JU50mL-efflai Ltc0 A-e$£'Jt 

L/cti, A^P7h^ 

77^" (^^r+f> : M|X^JU = 1 : 2) L THIHb^^l. 



WO 2012/102404 
	

61 
	

PCT/JP2012/051991 

711104 tc . 

1H-NMR (CDC1.3) ; a (ppm) 	2. 29(3H, 	s), 	2. 33(3H, s), 	6. 01(1H, 	s), 	6. 37(1H, 	d 

d, 	J=2.8, 	8. 8Hz), 	6. 53(1H, 	d, 	J=2. 8Hz), 	7. 03(1H, 	d, 	J=8. 8Hz). 

MS (ESI) ; 	m/z 205(M+H)+ 

[0226] -4r01134 	5-7 Z ) -2-(3, 4, 5- 	I)) 	)1.-1H- E7 V—)1.-1-4 )1.) 7 i J — 

J1. 

5-= 	1=1-2-(3, 4, 5- 	') )( 	)1.-1H- E7 V—)1.-1-4 )1.) 7 i J —)1/200mgck 

t) -411,R31L FA ea)at:.-_-C, VaiLat 	118. 4m 04I tc: . 

1H-NMR(CDC1.3); a (ppm) 	1. 97(3H, 	s), 	2. 23(3H, 	s), 	2. 24(3H, 	s), 	3. 70(2H, 

s), 	6.22(1H, 	dd, 	J=2.4, 	8. 4Hz), 	6.40(1H, 	d, 	J=2. 4Hz), 	6.95(1H, 	d, 	J=8 

. 4Hz), 	9.34(1H, 	s). 

MS (FAB) ; 	m/z 218 (M+H)+ 

[0227] -4r01135 	4-(3, 5-:'))( 	)1.-1H- E7 Ni—J1.-1-4 )14-3- L Ki=i*:>,-ff 

4-7 Z ) -3- L Ki=1*:>, 	J-ff J)j)l/tAgib( 	)1/334mgck t') -4101J2b) LP] 

0.516:.-_--c.  rA1.1 Eat 	239. LlmgMtc. 

1H-NMR (CDC1.3) ; a (ppm) 	2. 31(3H, 	s), 	2. 45(3H, 	s), 	3. 92(3H, 	s), 	6. 08(1H, 

s), 	7. 26-7. 29(1H, 	m), 	7. 60(1H, 	dd, 	J=1. 6, 	8. 0Hz), 	7. 76(1H, 	d, 	J=1. 6Hz 

). 

MS (ESI) ; 	m/z 247 (M+H)+ 

[0228] -41-01i36 	3-7 Z J -2-(3, 5-:')) 	)1.-1H- E7 V—)1.-1-4 )1.) 7 i i —)1, 

2-(3, 5- :'J )( 	)1.-1H- E7 V— )1.-1-4 )14-3-= I- D 7 i ) —)1/56. 6mgck t') 

-4101131 LITA00)511,::_""C , valEat 	38. 9mAtc_-,, 

1H-NMR (CDC1.3) ; a (ppm) 	2. 14(3H, 	s), 	2. 25(3H, 	s), 	3. 57(2H, 	s), 	6. 02(1H, 

s), 	6. 32-6. 37(2H, 	m), 	7. 02(1H, 	t, 	J=8. 0Hz). 

MS (FAB) ; 	m/z 204 (M+H)+ 

[0229] -4r01137 	4-(3,5-) 	)1.-1H- E7 V—J1.-1-4 )14-3- L Ki=i*:>,-ff 

t )1/tAgr 

WO 2012/102404 61 PCT/JP2012/051991 

7mg?#Tc0 

1 H-NMR (CDC L3); 8 (ppm) 2.29(3H, s), 2.33(3H,s), 6. 01 (1H, s), 6. 37(1 H, d 

d, J=2.8, 8.8Hz), 6. 53(1 H, d, J=2.8Hz), 7. 03(1 H, d, J=8.8Hz). 

MS(ESI); m/z 205(M+H)+ 

[0226] ^»IJ34 5-T7^ y-2-(3,4,5- K 'J ;>< ^JU-1H-V-JU-W JU) 7 x y -

JU 

5-" K P-2-(3,4, 5- K 'J * ̂ JU-1H-L°^ V-JU-W JU) 7 x y-JU200mgJ; 

1 H-NMR (CDC L3); 8 (ppm) 1.97(3H, s), 2.23(3H, s), 2.24(3H, s), 3.70(2H, 

s), 6.22(1 H, dd, J=2.4, 8.4Hz), 6.40(1 H, d, J=2.4Hz), 6.95(1 H, d, J=8 

.4Hz), 9.34(1H, s). 

MS(FAB); m/z 218(M+H)+ 

[0227] ^»IJ35 4-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)-3-t 

it* ̂ JU 
4-y$ y-3-t KP^r^^>-tz>^JU*>I|*51JU334mgd; y ^»iJ2b) ̂  HD 

X&239. 4mgt#/co 
1 H-NMR (CDC L3); 8 (ppm) 2. 31 (3H, s), 2.45(3H, s), 3.92(3H, s), 6. 08(1 H, 

s), 7.26-7.29(1 H, m), 7. 60(1 H, dd, J=1.6, 8.0Hz), 7.76(1 H, d, J=1.6Hz 

). 

MS(ESI); m/z 247(M+H)+ 

[0228] ^»IJ36 3-^$ y-2-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)7xy-JU 

2-(3, 5-y * ̂ JU-1H- \f.=j V—JU-1—T JU)-3-" K • 7 x y -JU56. 6mg y 

^WiJ31 HMltl=r^£38. 9mg 
1H-NMR(CDCL3); 8 (ppm) 2.14(3H, s), 2.25(3H, s), 3.57(2H, s), 6. 02(1 H, 

s), 6. 32-6. 37(2H, m), 7. 02(1 H, t, J=8.0Hz). 

MS(FAB); m/z 204(M+H)+ 

[0229] ^»IJ37 4-(3, 5-y^JU-IH-L0^ V-JU-W JU)-3-L KP^>^>"tz> 

^JU*>I| 
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4-(3, 5-:'))( 	)1.-1H-E7V—)1.-1-4/14-3-L KI=1*:>1.i-fft/l/t 

R)( 	)1/100mg 	)( 9 j —)1,1m1.6-,:gt4 L, 	1N-7EngtiEt Imo ') r, L\1. 6ml 	)ilil A. 

-C 25nE'lz -C3. Reim- L tco a zmat (,:.:*20m l 	)irl A., 1N -±ART *RI L 

, 	ElIFOgti)1/20m1.--(4Eliffl Lk-. VCI,:,:K7J<Kngt7 	r,I.x ---etiMfg LAL-1 

gP1101-Ft:.= -CIS3 	L-C, vglEat .zio. smgmtto  
1H-NmR(cD30D);  a (ppm) 	2. 16(3H, 	s), 	2. 24(3H, 	s), 	6. 04(1H, 	s), 	7. 30(1H, 

d, 	J=8. 4Hz), 	7. 59(1H, 	dd, 	J=2. 0, 	8. 4Hz), 	7. 64(1H, 	d, 	J=2. 0Hz). 

MS (ESI) ; 	m/z 233 (M+H)+ 

[0230] -41th IN38 	4-(3, 5-:'J)( 	)1.-1H-E7 V—)1.-1-4 AA -3-L Ki=1*:>-N,N-:'J)( 

4-(3, 5-:'))( 	)1.-1H-E7V—)1.-1-4/14-3-L KI=1*:>1.i-fft/l/t 

36mg 	:'))( 	)1/*/1/11. 7 Z KO. 4m I. t:.:g1174 L, 	1-(3-:J)( 	J1.7 Z J 7°D E 

AA -3-1)1/t )I/t:'J-( Z Kind136mg, 1-1t K m 	:>, 	V I- ') 77 `i—)1.2 

5mg, 	:'))( 	J1.7 Z i 	(2. OM THFg'tf-Y) 	93 ,u, I. 	)ilil A_ -C25E0' -C4Hillillt 	L tc. 

avgat 6:.-.7.K1 Om I.)iu A., 	EliFogt 1 	)1/1 5mI.TtEEIffl 1, tc: . VAN, 	AVIKKOgt 

7 	r, IA --CIVA L tzL1, g PI 	WIT t:.-.. -C ii8 	L, 3• gx11131,1 	') t it 

)1/t7101=17 I- 	‘77 4 - (EI/FOgti)1/) CE110-0*-11  1, -crfAlEalt 	1 

1. 4mgMtc_-,, 

1H-NMR (CDC 1.3) ; a (ppm) 	2. 31(3H, 	s), 	2. 41(3H, 	s), 	3. 02(3H, 	s), 	3. 11 (3H, 

s), 	6. 06(1H, 	s), 	6. 97(1H, 	d, 	J=8. 0Hz), 	7. 23(1H, 	d, 	J=8. 0Hz), 	7. 26(1H, 

s). 

MS (ESI) ; 	m/z 259 (M+H)+ 

[0231] -41thR39 	4-(3, 5-:'))( 	)1.-1H-E7 V —11.-1 -4 AA -3-L Ki=1*:>/iX77  

K 

4-(3, 5-:'J)( 	)1.-1H-E7 `1—)1.-1-4 AA -3-L Ki=1*:>, .i-ff J)J/l/t 

73. 1mg 8 ,:t rf 7 	= 77E38 /I, I. ,:t (,) -AythR38 L Rea)at-,.= -c, vata 

t 	34. 3mg,f4 tc: . 

1H-NMR(CD30D); a (ppm) 	2. 16(3H, 	s), 	2. 24(3H, 	s), 	6. 04(1H, 	s), 	7. 29(1H, 
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4- (3, 5-y * JU-1 H- tr 7 V-JU-W JU) -3- L K P >-tz > £ JU*> 

II* ̂JUIOOmg^:* 0 * — JU1mUC>§$? Ls 1 N-TKIHb^ K 'J ^7 A1. 6mL£Jp^. 

T^tCT3.50|^Ji^L/co J5^;Fb^tC7K20mL£JPx, 1 N-i*I£-e*ffi L 

N M|x^JU20m L -effl ft L fco #$Jf £ l7Xii7 i/^A T?f£J£ L 

s M^lETCtg^Lt^ ^§Hb£-$l£40.8mg?#7co 

1H-NMR(CD30D); § (ppm) 2.16(3H, s), 2.24(3H, s), 6. 04(1 H, s), 7. 30(1 H, 

d, J=8.4Hz), 7. 59(1 H, dd, J=2. 0, 8.4Hz), 7. 64(1 H, d, J=2.0Hz). 

MS(ESI); m/z 233(M+H)+ 

[0230] ^»IJ38 4-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)-3-t KP^>-N,N-^* 

^JU^yXT7^ K 

4-(3, 5-y * 51 JU-1 H- \d=7 V~JU-1 ->T JU)-3-L K P >-tz > £ JU*> 

I£36mg£* ̂ JU*JUAT7$ K0.4mUC;#$?U 1-(3-*>** ^JUT7$7 7°P tf 

JU)-3-x^JU^JU*yV $ K±mlt±m36mg% 1-L KP^>^> V K 'J 77X/-JU2 

5mg% V*1-)\s7$y (2. 0M THF&&) 93^ L£ jbPa.T^-C40^i£# b/c0 

J5J^;Fb^tC7Kl0mL£JPxN M|x^JU15mL-efflai L/co 

JU^)7A^P7h^77^ - (Mtx^JU) ^ffll^iiiLTllIHb^^l 

1. 4mgt#/co 
1 H-NMR (CDC L3); 8 (ppm) 2. 31 (3H, s), 2.41 (3H, s), 3.02(3H, s), 3.11 (3H, 

s), 6. 06(1 H, s), 6. 97(1 H, d, J=8.0Hz), 7. 23(1 H, d, J=8.0Hz), 7. 26(1 H, 

s). 

MS(ESI); m/z 259(M+H)+ 

[0231] ^»IJ39 4-(3,5-y*^JU-1H-L0^V-JU-WJU)-3-L KP^T^^VXT7 

$ K 

4- (3, 5-y * ̂  JU-1 H- \d=7 V- JU-1 ->T JU) -3-L K P >-tz > £ JU*> 

1173. Imgfc^t/T7^^ -^7X38M-LJ; U ̂ MJ38^:HH-fb^ 

^£34. Smgtf/Co 
1H-NMR(CD30D); § (ppm) 2.16(3H, s), 2.24(3H, s), 6. 04(1 H, s), 7. 29(1 H, 
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d, 	J=8. 4Hz), 	7. 41 	(1H, 	dd, 	J=2. 0, 	8. 4Hz), 	7. 50(1H, 	d, 	J=2. 0Hz). 

MS (ESI) ; 	m/z 232 (M+H)+ 

[0232] -A-AIM(?) 	3- L KI=I*:>-4-(3, 4, 5- 	') )( 	)1.-1H- E7 V—J1.-1-4 )1.) 

-ffJ t JI/t Jggl 

a) 3-I' K1=1*:>- 4 -(3, 4, 5- 	') )( 	)1.-1H- E7 `i—J1.-1-4 )I.)- 	J -ff 	t 

JI/t 	Ogrb< 	)1. 

4-7Z ) -3- L K 1=1*:>/ -ff 	t/l/tOgrb( 	)1/167mg8,:trie3-)( 	)1.-2, 

4-, 91  J:')7J- J 116,(1.1.,:t t) -4101j2b) L 	316.liA00) 	trktiE-alt 	110. 4m 

04 it . 

1H-NMR(CDC1.3); a (ppm) 	2.00(3H, 	s), 	2.26(3H, 	s), 	2.36(3H, 	s), 	3.92(3H, 

s), 	7. 23-7. 26(1H, 	m), 	7. 58-7. 60(1H, 	m), 	7.49(1H, 	s), 	10.53(1H, 	s). 

MS (ESI) ; 	m/z 261 (M+H)+ 

[0233] b) 3- L K1=1*:>-4-(3, 4, 5- 	') )( 	)1.-1H- E7 V—J1.-1-4 )1.)1 J -ffJ t ll. 

7JR 

3-t K 1=1*:>-4 -(3, 4, 5- 	') )(J1.-1H-E7 `i—J1.-1-4 )1.)-1 -ff t 

JI/t JR)( 	)1/110mgck t) -ArOli37 LP100)51(,:::"C , 	'k.1.1E -alt 	68. 7m041  

Az-  . 

1H-NMR(CD30D); a (ppm) 	1. 99(3H, 	s), 	2. 09(3H, 	s), 	2. 20(3H, 	s), 	7.28(1H, 

d, 	J=8. 0Hz), 7. 59(1H, 	dd, 	J=2. 0, 	8. 0Hz), 	7. 63(1H, 	d, 	J=2. 0Hz). 

MS (ESI) ; 	m/z 247 (M+H)+ 

[0234] -A-AIM1 	3- L K1=1*:>-4-(3, 4, 5- 	') )( 	)1.-1H- E7 V—J1.-1-4 )1.) 

X7 Z K 

3-I 	K1=1*:>-4-(3, 4, 5- 	I) )( 	)1.-1H- E7 V—)1.-1-4 )1.)1 	J-ff 	t )I. 

t JOgt65mg8 ck *07 	= 77.02 m. 1. ck (,) -4r01J38 L Holoat:.-_--c,  	1E 

Q t 	33 . 3 n1041  tc: . 

1H-NMR(CD30D); a (ppm) 	1. 99(3H, 	s), 	2. 09(3H, 	s), 	2. 19(3H, 	s), 	7.27(1H, 

d, 	J=8. 0Hz), 7. 40(1H, 	dd, 	J=2. 0, 	8. 0Hz), 	7. 57(1H, 	d, 	J=2. 0Hz). 

MS (ESI) ; 	m/z 246(M+H)+ 
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d, J=8.4Hz), 7.41 (1H, dd, J=2.0, 8.4Hz), 7.50(1 H, d, J=2.0Hz). 

MS(ESI); m/z 232(M+H)+ 

[0232] ^»IJ40 3-t KP^>-4-(3,4,5- K 'J ;>< JU-1 H-V-JU-W JU)^<> 

a) 3-t KP ̂ >-4-(3,4, 5- K <J * ̂ JU-1H- ¥=? V-JU-W JU)-^>"tz y±) 

JU*>II* ̂ JU 

4- T7 $ * -3-1 K • ^ > "tz > ̂  JU * > II * JU167mg J; t/3- * JU-2, 

4-^ > ̂  > V* y 116ix L & y ^»J2b) £ |W|*§(OT;£ JC£ 110.4m 

g?#fc0 

1 H-NMR (CDC L3); 5 (ppm) 2.00(3H, s), 2.26(3H, s), 2.36(3H, s), 3.92(3H, 

s), 7. 23-7.26(1H, m), 7. 58-7.60(1H, m), 7.49(1H, s), 10. 53(1H, s). 

MS(ESI); m/z 261(M+H)+ 

[0233] b) 3-L KP^>-4-(3,4,5- h <J *^JU-1H-t°^ V—JU-WJU)^>-tzJU 

*>It 
3-t KP^>-4-(3,4,5- h <J * ̂ JU-1H- ¥=? V—JU-1-^T JU)-^>"tz y±) 

JU*> II p^^JUII 0mgd; y ^ite^iJ37 tl i^H'fb'n ̂ £68. 7mgt# 

tCo 

1H-NMR(CD30D); 8 (ppm) 1.99(3H, s), 2.09(3H, s), 2.20(3H, s), 7.28(1 H, 

d, J=8. 0Hz), 7. 59(1 H, dd, J=2. 0, 8.0Hz), 7. 63(1 H, d, J=2.0Hz). 

MS(ESI); m/z 247(M+H)+ 

[0234] ^MJ41 3-L K P ̂ >-4-(3,4, 5-h'J *^JU-1H-L°^ V-JU-W JU)^<> 

K 

3-t KP^>-4-(3,4,5- K 'J *^JU-1H-t°^ V-JU-1-^JU)^>-tz>^JU 

*>I|65mg33ct XfJ7 y ^E — 777j<32 AJ, L y ^ijfe$U38£; HM'fb 

2>mg%tc0 

1H-NMR(CD30D); 8 (ppm) 1.99(3H, s), 2.09(3H, s), 2.19(3H, s), 7.27(1 H, 

d, J=8. 0Hz), 7.40(1 H, dd, J=2. 0, 8.0Hz), 7. 57(1 H, d, J=2.0Hz). 

MS(ESI); m/z 246(M+H)+ 
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[0235] -AAIN42 	4-(4-1=11=1-3, 5-:')) 	)1.-1H-E7 V—)1.-1-4)14-3-L K1=1*:> 

J Z .  j - 1  Z F' 

a) 4-(4- 	1=11=13, 5-:'))( 	)1.-1H-E7 V—)1.-1-4 )I.) -3- L K 1=1*:>'--)a-R 

4-7 Z 1 -3- L F' 1=1*:>'- ',1a-Ogrb( 	)1/167mg8cb -03- 	CI i= 	qi -2, 4- 

7J-  i 114 m. I. ct t) -41thiN2b) LP100)51 t:-C rfli Eat 	69. 1m04k-c, 

1 H-NMR(CDC1.3); a (ppm) 	2.32(3H, 	s), 	2.42(3H, 	s), 	3.93(3H, 	s), 	7. 24-7. 26 

(1H, 	m), 	7. 60-7. 66(1H, 	m), 	7.77(1H, 	s). 

[0236] b) 4-(4-1=11=1-3, 5-:'))( 	)1.-1H-E7 V—)1.-1-4 )I.) -3- L KI=1*:>--,la- 

)1. 4-(4-fj 	5-:')) 	)1.-1H-E7V—)1.-1-4)14-3-1'. KI=1*:>'- ' 

-R6 9. lmgct t) *It R37 L He a) 	a t:.-.. -C , rfAlEat 	39. 2m047-co  

1 H-NMR(CD30D); a (ppm) 	2. 15(3H, 	s), 	2.24(3H, 	s), 	7. 32-7. 35(1H, 	m), 	7.59 

-7. 66(2H, 	m). 

MS (ESI) ; 	m/z 267 (M+H)+ 

[0237] c) 4-(4-1=11=1-3, 5-:')) 	)1.-1H-E7V—)1.-1-4)14-3-L KI=1*:>/X 

7 Z K 

4-(4-1=11=1-3, 5-:')) 	)1.-1H-E7 V—)1.-1-4 )I.) -3- L KI=1*:> -,9_,-R 

37. 9mg8cb *07 	=77.1<1 7 m, I.,:t (,) -41thiN38LP100)511,:.-- -C, rfAlLa 

It 	12. 3m 041 7L-  . 

1 H-NMR(CD30D); a (ppm) 	2. 14(3H, 	s), 	2.24(3H, 	s), 	7. 29-7. 32(1H, 	m), 	7.41 

-7.44(1H, 	m), 	7.50(1H, 	s). 

MS (ESI) ; 	m/z 266(M+H) -F 

[0238] -41thiN43 	2-(3, 5-:'))( 	)1.-1H-E7 V—)1.-1-4 )I.) 	J-ff 	-1, 3-:')A- -)1. 

a) 2-7Z Ji -ff-1, 3-:')7J- -)1. 

2-= 1- 1=11, ' i 11. :> ) —)1/465mg 	i '91  ) —)1.9.3m I. t::_g1F4 L. 	10%i 7 i''7 

1x/gA230mg 	)J1:1 A., *An # WF, 25'070T.: -C1HirAllti' 1, tc. 	'741.tt 	l® 

ig 1, tc•l, gP1 	1,',111-Fia 	1, -C, VAILat 	338. 5mgMtco 

WO 2012/102404 64 PCT/JP2012/051991 

[0235] ^»IJ42 4-(4-^PP-3,5-y*^U-1H-L0^V-,iU-W,iU)-3-L h'P+i/ 

^<yX7$ K 

a) 4-(4-? )\y)-3~\l KP+^>^lfS^ 

* ̂ )\y 

4-7$ y-3-t KP+ £/t •1=11 * 51 J H 67mg £ J: 3- ̂ PP^>^>-2,4-

>114^ Ly »») £ll*§(OT;£tCTHMlbl^]£69.1mg?#fc0 

I H-NMR (CDC L3); 8 (ppm) 2.32(3H, s), 2.42(3H, s), 3.93(3H, s), 7.24-7.26 

(1H, m), 7. 60-7. 66(1 H, m), 7. 77(1 H, s). 

[0236] b) 4-(4-^PP-3,5-y*^U-1H-L0^V-,iU-W,iU)-3-L KP+^>^lf 

II 
t3-)\s ni/)-3-t: KP^>£ 

m»6 9.1mgJ;y^MJ37i:ll^©^JCTs HMlbl=r^£39. 2mg?#fc„ 
1H-NMR(CD30D); 8 (ppm) 2.15(3H, s), 2.24(3H, s), 7. 32-7. 35(1 H, m), 7.59 

-7.66(2H, m). 

MS(ESI); m/z 267(M+H)+ 

[0237] c) 4-(4-^PP-3,5-y*5l>'U-1H-t0^V-JU-1-^JU)-3-t KP^>^>X 

K 

4- (4- P P -3, 5- $/* * ̂  J U-1H- L° ̂  V- J U-1 --f J U)-3-1 K P ̂  

37.9mgfed;t/77>^-777Kl 7^ L J; y ^»iJ38£ mMitS 

^£12. 3mg%tc0 

1H-NMR(CD30D); 8 (ppm) 2. 14(3H, s), 2.24(3H, s), 7. 29-7. 32(1 H, m), 7.41 

-7. 44(1H, m), 7. 50(1H, s). 

MS(ESI); m/z 266(M+H)+ 

[ 0238] ^»IJ43 2- (3, 5- ̂  J U-1H- tf ̂  V - J U-1 - ̂  J U) ̂  > -tz > -1,3- ̂  ̂  - J U 

a) 2-7$ y<y-\zy-],3-VJ-)i> 

2-~ hP 1/ VJUis J — JU465mg£x-? J — JU9. 3mUC>§$? LN 10%/ 

A/j^||230mg£jQ;LN 7KHIIgim~K L/c0 

3l^b^$l£338.5mg?#fc„ 
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1H-NMR(DMSO-d6); a (ppm) 	6. 20-6. 28(3H, 	m). 

MS (ESI) ; 	m/z 	126(M+H)+ 

[0239] b) 2-7Z J-1, 3-7 i=1, 	E(4-)( 	)1//J 	J/1/7J ,— H 

2-7 Z J iJ -ff 	-1, 3-:'J7J-  —)1/100mg 	fj I=11=1)( 51  i2m1. t:.-..gflq 1,, 	Is ') 

IJI/ 7 Z i 234 µ11-3,t .0P-  HI/I 	)1/7J=JI. 	1=17 4 K 320mg 	))11A_, 

251070T.: -C1 . 5Hirmm 	Lk-. azmat 6:.-..*20m I. 	))11 A., 	El/FRIJI/20m1.---etdi 

ft L tc. VCI,T 7.1KKR7 	r, A TIV:31 L tc•l, g'PI 	WIT t::- --C.  ii8 

L, :> ') t it/1.)J710 I=17 I7 7 -I — ('N*It 	: 	RI 	)1.=4 : 1 

) 	lEllki\ --Clit-ti  L. -CrfAiLat 	278. 1mgMtco  

1H-NMR (CDC 1.3); a (ppm) 	2.46(6H, 	s), 	3.83(2H, 	s), 	6.48(1H, 	t, 	J=8. 1Hz), 

6.79(2H, 	d, 	J=8. 3Hz), 	7.32(4H, 	d, 	J=8. 1Hz), 	7.72(4H, 	d, 	J=8. 3Hz). 

MS (ESI) ; 	m/z 434 (M+H)+ 

[0240] c) 2-(3, 5-:'J)( 3 )1.-1H-E7 V—)1.-1-4 )14-3-L K 1=I*:> 7 i=)1. 	4-)( 

)1/i -ff/1/7J-1 

2-7Z J-1, 3-7 i=1, i 	E(4-)( 	)1//J 	J/1/7J ,— H278mg6:.-..5 

N-YERO. 64m1 	))1:1A_, 	AEMRj-  I-') r, .LI. 58mg 	7.1‹ O. 4ml t:.-..gm L, tcg'ff-Y 	0 

t Vz. ---CAT L, 303•11 	L. tc. Z,\ --e, 	ME M — Z Z 289mg 	5N-1-11R0. 32m I. 

6:.-..;e1174 L tc: g',4I 	0 t t:.-.. --C A T L , 	1 Hi rct 14-- L, tc. g PI 	All T (:::-C 8 	L 

, 	iqj—)1,1.3mlatie7-t)1/7-t I- 	66/.1.1.A.--c2Hircium3.15A, Lk-o 

azmat t:.-..7.K50nll 	)J1i1A., MfliangV.KAt 	') r, lAgATI=1:40 L. EFRI 

)1/50m1. --etEliffl Lk-. VNE,K7I<KR7 	r,1-x ---etiM:31Ltc•l, ;8P1 

WIT t:.= -Cia 	L, >') t it/1.)J 710 I=17 	7 7 -I — ('N*It 	: El/FR 

IJI/=4 : 1-1 : 1) CE110-cor.0  L -crffilEat62. 9m04k-c, 

1H-NMR (CDC 1.3); a (ppm) 	2. 15(3H, 	s), 	2. 17(3H, 	s), 	2. 41(3H, 	s), 	5. 91(1H, 

s), 	6. 93-6. -96(2H, 	m), 	7. 14(2H, 	d, 	J=8. 0Hz), 	7. 18-7. 26(1H, 	m), 	7.35(2 

H, 	d, 	J=8. 0Hz). 

MS (ESI) ; 	m/z 359 (M+H)+ 

[0241] d ) 2-(3, 5-:')))1.-1H-E7`1—)1.-1-4 )1.)i—ff 	-1, 3-7J--)1. 
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1H-NMR(DMS0-d6); 8 (ppm) 6.20-6.28(3H, m). 

MS(ESI); m/z 126(M+H)+ 

[0239] b) 2-7$J-],3-7i-b> tfX(4-* K) 

2-T7^ y s<y-\zy-],3-VJ-)\s]mmg%:V<7 • P* 0 >2mUC;#$?U h 'J 

Ji^JU7$y 234MlfcNJ:t/p-K 320mg£Jp^% 

^tCT1.50|^Ji^L/co J5^;Fb^tC7K20mL£JPx, M|x^JU20mL-effl 

HH Lfc0 ixZM^Ltcik, 

*> 'J PV -i — (^-y-y : ^11x^^ = 4 : 1 

) £ffl^T*iiiLTHMltl=r^£278.1mg?#fc„ 
1 H-NMR (CDC L3); 8 (ppm) 2.46(6H, s), 3.83(2H, s), 6.48(1 H, t, J=8.1Hz), 

6.79(2H, d, J=8.3Hz), 7.32(4H, d, J=8.1Hz), 7.72(4H, d, J=8.3Hz). 

MS(ESI); m/z 434(M+H)+ 

[0240] c) 2-(3,5-^*5l>'U-1H-t0^ V-JU-1-^JU)-3-t KP^r^7x-JU 4-*^ 

)\y^yifyx)\y7^^— K 

2-7$ y-1,3-7x- tfXiA-t^Jls^yiiyXJl'fc*- h)278mgtC5 

N-J^I|0.64mL£JPx, 58mg^7j< 0. AmUZ^M L?d§&£0 

°CtCT;lSTU 30#£#Lfco ik{kM~XX 289mg£5N-i*I£0.32mL 

tC;mU/c;m£0oCtCT;STL. 1 mmmWLtc0 L 
% x^y-JU1.3mLS.t/T7-tz5l>'U77-tzK>66ML£JPxT20|^Jp^M}tL/co 

J5^;Fb^tC7K50mL£JPx, h 'J U M£x 

^ji/50mi-eaaiLtc0 ixzm^Ltcik, 

MGETtCTrai U *> 'J P7 h?'^7 -r - (A + t> : Ml 

X^JU = 4 : 1~1 : 1) 9mgt#/c0 

1H-NMR(CDCl3); 5 (ppm) 2.15(3H, s), 2.17(3H, s), 2.41 (3H, s), 5.91(1H, 

s), 6.93-6. -96(2H, m), 7.14(2H, d, J=8.0Hz), 7.18-7.26(1 H, m), 7.35(2 

H, d, J=8.0Hz). 

MS(ESI); m/z 359(M+H)+ 

[0241] d ) 2-(3,5-V^^JIy-1H-t°^'/-Jly-1—f Jly)^<yizy-l3-V^-)ly 
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2-(3, 5-:')))1.-1H-E7`1-)1.-1-4 )14-3-L KI=1*:>7 i=)I. 	4-)< 

)1/1 	J- 	)1/* ,- 162mg6:=7.1KRiEt ') r,./A97mg 	i,q i -)1.1. 5m LBW* 

1.5m I. t:.-..gflq L tcgA 	)iii A., 	3. 5HirCiuNgt5ALtc. aVE-alt 6:.-.7.K20m I. 

MA., 	EIFOgti)1/20111.--etEliffl Lk. VM1,1,o.KKOgt7 	‘ ,,.zA --etiM:311, 

tc,l, 	gPlifilll-Ft:.-_ -cial.„ 	3•gx1,1131,1 	,) t )72)1/t 7 IA 	1=17 	7 

7 -f - (^*It 1 : El'FRIJI.= 1 : 1) cE110--oc2'' L, VAIL-at 	20.8m 

g 14 tc . 
1H-NmR(cpc 1.3) ; a (ppm) 	2. 15(3H, 	s), 	2. 16(3H, 	s), 	5. 98(1H, 	s), 	6.45(2H, 

d, 	J=8. 4Hz), 	7.00(1H, 	t, 	J=8. 4Hz). 

MS(ESI); 	m/z 205(M+H)+ 

[0242] *It R44 	2-(3, 5-:'J) 	)1.-1H-E7 V-JI.-1-4 JI.)-5-)< 	)1/7 i J -)1. 

a) 2-7 Z J-5-) 	J1.7 i=)1. 4-)( 	)1./J-ff 	)1/7J ,- 

2-7 Z J -5-)( 	)1/7 i J -)1. 400mg 	:')1=11=1)( '91 	6. 5m1.(,:_gflq L, 

') I/1/ 7-1 Z 	476µ1.8,tVep-  HI/I 	)1/7J=JI. 	1=174 K 619mg)JFIA_ 

25.1011,:.= -C1Hirmmt-  Lk-. 	azmatt:7160m1.))1:1A., 	El'FRI/1/60m1.---etEli 

ffl L tc. VAla 	,K7.1<0,0gt7 	r, A --etV:31 L tc,l, g'Pl 	WIT t:::-C ii8 

L. 	:> ') th2 /1/t 7101=17 I7 7 -f - ('N*It 	: E/FOgti)1/=3 : 1 

) 	lEllki\ --Clit-ti  L -CrfAiLat 	730. 1mgMtco  

1H-NMR(CDC 1.3) ; a (ppm) 	2. 15(3H, 	s), 	2.46(3H, 	s), 	3. 63(2H, 	brs), 	6.61-6. 

63(1H, 	m), 	6. 67(1H, 	s), 	6. 82-6. 85(1H, 	m), 	6. 33(2H, 	d, 	J=8. 4Hz), 	7. 78( 

2H, 	d, 	J=8. 4Hz). MS(ESI); 	m/z 278(M+H)+ 

[0243] b) 2-(3, 5-:'))( 	)1.-1H-E7 `I-J1.-1-4 JIA-5-)( 	)1/7 i=)1. 	4-)<-JL.'Z  

-ff 	)1/7J ,- 

2-7 Z J -5-) 	)1/7 i=)1. 4-)( 	)1./J-ff 	)1/7J ,- I. 453mg6:.:5N-ti 

1 . 6m I. 	.))11 A., 	AEMR.t 	') r,.L. 	146mg 	.7.1< 	1m I. t:: g flq 1_, tc g A 	0 t vz.. --c 

i t -F L, 3031,114-  Lit. ZiNT, tilEM- Z Z 736mg 	5N-1-110gt0. 8m1.(ZgAq 

L tz-_-  g',410°0 t:.-. c A -F 1.„ 	1 Hem ri. 	L tc . g PI 	f,',1 a T t:.-. -c ii8 	L. 	=q 

.1 -)1.3. 2m I.R•07-1-t 	JI/77-t 	.1167 /1.1.))11A.-C2HirCJIMI5A, 1, tc: . az 

WO 2012/102404 66 PCT/JP2012/051991 

2-(3,5-^*?lJU-1H-L0^ V-JU-W JU)-3-L KP**>7x=JU 4-*^ 

JU^O-tzVXJU*^ — S62mgJC^C^b^J 'J 0 A97mg£x^ y —JU1. 5mL$.t/7j<. 

1. 5mUC}§#¥ L?d§$£2jP^ 3. 50$M$tiI3fc L/c0 J5J^;Fb£-^C7K20ml£ 

flPa^ M£x^JU20ml-effltJH L/co #$Jf£ A-elg'J:# L 

tc&s ;#£££MJ±~RCT^iU 'J ^JU^^A^ PV 

7-r- : M£x^JU = 1 : 1) 8m 

gt#/co 
1 H-NMR (CDC L3); 5 (ppm) 2.15(3H, s), 2.16(3H, s), 5. 98(1 H, s), 6.45(2H, 

d, J=8.4Hz), 7. 00(1 H, t, J=8.4Hz). 

MS(ESI); m/z 205(M+H)+ 

[0242] ^»IJ44 2-(3,5-^*?lJU-1H-L0^V-JU-WJU)-5-*?lJU7xy-JU 

a) 2~7$ y-b-?(^)\yy JL-)\y 4-?(^)\y^<y-\zyX)\y7is^-\-

2-7 $ y-5-* ^JU7 x J —JU 4QQmglti/ 0 6.5mUC;#$?U K 

'Jx^JUT7^ 476>u. LdSofct/p- KJUX>7JU/1N-JU^ K 619mg£Jp^ 

, ^iZXmr^mWLtco J5J^;Fb1^C7K60ml£JP;LN M£x^JU60ml-effl 

HH Ltc0 tII^l7Xii7yAX&mLfclg, ®m%MI±Tlzr^ 

£U V 'J P?h^77< - (^+f > : M£x^JU = 3 : 1 

) £ffl^T*tiiLTHMlbl=r^£730.1mg?#fc„ 
1 H-NMR (CDC L3); 5 (ppm) 2.15(3H, s), 2.46(3H, s), 3.63(2H, brs), 6.61-6. 

63(1 H, m), 6.67(1 H, s), 6.82-6.85(1 H, m), 6.33(2H, d, J=8.4Hz), 7.78( 

2H, d, J=8.4Hz).MS(ESI); m/z 278(M+H)+ 

[0243] b) 2-(3,5-^*?lJU-1H-L0^ V-JU-W JU)-5-* ^JU7 x =JU 4-*^JU^ 

>-tz>xju*^- K 

2-7$ y-b-?(^)\yy JL-)\y 4-*5LJU^>-tz>XJU/1-N^-K 453mgtC5N-±^ 

I|1.6mL£JPx, 146mg£7K IrnllzmMLtcmfcWClZT 

ITU 30#£#Lfco ikitM—X X 736mg £ 5N-±^I|0. 8m LIZ 

LtzfefoZQxxzxffiTLs immmwLtc0 mt^mmTizxm^Ls x^ 
y —JU3. 2ml]&Zf7iz3LJl'7iz K >167 M JPxT20|^Jp^M)t Lfc0 Klfc 
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mat t:.-7.K50m1 	m A., mfrangt7.1<„t 	') r, IA g'A-Y T *RI L, I'M' 	)1/8 

Om I. TAffiL tc . VCV, 	,T,7.1KKR7 	r, IA TIM 1, tc•l, g'Pl 	WIT 

t:.-.. --CO 	L, 	i') t it/l/t 7101=17 I7 7 -I - ('N*It 	: E/FRI)1/ 

=2 : 1) 	E110 -Citli  L -CrfliEat 	199. 6m047L-. 

1H-NMR(CDC1.3); a (ppm) 	2. 09(3H, 	s), 	2. 11 (3H, 	s), 	2. 41(3H, s), 	2. 43(3H, 	s 

), 	5. 82(1H, 	s), 	7. 15-7. 21(4H, 	m), 	7. 36-7. 38(3H, 	m). 

MS (ESI) ; 	m/z 357 (M+H)+ 

[0244] c) 2-(3, 5- :'J)()1.-1H- E7 V—)1.-1-4 )14-5-)()1/ 7  i J —)1. 

2-(3, 5-:'J)( 	)1.-1H-E7 V—)1.-1-4 )14-5-)( 	)1/7 i=)1. 4-)( 	)1/i 

-ff 	)1/* ,— 	199. 6mgt:=7.1KRIEt ') r, .LI.314 mg 	i '91 J — )1/4m I. a Ve7E4m I. 

t:.-.. glF4 L tc: g A 	)J[1 A., 	1Hircin flal5A, L tc . a rz,M at t:.:*20m I. 	)iliA_, E/F 

Ogti)1/20m1.-CtEliffl Ltc. 	NE 	,:,:0.1KKOgt7 	r,1-x ---etVgk 1, AL-1, 	g 

Plifilll-Ft:.-.:-Cia 	L, 	3•E1R11131,1 	') t it/l/t 7 IA 	1=17 	7 7 4 — 

,N*It J : EI/FOgti)1/=4 : 1) CE110-Clit2'' L, Pff-ZDA31, 4-7t*It 

i V: --C glF4•1, AetiMIA -  Z a.' L t:.-.. ct t') vatat 	66. 2m04 tco  

1H-NMR(CDC1.3); a (ppm) 	2. 29(3H, 	s), 	2. 33(3H, s), 	2. 37(3H, s), 	6. 01(1H, 	s) 

, 	6.70 	(1H, 	d, 	J=8. 0Hz), 	6. 90(1H, 	s), 	7. 07(1H, 	d, 	J=8. 0Hz), 	9. 64(1H, 

brs). 

MS (ESI) ; 	m/z 203 (M+H)+ 

[0245] -41thiN45 	2-(3, 5- 	)()1.-1H- E7 V—)1.-1-4 )14-5-)< 1*. i 7 i ) —)1. 

a) 2-7Z J-5-)( 	*:> 7 i=)I. 4-) 	)1//J 	J)1/7J ,- 

2- L 	'-4-)( 	*:> 7= ') 	tingtil176mgct t') . *YthiN44 a) L He 

O) 	1 6:.=Z rfl IL-aIt 	220. 1m041  tc. 

1H-NMR(CDC1.3); a (ppm) 	2.46(3H, 	s), 	3. 62(3H, 	s), 	6. 41(1H, 	s), 	6. 65-6. 66 

(2H, 	m), 	7. 34(2H, 	d, 	J=8. 8Hz), 	7. 79(2H, 	d, 	J=8. 8Hz). 

[0246] b) 2-(3, 5-:'J)( 	)1.-1H- E7 V—)1.-1-4 )I.) -5- )( 	*:> 7 i =)I. 4-)( 	)1. 

i -ff)1/7J- 

2-7 Z J-5-)< 1*.:>7 i=)I. 4-)( 	)1./J-ff J)1/ 7J ,— 	220mg ck I') , 

WO 2012/102404 67 PCT/JP2012/051991 

K 'J U Mtx^U8 

0mLTrJSHH Lfc0 <7*vL/c^s ;#£g£MJ±T 

*> 'J ^JU^^A? PV h^77 -r - (^^V : Mtx^JU 

= 2: 1) £^Tilt§!lLT^^b^$l£199.6mg?#fc„ 
1H-NMR(CDCl3); 5 (ppm) 2.09(3H, s), 2.11 (3H, s), 2.41(3H,s), 2.43(3H, s 

), 5. 82(1H, s), 7.15-7. 21(4H, m), 7. 36-7.38(3H, m). 

MS(ESI); m/z 357(M+H)+ 

[0244] c) 2-(3,5-^*?lJU-1H-L0^ V-JU-W JU)-5-* ^JU7 x y-JU 

2-(3, 5-y * ̂ JU-1H- \f.=j V-JU-W JU) —5— ^JU7 x " JU 4-* ̂ JU^ > 

-tz>7JU*^ — K199. 6mgtC7.KJ£'fb£) 'J 0 A314 mg£x^ J — JU4mLS.t/7K4mL 

10l^iP^M)tL/co J5J^;Fb^tC7K20mL£JPxN 

I|x ̂  JU20m L T-ffl ft L tc0 #$Jf £ IzRiSI^ T?S£J£ L ;# 

'J PV VO^D -T - ( 

: M|X^JU = 4 : 1) p]rl0i^41(4-^+Ht 

£ d tc J: y HMlb£^£66. 2mg?#fc0 

1 H-NMR (CDC L3); 8 (ppm) 2.29(3H, s), 2.33(3H,s), 2.37(3H,s), 6.01(1H, s) 

, 6.70 (1H, d, J=8. 0Hz), 6. 90(1 H, s), 7. 07(1 H, d, J=8.0Hz), 9. 64(1 H, 

brs). 

MS(ESI); m/z 203(M+H)+ 

[0245] ^»IJ45 2-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)-5-* h+^>7xy-JU 

a) 2-77$y-5-* h+^71 —JU 4-* ̂ JU'O-tz >TJU*^ — K 

2-t KP^r^-4-* V*V7-')y ±mlt±m176mgct lJ N ^»J44 a) £11*11 

(Dj5)£lZT^m{knty)%:22Q. 1mg %tc0 

1H-NMR(CDCl3); 8 (ppm) 2.46(3H, s), 3.62(3H, s), 6.41 (1H, s), 6.65-6.66 

(2H, m), 7.34(2H, d, J=8.8Hz), 7.79(2H, d, J=8.8Hz). 

[0246] b) 2-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)-5-* K^r^7x-JU 4-*^JU 

^>iz>XJU*^— K 

2-77$y-5-* h+^71 —JU 4-*^JU^>-tz>XJU/lN^-K220mgJ; 
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-41thiN44b) L PI 0 a) 	I,: --c rfli Eat 	93. 7m04tcc, 

1H-NMR(CDC1.3); a (ppm) 	2. 08(3H, 	s), 	2. 11 (3H, 	s), 	2. 41(3H, 	s), 	3. 85(3H, 

s), 	5.82(1H, 	s), 	6.87(1H, 	dd, 	J=2.4, 	8.4Hz), 	7.06(1H, 	d, 	J=2. 4Hz), 	7. 

17(2H, 	d, 	J=8. 4Hz), 	7. 20-7. 24(1H, 	m), 	7.39(2H, 	d, 	J=8. 4Hz). 

MS (ESI) ; 	m/z 373 (M+H)+ 

[0247] c) 2-(3, 5-:'))( 	)1.-1H-E:°7 V—)1.-1-4 )14-5-)( 	-.i7 i J —11. 

2-(3, 5-:'))( 	)1.-1H- E7 V—)1.-1-4 )14-5-)( l*:> 7 i =)I. 4-)( 	)1/i 

J -ff 	11.* ,— I-93mg ck t') -41thiN44c) LP101051 t:::-CrfAiLat 	30. lm 

04 tc: . 

1H-NMR(CDC I. 3); a (ppm) 	2.27(3H, 	s), 	2.33(3H, 	s), 	3.80(3H, 	s), 	6.00(1H, 

s), 	6. 45(1H, 	dd, 	J=2. 8, 	8.4Hz), 	6. 61(1H, 	d, 	J=2. 8Hz), 	7. 08(1H, 	d, 	J=8 

. 4Hz), 	9.67(1H, 	brs). 

MS (ESI) ; 	m/z 219 (M+H)+ 

[0248] -41thiN46 	2-(3, 5-:'))( 	)1.-1H- E7 V— )1.-1-4 )14-3-)( 	)1/7 i J —)l. 

a) 2-7 Z J-3-)( 	)1/7 i=)1. 4-)( 	)1//J-ff J ZJI.t-- 

2-7 Z ) -3- )( 	)1. 7 i i — )I. 200mgck t'). 41 1J43b) L Hooat- c, 

rfli Eat 	374. im g14 tc: . 

1H-NMR(CDCI.3); a (ppm) 	2. 14(3H, 	s), 	2. 46(3H, 	s), 	3. 79(2H, s), 	6. 51 (1H, 	t 

, J=8. 0Hz), 	6. 63(1H, 	d, 	J=8. 0Hz), 	6. 91(1H, 	d, 	J=8. 0Hz), 	7. 32(2H, 	d, 	J 

=8. 4Hz), 	7.78(2H, 	d, 	J=8. 4Hz). 

MS (ESI) ; 	m/z 278 (M+H)+ 

[0249] b) 2-(3, 5-:'))( 	)1.-1H- E7 `1-11.-1-4 JI.)-3-)( 	)1/7 i =)I. 4-)( 	)1/i 

-ff 	)1/7J- 

2-7 Z ) -3-)( 	JI. 7 i =)I. 4-)( 	)1/i J-J Z JI.7J,— I- 374mg ct t') -*It 

R43c) L Hoopat:.-:-c, rfli Eat 	269. 9111047c. 

1H-NMR(CDCI.3); a (ppm) 	2. 01(3H, 	s), 	2. 02(3H, 	s), 	2. 16(3H, 	s), 	2.43(3H, 

s), 	5. 88(1H, 	s), 	7. 19-7. 24(3H, 	m), 	7. 32(2H, 	d, 	J=5. 2Hz), 	7. 51 (2H, 	d, 

J=8. 4Hz). 

WO 2012/102404 68 PCT/JP2012/051991 

^ijte$|]44b) £ l^g%tc0 

1H-NMR(CDCl3); 8 (ppm) 2.08(3H, s), 2.11 (3H, s), 2.41 (3H, s), 3.85(3H, 

s), 5.82(1 H, s), 6.87(1 H, dd, J=2.4, 8.4Hz), 7.06(1 H, d, J=2.4Hz), 7. 

17(2H, d, J=8.4Hz), 7.20-7.24(1 H, m), 7.39(2H, d, J=8.4Hz). 

MS(ESI); m/z 373(M+H)+ 

[0247] c) 2-(3,5-^*?lJU-1H-L0^ V-JU-W JU)-5-* h^>7xy-JU 

2-(3,5-^*?lJU-1H-L0^V-JU-WJU)-5-* K^r^7x-JU 4-*^JU^ 

— h 93mgct U ^ite^y44c) £ |W|^®^';itCTHM'fb'n'!t:^)^:30.1 m 

gt#/co 

1 H-NMR (CDC L3); 8 (ppm) 2.27(3H, s), 2.33(3H, s), 3.80(3H, s), 6. 00(1 H, 

s), 6.45(1 H, dd, J=2.8, 8.4Hz), 6. 61 (1H, d, J=2.8Hz), 7. 08(1 H, d, J=8 

.4Hz), 9. 67(1 H, brs). 

MS(ESI); m/z 219(M+H)+ 

[0248] ^»IJ46 2-(3,5-^*?lJU-1H-L0^V-JU-WJU)-3-*?lJU7:Ly-JU 

a) 2-7$ J -3-*^-)\sD JL~)\S 4-?(^)\y^<y-\zyX)\y7is^- K 

2-7$ y-3-*51JU7xy-JU 200mgct lJ N »W3b) £ |W|*§(OT;£tCT, 

i^II'fb'n!t:#)^:374. 1mgt#/co 

1 H-NMR (CDC L3); 8 (ppm) 2.14(3H, s), 2.46(3H, s), 3.79(2H,s), 6. 51 (1H, t 

, J=8.0Hz), 6.63(1 H, d, J=8.0Hz), 6.91 (1H, d, J=8.0Hz), 7.32(2H, d, J 

=8.4Hz), 7. 78(2H, d, J=8.4Hz). 

MS(ESI); m/z 278(M+H)+ 

[0249] b) 2-(3,5-^*?lJU-1H-L0^ V-JU-W JU)-3-* ^JU7 x =JU 4-*^JU^ 

>*tz >7JU*^- K 

2-7$ J-3 -*^JU7x-JU 4-*^JU^>-tz>XJU/lN^- K374mgJ; y 

0IJ43c) £ |W|*§(OT;£tCT, HMlbl§r^£269. 9mg 

1 H-NMR (CDC L3); 8 (ppm) 2. 01 (3H, s), 2.02(3H, s), 2.16(3H, s), 2.43(3H, 

s), 5.88(1 H, s), 7.19-7.24(3H, m), 7.32(2H, d, J=5.2Hz), 7. 51 (2H, d, 

J=8.4Hz). 
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MS (ESI) ; 	m/z 357 (M+H)+ 

[0250] c) 	2-(3, 5-:'))( 	)1.-1H-E7 V—J1.-1-4/14-3-)( 	)1/7 i J —)l. 

2-(3, 5-:'))( 	)1.-1H-E7 V—)1.-1-4)14-3-)( 	)1/7 i=)I. 4-)( 	)1/i 

-ff J ZJI.t ,— 1269mgck t) -41thiN43d) LP100)51 t:.-_ -c. valEat 	79.2 

mgMtc. 

1H-NmR(cD30D); a (ppm) 	1. 92(3H, 	s), 	2. 01 (3H, 	s), 	2. 24(3H, 	s), 	6. 02(1H, 

s), 	6. 79(2H, 	d, 	J=7. 6Hz), 	7. 18(1H, 	t, 	J=7. 6Hz). 

MS (ESI) ; 	m/z 203 (M+H)+ 

[0251] -A-AR47 	2-(3, 5-:'J)( 	)1.-1H-E 7 V — ll. -1-4 )14-5-L KI=1*:>)( 	)1/ 7  

4-(3, 5-:'))( 	)1.-1H-E7`1—)1.--f)14-3-L KI=1*:>/ -ff J)JJI/tR 

)1. 	132mg 	5- F 7 L KD77i 2. 6m I. t:.:g1F4 L. 	') 	r,./Ati=ii\-( K7 

4 F' 58mg 	))1:1A. -050°C (:.= -C3. 5Hirallti' 1., AL-. 	aVIPLatt:.-.7.K20m1.A_, 

EMI 	)1/20m LTA ffl 1., tc. VCV, 	,T.7.KKR7 	r, IA TIM 1, tc•l. 

gPlifilll-Ft:.-_ -cia 	L. 	3•ERJE1131,1 	,) t )72)1/t 7 ix 	1=17 I- 	7 7 4 — 

(/•*it 	: EI/FRi)1/=1 : 2) CEI11,\ -Call  1, -CrfliEat 	12. 4mgMk- 

c, 

1H-NMR(CDC1.3); a (ppm) 	2. 28(3H, s), 	2. 44(3H, 	s), 	4. 64(2H, 	s), 	6. 02(1H, 	s 

), 	6. 90(1H, 	d, 	J=8. OHz), 	7. 02(1H, 	s), 	7. 17(1H, 	d, 	J=8. OHz). 

MS (ESI) ; 	m/z 219 (M+H)+ 

[0252] -A-AR48 	2-(3, 5-:'))( 	)1.-1H- E7 V—J1.-1-4 )14-5-)( 	J1.7' Z J7i) 

—)1. 

a) 1-(2-)( 	-:>-4-= 	I=17 i =)14 -3, 5-:'))( 	)1.-1H- E7 `1—)1. 

2-)< 	*:>-4-= 	1=1 7 = 1) J700mgck t') . 	-41thiN43c) L Holoat:.-_ -c 	 

I'llE at 	498mgl'41 tc. 

1H-NmR(cpc 1.3) ; a (ppm) 	2. 13(3H, 	s), 	2.30(3H, 	s), 	3.93(3H, 	s), 	6.02(1H, 

s), 	7. 53(1H, 	d, 	J=8. 4Hz), 	7. 89(1H, 	d, 	J=2. OHz), 	7. 95(1H, 	dd, 	J=2. 0, 	8 

. 4Hz). 

WO 2012/102404 69 PCT/JP2012/051991 

MS(ESI); m/z 357(M+H)+ 

[0250] c) 2-(3,5-^*?lJU-1H-L0^ V-JU-W JU)-3-* ^JU7 x y-JU 

2-(3, 5-y * ̂ JU-1H- \f.=j V-JU-W JU)-3-* ^JU7 x - JU 4-* ̂ JU^ > 

-tz>7JU**- S269mgJ;y^MJ43d)i:ll^©^tCTs HMlbl^]£79.2 

mg?#7c0 

1H-NMR(CD30D); 8 (ppm) 1.92(3H, s), 2. 01 (3H, s), 2.24(3H, s), 6. 02(1 H, 

s), 6.79(2H, d, J=7.6Hz), 7.18(1 H, t, J=7.6Hz). 

MS(ESI); m/z 203(M+H)+ 

[0251] ^»IJ47 2-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)-5-t KP^r^*51JU7 

x J —JU 

4-(3, 5-y * JU-1 H- tr7 V-JU->C JU)-3-L K • > *tz > £ JU* >I£ 

* ̂ JU 132mg£7^ K ^ t: K • 7 ̂  > 2. 6mLtC;#^|? LN 'J A*P/W K>;7 

-f K 58mg£Jp^T50°CtCT3.50|^Ji^L/co J5J^;Fb1^C7K20ml£ JP;L 

M|x^JU20mL-efflai L/co A-e$£'Jt Ltc<k, 

'J ^^fJU^^A^ PV h^77-f-

(/s^+J-y : M|X^JU = 1 : 2) £ l\ T L T HH-fb-n 4#] £ 12. 4mgt#/c 

0 

1 H-NMR (CDC L3); 5 (ppm) 2.28(3H,s), 2.44(3H, s), 4.64(2H, s), 6. 02(1 H, s 

), 6. 90(1 H, d, J=8. 0Hz), 7. 02(1 H, s), 7.17(1 H, d, J=8.0Hz). 

MS(ESI); m/z 219(M+H)+ 

[0252] ^»IJ48 2-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)-5-*5lJU77$ 7 7x7 

-JU 

a) 1-(2-* h^>-4-" KP7x"JU)-3,5-y*5lJU-1H-t0^V-JU 

2-* K^r^-4-- KP^-'J >700mgJ; y% ^»lJ43c) £ |W|*§(OT;£tCTll 

S-f b"n ̂  £ 498mgt# /c 0 

1 H-NMR (CDC L3); 8 (ppm) 2.13(3H, s), 2.30(3H, s), 3.93(3H, s), 6. 02(1 H, 

s), 7. 53(1 H, d, J=8.4Hz), 7.89(1 H, d, J=2.0Hz), 7. 95(1 H, dd, J=2. 0, 8 

.4Hz). 
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MS (ESI) ; 	m/z 248 (M+H)+ 

[0253] b) 4-(3, 5-:'))( 	)1.-1H- E7 V—J1.-1-4 )14-3-)( 	'7')  ') 

1-(2-)( 1*:>-4-= 	1=1 7 i =M-3, 5-:'))( 	)1.-1H- E7 V—)1/495mgct (,) 

-41-01j3i L Holoat:.-_ ---c VAIL-at 	417. 6m 041  tc: . 

1 H-NMR (CDC l3) ; a (ppm) 	2. 06(3H, 	s), 	2. 28(3H, 	s), 	3. 72(3H, 	s), 	3. 81(2H, 

brs), 	5. 92(1H, 	s), 	6. 28-6. 31(2H, 	m), 	7. 06(1H, 	d, 	J=8. 4Hz). 

MS (ESI) ; 	m/z 218 (M+H)+ 

[0254] c) 4-(3, 5-:'))( 	)1.-1H- E7 V—)1.-1-4 )14-3-)( 1*:>-N-)( 	)1/ 7= ') 

4-(3, 5-:'))( 	)1.-1H- E7 V—J1.-1-4 )14-3-)( 1*:> 7= ') J200mg 	:'))( 

)1/*/1/./A 7 ..Z K6m l t::_gt4 L, 	,,,(E)( 	)1/160/.1, laVegRt I) r,1-\636mg 

MA_ --C 25EIT.: -C2. 5Hirmtli- Lk-. azmatt:.-.7momLNA.-cEI/FRi)i. 

50m LTA Hi I., tc. VCV, 	,R7MAR 7 	r, A --M1:31 1, tc,l, 3eP1 	g a 

Tiz-ciaL. 3•14y1,1131,1 ,) t7)1/t7101=17 I- 	‘7., 4 — (,N*it 

: I'M' 	J1.=1 : 3) CEIlkiN -Ot' 1, -crfAlEat 	48. 7mgmtco  

1H-NmR(cDcL 3); a (ppm) 	2. 07(3H, 	s), 	2. 28(3H, 	s), 	2. 86(3H, 	s), 	3. 74(3H, 

s), 	3. 95(1H, 	brs), 	5. 92(1H, 	s), 	6. 17(1H, 	d, 	J=2. 4Hz), 	6. 21(1H, 	dd, 	J= 

2.4, 	8.4Hz), 	7.09(1H, 	d, 	J=8. 4Hz). 

MS (ESI) ; 	m/z 232 (M+H)+ 

[0255] d) 2-(3, 5-:'))( 	)1.-1H- E7 `i—J1.-1-4 )14-5-)( 	)1. 7 ZJ7iJ— 11. 

4-(3, 5-:'))( 	)1.-1H- E7 `i—J1.-1-4 JI.)-3-)< 1*:>-N-)( 	JI. 7= ') J58 

. 7mgck t) , 	-41thiN33c) L PmoDat:.-_ --c rfli E -a t 	25mg,f47-c_- . 
1H-NmR(cpc L3) ;  a (ppm) 	2.28(3H, 	s), 	2.32(3H, 	s), 	2.83(3H, 	d, 	J=1. 2Hz), 

5. 98(1H, 	s), 	6. 13-6. 16(1H, 	m), 	6. 31-6. 32(1H, 	m), 	6. 99(1H, 	dd, 	J=1. 2, 

8.4Hz). 

MS (ESI) ; 	m/z 218 (M+H)+ 

[0256] -41thiN49 	2-(3, 5-:'J)( 	)1.-1i-i-E7 V— J1.-1-4 )14-4-)( 	)1/7 i J — )1. 

a) 	2-7Z I -4-)( 	)1/7 i=)1. 4-)( 	)1/i 	J/1/ 7J-- 

2-7 Z J - 4- )( 	)1.7 i J —MARIA 479mgct (,) . -ArtiN43b) LP101051 

WO 2012/102404 70 PCT/JP2012/051991 

MS(ESI); m/z 248(M+H)+ 

[0253] b) 4-(3,5-^*?lJU-1H-L0^V-JU-WJU)-3-* 

1-(2-* K^r^-4-- KP7x-JU)-3,5-y*5lJU-1H-t0^V-JU495mgd; y 

s ^fife0!l31 . 6mg?#fc0 

1H-NMR(CDCl3); 8 (ppm) 2.06(3H, s), 2.28(3H, s), 3.72(3H, s), 3.81 (2H, 

brs), 5. 92(1 H, s), 6. 28-6. 31 (2H, m), 7. 06(1 H, d, J=8.4Hz). 

MS(ESI); m/z 218(M+H)+ 

[0254] c) 4-(3, 5-y^JU-IH-L0^ V-JU-W JU)-3-* K ^r^-N-* ^JUT7 "'J > 

4-(3, 5-y^JU-IH-L0^ V-JU-W JU)-3-* h *V7-') >200mg£y* 

^JU/I-NJUAT7^ K6mUC;#$?U B Vit* ̂ JU160M 'J 0 A636mg 

£JP*.T^tCT2. mmMW Ltc0 J5J^;Fb^tC7K50mL£JPxTM|x51JU 

50ml-effltJH Ltc0 <7*v7 A-e$£'jf L/c^s 

"RCT Ls P7h^77-f - (^^r+fV 

:M|X51JU = 1 : 3) £ffl^Tili§!lLT^§Ifb^£48.7mg?#fco 
1 H-NMR (CDC L3); 8 (ppm) 2.07(3H, s), 2.28(3H, s), 2.86(3H, s), 3.74(3H, 

s), 3. 95(1 H, brs), 5. 92(1 H, s), 6.17(1 H, d, J=2.4Hz), 6.21 (1H, dd, J= 

2.4, 8.4Hz), 7. 09(1 H, d, J=8.4Hz). 

MS(ESI); m/z 232(M+H)+ 

[0255] d) 2-(3,5-^*5lJU-1H-t0^ V-JU-1-^JU)-5-*5lJU77$ 7 7x7-JU 

4-(3, 5-y * ̂ JU-1H- \f.=j V—JU-1—T JU)-3-* K ^>-N-* ̂ JUT7 " 'J >58 

. 7mgct Vs 
1H-NMR(CDCl3); 8 (ppm) 2.28(3H, s), 2.32(3H, s), 2.83(3H, d, J=1.2Hz), 

5. 98(1 H, s), 6.13-6.16(1 H, m), 6. 31-6. 32(1 H, m), 6. 99(1 H, dd, J=1.2, 

8.4Hz). 

MS(ESI); m/z 218(M+H)+ 

[0256] ^»IJ49 2-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)-4-*5lJU7xy-JU 

a) 2-7$ y-4-*51JU7x-JU 4-* ̂ JU^>-tz >7JU*^- K 

2-T7^ y-4-*51JU7xy-JU±^I|±^ 479mgJ;yN ^»J43b) 
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t:.= -C , rfAiLat770.1mgMtc . 

1 H-NMR(CDCI. 3); a (ppm) 	2. 21(3H, 	s), 	2.46(3H, 	s), 	3.74(2H, 	brs), 	6.39(1H 

, d, 	J=8. 0Hz), 	6. 53(1H, 	s), 	6. 62(1H, 	d, 	J=8. 0Hz), 	7. 32(2H, 	d, 	J=8. 0Hz 

), 	7. 77(2H, 	d, 	J=8. 0Hz). 

MS (ESI) ; 	m/z 278 (M+H)+ 

[0257] b) 2-(3, 5-:'))( 	)1.-1H- E7 V-)1.-1-4 )14-4-)( 	)1/7 i =)I. 4-)( 	)1/i 

2-7 Z )-4-)( 	)1. 7 i=)1. 4-)( 	)1., 	J-ff 	)1/7J ,- 1- 400mg ck t') -41-ft 

R43c) L PI 0 0) 	t:.-. -c , VAIL -a It 	137. 3mgMtco  

1H-NMR(CDC1.3); a (ppm) 	2. 10(3H, 	s), 	2. 12(3H, 	s), 	2.35(3H, 	s), 	2. 41(3H, 

s), 	5.82(1H, 	s), 	7. 13-7. 15(3H, 	m), 	7. 20-7. 22(1H, 	m), 	7. 33-7. 36(2H, 	m) 

, 7.42(2H, 	d, 	J=8. 4Hz). 

MS (ESI) ; 	m/z 357 (M+H)+ 

[0258] c) 2-(3, 5- :'J)()1.-1H- E7 V-)1.-1-4 )1.)-4-)()1/ 7  i i -)1. 

2-(3, 5-:'J)( 	)1.-1H-E7V-)1.-1-4)14-4-)( 	)1/7 i=)1. 4-)( 	)1/i 

-ff 	)1/7J 	- 1- 167mg ct t) -41thiN43d) LP100)51t:.-_--  C , 	All ;t 	60.4 

mg14tc. 

1H-NmR(cpc 1. 3) ; a (ppm) 	2. 29(3H, 	s), 	2. 31(3H, 	s), 	2. 39(3H, 	s), 	6. 02(1H, 

s), 	6. 97-7. 02(3H, 	m), 	9. 43(1H, 	s). 

MS (ESI) ; 	m/z 203 (M+H)+ 

[0259] -41thiN50 	2-(3, 5-:'))( 	)1.-1H- E 7 V-)1.-1-4 )14-5- I-') 7.)1.7 CI) 	)1. 

7 i J -)1. 

a) 	1-(2-)( 1- *:>-4-( I-') 7 )1/7J-  D )( 	)1. 7 i =M-3, 5-:'J)( 	)L.-1H-I°7 

V-)1. 

2-)( 1- *:>-4- 1- ') 7 )1.7t 1=1 )( 	)1. 7= ') 	191mgck t'). 	-ArOli43c) L He 

0516:.-_ -crfAIL-alt 	95. 5m047-cc, 

1 H-NMR (CDCI.3) ; a (ppm) 	2. 05(3H, s), 	2.30(3H, 	s), 	3.86(3H, 	s), 	5. 99(1H, s) 

, 7.22(1H, s), 	7.31(1H, 	d, 	J=8. 0Hz), 	7.46(1H, 	d, 	J=8. 0Hz). 

WO 2012/102404 71 PCT/JP2012/051991 

1H-NMR(CDCl3); 8 (ppm) 2. 21 (3H, s), 2.46(3H, s), 3.74(2H, brs), 6. 39(1 H 

, d, J=8.0Hz), 6.53(1 H, s), 6.62(1 H, d, J=8.0Hz), 7.32(2H, d, J=8.0Hz 

), 7. 77(2H, d, J=8.0Hz). 

MS(ESI); m/z 278(M+H)+ 

[0257] b) 2-(3,5-^*?lJU-1H-L0^ V-JU-W JU)-4-* ^JU7 x =JU 4-*^JU^ 

>-tz >7JU*^- K 

2-7$ y-4-*51JU7x-JU 4-*^JU^>-tz>XJU/lN^- K400mgJ; y 

$iJ43c) HH'fb'n^^:^. 2>mg%tc0 

1 H-NMR (CDC L3); 8 (ppm) 2.10(3H, s), 2.12(3H, s), 2.35(3H, s), 2.41 (3H, 

s), 5. 82(1 H, s), 7.13-7.15(3H, m), 7. 20-7. 22(1H, m), 7. 33-7. 36(2H, m) 

, 7.42(2H, d, J=8.4Hz). 

MS(ESI); m/z 357(M+H)+ 

[0258] c) 2-(3,5-^*?lJU-1H-L0^ V-JU-W JU)-4-*^JU7xy-JU 

2-(3, 5-y * ̂ JU-1H- \f.=j V-JU-W JU)-4-* ^JU7 x " JU 4-* ̂ JU^ > 

-tz>7JU**- S167mgJ;y^MJ43d)i:ll^©^tCTs HMlbl^]£60.4 

mg?#7c0 

1H-NMR(CDCL3); 8 (ppm) 2.29(3H, s), 2.31 (3H, s), 2.39(3H, s), 6. 02(1 H, 

s), 6. 97-7.02(3H, m), 9.43(1H, s). 

MS(ESI); m/z 203(M+H)+ 

[0259] ^»IJ50 2-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)-5- K 'J 7JU^P*^JU 

7x7-JU 

a) 1-(2-* K^r^-4-( K'J 7JU^P*5lJU7x-JU)-3,5-y*5lJU-1H-t0^ 

V-JU 

2-* h^>-4- K 'J 7JU^P*5LJU77" 'J >191mgJ; y% ^»iJ43c) £ |W]*§ 

5mgt#/co 
1H-NMR(CDCL3); 8 (ppm) 2.05(3H,s), 2.30(3H, s), 3.86(3H, s), 5. 99(1 H, s) 

, 7. 22(1 H, s), 7. 31 (1H, d, J=8.0Hz), 7.46(1 H, d, J=8.0Hz). 
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MS (ESI) ; 	m/z 271 (M+H)+ 

[0260] b) 2-(3, 5-:'))( 	)1.-1H- E7 Ni-J1.-1-4 )14-5- 	') 7 )1/7J- 1=1)( 	J1.7 i i - 

11. 

1-(2-)< 	..:>-4-1 	') 7 )1/7J- 1=1)( 	)1/7 i =M-3, 5-:'))( 	)1.-1H-E7 Ni 

-)1/95. 5mgck t) -41thiN33c) L P101051 I,: -C rfli Eat 	25. 7n1047c. 

1H-NMR(CDC 1.3); a (ppm) 	2. 31(3H, 	s), 	2. 45(3H, 	s), 	6. 08(1H, s), 	7. 15-7. 18( 

1H, 	m), 	7. 30-7. 35(2H, 	m), 	10. 64(1H, s). 

MS (ESI) ; 	m/z 257 (M+H)+ 

[0261] -41thiN51 	2-(3, 5-:'))( 	)1.-1H- E7 V-J1.-1-4 )14-6-)( -J1.7 i i -)1. 

a) 2-7Z J-6-)( 	)1/7 i=)1. 4-)( 	)1./J-ff J)1/ 7J-- 

6-7 Z I -o- 	1, V-MaRila 200mg  ct tj L. *Y01J43b) LP1010511,:.= -C, 

rfli Eat 	159. 9mgMtc. 

1H-NMR(CDCI.3); a (ppm) 	2.06(3H, 	s), 	2.48(3H, 	s), 	3.96(2H, 	s), 	6. 53-6. 55 

(1H, 	m), 	6. 59-6. 61(1H, 	m), 	6. 93(1H, 	t, 	J=7. 6Hz), 	7. 37(2H, 	d, 	J=8. 0Hz) 

, 	7. 90(2H, 	d, 	J=8. 0Hz). 

MS (ESI) ; 	m/z 278 (M+H)+ 

[0262] b) 2-(3, 5-:'))( 	)1.-1H- E7 Ni-J1.-1-4 Ji.)-6-)( 	)1/7 i =)I. 4-)( 	)1/i 

-ff 	)1/7J ,- 

2-7 Z I -6-)( 	)1. 7 i =)I. 4-)( 	)1/iJ -ff )1/7J ,- 	159. 5mgct (,) * 

YthiNL13c) L FA a a) 	a t:-C, rfli Eat 	L18. 8111047c. 

1H-NMR(CDC 1.3); a (ppm) 	2. 09(3H, 	s), 	2. 10(3H, 	s), 	2.43(3H, 	s), 	2.49(3H, 

s), 	5. 67(1H, 	s), 	7. 13-7. 32(5H, 	m), 	7. 48(2H, 	d, 	J=8. 0Hz). 

MS (ESI) ; 	m/z 357 (M+H)+ 

[0263] c) 2-(3, 5- :'J)()1.-1H- E7 V-)1.-1-4 )1.)-6-)()1/ 7  i i -)l. 

2-(3, 5-:'J)( 	)1.-1H- E7 Ni-J1.-1-4 Ji.)-6-)( -J1.7 i =)I. 4-)( 	)1/i 

-ff J ZJI.t ,- F 48. 5mgct t) -41thiN43d) LP10011,:.= -C, 	'k.1.1E -a!tt 	12m 

g14 tc . 

1H-NMR(CDC1.3); a (ppm) 	2. 30(3H, 	s), 	2. 31(3H, 	s), 	2. 38(3H, 	s), 	6. 03(1H, 

WO 2012/102404 72 PCT/JP2012/051991 

MS(ESI); m/z 271(M+H)+ 

[0260] b) 2-(3,5-^*?lJU-1H-L0^ V-JU-W JU)-5- h <J DM P^fJb7iy-

JU 

1-(2-* K^r^-4- h 'J 7JU^P*5lJU7x-JU)-3,5-y*5lJU-1H-t0^y 

-JU95. 5mgct U ^»J33c) £ ll*§(OT;£tCTHMlbl^]£25. 7mg?#fc0 

1 H-NMR (CDC L3); 8 (ppm) 2. 31 (3H, s), 2.45(3H, s), 6.08(1H,s), 7.15-7.18( 

1H, m), 7.30-7.35(2H, m), 10.64(1H,s). 

MS(ESI); m/z 257(M+H)+ 

[0261] ^»IJ51 2-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)-6-*5lJU7xy-JU 

a) 2-7$ y-6-*51JU7x-JU 4-* ̂ JU'O-tz>7JU*^- K 

Q-7 $ y -o-<P \y 200mgct kK ^MJ43b) 

illl'fb"n!t#);£159. 9mgt#/co 

1 H-NMR (CDC L3); 8 (ppm) 2.06(3H, s), 2.48(3H, s), 3.96(2H, s), 6.53-6.55 

(1H, m), 6. 59-6. 61 (1H, m), 6. 93(1 H, t, J=7.6Hz), 7.37(2H, d, J=8. 0Hz) 

, 7.90(2H, d, J=8.0Hz). 

MS(ESI); m/z 278(M+H)+ 

[0262] b) 2-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)-6-*5lJU7x-JU 4-*^JU^ 

>*tz >7JU*^- K 

2-7$ y-6-*51JU7x-JU 4-*5LJU^>-tz>XJU/lN^- M59.5mgJ; y ^ 

MJ43c) ^^^£48. 8mgt#/c0 

1H-NMR(CDCl3); 8 (ppm) 2.09(3H, s), 2.10(3H, s), 2.43(3H, s), 2.49(3H, 

s), 5.67(1 H, s), 7.13-7.32(5H, m), 7.48(2H, d, J=8.0Hz). 

MS(ESI); m/z 357(M+H)+ 

[0263] c) 2-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)-6-*5lJU7xy-JU 

2-(3, 5-y * ̂ JU-1H- \f.=j V-JU-W JU) —6— ^JU7 x " JU 4-* ̂ JU^ > 

-tz>7JU**- M8.5mg<£ U^W3d)£ll*§(OT;£tCT, bl^)£12m 

gt#/co 
1 H-NMR (CDC L3); 8 (ppm) 2.30(3H, s), 2. 31 (3H, s), 2.38(3H, s), 6. 03(1 H, 
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s), 	6. 81(1H, 	t, 	J=8. 0Hz), 	7. 03-7. 09(2H, 	m), 	9. 79(1H, 	s). 

MS (ESI) ; 	m/z 203 (M+H)+ 

[0264] 'Alt IR152 	2-(3, 5-:')) 	)1.-1H-E7 V — )1.-1-4/14-5-i)1/7 i i —)1, 

a) 4- 	1=11=1-5-I 	)1. -2- = H=17 s=)1. 	)( 51 	)1.t ,— 

4-fj 1=11=1-5-1/1.-2-= 	1=17 i J —)1/150mg 	:'Jfj I=11=1)( 51 J1. 5m1.1,:.:g 

11'4 L. 	I-') I/1/ 7-1 -Z 	156µ,11-3,:tVe)( 51 J/1/*=)1/ 1=17-( K69µ1.))1:1 

A.-C25E0' T3031141' Lk- o aVFLalt t:.:*50m I. 	)]QA_, 	Ei/FRI/1/60m1.-"Ctlil 

ffl L tc. VMJNi 	,:,: 7.1KKR7 	r, IA -TIM L tc•l, 3 eP17 11-F t::- --C. ea 

L Z, rfl I Eat 	200. 7n1914tc. 

1H-NMR(CDC1.3); a (ppm) 	1. 28(3H, 	t, 	J=7. 6Hz), 	2. 83(2H, 	q, 	J=7. 6Hz), 	3.37 

(3H, 	s), 	7.42(1H, 	s), 	8.09(1H, 	s). 

[0265] b) 2-7Z J-5-1/ 1/ 7 i=)I. 	)( 51 J ZJ1/7J ,— I~ 

4-fj 1=11=1-5-1/1.-2-= 	1=17 s=)1. 	)( '9' i ZJI.t ,— F.200mg 	i '91 J 

—)1.4mlt::_gt4 L. 10W7:'Jr,./A/gA200mg 	)iliA. --C, 7E„TS-# WF, -k-5fi' 

t:.-. -c 4Hi rim 	L tc . Tiel.tt 	238 L tz-_1, 17-PI 	AJ1T ii8 	L Z, 	ffilE D 

i.tt 	74. 0 n1914 tc . 

1H-NMR(CD30D); a (ppm) 	1. 26(3H, 	t, 	J=7. 6Hz), 	2. 73(2H, q, 	J=7. 6Hz), 	3. 47( 

3H, 	s), 	7. 28-7. 46(3H, 	m). 

MS (ESI) ; 	m/z 216(M+H)+ 

[0266] c) 2-(3, 5-:'J)( 	)1.-1H-E7`1—)1.-1-4)14-5-I/1/ 7 i=)1. 	)( 51 J)1. 

2-7 Z J -5-1 	)1. 7 i =)1. 	)( 51 i Z)1/* ,— 	74. 5mgct t'), -41thiN43c) 

LP100)51 t:::"C" rfli Eat 	28. imgMtc_-. 

1H-NMR(CDC1.3); a (ppm) 	1. 28(3H, 	t, 	J=7. 6Hz), 	2. 17(3H, 	s), 	2. 26(3H, 	s), 

2. 65(3H, 	s), 	2. 73(2H, 	q, 	J=7. 6Hz), 	6. 00(1H, 	s), 	7. 24-7. 26(1H, 	m), 	7.3 

3-7. 37(2H, 	m). 

MS (ESI) ; 	m/z 295(M+H)+ 

[0267] d) 2-(3, 5-:'J)( 	)1.-1H- E7 V—J1.-1-4 )1.) -5-i 	)1, 7 i i —)I, 
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s), 6.81(1H, t, J=8.0Hz), 7. 03-7. 09(2H, m), 9. 79(1H, s). 

MS(ESI); m/z 203(M+H)+ 

[0264] ^»IJ52 2-(3,5-y*?lJU-1H-L0^V-JU-WJU)-5-x^JU7xy-JU 

a) 4-^7 p u-b-JL^-)\y-2-~ K • 7 x ~JU * 0 >7JU*^ — K 

4-^7 p p^-x^U^-" h • 7 x y —JH50mg^y^7 • ^ >1. 5mUC;# 

h 'J JiiLJU7$ >156MLfcNd:t/* 0 yX)\sfc-)\s<7 U=j4 K69A<,1£JP 

xT^-e30^^L/co J5^;Fb^tC7K50mL£JPx, M|x^JU60mL-effl 

HH Ltc0 tII^l7Xii7?A-emgLfclg, ®m%MI±Tlzr^ 
iLT, ^M^b^;&200.7mgt#/Co 
1 H-NMR (CDC L3); 8 (ppm) 1.28(3H, t, J=7.6Hz), 2.83(2H, q, J=7.6Hz), 3.37 

(3H, s), 7.42(1 H, s), 8.09(1 H, s). 

[0265] b) 2-7$ y-b-JL^JUy JL~)\y 

4-^7 p p-5-Ji^JU-2-— K • 7 x —JU * 0 yXJUfc^— K200mg£x^ y 

-JUAmUzmML, 10V^^^A/^^200mg£JPxT, 7KHIIgim~K &U. 
izTmmmw[.tc0 mmits 
^£74. §mg%fc0 

1H-NMR(CD30D); 8 (ppm) 1.26(3H, t, J=7.6Hz), 2.73(2H,q, J=7.6Hz), 3.47( 

3H, s), 7.28-7.46(3H, m). 

MS(ESI); m/z 216(M+H)+ 

[0266] c) 2-(3,5-^*?lJU-1H-L0^ V-JU-W JU)-5-x^JU7 x"JU *^>7JU 

K 

2-T7^ y-5-x^JU7x-JU * 0 yXJUfc*- K74.5mgJ; y% ^5jS0!l43c) 

«^|W|^ia)^}i^TH^b^;&28.1mgt#/c0 

1H-NMR(CDCl3); 5 (ppm) 1.28(3H, t, J=7.6Hz), 2.17(3H, s), 2.26(3H, s), 

2. 65(3H, s), 2.73(2H, q, J=7.6Hz), 6. 00(1 H, s), 7.24-7.26(1 H, m), 7.3 

3-7. 37(2H, m). 

MS(ESI); m/z 295(M+H)+ 

[0267] d) 2-(3,5-^*?lJU-1H-L0^ V-JU-W JU)-5-x^JU7xy-JU 
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2-(3, 5-:')) 	11.-1H- E7 `J—)L-1-4 1L)-5-= 	1L7 i=11, 	)< q J Z1L 

	

*,— 128mg 	)( 9' J —11.0.1mlt:.:MF4 L, 	5N- 	R0. 07m1 	))1:1A:-C303))11Nt,  

NM L, tc_-,, avgatt:.-_*15m1mA., EI/Fogti/1/15m1.-C1Eliffl Lit. VAN, 

	

,K7I<Kngt7 	r, IA ---M1:31 L tc•l, gP1 	WIT t:.-..Zia 	L, 3ERJEll 

1,1 :> I) t it/1.)J 7 /0 1=17 17 7 -I — ('N*It 	: E/FOgti/1/=4 : 1) 

PIOT- 411 L 'ZVI:IL-at 	7. 411104I tc_-. 

1H-NMR (CDC 1.3); a (ppm) 	1. 24(3H, 	t, 	J=7. 6Hz), 	2. 29(3H, 	s), 	2. 38(3H, 	s), 

2. 63(2H, 	q, 	J=7. 6Hz), 	6. 02(1H, 	s), 	6. 73-6. 75(1H, 	m), 	6. 94(1H, 	s), 	7. 1 

0(1H, 	d, 	J=8. 0Hz), 	9. 67(1H, 	s). 

MS (ESI) ; 	m/z 217 (M+H)+ 

[0268] *YthiN53 	2- (4- 7 )1/7J-  1=1-3, 5- :'J) 	)1.-1H-t'°7 V—)1.-1-4 )1.) 7 i J —1L 

a) 1-(2-L-'7 i=114-4-7 11.7J- 1=1-3,5-: ' ) )( 	)1.-1H-E7 V — )I. 

2-, )/1/7f*:> 7 i=)1. L K 70'3t1-1500mg L 3-7 )1/7J- 1=1 ,91  J-2 

, 4-:'J7J- i 251mgiq I —)1/12m16Z)NA., 1. 5HirCJIMI5A, L tc: . azi-y 

-t.lovrcEgint.„ :>i) tit/1477101=17 177-1—  ('N*It 	: E/F 

Ogti/1/=6 : 1-5 : 1) CE110-Clit2l LZVAILat417mgV4tc_-. 

1H-NMR (CDC1.3) ; a (ppm) 	2. 07(3H, 	s), 	2. 30(3H, 	s), 	5. 04(2H, 	s), 	7. 03-7. 07 

(2H, 	m), 	7. 24-7. 37(7H, 	m). 

MS (ESI) ; 	m/z 297 (M+H)+ 

[0269] b) 2-(4-711.7J-  1=1-3, 5-:')) 	11.-1H- E7 `1—)1.-1-4 )1.) 7 i 1 —)1. 

1-(2)11.7f*:> 7 i =M-4-7 )1/7J-  1=1-3, 5-:'))( 	)L-1H-1'°7`J—)L 

416mg)< '91  J — )1/16mll,:g1F4L,, 	10%i 7 :')',1,./gA42. 6mg 	)J1i1A., 	7.1< 

„ 4 # %, T, 22 t:: -C.  1 H411 i' L tc . 	'74!tt 	2318 Lt  -_-1, ZIA 	f,',1 )1 T ii8 

1_, --C 14641. tc W-# 	:> ') t it/1.)J 710 1=17 1‘7 7 -I — ('N*It 	: E/F 

Ogti/1/=5 : 1) CE110-Clitl' L -CrfAlEat290mgV4i tc_-. 

1H-NMR(CDC1.3); a (ppm) 	2. 28(3H, 	s), 	2. 33(3H, 	s), 	6. 90(1H, 	t, 	J=8. 0Hz), 

7. 06(1H, 	d, 	J=8. 0Hz), 	7. 15(1H, 	d, 	J=8. 0Hz), 	7. 19(1H, 	t, 	J=8. 0Hz). 

MS(ESI); 	m/z 207(M+H)+ 
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2-(3,5-^*?lJU-1H-L0^V-JU-WJU)-5-X^JU7x=JU *^>7JU 

K28mg£* 0 J —JU0. 1mUC?§$¥ U 5N-±^I|0. 07ml£JP AT30^Jp|^ 

M;tL/c0 J5J^;Fb^tC7Kl5mL£JPxN M£x^JU15ml-effltJH L/c0 #$Jf 

;m£MJ±~RCTg£U 

Jf*> 'J ^JU^A? PV h?'^7 -i ~ (^-y-y : ^11x^^ = 4 : 1) £ 

^ T L T £ 7. 4mgt# o 
1 H-NMR (CDC L3); 5 (ppm) 1.24(3H, t, J=7.6Hz), 2.29(3H, s), 2.38(3H, s), 

2. 63(2H, q, J=7.6Hz), 6. 02(1 H, s), 6.73-6.75(1 H, m), 6. 94(1 H, s), 7.1 

0(1 H, d, J=8.0Hz), 9.67(1H, s). 

MS(ESI); m/z 217(M+H)+ 

[0268] ^5jS0!l53 2-(4- 7JU:* P-3, 5-$/* ̂ JU-1H-\f.=? V-JU-1 —fJU) 7 x 7 - JU 

a) 1 -(2-^ > y JU:* + ̂ >7x ~ JU)-4-7 JU:* • -3, 5-$/ * 51 JU-1 H- \f.=? V—JU 

2-^>yJU:*7 x ~ JUL K^'V>±mII±m500mg^;3-7JU^ P^>^ >-2 

,4-^:*> 251mg£x^ y-JU12mUCjp*.% 1. 50$M$tiI3fc L/c0 

:> 'J t) fJUtl 7A^P7 h^77<-

I|X^JU = 6 : 1-5 : 1) LT^<b^$)417mg£?#fco 

1 H-NMR (CDC L3); 8 (ppm) 2.07(3H, s), 2.30(3H, s), 5.04(2H, s), 7.03-7.07 

(2H, m), 7. 24-7.37(7H, m). 

MS(ESI); m/z 297(M+H)+ 

[0269] b) 2-(4-7JU^P-3,5-y*5lJU-1H-t0^x/—JU-1—TJU)7x7 —JU 

1 -(2-^ > VJUJs s> 7 x - JU)-4-7 JU^ • -3, 5-$/ * 51 JU-1 H- bf ̂  V—JU 

416mg£*y — JU16mLtC;#^|? LN 10%/^^^7 A/j^^42. 6mg£ JPxN TK 

£ LTt# £> 'J h fJUtJ 7A^7P7 h^77-r - (^^T+fV : 

I|X51JU = 5 : 1) £ffl^T*ii^LTHII{b£*90mg£t#/co 
1 H-NMR (CDC L3); 8 (ppm) 2.28(3H, s), 2.33(3H, s), 6. 90(1 H, t, J=8.0Hz), 

7. 06(1 H, d, J=8. 0Hz), 7.15(1 H, d, J=8.0Hz), 7.19(1 H, t, J=8.0Hz). 

MS(ESI); m/z 207(M+H)+ 
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[0270] *It IN54 	5-11=1 	-2-(3, 5-:'j )(J1.-1H- E7 V—J1.-1-4 )1.) 7 i J —)1. 

a) 5-7'1=1-2-1'. K 7 :')=)1/ 7  i J —)1. 	4-)( 	)1/iJ -ff J Z)1/7J-- 

2-7Z J-5-71=17 i J —)1.1. Ogiq j —)1,7mlizSINL, 

 

-10°C± 

1 . 5m1 	?k-F 1, AL-. 	-,'_ 6t:P151111..TAEMRtert-1 /1/636mgAT L, 	liA2 

1.---e1Hirmw-L, 	7v=r,1aitig. ',4-Yv4itc. 	1.10)77(,:.-ilalEM-X 

27.1<f0t2. 40g, 	p- I- )1/i 	)1/ 7JJR17.1<fiTttl. 08g, 	1'9' i —11/15m1.11A. 

, -10°C -e1531114 -'Ltz._-  . 	a Vgarrit:, 	At:ERI I Ltc: 	7 7  N i =r , -1-xteg'ff-Y 

-10tTA1 L, Phaft,T1HilV1114-' Lk-  . tert-1/1/)( 	)1/I-5-)1/30m1. 

MA., 15311 	•1 , 1'4 6 tt. tc A JR-R 	2ER l„ 0. 9gOrfAlEatV4itc_-. 

b) 5-1D 	-2-(3, 5-:'J)( 	)1.-1H-E7 Ni—J1.-1-4 )1.) 7 i ) —ll. 

5-11=1-2-1'. K7 )=11.7 i ) —11. 	4-) 	11./J- J ZJI.7J,— 10. 9g 

7-1-t 	JI. Tit F J0. 8g 	i,q I —A/25m 1. ifl 1,-,-A A., 	iHircium 2k5A, L tc: . 2 

sai 	TAA0 L, 	--07 	1,',11E&E'S' L -C1'41  6 tat W-# 	Ei/FRI)1/50m I. (,:.:glIq 

L, 	MfOffiff,7.1<20m I. T2111A349- Lk. 	VAN, 	,;.71< 	-)- I- ,) r, A --e11,7.1<,1, 

rfillEA'S' I., -c 141  6 tt. tc: W-# 	i) th2 /1/t 71-0 1=17 177 4 — (,N*It 

: I'M' 	)1/ =4 : 1) -clitl' 1, -crfAlEalt650mg V41 7-c_-. 

1H-NmR(cDc 1.3) ; 	a (ppm) 	2. 30(3H, 	s), 	2. 40(3H, 	s), 	6. 05(1H, 	s), 	7. 01-7. 0 

8(2H, 	m), 	7.26(1H, 	s). 

MS(ESI) ; m/z 267(M+H)-F 

[0271] -41thiN55 	5-11=1 	-2-(4- 	CI CI-3, 5-:'J)( 	)1.-1H-E7 V—)1.-1-4 )I.) 7 i 

J —J1. 

-4101i54a) L Hat: 1, -CA II  L tc 5-1 1=1 	-2-1'. K7 	=)1/7 i J —J1. 	4- 

)1/iJ -ff 	)1/7J-- 1-0.9gL3- fJ 	1.07g75`6 

-4101J54b) L PI ea)at:.-.. --c-rfliEat558mg 	•/i47-c_-. 

1H-NMR(CDC 1.3) ; 	a (ppm) 	2. 30(3H, 	s), 	2. 38(3H, 	s), 	7. 02-7. 08(2H, 	m), 	7.2 

7(1H, 	d, 	J=2. 0Hz), 	9. 62(1H, 	s). 

MS(ESI) ; m/z 303 (M+H)+ 

[0272] -41thiN56 	5-11=1 	-2-(3, 4, 5- I- ') )( 	)1.-1H-E7 V—)1.-1-4 )I.) 7 i J — 

WO 2012/102404 75 PCT/JP2012/051991 

[0270] ^»IJ54 5- 7"P ̂ -2-(3, 5-*>** ^JU-1H- V-JU- W JU) 7 x y —JU 

a) 5-7"P;E-2-t: JU7 x y —JU 4-* ̂ JU'O-tz >TJU*^ — K 

2-T7^ y-5-7"P;E7xy-JU1.0g£x^ y-JU7mLtC^;lLs -10°C-e;I±^ 

I|1.5mL£;STL/c0 £ ^ tC|W|;^"e#5fe'I|tert-7"51JU636mg^:;iST U |W|^ 

jt-eietp^ji^u moy^x^izikitm-xx 
27Kffi^2.49gN p-KJUx>XJU/lN>I|l7Kffi^1.08g, y-JU15mL£JPx 

, -10<C-ei5#£#Lfco 

-10°C-e;STL^ tert-V^JU^^JUx-^JUSOmL^ 

2JP^ 15ftmmks Q.SgVmmikStyZmtco 

b) 5-7"P ̂ -2-0, 5-$/ * ̂ JU-1H- bf ̂  V—JU-1—T JU) 7 x J - JU 

5-7"P ̂ E-2-1 KJ?$'=JU7xy —JU 4-* ̂ JU^y-tzVXJU/lN^—K0. 9g 

, ^-tz^JU^-tz K>0.8g£x^y-JU25mL^tCjPx, 1L/c0 ̂  

U M[]ttW7K20mL-e2[5]}$t}#L/co MWLM K >J 0 AVBHTK^ 

'J P7 K 7 -f - C^+f 

> : M|X^JU = 4 : 1) T-*iiiLTHIIlb^650mg£t#/co 

1H-NMR(CDCL3) ; 8 (ppm) 2.30(3H, s), 2.40(3H, s), 6.05(1 H, s), 7.01-7.0 

8(2H, m), 7.26(1H, s). 

MS(ESI) ; m/z 267(M+H)+ 

[0271 ] ^St50!|55 5-7"P ZE-2-(4-^7 P P-3, 5-^ * ̂ JU-1H- X/-JU-W JU) 7 X 

y-ju 

^^iJ54a) ̂ LTfMlii L/c5-7"P ̂ E-2-L K^^-JU7 x y-JU 4-

*^JU^>-tz>XJU/lN^- K0. 9g£3-^ p p^>^ >-2,4-^;* >1. 07gfr £ 

54b) £ m ffi(D £ T mmit&$}558mg £ ?# tz0 

1H-NMR(CDCL3) ; 5 (ppm) 2.30(3H, s), 2.38(3H, s), 7.02-7.08(2H, m), 7.2 

7(1 H, d, J=2.0Hz), 9.62(1H, s). 

MS(ESI) ; m/z 303(M+H)+ 

[0272] ^»IJ56 5-7"P^-2-(3,4,5- K 'J * ̂ JU-1H-V-JU-W JU) 7 x y -



WO 2012/102404 
	

76 
	

PCT/JP2012/051991 

)I. 

-41thiN54a) L Hat: L/ZERTzl  L, tc 5-1 1=1 	-2-1'. K 7 	=J1.7 = I -)1. 	4- 

)< 	)1//J-ff J/1/7J-- 	0. 9g L 3-)< 	)1/, '91  J-2, 4-:')7J-  J0. 9g75` 6* 

rftiN54b) L FA ea) 	t: --C.  rfl4Eat320mg 	141  tc o  

1H-NMR(CDC1.3) ; 	a (ppm) 	1. 98(3H, 	s), 	2. 24(3H, 	s), 	2. 31(3H, 	s), 	7. 00-7. 0 

6(2H, 	m), 	7.25(1H, 	d, 	J=1.6 	Hz)), 	10.34(1H, 	s). 

MS(ESI) ; m/z 281 (M+H)+ 

[0273] -41thiN57 	4-(3, 5- 	) 	)1.-1H -E7 Ni - 11.-1 -014 -3- L K 1=1* i 7 = =)1. 

77-t 5-  - 

a) 4-= H=1-1, 3-7 ==1, J 	:')77-t5-- 

'2=1  # WF, 4-= 11=1/ 	J-ff J-1, 3-:')7J-  -A/5. Og 	±114E)< 	1, 	50m1. (,:.= 

glIq L, *>1I0)  :') "5.35g, 4-:'))< 	)1/ 7 Z i E ' ) :'J 	0 . 39g „:,:uKE/FR8 

. 12gClICZN Ait . 25E1 VC '4 2 L, iHi lam tc-  L tc . azi-y7.1<50m I., 1N- 

YER100m L. 	M*fl ffi  ,V, *100m 1., 	Mfli1M-17.1000m1.TIIICZAO, 	,T 7.1<0,0g1d- 	I) 

r, IATI17.1<•1, 	ifillIa'S' L, 	rfAlEat7. Lig 	T 7-c_-  . 

1H-NMR(CDC1.3) ; 	a (ppm) 	2. 33(3H, 	s), 	2. 37(3H, 	s), 	7. 09(1H, 	d, 	J=2. 4 Hz) 

, 	7.18(1H, 	dd, 	J=2.4, 	9.2 	Hz), 	8.16(1H, 	d, 	J=9.2 	Hz). 

b) 3-L K1=1*-4-= H=17 	=JI. 	77-t 5-  - 

2Arc # tCF, 4-= H=1-1, 3-7 	=1/J 	:')77-t5--11.0g1=11=17J/1/ 

.L125m1. (,::_gflq L, 3.KAT, META/ Z = r, .LI2. 23g 	))11 A_ tc: . 25E' VC WM' L 

, 	3HVENV' Lk-. *100m1)iliA., 	tilE)( 3 l.J30m1.--C3EItEliffl Lk-. 	IAJE 

-al-).-t., 1N-YER25m1., Mfli1M-17.1<25m 1. TIIICZAO„V.KKRt F ') r, A T 

117.1<•1, 	ifillEAS' L tc. 14' 6 tt.tc: W-# 	') t7/1.)J 51A 	1=17 1'7 7 4 

- (,N* 1J- J : EI/FRi)1/=20 :1) --clitl'L-CrfAlEat610mgV4tc,, 

1H-NMR(CDC1.3) : a (ppm) 	2. 32(3H, 	s), 	6. 77(1H, 	dd, 	J=2. 4 Hz, 	J=9.2 Hz), 	6 

.95(1H, 	d, 	J=2.4 Hz), 	8.14(1H, 	d, 	J=9.2 	Hz), 	10.70(1H, 	s). 

MS(ESI) ; m/z 	196(M-H)- 

c) 4-77 Z I -3-L KI=1*:>7 	=)1. 	77-t5-- 

WO 2012/102404 76 PCT/JP2012/051991 

JU 

LTiJ^L/c5-yp^-2-L K^-JU7 JL J -JU 4-

K0. 9g3-* ̂ JU^>^ >-2,4-y^>0.9g^^^ 

MJ54b)^|W|^i®^;itCTH^b^320mg£t#/co 

1H-NMR(CDCL3) ; 8 (ppm) 1.98(3H, s), 2.24(3H, s), 2.31 (3H, s), 7.00-7.0 

6(2H, m), 7.25(1 H, d, J=1.6 Hz)), 10.34(1 H, s). 

MS(ESI) ; m/z 281 (M+H) + 

[0273] ^»IJ57 4-(3,5-^*?lJU-1H-L0^V-JU-WJU)-3-L KP^r^7x-JU 

T7 iz "T" K 

a) 4-z hP-1,3-7xzb> V~7iz^r — K 

4-- hP^V-tzy-nS-^-JUS.Og^i^b^b^mUC 

U 7JC£T tf 'J $/* >5. 35g% 4-^* ̂ JUT7 $ J tf 'J V >0. 39g, it7KM£8 

.12g£jli;^p^/co 10l^Ji^L/co J5^£7K50mL, 1N-

±£I£l00mL MQttW7Kl00mLN MQ:£:^7Kl00mlTli^&l\ h 'J 

MJBflsU H^b^7.4g£t#/c0 

1H-NMR(CDCL3) ; 8 (ppm) 2.33(3H, s), 2.37(3H, s), 7.09(1 H, d, J=2.4 Hz) 

, 7.18(1 H, dd, J=2.4, 9.2 Hz), 8.16(1 H, d, J=9.2 Hz). 

b) 3-t KP + s>-4-z hP7x-JU Tizy^—h 

4-zhP-1,3-7i-U> VTiz^- M.0g£^PP*JU 

A25mUC;#|BU 7jC£~K J&fbT'JUS " 0 A2. 23g£2jPa.fc0 

s mmmwLtc0 ^b*^>30mi-e3iuaaiLfco 
1N-i*I£25mL Mn#±^7K25mL-ejli;^^, h'J ^ AT-

J&TK^ MJ±)IIS L fco ?# £ *> 'J £ ̂ JU£ 7A^P7h^77^ 

- : M|X^JU = 20 : 1) L T^Mlbl=r^610mg£?#fc„ 

1 H-NMR(CDC l3): 5 (ppm) 2.32(3H, s), 6.77(1 H, dd, J=2.4Hz, J=9.2Hz), 6 

. 95(1 H, d, J=2.4 Hz), 8.14(1 H, d, J=9.2Hz), 10. 70(1 H, s). 

MS(ESI) ; m/z 196(M-H)" 

c) 4-7$ y-3-L KP^>7:L-JU Tiz^- K 
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3-L KI=I*:>-4-= 1-1=17 i=)1. 	7-t5-- 1-3. Og 	filFRI)1/50m I. (Z.glIq 

L, 10%/7:')71,./gA300mg)J117., 7.KATS-#WF, 251E0T.:-C10HiralItt' 

L tc . 	'741.tt 	238 L tc_-1, Wra 	All-F ia 	1, -C1'41  6 tt.tc W'-+- 	> ') t7 

)I/t 71-0 I=17 I- 	7 4 — (iN*It 	: EI/FRi)1/=1 : 1) 	-ClittiI I., ---C 	 

MA lEat 2. 48g 	141  tz-_-  . 

1H-NMR(DMSO-d6) ; 	a (ppm) 	2. 17(3H, 	s), 	4.45(2H, 	brs), 	6.28(1H, 	dd, 	J=2 

.4, 	8. 4Hz), 	6.40(1H, 	d, 	J=2. 4Hz), 	6.53(1H, 	d, 	J=8. 4Hz), 	9.26(1H, 	brs) 

MS(ESI) ; m/z 167(W) 

d) 4-(3, 5-:'))( 	)1.-1H-E7V—)1.-1-4 )14-3-L K 1=I*:> 7 i=)I. 77-t5- 

- I- 

4-7 Z ) -3- L K 1=I*:> 7 i=)1. 	7-t5-- 1-1. OgCE110, -41thiN54a) L PI 

t: L ---C M' L tc: 4- L K7 	=)1.-3-I. KI=I*:> 7 i=)I. 	7-t5-- I- 	4-)( 

)1/, 	J-ff 	)1/7J ,— I-0. 9g L 7-1-t)1/ 7-1-t I- 	O. 903\ 6 -41thiN54b) L PI 

0)51t:.:ZrfAlEaltt330mgV4tc_-. 

1H-NMR(CDC 1.3) ; 	a (ppm) 	2. 29(3H, 	s), 	2. 30(3H, 	s), 	2. 41(3H, 	s), 	6. 04(1H, 

s), 	6. 68(1H, 	dd, 	J=2. 4, 	8. 8Hz), 	6. 85(1H, 	d, 	J=2. 4Hz), 	7. 19(1H, 	d, 	J= 

8.8 	Hz), 	10.14(1H, 	s). 

MS(ESI) ; m/z 247 (M+H)+ 

[0274] -41thR58 	4-(4-1=11=1-3, 5-:'J)( 	)1.-1H-E7 V—)1.-1-4 )I.) -3- L KI=I*:> 

7 i=)1. 77-t5-- I- 

4-7 Z ) -3- L K 1=I*:> 7 i=)1. 	77-t5-- 1-1. OgCE110, -41thiN54a) L PI 

t: L ---C M' L tc_-4-L K7 	=)1.-3-I. KI=I*:> 7 i=)I. 	7-t5-- I- 	4-)( 

)1/, J-ff J)1/ 7J ,— I-0. 9gL3- 	I=11=19' 	-2,4-:')7J- 	1.2g75`6 -41th 

IN54b) L PI 	07j5 1,: Z VA I E at 3 0 mg V41  tc: . 

1H-NMR(CDC1.3) ; 	a (ppm) 	2. 30(3H, 	s), 	2. 31(3H, 	s), 	2. 39(3H, 	s), 	6. 70(1H, 

dd, 	J=2. 8, 	8. 8Hz), 	6. 86(1H, 	d, 	J=2. 8Hz), 	7. 17(1H, 	d, 	J=8. 8 Hz), 	9.50 

(1H, 	s). 

WO 2012/102404 77 PCT/JP2012/051991 

3-L KP ̂ >-4-- K • 7 x ~)\y :P-tZ7^—h3. 0g£M£x5^50111 

U 10%A^^A/j^||300mg£jQ;L ^CT100^£# 

L/c„ J± ~F ̂  £ L T f# £ ft grS£ v U ±J >f 

JU^A^PV h^7-f- (^*y-y : M|x^JU = 1 : 1) 

M<bl^l2.48g£?#fc„ 

1H-NMR(DMS0-d6) ; 8 (ppm) 2.17(3H, s), 4.45(2H, brs), 6.28(1H, dd, J=2 

.4, 8.4Hz), 6.40(1 H, d, J=2.4Hz), 6. 53(1 H, d, J=8.4Hz), 9.26(1 H, brs) 

MS(ESI) ; m/z 167(M+) 

d) 4-(3, 5-y*^U-1H-L°^ V-JU-W JU)-3-L KP^>7x=JU 7iz^ 

- K 

4-T7^ y-3-t KP^ri>7x-JU — M. 0g£:ffll\ ^IMJ54a)^|W| 

LTiJ^L/c4-L K^^-JU-3-t KP^>7x"JU :P-tz^- K 4-* 

K0. 9g<h T^-tz^^UT^-tz h >0. 9gfr ^>^MJ54b) £ m 

(0 J5/Ik iZ X i^H'fb'n%)330mg £ t# fc 0 

1H-NMR(CDCL3) ; 5 (ppm) 2.29(3H, s), 2.30(3H, s), 2.41 (3H, s), 6.04(1 H, 

s), 6.68(1 H, dd, J=2.4, 8.8Hz), 6.85(1 H, d, J=2.4Hz), 7.19(1 H, d, J= 

8.8 Hz), 10.14(1 H, s). 

MS(ESI) ; m/z 247(M+H)+ 

[0274] ^»IJ58 4-(4-^PP-3,5-y*^U-1H-L°^V—JU-WJU)-3-L KP^> 

7 x —)[/ K 

4-T7^ y-3-t KP^>7x-JU T7'tZ7z— M.0g£:ffll\ ^IMJ54a)^|W| 

LTiJ^L/c4-L K^^-JU-3-t KP^>7x"JU :P-tz^-h 4-* 

>"tz > 7JU*^ — K 0. 9g £3-^7 p p > 0 >-2,4-$/^ > 1. 2gfr b^life 

$iJ54b) £. |W|^®^';itCTHM'fb'n!t:^)30mg^::j;#/co 

1H-NMR(CDCL3) ; 8 (ppm) 2.30(3H, s), 2.31 (3H, s), 2.39(3H, s), 6.70(1 H, 

dd, J=2.8, 8.8Hz), 6.86(1 H, d, J=2.8Hz), 7.17(1 H, d, J=8.8Hz), 9.50 

(1H, s). 
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MS(ESI) ; m/z 281 (M+H)+ 

[0275] -41thiN59 	3- L KI=I*:>-4-(3, 4, 5- 	') )< 	)1.-1H- E7 V—)1.-1-4 )I.) 7 i 

=)I. 77-t 5-  — 

4-7 Z ) -3- L K 1=I*:> 7 i =)I. 	77-t 5-  —11. OgCE110. -ArOlJ54a) L PI 

t: L -CIALI'  L AL- 4- L K 7 	=)1.-3-I':'J 	KI=1*:> 7 ==)l. 	7 -t 5-  — 	4-)< 

)1/1 J-ff 	)1/7J ,— 	0. 6gL3-)< 	)1/,''91 	-2, 4-:'J7J-  J1. 0g75` 6 'Art 

R54b) L PI 0 a)J 5 t:.= -CrfAlEat230mg 	14 tc . 

1H-NmR(CDC 1.3) ; 	a (ppm) 	1. 99(3H, 	s), 	2. 24(3H, 	s), 	2. 30(3H, 	s), 	2. 32(3H, 

s), 	6. 66(1H, 	dd, 	J=2. 8, 	8. 4Hz), 	6. 83(1H, 	d, 	J=2. 8Hz), 	7. 17(1H, 	d, 	J= 

8.4 	Hz), 	10.22(1H, 	s). 

MS(ESI) ; m/z 261 (M+H)+ 

[0276] -41thiN60 	2-(3, 5-:)1.-1H-E7 V—)1.-1-4 )14-4-)< F 	:>-5-)< 	)1/ 7  

a) 1,4-) 	..:>-2-)< 	)1.-5-= 1,1=1, -ff 

2, 5-:'J)< l*:> HI/I J6.Og 	fi/FR20mlt:.:gflq L, 40°C Tft'AMR (d=1.5 

0) 4. 32g0A/FR10m1.ga5312475\ 0—CAT Lk-. P121.,T30311 	L„ '&5'01 

TAA11•1, 	-,'_ 6 6:.:30311 	I, tcc, aR.,,,,TYA*300m I. -CAE l„ t 1.; tcAn 

JEE[R L, snA37.K100m I. T A341-  L tc. All T tVIA L, rfAlEat7. 5g V41  tc. 

1H-NMR (CDC 1.3) ; 	a (ppm) 	2. 28(3H, 	s), 	3. 84(3H, 	s), 	3. 92(3H, 	s), 	6. 90(1H 

, s), 	7.40(1H, 	s). 

MS(ESI) ; m/z 	198 (M+H)+ 

b) 4-)< l*:>-5-)< 	)1.-2-= H=I7 i J —)1. 

1, 4-:'J)< l*:>-2-)< 	)1.-5-= II=11 	J-ff J6. OgOilliE)< 	1, J30ml.ga 

-20t t:.= AAP l„ Eili4E7J r, Al MIL )< 	1, 	'71'2VAI30m l 	P151,11.TATLtz 

o  251,1 Ve 'ALMA , 16Hecti-- L, Mf1M,V,*50m1.1,::_aVAINA., EMI 

)1/100m1-e31 1fEliffl Lk°  v,-1),g 	-at-).-t., 	*100ml, 	Mf oftit*50m1.--CA349- 

,1„R*Kntd-  I- ') r, IA --(117.1< L, AlEA' a' L tc. 14' 6 tt.tcW# 	') t it 

)1/t 710 1=17 l'7 7 4 — (iN*It 	: Ei/FR 1 	)1. =9 : 1) ---01111  I., Z. 	 

WO 2012/102404 78 PCT/JP2012/051991 

MS(ESI) ; m/z 281 (M+H) + 

[0275] ^»IJ59 3-L K • ̂>-4-(3,4, 5- h 'J * ̂ JU-1H-\f.=? V-JU-W JU) 7 x 

—JU T7iZ7z— K 

4-T7^ y-3-t KP^ri>7x-JU M. 0g£:ffll\ ^0iJ54a)^|W| 

BIZ LXmWkLtc4-\l K^^-JU-3-t KP^r^7x"JU h 4-* 

^JU^>-tz>XJU/1-N^- K0.6g^:3-* ^JU^>^ >-2,4-^;* >1. 0gfr 

$iJ54b)£H*§©^;£tCTHMlb^230mg£t#/co 

1H-NMR(CDCL3) ; 5 (ppm) 1.99(3H, s), 2.24(3H, s), 2.30(3H, s), 2.32(3H, 

s), 6.66(1 H, dd, J=2.8, 8.4Hz), 6.83(1 H, d, J=2.8Hz), 7.17(1 H, d, J= 

8.4 Hz), 10. 22(1 H, s). 

MS(ESI) ; m/z 261(M+H)+ 

[0276] ^»IJ60 2-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)-4-* h^>-5-*?1JU7 

x J — JU 

a) 1,4-*/** h^>-2-*^JU-5-= hP^>-tz> 

2,5-^* h^> hJUx>6.0g£M|20mUC;#^U 40°Ce^!J:I5fe'II (d=1. 5 

0) 4.32g0M|10mL;m£5^^^^T;STL/co H^j£-C30#£# U &U. 

$t>lZ30ftm&Lfco J5^£^7K300mL-e^L, 

£;iixu ;^7Ki00mL-e}$t}#L/co MJ±Tf£'Jtu mmfc-£ty7.5gzmfc0 

1 H-NMR(CDCL3) ; 8 (ppm) 2.28(3H, s), 3.84(3H, s), 3.92(3H, s), 6.90(1 H 

, s), 7.40(1H, s). 

MS(ESI) ; m/z 198(M+H)+ 

b) 4-* K^ri>-5-* ^JU-2-- K P 7 x 7 — JU 

1,4-$/* h^$/-2-* ̂ JU-5-- K P^>"tz>6. 0g®i^b* ̂  b >30mL;#^ 

£-20oCtz;^ip U Hi^b*^ll1M:t^b* ̂  b >;#^30mL£|W|^-e;ST Ltc 

o immmwLs MnttW7K50mucj^>S£jp;L MIX 

^JU100mL-e3[g]aaiL/co 7Kl00mL Mn#±^7K50mL-e)$t}# 

mMtmi- K u 7AT-I^7KLS MJ±)IISL/CO 
JU^)7A^P7h^77^ - (^^r+f> : M|X^JU = 9 : 1) 
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EA I E alt4. 259 	141  tc . 

	

1H-NMR(CDC l3) ; 	a (ppm) 	2. 26(3H, 	s), 	3. 84(3H, 	s), 	6. 94(1H, 	s), 	7. 39(1H, 

s), 	10.46(1H, 	s). 

MS(ESI) ; m/z 	182(M-H)- 

c) 4-)< I-*:>-5-)< 	)1.-2-= I- i=i7 i=)l. 	4-)( 	)1./J- 	)1/7J ,— I- 

2A4# Z,T, 4-)< l*-5-)< 	)1.-2-= 	1=1 7 i ) —)1.8. 0g01-11E)< 

1. 	80m lgAt:.= p- I- )1/i 	)1/*=)l. 	i=i7 4 K9. 15g 	'1'51S-C)ilia, 	0°C 

	

TAAII Lk- o 	a' a' t:.= I-') i 	)1. 7 Z J4.86g 	)ili A., 2Hircti-  Lk-. avra 

	

*1 50m 16: 	0-, 	ili4E)( 	1. J 150m1-etEliffl Lk-. 	1.)t,71000ml, 	MRIA 

±19.1<50m l T349-1,R7EKRJ-  I- ') r, A TIIMK•1, A lla' S' L AL-. 14' 6 tt.tc_- 

W-# 	:> i) t it/l/t 7101=17 	5 7 -I — ('N*It J :filFRill.=9 : 1 

) TIML -c'fliE-alt12. 09 	''f'47-,:c. 

1H-NMR(CDC l3) ; 	a (ppm) 	2.26(3H, 	s), 	2.46(3H, 	s), 	3.87(3H, 	s), 	7. 19(1H, 

s), 	7.33(1H, 	s), 	7.34(2H, 	d, 	J=8. 4Hz), 	7.77(2H, 	d, 	J=8. 4Hz). 

MS(ESI) ; m/z 336(M-H)- 

d) 2-7 Z ) -4-)( 	-.:>-5-)( 	)1/7 i =)I. 	4-)( 	JI/iJ-ff J ZJI.t-- 

4-)< 	.. :>-5-)< 	)1.-2-= H=I7 i =)I. 	4-)( 	)1./J-ff J ZJI.t ,— I.4 

. Og 	JE11 0. -ArtiN57c) LP100)51 6:-CrfAiLat3. 2g 	•'f'47L- o  

1H-NMR(DMSO-d6) ; 	a (ppm) 	1. 91 (3H, 	s), 	2. 41(3H, 	s), 	3. 64(3H, 	s), 	4.73(2 

H, 	brs), 	6. 25(1H, 	s), 	6. 64(1H, 	s), 	7. 43(2H, 	d, 	J=8. 4Hz), 	7. 79(2H, 	d, 

J=8. 4Hz). 

MS(ESI) ; m/z 308 (M+H)+ 

e) 2-(3, 5-:'))( 	)1.-1H- E7 NI—)1.-1-4 )14-4-)( I-*:>-5-)( 	)1/7 i=)1. 

4-) 	)1.1 	)1/7J-- 

2-7 Z ) -4-)( 	-:>-5-)( 	)1/7 i =)I. 	4-)( 	JI/iJ-ff J ZJI.t ,— 	1 

. Og 	JEll 0, V1 	54a).. 54b) LP100)51t:::"C rfAlEat400mgV4 tc: . 

1H-NMR(CDC l3) ; 	a (ppm) 	2. 10(6H, 	s), 	2.25(3H, 	s), 	2. 41(3H, 	s), 	3.79(3H, 

s), 	5.80(1H, 	s), 	6. 71(1H, 	s), 	7. 15(2H, 	d, 	J=8. 4Hz), 	7.27(1H, 	s), 	7.3 

WO 2012/102404 79 PCT/JP2012/051991 

tsm. 2bg%mtc0 
1H-NMR(CDCL3) ; 8 (ppm) 2.26(3H, s), 3.84(3H, s), 6.94(1 H, s), 7.39(1 H, 

s), 10.46(1H, s). 

MS(ESI) ; m/z 182(M-H)-

c) 4-* hP7x~JU 4-*51JU'<>-tz>7JU/lN^- K 

4-* hP7xy-ju8.0g®i^b*?1 

b>80mL;#^^p- hJUx>7JU*-P^ K9.15g£^-eJP7U 0°CS 

-e;^iPL/co CCtC K 'J x?1 JUT7 $ >4. 86g£Jp*_N 20|^Jt^L/co 

£7Kl50mLtCfe^N ^b*^b>150mL-efflai L/co #&Jf £*100mU Ma# 

±^7K50mL-e}$t}#L, MTKW^K'J^A^TK^ MJ±)HSL/C0 %btltz 

'J P7 K 7 -f - (^^r+fV : M£x^JU = 9 : 1 

) -elt^LTH^b^12.0g£t#/co 

1H-NMR(CDCL3) ; 5 (ppm) 2.26(3H, s), 2.46(3H, s), 3.87(3H, s), 7.19(1 H, 

s), 7.33(1 H, s), 7.34(2H, d, J=8.4Hz), 7.77(2H, d, J=8.4Hz). 

MS(ESI) ; m/z 336(M-H)" 

d) 2-y$ y-4-* h^>-5-*51JU7x-ju 4-^^j\y^<yizyx)\y7is^- K 

4-* K^ri>-5-* ^JU-2-- K P 7 x ~JU 4-* ̂ JU'O'tz >7JU/1N^—h4 

.0g£ffll\ ^»J57c)£ll^©;&£KT^^b^m2g£?#fc„ 

1H-NMR(DMS0-d6) ; 8 (ppm) 1.91(3H, s), 2.41(3H, s), 3.64(3H, s), 4.73(2 

H, brs), 6.25(1 H, s), 6.64(1 H, s), 7.43(2H, d, J=8.4Hz), 7.79(2H, d, 

J=8.4Hz). 

MS(ESI) ; m/z 308(M+H)+ 

e) 2-(3,5-^*?lJU-1H-L0^V-JU-WJU)-4-* K ^>-5-* ̂ JU7 x " JU 

4-*51JU^>-tz>XJU/lN^- K 

2-77$y-4-* h^>-5-*51JU7x-JU 4-*51JU^>-tz>XJU/lN^-K1 

• 0g^»J54a), 54b)£|i^©;&£KT^^b^400mg£?#fc„ 

1H-NMR(CDCL3) ; 8 (ppm) 2.10(6H, s), 2.25(3H, s), 2.41 (3H, s), 3.79(3H, 

s), 5.80(1 H, s), 6.71 (1H, s), 7.15(2H, d, J=8.4Hz), 7.27(1 H, s), 7.3 
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5(2H, 	d, 	J=8. 4Hz). 

MS(ESI) ; m/z 387 (M+H)+ 

f) 2-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 Jl.)-4-. 	Imo.:>-5-)( 	)1/7 i i - 

)1. 

2-(3, 5-:'))( 	)1.-1H-E7 V-)1.-1-4 )14-4-)( l*:>-5-)( -J1.7 i=)1. 

4-) 	JI/iJ -ff )1/7J ,- F.200mgCE111,N, -41thiR129 L P100)51t:::"Crffi. 

I E at70mg V41  tc: . 

1H-NMR(CDC1.3) ; 	a (ppm) 	2. 21(3H, 	s), 	2. 29(3H, 	s), 	2. 39(3H, 	s), 	3. 78(3H, 

s), 	6.02(1H, 	s), 	6.67(1H, 	s), 	6.89(1H, 	s), 	8.87(1H, 	s). 

MS(ESI) ; m/z 233 (M+H)+ 

[0277] -41th4N61 	4- 	i=i1=1-2- (3, 5-:')) 	)1.-1H- E7 V-J1.-1-4 )14-5-)< 	J1.7 i 

1 -)I. 

a) 2-7 Z J-4-1=11=1-5-)( 	)1/7 i J -)1. 

4-a 1=11=1-5-)( 	)1.-2-= 	1=17 i J -)1.5. Oga))( 51 J - )1/100mlgArrit:±1 

gre3ttlE L tc AE tR8. 710kt/el/Et 7 i 	='J .67. 1g7IK20m0°C 

)J1:1 Lk. a' oSI3 A22-e4HirAllti'''1, 	'741.t 	-t 54 F 	PI 0-C238 

L. El/FR 1 	)1/100m1. T A341 L tc . 2A L 5Vra 	a t) t.  ""C A JES 41' L tc: . 14'6 

t.tc_- M'-# 	I) t it JI. t 71A 	1=17 l' 7 7 -I - (1N*It 	: E/FRI)1/=3 

: 2) -Ot' L-CEIL-alt 1. 4g 	,/fi47-z-_- . 
1H-NMR(DMSO-d6) ; 	a (ppm) 	2. 10(3H, 	s), 	4. 57(2H, 	brs), 	6. 54(1H, 	s), 	6.58 

(1H, 	s), 	9. 11(1H, 	s). 

MS(ESI) ; m/z 	157(M)+ 

b) 4- 	1=11=1-2-(3, 5-'.j)( 	)1.-1H-L°7 V-)1.-1--f )14-5-)( 	)1.7 i l -)l. 

2-7 Z ) -4- 	1=11=1-5-)( 	J1.7 i J -11/1. Og 	PI 0. 	-41thiN54a), 	54b) L 

P100511:::"CrfAlEat 120mg7T4itc_-. 

1H-NMR(CDC1.3) ; 	a (ppm) 	2. 29(3H, 	s), 	2. 34(3H, 	s), 	2. 41(3H, 	s), 	6. 03(1H, 

s), 	6.96(1H, 	s), 	7.19(1H, 	s), 	9.88(1H, 	s). 

MS(ESI) ; m/z 237 (M+H)+ 

WO 2012/102404 80 PCT/JP2012/051991 

5(2H, d, J=8.4Hz). 

MS (ESI) ; m/z 387(M+H) + 

f) 2-(3,5-^P<?lJU-1H-L0^V-JU-W JU)-4-p< K ^>-5-* ̂ JU7 i J ~ 

JU 

2-(3,5-^p< ̂ JU- 1H-L°^ V-JU-W JU)-4-p< h^>-5-p<?1JU7x-JU 

4-*51JU'<>-tz>7JU/lN^- K200mg£ffll\ ^;fife0!|29£|W|*§®;fr;£tCTllI! 

1H-NMR(CDCL3) ; 8 (ppm) 2.21 (3H, s), 2.29(3H, s), 2.39(3H, s), 3.78(3H, 

s), 6. 02(1H, s), 6. 67(1H, s), 6. 89(1H, s), 8. 87(1H, s). 

MS(ESI) ; m/z 233(M+H)+ 

[0277] ^»J61 A-0 • P-2-(3, 5-*>* * ̂ JU-1H- V-JU-W JU)-5-p< ^JU7 x 

y-ju 

a) 2-7$ J-A-0 • P-5-p< ^JU7 x J — JU 

4-^7 p p-5-p< ^JU-2-- h • 7 x y —JU5. 0g®* 0 J — JU^ml;#}^^ 

L /C#fpx^8. 71 gRZfikitT > 0 A7.1 g07K20m l;#}S£0oC-e 

^iPL/co C©!»>S&£^-C40^i££M^ h£ffl^T;Jli§ 

U M£x^JU100ml-e&}#L/co L/c0 

'J ^^fJU^^A^ pv h?'^7 -f - (^^r+fV : M|x^JU = 3 

: 2) ^£§!lLT^bl^l1.4g£?#fc„ 

1 H-NMR(DMS0-d6) ; 8 (ppm) 2.10(3H, s), 4.57(2H, brs), 6. 54(1 H, s), 6.58 

(1H, s), 9.11 (1H, s). 

MS(ESI) ; m/z 157(M)+ 

b) A-C • P-2-(3, 5-y * ̂ JU-1H-H°^ V-JU-W JU)-5-* ^JU7 x J -JU 

2-:P$ y-4-^7 • P-5-p< ^JU7 x y —JU1. 0g£ffll\ ^MJ54a)N 54b) £ 

H *§ (D IZ X 120mg £ % tz 0 

1H-NMR(CDCL3) ; 8 (ppm) 2.29(3H, s), 2.34(3H, s), 2.41 (3H, s), 6.03(1 H, 

s), 6. 96(1H, s), 7.19(1H, s), 9. 88(1H, s). 

MS(ESI) ; m/z 237(M+H)+ 
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[0278] -41thiN62 	2-(3, 5-:'))( 	)1.-1H- E7 V—J1.-1-4 )14-4, 5-:'J)( 	JI. 7 i i — 

11. 

2-7 Z ) -4, 5-:'J)( 	)1/ 7  i J —)1.1. OgCE110, -41thiN54a), 54b) L P100) 

51t:.= -CrkillEalt630mg 	,/f41 7-L- c. 

1H-NmR(oDo 1.3) ; 	a (ppm) 	2. 21(3H, 	s), 	2. 24(3H, 	s), 	2. 29(3H, 	s), 	2. 38(3H, 

s), 	6.00(1H, 	s), 	6.88(1H, 	s), 	6.94(1H, 	s), 	9.28(1H, 	s). 

MS(ESI) ; m/z 217(M+H)+ 

[0279] .-41-ftl163 	4-(4-1=11=1-3, 5-:'J)( 	)1.-1H-E7 V—J1.-1-4 )1.)- -ff 	-1, 3 

-:'J7J- -)1. 

'AAR 58 (,:.= 8 kJ\ --C 	t it)I/t 7 IA 	1=17 1 	77 4 —alI itit:Erat L 

L-crfAiLat200mg 	,/f41 7-L- c. 

1H-NMR(CD3OD) ; 	a (ppm) 	2. 07(3H, 	s), 	2. 20(3H, 	s), 	6. 36(1H, 	dd, 	J=2. 4, 	8 

. 4Hz), 	6.42(1H, 	d, 	J=2. 4Hz), 	6.98(1H, 	d, 	J=8. 4Hz). 

MS(ESI) ; m/z 239(M+H)+ 

[0280] ittRIN1 	tAPA3tftg]!_lt 

ti-LAMtttAlit tV-;CF4)51-C-Arft Lk. affilEat (,)( 	)1.)1/ 7J* 

:> F (DMSO) vz_g1174 L -MEil Lk-. EitEMEMittv). 165mo 3 — 	)1/* I) ) 7°  

i=ii 	)1/7JJR (MOPS) 	-A--z77 —)1,E—i./A77 -( 1 6 4 0 	(RPMI164 

0) *i tt CE11 0 tc: . EitERML L -c I- i) 	-,-f 1-)(J,9'M=17 -37-(5- 	(T. 

mentagrophytes) ATCC18748t L < l, 	') a 7 4 	.1/1/1711. 	( T. 	rubrum) 

ATCC10218CE110k-. FA 	CIX104  conidia/m1.0)21.T100µ1.3aL„ DM 

SOM'fte1%LtSZ ck 7 t:.-..96r, i)1./ \-7 i 1) 77° 1,— 1,±---eaffitat LM 

Q L -c, *,I5,:s1.28tt:.-_ ---c3EirA ( I- i) a 7 4 1- J)( J,9' M=17 7 4 5- 	) t 

L < tvii9 IV ( I- i) 	7 -I 	J11/ 1710 iiiiII1_, tc:, 	-t.  CA, 	Ce I 	I 	Co 

u n t 	i n g 	K i t 8 	(WS T 8) 	Q5µ M))1:1 L, ---c, 450nmL 595nm-e0) 

PRAM. 	;1].1P/f L, 	i‘y 	7 r, J K4FILL,k-  . 	-t- 0,1, 28t t: -c5HirA ( I- I) 

7-1 1)<'91 M=17 .37 45— ) 	t 1_,<6 —Elyc, 	( I- i) 	74 1/1/171.1. 

) *,I L, ftt -,3_ it. 	1.,450nmL595ninTON)3061;14LIt L, / v 	7 r, 

WO 2012/102404 81 PCT/JP2012/051991 

[0278] ^»IJ62 2-(3, 5-*>* * ̂ JU-1H-L°^ V-JU- W JU)-4, 5-^ * f^7xy-

JU 

2-T7^ y-4, 5-:y;>< 5^7 x y —JU1. 0g£ffil\ ^ijfe#!]54a)N 54b) £: |W|£iCD 

^;£tCTlllHb£*30mg£t#/co 

1H-NMR(CDCL3) ; 8 (ppm) 2.21 (3H, s), 2.24(3H, s), 2.29(3H, s), 2.38(3H, 

s), 6. 00(1H, s), 6. 88(1H, s), 6. 94(1H, s), 9. 28(1H, s). 

MS(ESI) ; m/z 217(M+H)+ 

[0279] ^»IJ63 4-(4-^ • • -3, 5-^ * JU-1 H- V - JU-1 - ̂  JU)-^ > -tz >-1,3 

^MJ58tCfcNlNT^> 'J PV K 7 -f 

LTllIHb£*00mg£t#/co 

1H-NMR(CD30D) ; 8 (ppm) 2.07(3H, s), 2.20(3H, s), 6.36(1 H, dd, J=2.4, 8 

. 4Hz), 6.42(1 H, d, J=2.4Hz), 6. 98(1 H, d, J=8.4Hz). 

MS(ESI) ; m/z 239(M+H)+ 

[0280] mmm 
Ltco Mlb^tKivy^JUXJU*^ 

*> K (DMSO) IZfeMLT&m istc0 §&Mi£ifeti0.165M0 3 - ̂JU* 'J J 7° 

• A>7JU*>II (MOPS) ^^-r-S^-JUtf-xAT7^ 1 64 0 (RPMI164 

0) o LT K 'J m7 -r >5'^P77^T71 (T. 

mentagrophytes) ATCC18748:fc L < ti h 'J P 7 -f hVJUV'^A (T. rubrum) 

ATCC10218£ffil\/co X 104 conidia/mL®}s^T'100M L^>E LN DM 

S0}lJt 1 % «>: ft £ 9 tC 96 x JU/ \ - 7 X 'J ^ 7° b - h ±T?lWb^$l £ M 

• Lt, ±p S/m^28°C tC T 3 0 ̂  ( h 1J =1 7 < h>^>^^P77-ffX) =fc 

L < ti40fm ( h 1J =1 7 -f h>JU7"^A) ±§SL/CO Cell Co 

unting K i t 8 (W S T 8 ) £5AI L^jQ LT\ 450nm£:595nni"T:'CD 

P»Jt£>UJ£U '<yW70>m£Lfco ZQ&s 28°CtCT50|^ ( h 'J 

=H 7 -f h>^>^^P77-ffX) tL<ti—0ft ( h 1J =1 7 -f h>JU7"^A 

) liJt450nm£595nmT-0P»Jt;&>fJJ:£U 
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[0281] 	[1] 

[0282] gitim2 

K4FILOZTtial3E..VAtitX, 80%tial3EASV..NA I CO (gg/ml) L 

L tc . 

om* MIC 
(T. mentagrophytes) (T. 

MIC 
rubrum) *solo* MIC 

(T. mentagrophytes) (T. 
MIC 
rubrum) 

1 B B 35 C C 

5 C D 36 E D 

6 C E 37 B B 

7 C E 38 C B 
8 C E 39 C C 

9 A A 40 E D 
10 D E 41 D D 

11 C D 42 C D 
12 C E 43 E D 
13 A B 44 A A 

14 B B 45 A A 

15 C C 46 E D 
16 C E 47 B B 

17 A A 48 B B 
18 B B 49 E D 
19 C C 50 B B 
20 C D 51 E D 

21 A B 52 A A 

22 C D 53 B B 

23 C D 54 A A 
24 A C 55 A A 

25 B B 56 A A 

26 A A 57 B B 

28 B C 58 B A 

30 A A 59 B B 

31 B B 61 C C 

32 B B 63 A A 

33 B A ink711)1.741 A A 

34 B B ili15-11,et742.,  A A 

'ff-Ytz-_- (, :'J)( 

_ht::_,TAZ 

--cm 

3•$filiT6:.=."-C 

MIC 	 MIC 
(T. mentagrophytes) 	 (T. rubrum) 

A 	<1 g g/ml 	 A 	 211 giml 
B 	2-8 i f/ g/ml 	 B 	 4-16fig/m1 

C 	16-32p giml 	 C 	 16-32 /18/m! 

D 	32/1 giml-050%g±80%*a rag 	 D 	 >32-64 /../ giml 

E 	32 ti g/m1V50%*ARM 	 E 	 >64m eml 

ntmilituitv 

	

-ArtiNtat 8 ct vetLviLat (zim 7 	i=i)i, 7 4 J.. YERT-)l, Et 7 4 

J. 	:', 	1=1 ED v 	) 	Ei/FRIJI, : 7°1=1El, J'') 	—)l, 	(1 : 1) 	co 

)1,)1/**.:', K t:.=.10mg/m1.0)S'I. t:gflq 1,, 	1EMA77 )1 1=1— 

L, tc: r, :>1.f 	7 4 Z 	(Mtq'g100m,m) 	t:.=.2g lA)ilil L AL- . 28°C a) 4 

*1 	— 51 — 	T5 El rim a 1, tc_1, a a ; 7 tm— 	. 111.117 1, ME* 	)ili A_ 

Mg1F41, tc. -t-  a) ga iti OMAIJ21. 	AMTY14KfJ I=17 	771 	4 —/KR 

til L, Ift 	L tc_-3ktri 	*673, MIR* 	Xffl L tc. 

WO 2012/102404 82 PCT/JP2012/051991 

80%£WPM)IJ££M I Cm (ju,g/mL) £ 

Lfc0 

[0281] [H1] 

£*«## MIC 
(T. mentagrophytes) 

MIC 
(T. rubrum) 3SJS0I## MIC 

(T. mentagrophytes) 
MIC 

(T. rubrum) 
1 B B 35 C C 
5 C D 36 E D 
6 C E 37 B B 
7 C E 38 C B 
8 C E 39 C C 
9 A A 40 E D 
10 D E 41 D D 
11 C D 42 C D 
12 C E 43 E D 
13 A B 44 A A 
14 B B 45 A A 
15 C C 46 E D 
16 C E 47 B B 
17 A A 48 B B 
18 B B 49 E D 
19 C C 50 B B 
20 C D 51 E D 
21 A B 52 A A 
22 C D 53 B B 
23 C D 54 A A 
24 A C 55 A A 
25 B B 56 A A 
26 A A 57 B B 
28 B C 58 B A 
30 A A 59 B B 
31 B B 61 C C 
32 B B 63 A A 
33 B A i&BSr^n A A 
34 B B EEitT-JUf-f^-fV A A 

MIC MIC 
(T. mentagrophytes) (T. rubrum) 

A £ 1 U g/ml A £ 2 // g/ml 
B 2 — 8 jU g/ml B 4 — 1 6 fl g/ml 
C 1 6 — 32 H g/ml C 1 6 — 32 fl g/ml 
D 32 jU g/mn?50%JJl_t80% jfcSISS D >32-64 tl g/ml 
E 32 // g/mn?50%5kSE^ E >64 jU g/ml 

[0282] mmm 

&&&-&$} (M%7:En)[s7 -i ys -r 

X VO • bfn V OX) : 7°P ZI-JU (1:1) 0;# 

faStcteis^^JUXJUTis^is KtCl0mg/ml0}fJttC;^?U 

±tC§£ML/c^>JT\X^X (B^^100MITI) Lfco 28°COM > 

* n. ̂ - * - l*lT?5 0 m L /c^\ T7 • - X £ 0 JR L Hfi^K £ JP A 

TflPitfM L/co ^ K ^77 -f -/It 

^frggtCT^MU L/Co 
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[0283] 	 

[0284] 

V 

o 

T 

[2] 

--otliim, -Aroutattitogro7 1=1/ 1/ 7  -r', YERT-)1/ Et 7 -f 	6:. 

1_, -CtZ/J\ 1,:=1-401TMikitt7i -  a' Lef4,12:35 tt.tc . 

-..EL 

) 

L 

bihfl*'-4 Alia* PlEfil*'41  EtliAS 
1 B 32 C 
2 B 33 B 
3 B 34 B 
4 D 35 C 
5 C 36 A 
6 D 37 B 
7 C 38 B 
8 A 39 A 
9 C 40 C 

10 C 41 B 
11 C 42 C 
12 C 43 C 
13 C 44 B 
14 C 45 B 
15 C 46 B 
16 C 47 A 
17 C 48 B 
18 C 49 C 
19 C 50 D 
20 C 51 C 
21 D 52 C 
22 C 53 C 
23 C 54 C 
24 D 55 D 
25 B 56 D 
26 C 60 C 
27 B 61 C 
28 C 62 C 
29 B 63 C 
30 D ilit7ciii,,,r_. E 
31 A l • 5-)1•Est741,  E 

fa-ha)fi 

Ztzlq,J -Cts 

e--  

trEAMAIJTITIIL 

/NIA* 
A 	 35-60% 
B 	 10-35%* 
C 	 1-1 0%*A 
D 	 0.1 —1 %*TA 
E 	 <0.1% 

JEH I -1  *It 

_EET3LR/<tc: ct 	t::-. 	ffi 1E1 f,afta)M-111 8*AIJ LL,--C 1, , 	t-r-L n org 3t it e 

< , it` -4 L -CA0MikitteZIE-alta)rAftet/J-13 :541.-CoZ 

*ft HAt6t, 	tkiNti-EnforA-3tftl,, A 0 fRMAPht 	Z A ( I 

	-1/435 tt. z i E -a t 	tc i, 	-t.  a) it 	,)3• L I., tcti'L 1E1 f,{M Ali 	#k1 	Z a.' 

 tc . 	tc*ftlEIJItAJEAL 1_,Z1 111 -Z a.' Le- , gOL'Ag.)-10IIIR 

ts -D --C 0 Z, 	MINH 	'f'FlEll, 	IITIM.V., 	RAJJ4'41,:.= ct Z !TIM 

WO 2012/102404 83 PCT/JP2012/051991 

to^ y. m^)\y^±y -r yiztt 

$$ L T &£ iiHZ^JT\M'I4^Tjktzt ifWBtStitc0 

[0283] [H2] 

1 B 32 c 
2 B 33 B 
3 B 34 B 
4 D 35 C 
5 C 36 A 
6 D 37 B 
7 C 38 B 
8 A 39 A 
9 C 40 C 
10 C 41 B 
11 C 42 C 
12 C 43 C 
13 C 44 B 
14 C 45 B 
15 C 46 B 
16 C 47 A 
17 C 48 B 
18 C 49 C 
19 C 50 D 
20 C 51 C 
21 D 52 C 
22 C 53 C 
23 C 54 C 
24 D 55 D 
25 B 56 D 
26 C 60 C 
27 B 61 C 
28 C 62 C 
29 B 63 C 
30 D i&StT^CWI^-O E 
31 A E 

A 35-60% 
B 10-35%5fciS 
C 1-10%7k;H 
D 0.1-1%^,H 
E <0.1% 

jt!£±<D*ijfflpriigi4 
[0284] & 

z> tc w- •x t& <, m iz n L T m ̂  (D m % MM ̂  tix ̂  £ 
o (I) 

X£ 3 tl & itsty} tZ tc &t (Dik £ M$1 £ L tc ft fi M$iJ £ Jl#tf £ d t 
tfxztco 

mmmwms 
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JEN:-Do-C*50)1M-JEA10E - Zz:LTAIIR- , 411=a4--1-solElf,0 

0:-11MOttlz&LA,U,  RL tc 1: - D tt . 

WO 2012/102404 84 PCT/JP2012/051991 

m iz -D ^ xnt z> z. t x^mx m • ^ as 
m iz mm o MM 
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iii5ROCKI 

[ii**1] 	TEA ( I ) --et)-.3541.ZiEalt, 	t.L- (,-t.a)itio 

(ArrI. 

R 1  (,, 	*AR 	, 	C 1  _ 6  7)1/*/1/, 	IC I) 7 )1/7f 1=1 )( 	)1/   1,, 

R 2  (,, 	7.1KA1,., 	C 1  _ 6  77 /1/*/1., 	/\ 1=1 it 	, 	—COO 	(C1-67 

)1/*/1.) , 	— 	(C H 2) 	1 -3 C 0 0 R 	(R t7.1KAIW.V-z-_- 1, C 1 _6 7)1. 

*)I/V 	L. 

R 3  (,, 	7.1KAW., 	C 1 _ 6  77)1.*)1., 	7 Z ) , 	I-') 7 11.7J- 1=1)< 	11. 

— 0 R 	(R (, 7.1<AIgtz-_- (, C 1  _ 6  77)1/*/1/V 	L. 

R 4  t7.1<ogrm 	L. 

R 5  (,, 7.1KAR, 	C 1 -6 7)1,*)1,, *ma, /\Q'72 	L. 

R 6  (,, 	C 1  _ 6  77 /1/*/1., 	I-') 7 )1/7t I=I )< 	)1/, 	/ \ I=I it 	7 Z ) 

—N RaR b, 	=1-1=1, 	L KI=1*:>C 1 _ 6 7-1/1/*/1., 	—C ON RaRb 

—COO (C 1 _ 6 77)1/*/1.) , —COOH, — (CH 2 ) „COO 

R, 	— 0 R . 	(R t7.1KAIF.7-cl, C 1  _ 6  77)1/*/1., 	R a 8 ck Ve R b 

1, 17A —TtAtS-D -C1)\ --Ctck <, 	7.1KAIg. 	C 1 -6 7)1/*)1/. 	C 1-6 

7 	)1/ -)   L. 

R 7  (,, 	7.1KAR 	, 	C 1  _ 6  77 /1/*/1., 	—OR 	( R (, 7.1‹„E. 	V-z-_- 6 

C 1 _ 6 77)1/*/1/V , 	i\I=Ii72 1,, 

R 8 (,, 	7.1KAR, 	C 1 _ 6  77 /1/*/1/, 	*ma, 	7'Z ). 	=1-1=I 	 

tctz-_' L. 	R 1  7V7.KARODVi-E`a, 	R 3  67.1<„E, 	It < , 

75\ -D, R 1  etert-1/1.aTV'), R 3 e7 Z ia--ev,), Roe* 

a--ev,), 	R 6 e)()1,a--eziE-altit<... ) 

WO 2012/102404 85 PCT/JP2012/051991 

!t#©S6SS 

R 1 TKSIJI^ C T -6TK 'J 7JUTI" • * LN 

R2fc^ TKSIJI^ C,.67Jl/^k /\P^X -COO (C! _6 7 

JU^rJU) N - (CH2) ,_3COOR (RWIIfSfcttC,^?;!/ 

R3fc^ TKUJI^ C,.67Jl/^k A K'J 

, -OR (R J fcliC , .67Jb^l/4^t) 

R4te7KI£S£HU 

R5^ C !_6^Jl/^fJk TKIISS /\P^>£HU 

R6te, C,.67Jl/^k K 'J 7JU:* P * ̂ Jk AP^fX 

% — N R a R bN zhp, t h'P + i/C T-e^JU^rJk —CONRaRb 

% -COO (C ,_&7)\y^)\y) s — C 0 0 H N - (CH2) T _ 3 C 0 0 

RN — 0 R a (RWiUfJfcliC !Ra&<£t/Rb 

teH—J: <s C I _67JIS*JISS CI_6 

Ti/JUZmt) 

R7tes C T _6TJU^rJUs -OR (RWii^Jfctt 

C ! _67S /NP^'V^IILN 

R8^ TKUJI^ C,.67Jl/^k TKIISS ;P$A "hP£H 

t\ 
fcfcU R 1 R3te7Kmm?Z®<, 

fr-Ds R T^tert-y^JUS-efeUs R3^7$yitfeU, R4^>K 
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[1E6] 

R2  R1  

1 
R3  ,N  

R8  

I.1  

R6  

( 	I 	) 

[p4 	l$2] R 1  e, c 1  - 6  77 /1/*/1., 	I) 7)1.7f Q) 	)1. 	L, 

Rae, C 1  _ 6  77 /1/*/1/, 	') 7 )1.7f 1=1 )< 	)1., 	—O R 	( R (, 71<„ 

I,$ 7-c_- 6C 1  _ 6  77)1/*/1/ 	V 	ilit5RIA 1 ENCODiLat 

tc: -t.  a) YE. 

[1,4**3] R 1  e, C 1  -6  77 /1/*/ 	L, 

R a e, C 1  -6  7)I/*)1/  	gilt** 1 gEaa)lEat 	tC: 't.a)ila 

0 

[1,43VALl] R 1  (,, 	C 1  -4  7')l.*)1.1 	L, 

R 2  (,, 	7.KA1g, 	C 1  -4  77 /1/*/1., 	/\ 1=1 it 	L, 

R 3  (,, 	C 1  _ 4  77 /1/*/1/ 	L, 

R 4  (,, *ma 	L, 

R 5  ('• *AR 	l„ 

R 6  i,, 	C 1  _ 4  7)1/*)1., 	I-') 7)1.7 C1) 3 )1/. 	/ \ mit 	. 	7 Z i 

—N R. R b, = H=1, 	D*:>C 1 _ 4 7-1/1/*/1., 	—CON R aR b 

—COO (C 1 _ 4 7/1/*/1.) , 	—COOH, 	— (CH 2 ) 1 _ 3 C00 

R, —OR. (IRt7.KAIW,V-z-_- 1, C, 4 77 /1/./1/, 	Ra8ctrfRb 

1, 17A —TtAtS-D -Clivttck <, 7.1KAR, 	C 1  _ 4  7)1/*)1/. 	C 1 -4 

R 7  ('• *AR 	l„ 

R 8  i,, 7.1KAR, 	C 1  -4  7)1,*)1,, *ma, 	7Z I , 	=1-1=I 	 

WO 2012/102404 86 PCT/JP2012/051991 

[<ft6] 

R2 R1 

(i) 

R1^ C K 'J 7JU^ta?(^)U^mLs 

R 3 if, C h 'J 7 M • * ̂ Jk -OR (R te7.K^ 

WsT£tzteC,-67)\s*)\s%:mt) I*^IH IEi6©jb^S 

/c^0±^o 

R 3if, c ̂ eTJU^rJU^mts 1*^111 im(Dit^ttc^oik 

R2teN C T _4 T7 ju^jk y\nfyJk^L, 

R3te, C,_4T)ls*)ls%mLs 

R4te, TKI£S£HU 

R5 teN 7KHJ1^£HU 

R6te^ C 1_477JU^r>'k K 'J 7JU:* • * ̂ Jk /\P^X T7^ 

% — N R a R bN ~KPs t KP^ri>C !-4T JU^JUs —CONRaRb 

% -coo (c!-4yju^jiy) s — cooHN - (CH2) ,_3COO 
RN — 0 R a (RteTKHJl^S/cteC 1_477JU^rJU£, Ra£<£t/Rb 

ten—£ <s JkBi^sTs c!-4yji/^ji/s c-|_4 

R7 teN TKSIJ1^£HU 

R8te, c 1_477JU^r>ik TKIISS A "KP^H 

[I*5f<lI3] R1^ C^e^JU^JU^HU 

[I*5f<II4] 
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. 	iiit 3RIA 1 2 ili,a) iLat 	tc: -t.  0) ila. 

[1,4**5] R 1  (,, 	)1/   L. 

R 2 (, 	7.KAjg, 	)< 3 )1., 	/ \ 1=1 it 	L. 

R 3 6. 	)< 	)1/   L. 

R 4  (,, 	7.Kogm 	L. 

R 5  (,. 	7.KAIg 	L. 

R 6  1,, 	C 1  _ 3  77 /1/*/1., 	') 7 )1/7f CI) 	)1/, 	/\I=1 /72 , 	7Z) 

-N R a R b, 	= I- D, 	L KI=1*:>C 1 _ 3 7-1 /1/*/1., 	-C ON RaRb 

-COO (C 1 _ 3 7/1/*/1.) , -C 0 0 H, - (CH 2 ) 1 _ 3 C 0 0 

R, 	-0Ra 	( R (, 71KAIF, 	7-zL- 1, C 1  _ 3  77 /1/*/1., 	R a 8 ck Ve R b 

1, 17A-TtAtS-D .Z1X-Ct ct < , 7.KAR, 	C 1 _ 3 7/1/*/1., 	C1-3 

7 	)1/ -)   L. 

R 7  l, , 	7.KAIg 	L. 

R 8 6, 7.1KAW, -, it** 1 ENC,OiLatVL--t- Otl. 

[1,4**6] 2-(3, 5-:'J) 	)1.-1H-E7 V-)1.-1-4 )L)-4-7J1.7J-  1=1 7 i ) -)1. 

2-(5- L F 1=I*:>-3-) 	)1.-1H-E7 V-)1.-1-4 AA 7 i ) -)1. 

2-(5-)( 	)1.-3-( 	1) 7J1.7J-  CI) 	)1.)-1H-E7 V-)1.-1-4 )07 i ) 

-)1. 

2-(3, 5- E' Z F ') 7 )1/7J-  CI) 	)1.)-1H-E7 V-)1.-1-4 AA 7' 1-J1. 

2-(3-) 	)1.-1H-E 7 V-)1.-1-4 AA 7 i ) -)I. 

2-(5-) 	)1.-1H-E7 V-)1.-1-4 )1.) 7 i ) -)I. 

2-(3, 4, 5- 	') )< 	)1.-1H-E7 V-)1.-1-4 AA 7 i ) -)I. 

2-(5-7Z J-3-tert-1/1.-1H-E7 V-)1.-1-4 AA 7= J -)1. 

4-fj 1=1 1=1-2-(3, 5-:'J) 	)1.-1H-E7 V-J1.-1-4 )1.) 7 i ) -)I. 

2- 	1=1 CI-6-(3, 5-:'J) 	)1.-1H-E7 V-)1.-1-4 )I.) 7 i ) -)1. 

2-(4- 	1=1 D-3, 5-:'J) 	)1.-1H-E7 V-J1.-1-4 )1.) 7 i ) -)I. 

2-(3, 5-:'JI)1.-1H-E7 V-)1.-1-4 AA 7 i ) -11. 

3-(3, 5-:'J) 	)1.-1H-E7 V-)1.-1-4 AA iJ -ff 	-1, 2- :'J7J-  -)I. 

WO 2012/102404 87 PCT/JP2012/051991 

t\ 1 lEictfMb^Stz'ttot&o 

[1*^115] R1&N P^JU^HU 

R2^ ^Jk 

R3&, ^JU£HU 

R4te, TKI£S£HU 

R5 7KHJ1^£HU 

R6&, C,.37Jl/^k K 'J 7JU:* • * ̂ Jk /\P^X J7^ 

% —NRaR\ ~ S PN t h'P + i/C T-s^JU^rJk —CONRaRb 

% -COO (C ,.zT)\y^r)\y) s — C 0 0 H N - (CH2) ,_3COO 

RN — 0 R a (RWilfJfcttC^jmM, Ra£J:tfRb 

till —J: <s C T -3TJU^TJUS C ! _ 3 

Ti/JUZmt) 

R7 7KHJ1^£HU 

R8^ I*^iH IEi6©jb^S/c^0±^o 

[I*5f<II6] 2-(3, 5-$/* ̂ JU-1H-fcf^ */—JU-1 —T JU)-4-7 JU:* P 7 x y -JU 

2-(5-1 h'P^^-3-^ ̂ JU-IH-tf^V— JU-1—T JU)7 x J — JU 

2-(5-*51JU-3-( K 'J 7JU^P*5LJU)-1H-t°^x/-JU-1—T JU)7x7 

-JU 

2-(3, 5- bfX K 'J 7JU^P*5lJU)-1H-t0^x/-JU-1—T JU)7x7-JU 

2-(3-p< ^JU-1H- bf^ V—JU-1—T JU) 7 x y -JU 

2-(5-* ̂ JU-1H- \f.=j V—JU-1 ->T JU) 7 x 7 -JU 

2-(3,4, 5- h 'J *^JU-1H-t°^V-JU-1-^JU)7xy-JU 

2-(5~T$ y-S-tert-y^JU-IH-tf^V—JU-1—T JU)7 x J — JU 

4-^7 p p-2-(3, 5-$/ * ̂ JU-1H- \d=7 V—JU-1—T JU) 7 x 7 —JU 

2-^7 p p-6-(3, 5-$/ * ̂ JU-1H- kf^ V—JU-1—T JU) 7 x y —JU 

2-(4-^7 P P-3, 5-$/ * ̂ JU-1H- \d=7 V—JU-1—T JU) 7 x 7 —JU 

2-(3, 5-yX^JU-1 H- fcf^ V—JU-1—T JU) 7 x y -JU 

3-(3, 5-y * 51 JU-1 H- \f.=j V-JU-1 ->T JU) ^ > -tz >-1,2-y^ - JU 
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2-(4-i 	)1.-3, 5-:'J) 	)1.-1H- E7 V-)1.-1-4 )14 7 i ) -)1. 

5-7 )1/7J-  1=1-2-(3, 4, 5, - I- ') )( 3 )1.-1H-E7 V-)1.-1-4 )14 7 i i - 

)1. 

4-7 )1/7J-  1=1-2-(3, 4, 5, - I-') )( 	)1.-1H-E7 V-)1.-1-4 )1.) 7 i ) - 

)1. 

2-(4- 	1=1 1=1-3, 5-:'J)( 	)1.-1H- E7 V-)1.-1-4 )I4-5-7J1.7J-  1=1 7 i 

J -)I. 

1-(2- L K 1=1*:> 7 i=)14-3, 5-:'J)( 	)1.-1H-E7 V-)1.-4-t )I/t 

RI 	)1. 

3-(1-(2-I 	K 1=1*:> 7 i=)14-3, 5-:'J)( 	)1.-1H-E7 V-)1.-4-4 AA 

7°1=Inglb( 	)1. 

2-(4-1/1.-3, 5-:'J)( 	)1.-1H- E7 V-)1.-1-4 )14 7 i ) -)1. 

2-(3, 5-:'J)( 	)1.-1H-I °7 V-)1.-1-4 )14-5-7 )1/7J-  1=1 7 i ) -)1. 

5- 	1=1 1=1-2-(3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 )1.) 7 i J -)I. 

2-(3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 )14-3-= I- 1=1 7 i ) -)I. 

2-(3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 )14-5-= I- 1=1 7 i ) -)I. 

3-(1-(2-t' K 1=1*7 i =M-3, 5-:'J)( 	)1.-1H-E7 V-)1.-4-4 )147°  

1=1 Et JOgr 

5- 	1=1 CI-2-(3,4, 5- I- ') )( 	)1.-1H-E7 V-)1.-1-4 )14 7 i J -)I. 

5-7 Z ) -2-(3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 )I.) 7i) -)I. 

5-= I- CI-2-(3,4, 5- I- ') )( 	)1.-1 H- E7 V-)1.-1-4 )14 7 i J -)1. 

4-(3, 5-:'J)( 	)1.-1H- E7 V-)1.-1-4 )1.)i -ff 	-1, 3-7J--)I. 

5-7 Z ) -2-(3, 4, 5- I- ') )( 	)1.-1 H- E7 V-)1.-1-4 )14 7 i J -)1. 

4- (3, 5- :'J)( 	)1.-1 H- E 7 `i -)1.-1 - 4 )I.) -3- L K 1=1 *:> iJ -ff 	t )I. 

7iNrb( 	)1/ 

3-7 Z ) -2-(3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 )1.) 7i) -)I. 

4- (3, 5- :'J)( 	)1.-1 H- E 7 `i -)1.-1 - 4 )I.) -3- L K 1=1 *:> iJ -ff 	t )I. 

7JJR 

WO 2012/102404 88 PCT/JP2012/051991 

2-(4-x^JU-3, 5-^ * ̂ JU-1H- tl°^ V-JU- W JU) 7 x 7 —JU 

5-7JU^P-2-(3,4, 5,- K 'J ;>< JU-1 H-tl0^x/-JU-1—f JU) 7 x y -

JU 

4-7JU^P-2-(3,4, 5,- K 'J ;>< JU-1 H-tl0^x/-JU-1—f JU) 7 x y -

JU 

2-(4-<7 • P-3, 5-$/* ̂ JU-IH-kf^ V—JU-1—T JU)-5-7 JU:* P 7 x 

y-ju 

1 - (2-tl K P * 7 X - J U) •-3, 5- V * J U -1H- L° =7 V - J U-4- tl J U * > 

Itx^JU 

3-(1 — (2-tl KP^r^7x-JU)-3,5-yp<5lJU-1H-t0^V-JU-4-^JU) 

7°P^>I£* ̂ JU 

2-(4-7>JU-3, 5-y* ̂ JU-1H- tl°^ V-JU-W JU) 7 x y -JU 

2-(3, 5-$/* ̂ JU-1H- \Z=? V—JU-1—T JU)-5-7 JU:* P 7 x J -JU 

5-^7 p p-2-(3, 5-$/ * ̂ JU-1H- \d=7 V—JU-1—T JU) 7 x y —JU 

2-(3, 5-y* ̂ JU-1H- \f.=j V—JU-1—T JU)-3-" K P 7 x y -JU 

2-(3, 5-y* ̂ JU-1H-tl°^ V—JU-1—T JU)-5-" K P 7 x y -JU 

3- (1 - (2- tl h*P + 7i - JU)-3, 5-y * JU-1 H-tl°^ V-JU-4-^ JU) 7° 

P tl°:* >11 

b-0 P P-2-(3,4, 5- h 'J * ̂ JU-1H-tl0^ V—JU-1—f JU) 7 x y — JU 

5-7 $ y -2-(3, 5-y* ̂ JU-1H-tl°^ V—JU-1 ->C JU) 7 x y -JU 

5-" K P-2-(3,4, 5- K 'J * ̂ JU-1H-tl0^ V-JU-W JU) 7 x y-JU 

4-(3, 5-y * JU-1 H- \d=7 V~ JU-1 ->T JU) ^ > -tz >-1,3-y — JU 

5-T7 $ y -2-(3,4, 5- K 'J * ̂  JU-1 H- tl° 7 V—JU—1 —JU) 7 x y — JU 

4-(3, 5-y * JU-1 H- \d=7 V~JU-1 ->T JU)-3- H K P * $"< > If > JU 

*>1|* ̂ JU 

3-7 $ y -2-(3, 5-y* ̂ JU-1H- tl°^ V—JU-1 ->C JU) 7 x y -JU 

4-(3, 5-y * JU-1 H- tl°^ V-JU-1 ->r JU)-3- H K P * $"< > If > JU 

*>!£ 
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4-(3, 5-:'J)( 3 )1.-1H-E7 V-)1.-1-4 )14-3-L F 1=I*:>-N, N-:'))( 

)1./X7-1 -Z F' 

4-(3, 5-:)1.-1H-E7 V-)1.-1-4 )14-3-L K CI*:>i X7 Z K 

3-I' K 1=I*:>-4-(3, 4, 5- I- ') )()1.-1H-E7 V-)1.-1-4 )14 iJ -ff 

t/l/tR 

3-I K 1=1 *:>-4-(3, 4, 5- I- ') )( 	)1.-1H-E7 V-)1.-1-4Ol.) 	JZ7 

K 

4-(4- 	1=1 D-3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 )14-3-L K CI*ice  

X7 Z K 

2-(3, 5-:'J)( 	)1.-1H-E7V-)1.-1-4)14 -ff 	-1,3-:'J7J- -)1. 

2-(3, 5-:'J)( 	)1.-1H-E7V-)1.-1-4 )14-5-)( 	)1/7 i i -)1. 

2-(3,5-)1.-1H-E7 V-)1.-1-4)14-5-)( I- *:> 7 i i -11. 

2-(3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 )14-3-)( -)1.7 i i -11. 

2-(3,5-)1.-1H-E7 V-)1.-1-4)14-5-L KI=1*:>)( 	)1/7 i i 

-11. 

2-(3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 )14-5-)( 	11 / 7-1 -Z J 7 i ) -11. 

2-(3, 5-:'J)( 	)1.-1H-E7V-)1.-1-4 )14-4-)( 	)1/7 i i -)1. 

2-(3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 )14-5- I- ') 7 )1/7 CI) x)1.7 i 

J -11. 

2-(3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 )14-6-)( -)1.7 i i -)1. 

2-(3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 AA-5-z 	ji, 7 i i -)k 

2-(4-7)l.7J-  1=1-3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 )14 7 i ) - lk 

5-11=1-2-(3,5-)1.-1H-E7V-)1.-1-4 )L') 7 i i -)k 

5-1 CIS -2-(4- 	1=1 1=1-3, 5-:'J)()1.-1H-E7 V-)1.-1-4 )14 7 i J 

- 11 . , 

5-11=1 	-2-(3, 4, 5- I- ') )( 	)1.-1H-E7 V-)1.-1-4 )14 7 i ) -)k 

4-(3, 5-:'J)( 	)1.-1H-E7 V-)1.-1-4 )14-3-L K 1=I*:> 7 i=)1/77-t 

5-- I-, 
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4- (3, 5- V * ̂JU-1H- tf ̂  V~)U- 1 --f JU) •-3- L K • * >-N, N- V * 

JU'C/Xj7^ K 

4-(3,5-^*?lJU-1H-L0^V-JU-W JU)-3-L h'P+^>X7$ K 

3-t KP**>-4-(3,4,5- h <J * ̂ JU-1H- fcf^ V-JU-W JU)^>-tz > 

3-t KP**>-4-(3,4,5- K 'J * ̂ JU-1H- \f.=? V-JU-W JU)^>X:P 

$ K 

4-(4-9 P P-3,5-$/* ̂ JU-IH-fcf^ V-JU-W JU)-3-t: KP^^ 

>X7$ K 

2-(3, 5-y * JU-1 H- \f.=j V-JU-1 ->T JU) ^ > -tz >-1,3-y — JU 

2-(3, 5-y * ̂ JU-IH-kf^ V—JU-1—T JU) —5— fJU7x7 -JU 

2-(3, 5-y * ̂ JU-1H- fcf^ V-JU-W JU) —5— h + ̂ >7xy-JU 

2-(3, 5-y * ̂ JU-IH-kf^ V—JU-1—T JU)-3-* fJU7x7 -JU 

2-(3, 5-y * ̂  JU-1 H- fcf^ V-JU-1 ->T JU) —5— LKP+i/^fJU7i7 

-JU 

2-(3, 5-y* ̂ JU-IH-kf^ V—JU-1—T JU) —5— ^JUT7 $ 7 7 x 7 -JU 

2-(3, 5-y* ̂ JU-IH-kf^ V—JU-1—T JU)-4-* fJU7x7 -JU 

2-(3, 5-y*^JU-1H-L0^V-JU-WJU)-5- K 'J 7 JU:* P * ̂ JU7 x 

y-ju 

2-(3, 5-y* ̂ JU-IH-kf^ V-JU-W JU) —6— fJU7x7 -JU 

2-(3, 5-y* ̂ JU-IH-kf^ V—JU-1—T JU)-5-X^JU7 x J -Jk 

2-(4-7 JU:* P -3, 5-$/ * JU-1 H- bf ̂  V—JU-1—T JU) 7 x J — Jk 

5-^Pf-2-(3, 5-$/ * ̂ JU-1H- bf^ V—JU-1—T JU) 7 x 7 - Jk 

5-7"P ZE-2-(4-^7 • P-3, 5-JU-1 H- V—JU-1—T JU) 7 x 7 

-Jk 

5-ypf-2- (3,4, 5- K 'J *^JU-1H-t0^ V-JU-1—T JU)7x7-Jk 

4-(3,5-^*5lJU-1H-t0^V-JU-1-^JU)-3-t KP^$/7 X" JUT7"tz 

"T" K 
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4-(4- 	1=11=1-3,5-:')))1.-1H-E7 V—)1.-1-4 )14-3-L K 1=I*:> 7 

i=)1/7-t5-- H 

3-L K 1=1 *:>-4- (3, 4, 5- ') )< 	)1.-1H- E7 V—)1.-1-4 )I.) 7 i =)I. 

7-t5-- H 

2-(3, 5-:'J) 	)1.-1H-E7 V—)1.-1-4 )14-4-)< 	-:>-5-)< 	)1/7  i 

J-11., 

4- 	1=1 1=1-2-(3, 5-:')) X11.-1H-I°7 V—)1.-1-4 )14-5-)< 	)1/7 i i 

—11., 

2-(3, 5-:'J) 	)1.-1H-E7 V—)1.-1-4 )14-4,5-:'))< 	)1/7 i i —11., 

4-(4- 	1=1 1=1-3, 5-:')) 	)1.-1H-E7V—)1.-1-4 )I.)- -ff 	-1,3-:') 

7J--)1/TZiEaltVL- t -t- ODirno 

[1,4**7] TEA ( I 	I ) --e -,3_q-LZIE-alt, 	V-z-_-t-t.0115 -A--ZZ_'.L 

IiiliL 	Z , 	tiLIElf,effiAlio 

(rte, 

R 9 (,, *AR 	, 	C 1 _ 6 7 11.*11., 	') 711.7 1=1)( X11. 	L, 

R 1  ol,, *AR 	, 	C 1  _ 6  7/1/*/1., 	/ \ 1=1 it 	, 	—COO 	(C1-6 

7)1/*)1/) • 	- 	(C H2) 1 _ 3 COOR 	(R67.1KA1,$VZ._- 6C 1 -6 77  

)1/*Ji/)   l„ 

R 11 t, *AR 	. 	C , -6 77 /1/*/1., 	7Z J, 	I- I) 7 11.7J-  1=1 )< 	)1. 

, 	— 0 R 	( R (, 71KAI;57-z-_- 1, C 1  _ 6  7/1/*/1/ 	V 	L, 

R 1 2  67.Kogm 	l„ 

8 13 6, 	7.1KAR, 	C 1 -6 7)1,*)1,, 	*ma, 	i\i=1)721_,, 

R 1 4  l, , *AR 	. 	C , _ 6 7)1/*)k 	I-') 7 )1/7J- 1=1)( 	)1., 	/ \ 1=02  

7Z), —NRaRb, =H=1, 	L KI=1*:>C 1 _ 6 7/1/*/1., 	—C 

ON RaRb, —COO (C 1 _ 6 7/1/*/1.) , —COOH, — (CH2 

) 1 _ 3 COOR, —0Ra (R67.1KAIgtz-_- 6C 1 _ 6 7/1/*/1., 	R 
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