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E~NBAMNSA (34)

FATXKEM CHRNET . RXUMEB 2B MR
™,

KA E TR > WAL e A
W4 (- MEEE-1- (KEE) FE) -COMW,
@4- (1-HEBE-1- (KBE) -FE] -FB W,

@ 4- ([ 1-an B % -1- (ke %) -9 %) - BN,
@i- (2-RE L ME-1- (KME) -5 %) %0 I,
G 4- (1-RBEDX-1- (1, 2, &-ZHE) -F£) -5

B,

©4- (1-WERE-1- (1, 2, -ZHE) - B X)) -%
BB

Ma-(1-WEXE-1-(1, 2, 4-ZME) -FE) -%
o

@4- (2-MELME-1- (1, 2, 4-SBX) -H %) -
%0,

@4-(1-MBEBS%-1- (1, 2, 3-S HX) -F %) -%
B is

W4- (1-WB K% -1- (1, 2, 3-SHE) -F %) -%
B,

(11)5- ( MEC X -1-BK B X P X -0 05 -2-% BF IF ,
(a) M DE-A-3740125% P Z M2 (DL . £ K K (1)
ta&y
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E~NBBREMA ()

N
N

O
Ry — clz — CH,-NH-CO-R,

R,

HPX BCHEN, Ry RR, HARFE, BAXER &
¥$%, Ra BC1 -Coa % ; BCN, C1 -CoEME, ¥
EERMBMC:, (s RUEE-(B-, —-B=) -2HXX
MRZ2C1 -Csa % ; C1 -Co REXE ; ¥% . B HER
MERRZEE ; Cs C-RGEXE, ABMBEHESE,
B, WEER2-KI-HRE; REBMNRS
XEGLMAHEARARB2EHNLEYA -

W2, 2-8 (4-WFX) -2- (1H-BEBE-1-%) -1- (4-
KX RE-BX) 26,

(r)%m EP-A-293978 b g & 2 XL & W . £ KXt

49
R
A~ A
oo e
T N D,
| N
R—CH Ihl4

HEMARBRBRUBLCRAME, i -4, =4, -As5 =
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E~NBHKILA (3

A ‘—Eﬁa ~CH=N-CH-, -CH=N-CH=N-% -CH=N-N=CH-2
MRRW, RBEERC, -Co 5% ; R, BRE, C, -Copo
k%, Cs -C, 5t %, Ars , Ary -C1 -Co 5t %, C, -
Co S XM C2 -Cs itk X ; R, B E ;: kBN RB &

Ars MR 2Z2Cy -Coft % ; Cs -C, MK X, %X, C, -

Ce XM X, Ary , Co -Co B ERC, -Co Sk X ;

Cs -C» ML X, MW (2, 2, 1) B-2-%, 2, 3-— 4
-1E-5 %, 1, 2, 3, S-WMEK, B%; AWK ®H
Aty MR Z2C2 -Co X, Co -Co e b 2% ; Hur %X
P S (Ara )-BME, (1-C1 -Co i %-4-Wug %) &
X, €1 -CoMBMERC: (L HEREELASHRR S G X
, BE, C1 -Co M ME, BXE, B-%=-(C, -Co £
X) BE, ZHAF %, BE, C, -Co R EUMWE, Ar,

» Ar2 -0-, Arz -8-, C3 -C» Mix %X, 2, 3-=- 8 -1,
-EB - REEL, 1I-¥BKME, C, -Ca HERR 2
IH-¥ ke %, (1, 1'-=%%) -4-XH @2, 3-— & -
2-W -1E-F Dk X ; R: BEE, %, BEE, B -® — -
(€1 -Co it %) BE, WHK, C1 (e X, BEHR

C:1 -Ce EME ; HPAr, BEE, NR¥%, KX,

Mk, BEMRE, X, Z X, T8 X, @
BE, KM E, Cy -Co M ERME, EHWESD TN
X P Ar, BE¥EE, MARFEE, M@ % ; B R & mAK
¥ERSRETI ERREBNRZ2XE, EAEMUIBA
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& ~ #8835 88 (32)

EHB

5PN e H m R k-

2R, BX, SHE, Zgqgwx, C1 -Cos XX, .

Ce MAME, C, -CoMAUBE, BE, OBE, BX

EEZX, NXE, KX, B-B=-(C1 -Ce %) &

XRHE,

KORGATR AR 2 EALE YD

6-( (1E-BEWE-1-%) ¥ B A %) -1-5 % -10-% B
=m, |

@6-( (4-K*¥%X) (18-1, 2, 4-Z W -1-%) -g %
] -1-0 % -10-% 8 = m ,

()M EP-A-250198 b T 2 X(IME & ® ., &+ K

W2-(4-M¥%) -1, 1-= (1, 2, 4-Z W -1-%X 8 %
) 28§,

@2- (4-MEX) -1, 1-= (1, 2, 4-Z ¢ -1-% | %
) 2 8.,

@2-(2-M-4-ZMFXEFEX) -1, 1-— (1, 2, 4-=
W-1-%X B X) 28,

Wa2- (2, 4-—_-®%%) -1, 1-= (1, 2, 4-= B -1-%
HXx) 28,

©2- (4-K%x%X) -1, 1-= (1, 2, 4-Z I -1-% @ %
) 28,

€ 2- (4-M¥%) -1, 1-= (1, 2, 4-= M -1-% § %
) 28],

(t) EP-A-281283k b e % 2 (LML & % , i #®

-39-

RMER R LA B B AR R (CNS) ¥ 4505 (210 ¢ 297 2 28 ) 81. 5. 20,000 (H)

(oot 2005 o e B - B e 0 )

T




N H N

&
Ep
4l

201267

&>
oo

E~ HABA (28)

(1)(ia* » 2R" )-6-# -2- (4-M ¥ %) -1, 2, 3, 4-m
®-1- (168-1, 2, 4-Z H-1-% F X ) %,

@ (IR* , 2R" )-6-M -2- (4-M ¥ %) -1, 2, 3, 4-m
-1~ C1H-®k o % B %) %,

@ (1R* , 2R" )R (1R* , 28" )-2- (4-M ¥ %) -1, 2
.3, 4-ME-1- (1H-1, 2, 4-SE-1-XFE) ¥ -6
-,

@ (1R® , 2R" )R (1R* , 28" )-2- (4-M € %) -1, 2

3, 4-m %W -1- (1H-BEkME X B %) K -6-5K W,

G (1R* , 2R )R (1R* , 28% )-1, 2, 3, 4-m & -1-
(18-1, 2, 4-Z @ -1-X F X ) ¥ -2, 6-% N,

€ (1R* , 2R" )R (1R , 28" )-1, 2, 3, 4-m & -1-
(1H-BK o K 60 2% ) % -2, 6-5K K ,

M (1R® , 2R" )R (IR* , 28" )-2- (4-M %X %) -1, 2

3, 4-M M -1- (5-9 % -10-0kok X B X) % -6-5F
x ,

(W)MEP-A-2967T49 P T X 2 R(I)L & W, £ K

W2, 2'-(5- (18-1, 2, 4-= M -1-% & %) -1, 3-&
¥%) = (2-FEFAEW) .

@2, 2'-(5-BkM -1-X B %) -1, 3-WELX) = (2-
HREFRBK) ,

@2-(3-(1-BE-WXEZX%) -5- (50-1, 2, 4-= wh -
1-X B X) ¥£) -2-FEFRENK,
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A~ BEHLA (39)

@2, 2'- (5-Z 9 (10-1, 2, 4-S M -1-%) B E -1,
3-EXE) = (2-2MEE-3, 3, I-SMAMB)

®2, 2'-(5-=M (1H-1, 2, 4-Z2 ®-1-%) H % -1,
I-EXE) = (2-REAEMN) ,

(V)M EP-A-299683M s e & 2 R(I)L & W . £

M (2)-a-(1, 2, 4-ZW-1-XFE) — K2 -4, 4

= .

@(2)-4"-M-a-(1, 2, 4-ZH-1-X B %) - %2 #
-4-R W,

@()-a-(1, 2, 4-ZH-1-EFX) -4'- (=P R
) X -4-R W,

W(E)-8 -M-a-(1, 2, 4-ZW-1-X B %) %2 #&

-4, 4'-ZW W .
O (1)-4"-MK-a - (KM -1-XEFX) %2 -4-RMW

©(2)-2, 4'"-Z®-a-(KK-1-EBRX) ¥ #-4-
ik B,

M(L)-4"-®-a - (KR -1-X P X) %28 -4-BW

@ (Z)-a - (WM -1-% B %) —KZ#-4, 4'-Z KW

O (2)-a - (5-F X Bk -1-% B X) = ¥ 2 8 -4, 4'-
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B~ BRARLA (40)

.,

W (2)-2-(2- (4-MEX) -3-(1, 2, 4-=@-1-% |
®) X2 -4, -2 W,

(W) EP-A-299684M P T M2 R(I)LS W, £t

M2- (4-|M¥ %) -2-4-1, 3-= (1, 2, 4-Z= @ -1-%

) AK .,
@2-M-2- (2-M-4-®MF %) -1, 3-= (1, 2, 4-= m
‘l-i)ﬁﬁy

@2-#-2- (2--4-MPAE¥%X) -1, 3-= (1, 2, 4-
=% -1-%) Ak,

@3- (4-E ¥ %) -1-(1, 2, 4-Z2m-1-%) -2- (1,
2, 4-Z B -1-X9 %) T-2-§,

©2-(4-F-a-HMFX) -1, 3-= (1, 2, 4-= & -1-

xX) m-2-8@,
©2- (4-B ¥ %) -1, 3-®K (1, 2, 4-=Z®-1-%) &
ﬁ’

M4-(2- (4-ME %) -1, 3-= (1, 2, 4-Z= W -1-%
FX) 2 ER X)) -XW,

@1- (4-MFT %) -2- (2-HM-4-Z=HMPEXEFX) -1, 3-
= (1, 2, 4-Z®H-1-%) KH-2-8,

@2- (4-MFX) -1- (4-MFEEX) -1, 3-= (1, 2
, 4-= B -1-%) ®-2-8,

(10)1- (4-W ¥ %) -2- (2, 4- =M ¥ X) -1, 3-= (
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A~ B8 %8R (a1)

1, 2, 4-Z2 @ -1-%) K -2-8 ,

(11)2- (4-M ¥ %) -1-%%-1, 3-= (1, 2, 4-= & -
1-%) W-2-8,

(x)MEP-A-31609TR P T X2 R()L W, £ 1

W1, 1-Z B % -8- (1H-1, 2, 4-Z W -1-%X B %) -2
(1H)-¥ BF (2, 1-bIc MM,

@1, 2-Z2 -1, 1- =@ % -2-9%-8- (10-1, 2, 4-= mg
S1-X B %) - B2, 1-bIKW-T-TK W,

@1, 2-2®-1, 1-= @ % -2-%-8- (1H-1, 2, 4-= mg
-1-% B ) -R B (2, 1-b) BE W -T-3% B B,

Wi, 2-—= € -1, 1-= B % -2-%-8- (= (18-1, 2, 4-
EH-1-%) B X)) KB [2, 1-bIsc i -T-8K 88,

(Y)W EP-A-354689M P T R 2 X(I)L & W, £ K

W4-02- (4- WM ¥ %) -3- (1, 2, 4-= @ -1-%) I3
] ¥ B,

@4-(1- (4-MEX) -2- (1, 2, 4-Z @ -1-%) 2 %
] ¥ 0K,

@4-02-(1, 2, 4-Z 8 -1-%) -1- (4- (S F % )
¥X) 2%) 5w,

Wa- (2- (1, 2, 4-Z®-1-%) -1- (4-
] ¥ %) Z%) ¥,

(zZ)M EP-A-354683M P T M2 ADML LS, £ |

M6- (2- (1-MEE) ~3- (1, 2, 4-ZM-1-%) K &

[

B A
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S BHAHE (42)

] B m,
@4-(1-(1, 2, 4-Z@-1-%) 2= (S5- (=g
) M KE-2-%) ZX) ¥EBW,
F.H%&ZHEE%éHMMHZlﬂM'F:
(aa)m EP-A-18128"M P T M2 R(I)L & W . X HER
I{Eew

ty

OR

B AR RE, ZEX, B LR ¥ PR X,

RESKEATHARB2EACE T A

W4-8 % -4- % -3, 17-= 8, ,

(ab)im USH FI R 4322416 s 2 L& @ . L REI1L0-
(2-WHh %) -8 -4-98-3, 17-—- g,

(ac)MDE-A-3622841M b T M2 (L& W, LHEGC-8 %
B -1, 4-— 4% -3, 17-=-®W ,

(ad)m GB-A-217T11008 2 M 2 & W , AHRE-B X%
b -1, 4, 6-= 4% -3, 17-—_ 8,

B® . (ae)iE -1, 4, 6-= 4% -3, 17-=- 8 .
(a)i(z)&(aa)(ad)§?ﬁ?i§&2!ﬂ]$aizm5
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ENBRRSR (4)

 RRBARAFTEEC A2 RABRRARNEEAR SN >
ERLEH. EXAXNARRT 2B %5 b,

HXRTXFRAERLADZ - BREARTARS :

HEWRAR E " TR 2 HE RN A AREIRET B&
W (U MERBEI BEAKE) 2B BT,

BEEXLHRESRE,

5%, ANFXERI-B2-RE, AN EWMEAS KR %
MGG X, BE AR R E AEAG B EE, BE GEL
BiX ., = M % R Rl R,

LR RN RN TEZN, A, BN
SERESIESEEEERY EX S N

RM B NRANLAREA T NERMD A NN
. ANBRER, TEEH, KRR E®, S TN,
EASERMO MY, ANER. 28, AN, REE
 BEME, LM, BEERBM, SEH, SRE. ¥
TH-®. RTH-—®, SXEMTHE-®. AiEM. ¥
XXMM, TR, «(BE%X8, BH®R, «-SE50 8
KRB B, -KEBR, ERE, R, BE, B
M. ZhWR, B¥XUE, N-FENM, FEN. &
BMARCEREUE . RARARKTHESNENR. A
MAED®. FPTRREROR B SRR RSN
aBW.

SHBEN, ANBRERENRNELEN, > &49H

..45..

RIERALR + W W RAR R (ONS) P 485045 (210X 2972 4 ) 81, 5. 20,000 (1)
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B BRI (a4)

TEREMNAKLSBABEN, IMeRRMLteEN,
AmM. #. UREW, FLAEMREREME > &
W, LR E, MWK, NMEE-WERENES — @
SR, REZBE-, D -RIENAER. DikdE R,
AW -R=-Z8, SEASEE, AU2-BEZ8. K

(2-BMEZ %) B, R# (2-BEZ%) B, M8NE
BENRM, AN BEST R L-ZREZ B AW
BB, ANI1-ZERE, REER. WO RS ERK.,
¥H, AU, V- FEMZE B AR ERN. W
oMM s ®, MMM G, THT (Collidine) s It W,

EHERERLEBSREEN, THRE %3 -8, &
BEAEUAAMERBREEN S CAWAT 2 NE 2B
R, REMBEBFLIER, P F 20 - BHIERE>
® R .

EERBEACEOZIRES, AEMACAWEE R
W, ZATEERN AW,

MALCEY, EERR2EBHLEY ., ELHMEE R
RMWERA, FALACOLR, REEREM, AW,
GSRAZEM, 2BAFSEMFAREER .

WS ELEREAY, ERERRZEALAY, a5 H —
EXHMBRET., DRR TR ER- RS- SRR MWE R
REAEBEAMOBESY, AOBRY. S0 50E N
MEREPARCAFEL — S 2R MBRED? AR
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S HFRABA (45)

MR, MO, FURRMOREENAY >R
Y. RTBBERBEY)FOAS —ER S HF NN
DR, FREMEARRY ., AOES - BRA-RMW .
EERESFHO A —ER S ESRN,
ABURGHEMEHS- (M -MWEX) -5, 6, 7, 8
-0 KRB (1, 5-a) Wi ( = % & ® (Fadrozol))
 BARAMEOBRZBNAN, RERERSMUES E N
BEER, MFAABSHEBRN 2 SENN, HR
MR EA AL EREREE MRS S
URARERLE LD S WA SR me
zHew,
ABWBENEA LA L AW 2 RS W, (a)-5-
(% - % %) -5, 6, 7, 6- W MKW B (1, 5-2] 0
WR(b)+5- (M -MEX) -5, 6, 7, 6-m Wbk b B (1
5-a) MU, XA (INBEB (ORKXBNTES > 8
MBRW, REREB LB ENBERER, BF L&
ECMUBSRNASAY, URAMARALELS W
EMEBREAEBERRZH%, DRARMER LS L
EUNNG LSRN AR oo,
FEHBARMERATALE W
- (a- (4-MEE) -AMMEFE) XN,
-l - (4-MEX) -a -&-1-(1, 2, 4-=Z= 1 %)
BX) -%wW,
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25 SR a3 Hom k-2
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E~NBRARRE (2b)
d-la - (4-M%X) -1-(1, 2, -2 wx) P xg) -
%,
- la-(4-M%X) - (2-ABE) BX) -4,
A-(a - (4-MEE) -1- (1, 2, 3-=2 @ %) HE) -
*%,

‘(4-ﬂ¥£) BRLE-EF I BEEEX S
Qiﬁﬂﬁl&ilﬂtﬂafﬁﬁZﬁE!&l!!ﬁﬁm.
DA*EHI&H!IXX&!H&!&!ZBS!Q.
Jﬂ.&!ﬁ&ﬁﬂﬂ:ﬂﬂ:%ﬂ&l&ﬁlﬁﬁﬂ?ﬂ:!ﬁ?tﬁ
&, ﬂ&ﬁﬂ(ﬁiﬁlﬁﬂ{téwulﬂtﬂﬁl&!ﬂiﬂzﬂ
B2 469.

MEER®E, TASERONMANNENNBES S
ﬂﬁ?ﬁ%ﬁﬂﬁ*ﬁkkﬁ!#ﬁ!&ﬂtﬂﬂ!ﬂ
ZHRMEAEY.,

ﬁ]ﬁkttﬂﬁﬂﬁtﬁﬂﬁéﬂkﬂt&ﬂﬂﬁm. m
PEREBMBR, RRSRRE TREE, B & mH
N, AUEE, ETRULE NES. BE R —N
. AAB0RET TR, AUk h, RN E,
DR EHI0IEREL 208 % % & (EUBHO.1E % Z
BH10E ™) , LR EAH R BN S —,
MaemEmmN, HERNAEAWT 2 E_RROBHE S
0.001% ZE4H60% , HM0.1% T 4 20% B & .

&Dﬁ&ﬁtﬁﬂlﬁaé&.‘aﬁﬁﬁﬁéﬂ#kﬂ%ﬂ.

-4- ( a
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Z~NERAHH (47)

MW, WA, B, ERNER LN NE, B
HAR/ RRME, AIRM-ERREEE. B & o
M. OBE ., AMEX, AE, REAKRBOREY
HE., AED . TERERR, REEAERLEE . W
BN, UERERZEBH, XX2XTLERY, T uN
ZHRMEEE, BN, SEBRXW, DAERN, &
/RBER . ANIRMER. PXEMNARER. B
/ARG RENL AN, AOON, BE, BNES
AW, NRWMMNRE, REXR, Rz -,

BXATHEEEN, AREEROMKE &, 2o
HAWRAMER TRAMKEE, #E. %2 8015
R, BZ-BR/ RSB, RAMEEN G m
MBEH T 2RKER, RATHNABES X, & 82
BEXHUMEN ., TKBMZEEREL, AHEBEE R
EREmER.

R TOBREMORMNESWALNBERDO G A %
BE. FRABER - ENEN, RSN
RZKEHDE., ENADRT2LENRZ2ELR G
 AMEI KN, DM, BAM. NRABE S %
BN EREEENES, EME, REEME S,
CBET, FEROUAR AR R MM RN
MW, ERMRKMEZ B P S E, AR
ME/ RAMN. FTERBRE DR, 0w HE
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E~ BRAME (48)

aramﬁﬁmw.uawm.
BEERRMZEAMNAEY, AN, HEBERH RS
MEAOHAR2BM, ABZRENEAAD, XASR A
RE=ZMEmm, KX, B2 B REnM. Ko
FAVBEREE, AERROR AN, 82X
R#u. fim, BR=-MEuNK, BZ_-_SXsN.
PR ERAOEENEIE 2 ERROREN. & F
HENMNEETR ORI SEEN, FACESESE =
B, SRA&—-BREMHRR, RBa -@xm, —
BEFEHROGZMBEEE, ERENLEMN, ARER
B - B5MER, KU - BERARA—BREHMN D
HISEBHEZRROHEEN, UR R A KBAEREN
ZER.
AERERTNEENALY, LHERNB MK R
AL, RREBENRBE T A MR EER G .
FRBEIRAMAOWAURFER 2HANM, M,
ARERAMRES,. NN, HE, SRR EAR 25 R
MM, HOBWEMNE AW T HAHEERDNE N
BN, ARESBXTOECONYN, ERE., &0
EHREAEBEER SO REN, BEARNE MK R E

™,

L NP
T KGR A B 00 kB0, XEotmoRy
FHH, FREABW,
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A~ FHRLA (49)

ii&ﬂuifﬁﬁ. BATH B ZM==—zZN . BNZ2
E=Z.ﬁZ.£E;THF=E£R*;BE=E-E’.5‘E;
DMSO=:$£§EH;DHF=:$£$E;N-I:ﬂ!i
ERFERABE=N-&-3, 3-—mx -2, 3-= % -1,
2-F WM -1, 1R TIC=RA R ; RT=
EHNS(FAB)=R ¥t ("e @ BE7HMR") .
B 1 :4-(a-(4-MEX) -q --1- (1. 2. 4-=
X)) §# %) -% %K

ﬂ.8§tﬁ7‘<ﬂi£%ﬂﬁﬂﬁél.ei‘ﬁﬁﬂ*ﬁl’zmu‘ﬁs
ELTHFR M, SHZE-18C, MI0E B 4- (o - ( 4-%
¥%) -1-(1, 2, 4-Z HX) § %) -¥ MW (R EP-4
~236940, Ex.20a) B3 EHTHFZ & ¥ . B E s |
I A, WH - B AMEI0IE TN -M-— 0 XK
BERABEER EATIF 28268 BA., B -18CH
1.5 P ®, U1 /"HEKEBASY MK ZERT, oEK
ﬂsﬁﬁﬂlmi&?&ﬂé, R _EPHR2EWM. EXMLHRLE
ik, REBRSGATRAINEY, HBRXEEDH &L
(8i02 , WM ¥ /Z89:1, 4: 1F1: 1) , TLC (
§i02 , CHCls /W @ 9: 1, Rf=0.85) ; IR (KBr) :

2220 cm™ ; 1H-NMR 9CDCls ): & (ppm)=7.468 7.178
(80, m), 8.07 (1H, s), 8.16 (1H, s).

A2 :4-(o- (4-MWEX) o M- (2-FHE) @
X -% %
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ENHRBLA (s0)

HExXAL, i-(a-(4-M¥*EX) - (2-mEx) B
%) -¥%® (R EP-A-408509 Ex. TR2) MHAN-&-—®
;mnﬁmﬁmnmnﬂ;maawew ; Mp.145-148°C

BRI :4-(o- (4-WEX) -g-- (|- HHE) @
X -% ¥

BLURMAL, 4- (a - (4-MEX) -(l1-megx) |
%) -%#% (R EP-4-408509 Ex. 7) MAN-&-—8 %
AHRAURAEEN LR EE LW,
EA4 :4-(a- (4-MWEX) - K- (]-Ppx) @
X)) XK

HoxEHA L, 1.OTSAR2Z4-(a- (4-MEXE) -
1-BF B %) B %) -F W (K EP-4-236940 Ex.2a, 3, 4
&k 23) , ﬂiﬁ930§E7‘<*&wﬂﬁﬂal.'lﬂﬁkﬂ-
—HFERMMREMNAEEN LA EELLY ; n.p.133C

MS(FAB) : (M+H) * =303, TLC (Z MW &K  HMI: 1)

: Rf=0.7
EHMS : 1-H % -6- (g - (4-MEX) -q - -1- (1.

— Y
- — . -

ﬁulﬂl.1-$£—6-[a-(4—l*£)-1-(1.
2, 4-EMX) RE) -FXM (REP-A-2939874 8 Bx. 20
) AAN-K-—FEMM AR REE L

Y.
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E~NBRHEE (1)

l_ﬁvs : 4- (g - (4-MEX) -g -K-1- (1, 2, 3-=
=K X) B X -% ¥

MURXAL, 4-(a-(4-W¥X) -« -K-1-(1, 2
» -2 E) BRE) -¥K, AAN-K-— R XEMEHY
SABBEN LR EELEY ; n.p.138-140C,
EneRODTHN:
(a)4- (g - (4A-MEX) -1- (1, 2, 3-Z§ %) B %
l - ®|

=W SE (25-26.5°C), 640§H4-[1-(1, 2, 3-= ™
X) HE] -¥MRS EADINFP 2B KL ION 8 — & &
MEBELILIOTARE=ZTHEHFRS ERADINF 28 BB 28RS
BN, R2WCHIOH M, 525 ERA-MEBMRS & A
DNFZRBEMERERAY YT, REREEBMMBE1.5h 8
s REREGEHWASWEIC, AHCH, Cl, %™, FHGENHCL
. NHEECYEREELRMB K/ CH, Cly, B, 4 s
AKt, AEBEAKiNEHME, REkBOLEH, &G,
HEYBHBERWREHMHIL (Si, 0, RE¥EZTR ¥,/ BB

M3: 1), ¥ACI,Cl, /" ZE /" CHhs k. SHE®
R (a), m.p.230°C, IR (CH, Cl2 ): 2230, 1605,

1500, 1160 cm™ ,
HAEMPYPRZZEROTHM:
W4- (1- (1, 2, 3-Z W %) B X)) - %K
8 KR, 2, 3I-Z 8, 10.6TARBKEBHFRISOERN

-§3-
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E~NFHRNA (52)

CEHRBRANEFIS.IARAG- AR EEBMNRICEAR N
ZHEBEN. RERACWR B ESSCMMBET.ENEE, R
W, BE. BRBEWERCEL Cl, %, SRMAAXR KWK
MekEk. RRBHLES, G, SESHBEEHEEL
(8i. 0, W%, / BMMZ®MI: 19 , BHERQ, IR
(CH2 C12 ): 2230, 1615, 1075 ca? ,
m7:7-ﬁ_£-4-[a-(4-l_ﬂ) ~a - -1- (1
s 2. 4-Z W X)) B ) -2, 3-— B X ¥ B (bIlek
BLEMA1L, T-M%-4-(a-(4-MEX) -1- (1,
2, 3-Z %) WX -2, - FEEB(bIk o, #E
N-f-— R EMMEFEMABEN LR EE LS.
CRCE B R

(a)7- X -4- (g - (4-WMEX) -1- (1, 2, 4-= B %
) B %) -2, 3-— B % ¥ B (blekw

BUKME (a), 252 W T-ME-4-(1-(1, 2, 4-
%) FX) -2, 3-= F K E B (bIGkW (R EP-A-
445073, Ex.2R 1) FH308E T HE=T HMHF R 1528 37 4-
WD ZDNFRBMIERER YR (2), sp. (Z M/
2 k) : 200-202°C, IR (CH2 Cl, ) : 3051, 1613,

1499, 1351, 1104 ca™ .
WAL : 4-[g- (4A-WEX) -q -M-1- (1, 2, 4-=
BE) BE) -¥Bm

BLURAL, 4-(a - (4-MEX) -1- (1, 2, 4-

[l

-54-

AR AR W WK% R(CNS) F 43545 (210X 2072 28 ) 81. 5. 20,000 (H)

(oD 2 ot o ke 0 N B e 2 )

ir




R R ab- AR P R

o>
oo

201267

ENBEARS (s3)

B X) F X)) -¥BMW, FMAN--— R EMBEERR
BEERNLRARELL W,
EhwRODTHM:
(a)4- [ a - (4-M ZE X)) -1- (1, 2. 4-Z X)) B O%
1 -2, 3-— @ X X B (bisk mli

HBLUXHAG (a), 190% = 1- (4-M ¥ %) -1, 2, 4-
El&ﬁﬁlssiﬁﬁzj‘ﬁﬂ&106!%4-!%#&!20”
EHMWIERELYR (a), *E-NNR (CDCI s ): & =6.73
(1, s), 7T.05R 7.55 (4H, m), 7.28 7.68 (41, R),

8.02 (1H, s), 8.05 (1H, s),
HMEBDYR (ADDZERDTHM :
MO1- (4-9 X %) -1, 2, 4-= @

I RA4-M B EW, 0. 4181, 2, 4-Z W, 0.554 &
ERQ@&H{&ER{E#E&ME%E*Z&%&, 50
THHE200 K, BEBZRERY R, HRZTRDBTE,
MBHERBBERFERLE (Sip 0, cik /" H#8Z
Bl:1) , Bz % & ;
Lﬂs:4—[a—(4-l_¥_£_L-ai(5-M_ﬁ_£_)J_
) X ¥

BMOURML, 4- (a - (4-W % %) —a - - (5-F og
) P ¥) -%¥%, AAN-&-— 9 X WmE AR
NLtREELCL Y.,

ExwRDT YW :
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> BRHE (s4)

M4-[a-(4-1—u—);_(_5;&iu_£_]_—“_

1.252A % (5.53 M) M/ (I) —kawp
32EF MECIN E36E T (2.76E RM) 4- (a - (4-
RKE*XE) -a -BE- (5-MEX) FE) -$BH (XM
15(b2)) RINEAUBHM2ER, XERABARE K
2AR. SU%, RERBAOAAXRAN, B&, &
R4 EFTHF . MO EAMRT UL BB S, £2 8
RESI PR, A8, BRSEATRE., U HRBR
WHERFBAEL (100 ARBBR,/ BRZEM) .
BEREBELAY, ap.140-141C (Z M/ E W M) : Rt
B:0.25 (W, BBMZEB) ; IR (CHy Cl, ) :
2223 cm™ , *H-NMR (CDC1 5 ): & =5.63 (s, 1H);

7.24 (d, 4H); 7.68 (d, 4H): 8.48 (s, 20H); 9.18

(s, 1H),
lﬂJ0=4-[a-(4;’!—3§—§_);_a_-l_-_(m_§_)_i
x) ¥ ¥

BURMAL, 4- (a- (4-MEX) -(5-MoE X)) H
%) -%‘ﬁ. ﬂJEN-ﬁ-:ﬁ’iﬁﬂ%iﬂﬁWﬁﬁ”ﬂ:lﬁ
EELSY.

EXYRDT M-
(ad4- [a- (4-WEK) - (5-BEF %) B X)) -% %

BURMA , 4- (a - (4-MEX) - -¥ X - (5-u
X)) BFE) -X¥% (K#HM1I5(b1)) RICEH KB B AE
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ESEURHE ()

#LEE () SKEPURBHECIE B,
!Jﬂllz4-[«1-(4:ijﬁiLL;uL;E;;L&J&ﬁu&J_E_
) %%

HLURMHA L, 4-(a-(4-MEX) - (3-W g %) B
) -¥W (REP-4-236940, Ex.21) |, A AN-K-— &
Eﬂ!ﬁiﬁﬁl&lﬁE!El!ﬂ:mtiaimf§wa
WHA12: 4- (g - (4-WMEX) -q -F- (1. 2. 4-= B
X)) B %) -¥%¥ g

10E A THFS W E -30C. WEMO.ITEH (1.2 B K
B) CRAEBRSMOTSEH (1.2 RB) 1.6NF -
TEHCHEN, REEAWALSWE-T0 C, 2.858 &
(1 EBRE) Z24-(a - (4-MEX) -1- (1, 2, 4-=
X)) BE) -%K (B2 EP-A-236940, 20a) , i [ 4%
FtTHEH , W% —Bwom A, EAPE-T0CMBMEI i
o MBEMI46.8E W (1.2 R BW) N-9 -2, 4, 6-= ®
EWMok =M% EBEE, i, AWMZ2BELEERES
BrHEG. KFERAHmEZErRT, 8 F KW Aok
BERP, R A WP &R, MR waEELE L
R RSB SEREBNEY, AN N I
(Si0, , WM W %/ ZX8M9: 1, 4: ¥ 1:1) , TLC
(8102 , CHCLs /W B 9: 1) , Rf=0.85; IR (KBr) :

2220 cm™ ; 1H-NMR 9CDCI s ): & (ppm)=7.46R 7.76

(88, m), 8.07 (1H, s), 8.16 (1H, s),
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A~ BB (sb)

w-4-fa-(4ll_i&_L o - - (-
%x) B X)) -2, 3-Z B X B (b1t mh

BUXRAL, 7-®-4-(a- (4-MEX) - C1-mk mE
x) BE) -2, 3-Z H XX B (DI wg, MAN-M-=m
Eﬁﬂ%iﬂ*ﬁﬁ&ﬂ{tﬁﬁﬁﬁ{téwo
ExwROTHM:

(a)7-MW -4- [ o - (4-WEH) - (1-Pk@E %) =5 -

_ — -

BURME (a), 6108 35 7- -4- [ 1- (1-F B %)
FHE) -2, 3-Z W K LB [bIKk M (5 EP-A-445073. Ex.
3 , m6171E%ETﬁﬂ&M:i!Ebl?&ﬁZHFis
BRLREBEYR (), XBZMT % &, mp: 220-223
C. IR (CH2 Clp ): 2231, 1674, 1629, 1490, 1199,
1109 cm™
WA 14: 7-8 -4-(q- (4-MEX) -qg -M-1- (1. 2
L A-Z W E) B X)) -2, 3-— B X ZE B (blrk M

BLURMAL, -8 -4-(a- (4-M% %) -1- (1, 2
 ACZ B E) RE] -2, -2 R EEB (bW, A A
N-a-:*&wn%mamamnmmmﬁwéw,
EHXH®RmT s m:

(2)7-8 -4-[ g - (4-WEX) -1- (1. 2. 4-Z 4 %)
H &) -2, 3-— @ %X Z Bt (bhink
BUKME (a), 612 W 7-8 -4- (1- (1, 2, 4-=
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E~BEABA ()

) ®x)] -2, S-Z= B ZE X Bt [bInt w (R EP-A-445073
, Ex.1) , %617!%%2Tﬁﬂ&303§E4-l3§ﬂl§
z::mm&nmmmt&ui(a). XEZM /" Shdl i
+ WP : 298-200°C, IR (CHy Cl, ) : 2231, 1674, 1629
» 1498, 1347, 1254, 1200, 1015 cm ,
EAIS: 4- (g - (4-E % ) -q -8- (5-m @ %) ;]
MO.35M% (2.0 M) EHMMGEXE-RMWE0.624
X (2.0EH5) - (- (4-MEX) —a - % - (5-
MRE) FE) -XBER VEHL, 2Rk mm
 REREWESOCH & 48/ 15, ReBHA, Bwamm
MENME, BHAKWNE, ERBBRLESR, Roag
c MR BR Y EBEHit & (I X R/ B& 2
B)  HERBELaY, Ir (CH2 Cla ): 2220cm ;
"H-NMR (CDCla ): & =7.20 (d, 4H), 7.66 (d, 4H),

8.43 (s, 2H), 9.15 (s, 1H),
EHYRMOT MW -
fala . a-® (4-WEX) -5-mwmm

oMY R RN, BL3os o — Wmmeo®ER (1.2 %
REB) L.OKE -TEHC RS &, GHWE-40C, E5.2
ER (33ER®E) Z5-MBERI0.TAE (3128 R &
) 4, - -FERIIEATIFZ B % , KER&Y
BR-T5CHRRHEo0.5/) 15, MEeEZT@BLI160 0 ; R, A
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EARNE 3 A (+8)

KRLUE, FWM20EF KA m, TREHEME, B
BMIEBREB, & %M:2N HC1ER ¥ - MK @& %ma

ReEBeEe &, BE. RERE . BRYEERN
B#dE (400 XEwE, “EBER/ BMMZES5: 15)
TERMBMZEBYES R, R.p.80-90°C, Rffi = 0.11%
B. —“K¥fK, ®MBMZES5: 15) °
(bl)4-[a—(4ﬁ£_?é§_L-a-ﬂj;(5—ﬁﬁ§) G
1l 2 EE
4- (o - (4- M E %) o -~ X - (S5-MFor &) @) -
¢ |

3.TA % (8.8 NB) 2 a, a-K (4- %) -5-
W BRI ANE (26 4E R &) WiL#E (1) RsE
FrONFH 2 B M EB T, 160°C i # 4 T . KERBS®H
RBETOC, -~ W@ M6. 44 % (39.68 % 5 ) = X
@ (Il) 20% # 2N HCLlifx % , KREBSYDEHEBEERE
20 &, KERSY R Z8MZ8BE2HR, IR RN
- MAHEREHE RN, RumE s s B, B Y
B, BB ERNE & (200 AR, 2/
BBMEEL: 2) EHMBRESY (bR (b2), B & 4- (
a-(4-WMEXE) -0 -B%- (5-ng %) X)) -%¥%
EREBEEHFIKEY, IR (CH, Cl1, ) - 2190, 3530
ce™ , Rffi=0.2T (W B , CSf MM ZE, LR 4-
- (4-RNEE) -a -B%-(5-HWEx) FE) -% K

_60_

RIER A M + BB RAR IR (CNS) P 435345 (210X 297 0 ) 81. 5. 20,000 (H)

(ot D ek ot o it B (N B ek )

cd‘..c‘oonucaacc

3T




H

Y

o

Cd

ol

__E

o2 32 H 3

#
L
E

201267

&>
oo

ESNEARA (59)

n.p.’228—230°0 (EMBZ®8) , IR (Nujol) : 2225,
3160 (W) cm™ , Rf(4§ : 0.14; * H-NMR (DMSO-dg ) :
9 =T.42 (s, 1H); 7.55 (d, 4H); 7.86 (d, 4H):
8.87 (s, 2H); 9.16 (s, 1H),
WA16: 4- [ o - (4- % %) —a - - (S5-W %) @
x) -¥ ¥

BURMIS, 4- (o - (4-MZE X)) -4 - X - (5-m
B X) FE)] -%¥ (RAIS(bR L, 2-— EEfg o >
R=E=MAEoloE - K &,
EAI17:4-(a- (4-WEX) g -8- (2- WEx) @
E) X ¥

R -5°C, 399 ERAFEHRNGEH TR 4 £ 7 & % &
%, HI12EA & K TIFE B BHRESWDE-15C, Bl10
ﬁﬁ—iﬁiﬁ%ﬁm475§ﬁl4—[a-(4-ﬁ§£) -(2-m
WE) RE) -¥W (REP-A-408590, Ex.7TR 2) R17.5
T HTHFZ 8 % . U K BRSO EHEERBEL A
B % , u15ﬁﬁﬁs7}no.75£&?§;ﬂ-ﬁ-:*Fiﬁﬁ%?ﬂﬁ
NEBRT.OEABY THF & % . EAMHEL.5/B, 8
BRERBREDLl A MEEETSE, EE P
BERY, A H_RKwg 8K, TREE WKW %,
LBR®R, CRBEHLELES. e EYRAZEMHES %

HMEBTEHEL (BB, MBMZEB /CHK1:1) %
HOM&® : n.p. 145-146°C, MS (FAB) : (M+H)* =
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ENEALE (bo)

305, TLC (M MZ 28 CH1: 1): Rf=0.5
EM18: 4- (q - (4-HE X)) -g - -1- (1. 2. 3. -

g ./

REE-5C, T8ERAAFEDRNEHFBROES & 3
RERIEBRBAUEACHTIFR®, SWE-15C,
155 @ MOS0 R 4- (a - (4-WM¥EX) -1- (1, 2, 3-
S E) B EX)] -¥% (REx. 6a) R 15% # THFZ B B
c EMEH L EADNF, R -TSCTHEL MR ®, 1.5
EN-M - FEBAMREBMABBERISEAR &Y TIFS %
c BRHELISAK, ZRSVB. REKEES Y U 14
WMEBEZH. BZERLBAEUNKERST, R%H - K
2. AHHONA W AW, CH®, TREH L
BRE. TEHEYHZRBME? X, SREHELL (
BB, BBMZEBM,/ S/R1: 1) ; n.p. 138-140C . Ks
(FAB) : (M+H)* =304, TLC (MMZX®B. " Chil: 1)
Rf=10.41, |
EM19: M (Fadrozo B L EH SR ABE W

B3 HEH

— M5 % MY MEB (M. Radiata), MM O EF M (
BI-BX; SWHREFY) RAABYBLETHER
AME. 4+ Xt (BHWHLEI3K) , RELEHR . & 13% K
L. MUY R EXGEE RS (Alzet) N#, K& X
HREAWMHSOOM T S ML (5- (M -MEX) -5,

-62 -

(om0 o e B (N B e R 9 )

AR b B W AR (CNS) F4RE(210x 2970 %)

81. 5. 20,000 (H)




#
A
E

D H O IR i

&>
oo

201267

ESBERLA (1)

6, 7 8- M KkM (1, 5-a) WMioE Wi &) o WM M X
M (®26X) REFMAKRNNE. e T HENE o &
PR. EHAORBERT, MG, MERs «
MEB. A WAL ERT ., ARGAN > A m e
EEEBR TN PSR EMEAYE., &
EMASKREMETM G,
EHAEAET, X *BBRB2BMamysH, 5
TREAMEGCERBEZHY, s ARATM A H% _ o
- A ERAMRACHYEREER 22BN ; o8 A
MEHARERR AR M BE ASEW., Arang
EHEN R ABNRE TEAN S EMBMER R B 1 D
EREE . HEB2BRHAAAY, RAGEHD £
%, BAZREO G MR,
BM20: % # 10000 100% 3 & . B R0.28 %

U R

446w

- (H-MEKL) -5, 6, 7, 8-m & ok 0% B

(1, 5-a) Mot # 1t & 2.00 %
TR, B R 2.00 %
gex, &8 100.004 3
A#. mBEH 836.004 3
W 05 & % 10.004 %

EEYEREEN 50.004\ W

1000.004% 35
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BN BERALA (b3)

REBOZHAEAOLAE S . RE-BasmeEaw, w
ENR&EMNBL,

EM21: % M 10000 100 % & , 88 1% w0 i

% R

M Eewm

(-)-5- (% -M%¥%) -5, 6, 7, 8-m g

B0 R (1, 5-a) Mo A& 10.004 %%
AW, B m T40.004 3%
EEx, R 230.004
—EEWB ., B 10.004 %
N 10.004% 3%

1000.004 3
RMBOZHFBELAHRES . RR-BHHRELSY,
MEXNA&MED.
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@D P XAANE (RRAZE XE!K&I&&B&!EM@!EI)
ZFEYAIRSERONNGFEESREBIE, RE
BRABRLAYREMUEBERBUBIZ2HE, UREMR
RESOURUUNBLESEINB2ARB U2 &

AXPNHE (22 24 ; Contraception in Female Primates Without
Affecting the Menstrual Cycle

The invention relates to the use of aromatase inhibitors
for contraception in female primates and to a method for
contraception in female primatessusing such substances and
to the use of those substances for the preparation of phar-
maceutical compositions for contraception in female primates
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A vHEAMEE |

FE 81103156 " A B EE R ALSH T EE ) EHXK
(814 11A & &)

L.~ EHEFERBUHBSREBIZ2HFE, BE®SL - (
H¥K) -5, 6, 7, 8- HmOEKMB (1, 5-aldi a&
RHEBLTEZ2HANBAALSRTFT RS &R A, K =
AXREEHMHEBREZAEZEAN

c BB EMNGEEE 1l H2F%, KPP EREE AR

SwHFEMGEESE 1 H2FE, P AH()-5- (WX
#) -5, 6, 7, 8 - HmEKMB [1, 5-a] dt g K H
£ 82 L EZ2HBNAE

AMERE AR T RERRE (CNS) ¥ 4 35 (210 X 297 %)
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