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BOFICRESINEWA, BERALHHD10~6000mg. 5% U < 13#50~40
00mg. S 5ITHZF L I3 100~3000mgTHH ChaxBE 1 H1~3EHFTH



-2 3 -

WO 95/03279 PCT/JP94/01231

543, |

ROABFERAZHLT 25463, TRCRBASSITLECIEUTESA.
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BIZERATTY VB TRV DL, N7, VYU REN, FEEFELTREES
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BREMBA, REMAK. FRAA. REATE2H/MU. BHEICX DB, KT,
HANEHAET S, TOBLEICLD, FECIVBEELBRYMETI b5
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'"H-NMR(DMS0-d¢) & Cppm) : 5.22(2H, s), 7.33(1H, t, J=8.0Hz), 7.36-7.42
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(8H, m), 7.49(2H, d, J=8.0Hz), 7.54(IH, dd, J=9.2, 2.8Hz), 7.69(IH, d, J
=2.8Hz), 8.08(1H, d, J=9.2Hz), 8.65-8.69(2H, m), 11.5(1H, br s)
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FIST4-THREL, RELEY 1.2g %8B,
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2.8Hz), 6.73-6.80(2H, m), 7.12-7.15C1H, m), T7.90(1H, dd, J=9.2, 1.4Hz),
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oo SEFRIMEBMERK, B L. BRECEHBRIFNVERFERENZL ., FEYE
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'H-NMR(CDC1s) & (ppm) : 5.23(2H, br), 6.94(1H, dd, J=5.6, 2.8Hz), 7.32
-7.38(2H, m), 7.48-7.55(1H, m), 7.69-7.75(1H, m), 7.94-8.00(1H, m), 8.18
-8.24(1H, m), 8.67(1H, s)

BLER 9
5, 11-YkPFo—-6-—=boIX) (b, e) (1, 4) FT7E¥EY
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02N

2— ((2, 6=-U=2buTz) TIJ)NUINTLI—=I 1.8g(6.2

sU%w)%97nmx7>wma1+»1—fwwmmﬁﬁaﬁﬁb‘*%ﬁ
BFTMIZFAT IV 2.2 (15.53VEN) EXFZ VRN FKZNZ0Y K0.58
m ( 7.43 UV EN) ZERMA 7, 302 RBHE. RISEAMEHIELT Y E
SR LOKER RIS, BRIV THE Uk, BH%. BEET € b 150
CEBU. VFUATOLR 2.7g (313U EL) EMAT | HMMARR LI,
BREZBEEE®R. REZ VYW SVIS L0 bS5 T4 —THEL, 2-
((2, 6=-Y=2ba72=)l) 7IJ)RNUINTull 0.5g%8B7k, Zh
ZYUAFIVRIVLT I FInlICERL, #4907 216mg ( 2.8 Y EIL) 2
AEBRTOREBRE,. YAFLRNLT I Nlonl, KBS Y Y L15Tng(2. 8
IVEN) L k2mlEMEKINZ 100CT S BRMMBA L, B%k. RICEAY A
MAHKPICEESHRIFVTHE Uiz, BR%, BEEZVUIF VIS LD
2h7I5T 4 —-THREL, ZELEW0.22g 2187,

'H-NMR(CDC1:) & (ppm) : 4.02(2H, s), 6.73(1H, dd, J=8.8, 7.6Hz), 6.94
(14, dt, J=7.6, 1.2Hz), 7.06(1H, dd, J=7.6, 1.6Hz), 7.09(I1H, dd, J=7.6
1.2Hz), 7.22(1H, dt, J=7.6, 1.6Hz), 7.55(1H, dd, J=7.6, 1.6Hz), 8.17(1H,
dd, J=8.8, 1.6Hz), 11.13(1H, br s)
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NH.

H

NH:

P—bIA4UY 0.8 (T.43YEN) L1 -JDO-2, 6-Y=baRv¥
v 1.5g (1.4 IVEN) 2UXFANZNKFYE 16n] ICHEBEL. MV IFL
T IV L5g (14.8IYEN) £MAT, 80~90CTI2EREHE. Bl F I
ZIA. K. MB< 7200 ATHEE L, BRE. YV AF VA5 L 0w
M5 74 -THREL, N- (4-AFNTxz=0) -2, 6-V=ba7=y
v 2.08 2B THhEXS )= 2m] EF PS5 RODT5 Y 40l ORKIS
BRU. NS UV LA-REFETEREETKRBMET -7, M EBAIHKYE
BeRWEFEEL, REMLEY 1.68 2B 7,

'H-NMR(CDC15) & (ppm) : 2.25(3H,s), 3.75(4H, br), 4.68(1H br s), 6.23
(2H, d, J=8.0Hz), 6.56(2H, dd, J=8.0, 2.0Hz), 6.92(1H, t, J=8.0Hz), 6.99
(2H, d, J=8. 0Hz)

BEH 11
N=-[8-73)-2-[(4=AFNTz=)) 7)) 7z=0] -4 -

AMFIRVEBUVAINEKRYT IR

CH30~©7302NH
H

N

NH. CHs
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BlEF 1 0DLEM 1.6g (7.4 SVEN) 2F 5 FoI5y 40nl 25
RU, BEVYY semlEd-APFURVEYZILK=N20Y F (1.7g. 8.1
VYEL) RERMA S, BT 2 BHBREBBRIF VAL, Kk, B
RTFYDLTER UL, BE%. BEEYYAFAAS L0 b T 57 4 -
THEL, RELEY 1.88 2177,

'H-NMR(CDCls) & (ppm) : 2.24(3H,s), 3.65(2H, br), 3.85(3H,s), 4.62(1H,
br s), 6.28(2H, d, J=8.4Hz), 6.49(1H, dd, J=8.0, 1.6Hz), 6.86(2H, d, J=
8.8Hz), 6.90(2H, d, J=8.4Hz), 6.96(2H, dd, J=8.0, 1.6Hz), 7.02(1H, t, J=
8.0Hz), 7.22(1H, br s), 7.67(2H, d, J=8.8Hz)

BlaEf1 2
2—[(2, 6-Y=b0T2=)) 73)] -5 -JotuREER

NO.
N F
H

NO. COOH

2-73)-5-JNFoREER 3.0g (19.3 IVEN) £1-Yoo-2,
6-U=hoRUEY 5.88g (29.03 YEL) AIAFLAALT I K (30m)
LUAFNZNEFYE (Som]) ORMECHERL. YIZFAT I Y 6740l %
Mit. ERFEATZET] A BRER%. BHL. | NEREML ., R
TFATHEL, | NERTHEE. HE< 720w ATER LR, BE%. 7o
oA AEMA, A UEREER L. RELAY 2. 655587,
H-NMR(DMSO-ds) & Cppm) : 6.88CIH. dd, J=9.2. 4.4Hz), 7.29-7.4C1H m),
7.37C1H, t. J=8.0Hz), 7.64(1H, dd, J=9.2, 3.2Hz), 8.35(2H, d, J=8.0H2),
10.70(1H, s), 13.87C1H, brs)
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BER1 3
6-73I/-5, 10-YkFo—-2-INFo—-11H-IXUJ [b, e]

[1, 4] V97¥¥EY—-11-%V

H2N

BUEG 1 2 D{LAY 2.52 (T.8IVENL) AF FSEFOTS L @BmMDE RS
J = (5m]) DRIICER U, IKBIL T D9 L - REBEFETITKERE 3 ke/cm®
TRERM Ulzo MG BERERERETE L, BEEY AFARIVLT I F
25ml ICEMR Lice CHIZY T 2= bR ZRYAT Y F 450 (19.53 Y E)
ERUZFAT IV 6.5m (46.73VEN) FMA. ZETABBBL L, B
MEMAELT Ve JokEI A, BRIF L THE L, BAEET v E="
Lok, SRREATIERYES Uiz, BB~ 7 % o0 L THR, BE%. BEE Y
UAENASLIa< b ST 4 -TREL, RELESY 1.53g% 87,
'H-NMR(DMSO-de) & Cppm) : 5.22(2H, br s), 6.27C1H, dd. J=8.0. 1.2Hz),
6.43C1H, dd, J=8.8, 1.2Hz), 6.67C1H t, J=8.0Hz), 6.82(1H br s), 7.16-
7.27(2H, ), 7.35(1K,dd, J=9.6, 3.2Hz), 9.88(IH, br s)
EHif 1

-2 P¥Y-N- (0H-J = JFTIV—1-41) RVEYINK YT
PR
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CHSO@‘SOZNH
H

N

1-73I/)-10H=-7=/)F7Y2 10Tmg ( 0.53VEN) 2EY I 4nlic
BRL, EEBBRT4-APMFIYRVEYZRNKRZN70Y F 115mg (0.553 Y
EN) OF P FOT5VEK (2n]) 27, BERT—HREER, BHEL.
Bl BB F ) LKA, HREEAR. Kb, BB IR Y LTERL
foo BHER, BEZ VYISV IS L0 NS T4 —THEL, 25 -0
NoFEE L, RE{LEY 115mg%EBE 7,

B . 158-160 °C

'"H-NMR(DMS0-d¢) & (ppm) : 3.74(8H, s), 6.60(1H, dd, J=8.0, 1.6Hz), 6.65
(1H, t, J=8.0Hz), 6.70(1H, dd, J=8.0, 1.2Hz), 6.77-6.84(2H, m), 6.93(1H,
dd, J=7.6, 1.2Hz), 6.96-7.02(3H, m), 7.57(2H, d, J=8.8Hz), 7.62(1H, br s),
9.39(1H, br s)
EHtif 2

N-—(QH-ANRXT=I=1—-AN) =4 - A FIRXVEUIANEVT T

CH30@SOzNH
H

N
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S 1 LR UTRELANE B

B 201-202 C
S 3

N- (8, 0-"YEFOFIYIY=4-AN) -4 - A bFIYRVEY R

RVY7 IR

CHsO-QSOzNH
H

N

ERM 1 ERKICUTEBLEDEB T,

'H-NMR(DMSO-d¢) & Cppm) : 3.71(3H, s), 3.87(2H, s), 6.58-6.65(2H, m),
6.74-6.80(2H, m), 6.88-6.92(1H, m), 6.94-7.04(4H, m), 7.57(2H, d, J=8.8
Hz), 7.62(1H, br s), 9.29(1H, br s)

S 1615 4 |
N—- (9 (10H) = F7 7YV )v—4—-4N) =4 -FAbFYRXVvEVZ2LF

v7IF

CHsO@—SOzNH
H

N

EHF | ERBICUTEREILLAYEBT,
'H-NMR(DMS0-ds) & Cppm) : 3.75(3H, s), 7.02(2H, d, J=8.8Hz), 7.05-7.15
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(2H, m), 7.24-7.32(1H, m), 7.62(2H, d, J=8.8Hz), 7.70-7.77C1H, m), 7.84
(14, d, J=8.0Hz), 8.07-8.13(1H, m) , 8.19(1H, dd, J=8.0, 1.2Hz), 9.74(1H,
br s), 10.79(1H, br s)

LR 5
4—APFY-N=- (0H- T2 ) FFIV—1-4L) RVEVIAKYT

EWiF 1 LRBRICUTERELEAEET,
Rh: 220-223 °C (4fR)

SEHE B 6
N—- (10, I1-YEFa-5H-IXVX (b, f) 7¥EV—4—-4)) —

§—APFIRNVEVZNKFVT IR

CHSO——<i:::>——SOzNH
H

N

EHB 1 ERBRICUTERELLEMER T
Rie : 182.5-184.5 °C
'H-NMR(DMSO-ds) & (ppm) : 2.78-2.92(4H, m), 3.64(3H, s), 6.56-6.70(4H,
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m), 6.82(2H, d, J=8.8Hz), 6.88-6.95(2H, m), 6.97-7.03(1H, m), 7.26(lH,

br s), 7.44(2H, d, J=8.8Hz), 9.47(IH, br s)

EHEHl 7
N-—(T-2b*¥Y-9 (I0H) -F2YV)v—4—-4N) -4 -2 F¥

RNy 2Z2NVFKyT7 IR

0CHs

EHP 1 LRI L TEELENEB,

Bhsi : 2563-256 °C (4 f&)

"H-NMR(DMS0-d¢) & (ppm) : 3.76(3H, s), 3.86(3H, s), 7.00-7.08(4H, m),
7.42(1H, dd, J=8.8, 3.2Hz), 7.58(1H, d, J=8.2Hz), 7.62(2H, d, J=8.8Hz),
7.86(1H, d, J=8.8Hz), 8.10(1H, dd, J=7.6, 2.0Hz), 9.72(1H, br s), 10.84
(1H, br s)

EHEf 8
LA b FY-N=- (T=AP*Y-10H-F2)FTIV—1-AN) Ry

EVANKUTIF

CHsO-—<i:::>——SOzNH

=z

S 0CH,
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EMH 1 R LTERELEWEBL,
Rbs : 157-160 °C
E il 9
N- (5H=-9RVZ (b, f) TEEY-4—AN) —4 - XA FURVE

VANEVTIF

CHaO@SOzNH
H

N

EHB 1 LR LTRELANE R,

"H-NMR(DMS0-de) & (ppm) : 3.78(8H, s), 6.13-6.24(2H, m), 6.33-6.41(3H,
m), 6.55(1H, t, J=7.6Hz), 6.65-6.82(8H, m), 6.93-6.99(1H, m), 7.03(2H,
d, J=8.8Hz), 7.59(2H, d, J=8.8Hz), 9.38(1H br s)

EHEFI1 0
4= APFY=N-(6 (5H) =T+ vRUIV)Vv—=4-4AN) XvE¥y

ANEKVTIF

CHsO@SOzNH

KW 1 ERKICUTRELENEH T,
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'H-NMR(DMSO-ds) & Cppm) : 3.73(3H, s), 6.99(2H, d, J=8.8Hz), 7.08(lH,
d, J=7.6Hz), 7.16(1H, t, J=7.6Hz), 7.58(2H, d, J=8.8Hz), 7.65(1H, t, J=
7.6Hz), 7.85(1H, t, J=7.6Hz), 8.20-8.35(2H, m), 8.49(1H, d, J=8.4Hz),
9.80(1H, br s), 10.20(1H, br s)

EREf 11
N=(T-INAO0-10H-T 2 JFT7IVv—1-AN) —4 -2 FURYy

EVRANKRVTIF

EHH | & AR LTRBRAN AR,
R 166;168 C

EHE 1 2
N- (IXVX (b, f) (1, 4) AFHF¥EY-11 (JOH) —F4v -9 -

AN) —4— A PFURVEYVZRNEKRVYT IR

cmo@sozm{ 0
Ho |

EMS 1 ERBRICUTEBILENEERT,
BhA : 239.5-241 °C
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K1 3
N- (T-EFoFY-10H=-T=2)FT7IV-1=4N) —4-ArFUX

vEUZNKRYT IR

CEHEH 1 SRR UTRER S A B,

"H-NMR(DMS0-d¢) & (ppm) : 3.73(8H, s), 6.36(1H, d, J=2.8Hz), 6.41(1H,
dd, J=8.4, 2.8Hz), 6.52(1H, d, J=8.4Hz), 6.58(1H, dd, J=6.4, 2.8Hz), 6.60
(1H, t, J=6.4Hz), 6.80(1H, dd, J=6.4, 2.8Hz), 6.98(2H, d, J=8.8Hz), 7.30
(1H, br s), 7.55(2H, d, J=8.8Hz), 9.08(1H, br s), 9.38(1H, br s)
SEHE 1 4

N=(4=-TF7290=)) —4—APFIRYEUV2NFYTIF

CH30-<:::>}—SOZNH

N
”\
V4

ERH 1 LR L TERBELEYEB,
B : 143-145 °C
SR 1 5
4- A FFY-N=- (I0H-EYF (3, 2-b) (1, 4) RVXFF4v
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Vo9 AN RUEVRANEVTIE

EHH 1 LRFICUTERBLEYMERT

'H-NMR(DMSO0-de) & (ppm) : 3.77(3H, s), 6.51-6.60(3H, m), 6.63C1H, dd.
J=7.6, 5.2Hz), 6.92(1H, dd, J=7.6, 1.2H2), 7.05(2H, d. J=9.2H2), 7.57(1H,
dd, J=5.2, 1.2Hz), 7.63(2H, d, J=9.2Hz), 7.82(IH, br s), 9.37CIH, br s)
EHif 1 6

4-Ab*¥Y-N- (GH-EVYF (2, 3-b) (1, 4) RyXt*F4v

V=8 —AN) RUEYZNEKYT IR

EMiF 1 ERBICUTRERLEDNEE T,

"H-NMR(DMS0-ds) & (ppm) : 3.80(3H, s), 6.16(1H, d, J=8.0Hz), 6.43(1H,
t, J=8.0Hz), 6.56(1H, d, J=8.0Hz), 6.78(1H, dd, J=7.6, 5.2Hz), 7.00(1H,
dd, J=7.6, 1.6Hz), 7.07(2H, d, J=8.8Hz), 7.39(1H, dd, J=5.2, 1.6Hz), 7.65
(2H, d, J=8.8Hz), 7.82(1H, br s), 9.15(1H, br s)
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SEHEHI 1 7 |
N- (5, I-VEPFRaINVX (b, e) (1, 4) +FHE¥LY -6+

W) =4 =X PFIURVEYZRILFUT IR

CHsO@SOzNH
H

N

KHF 1 ERBRICUTRERAYZ B,

B 0 158.5-155 °C

"H-NMR(DMS0-de) & (ppm) : 3.65(3H, s), 4.83(2H, s), 6.53-6.59(2H, m),
6. 78(1H, t, J=7.6Hz), 6.77C1H, d, J=7.6Hz), 6.81(1H, dd, J=7.0, 3.THz),
6.91(2H, d, J=8.8Hz), 7.04(1H, d, J=7.6Hz), 7.15(1H, t, J=7.6Hz), 7.34
(1H, br s), 7.53(2H, d, J=8.8Hz), 9.48(1H, bf s)
KM 1 8

-2 bFY-N—- UOH=-F 2 )JFTIV-1-AN) RXVEVZINKVT

TR _S-dxvF

CH30—©—802NH
H

[ ]
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4

ERHH 1 DILEY 200mg (0.516 IV EN) ZV700 4% U20mlITERR L.
KEEETM -7 o oBREER [ling (0.645 IV EN) 20X 7, 304 RE
Bk, THUCESEERL, A7) -V -IFNI—FN-V70uryuh
SEMERL. RELAEY 150mg%E B 1,

Bhs . 221-223 °C (4FR)

EHEH 19

4= X PFY-N=- WH- = /)FT7I0=1-AM) RyEvRNKVT

IF S, S=-9F%FVYF

EHH 1 OE 210mg (0.56X VEIN) 2V 700X 7 v20mliciER L, Xk
WEETM -/ 0uBREER 242mg (1.403 YV EN) ZMA 71, BERTI2EH
BEE. FHUCEREERL, =7 /) - oBEER L. ZELAY 170ng%
B

B : 247-249 °C
ERH 2 0

N-(7T-EFo*¥-9 (I0H) - 72UV ) v-4-4AN) —4-RX b+

IRYEUZNKYT IR
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CH30‘©-802NH
' H

N

0

OH

1

SLEG 1 OLEH0.47Tg (1.5 SUEN) X% J —)50ml EBERF L 150
MORRICHERL, BIEEEmgZMAZEER,. BEETKERM Ui, REY%E
BIBEHEEL, 5-73/)-2-_UYLF+Fv-9 (10H) -T2UY )Y
ER7c. IhEEY I v2mlicEREL, ERBETL - AMFURNU¥ Y 20K
=70V F0.32g ( 1.L53VEN) OF FSE RIS UHEE (5n) 2%
oo 1 BEBHR. REEAYZATMAEKFICES, BT )V THE LT,
BRAER. REZVVATFNVIS LI 0 NSS4 —CRELTESKIZN-
(T=-RVINFFY=—9- (10H) ~TIYI)v—4—-4N) —4— % %
YRVEVRNKYT I REAY ) =) 100m] EEEBEZF U 100m] ORI < i A2
U NS UDL-REEMA. B, BETKERMUlco XS5 YY L-EE
BAHRBMEZE L, RELEW0.21g 287,

'"H-NMR(DMS0-d¢) & (ppm) : 3.74(3H, s), 6.96-7.03(4H, m), 7.24(1H dd,
J=8.8, 2.8Hz), 7.48(1H, d, J=2.8Hz), 7.61(2H, d, J=8.8Hz), 7.74(1H, d, J
=8.8Hz), 7.98(1H, d, J=7.6Hz), 9.61(CIH, br s), 10.63(1H, br s)

EHH 2 1
N- (6-¢& F‘D#-‘/—VQ (JOH) =7 2U9)v—=4-4N) —4-%} %

YNVEVZANEVT IR
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N OH

ERHI20E R UTERELEWEBT,

"H-NMR(DMSO-ds) & Cppm) : 38.73(8H, s), 6.72(1H, dd, J=8.8, 2.0Hz), 6.96
-7.07(5H, m), 7.59(2H, d, J=8.8Hz), 8.00(2H, d, J=8.8Hz), 9.71(1H, br s),
10.47(1H, br s), 10.49(1H, br s)

EHif 2 2
N-(7T-tFoFY-—10H-T=)FHIU-1-4)) -4 -2 FFUNX

vEUVANEKRVT IR

CHSO@SOZNH
H

/

BIEH 5 DA 158 (3.2 IVENL) 2F bS5 RT3 v3mlUciEmL.
RSV A-REEMATER. FETKEBFMUIco NI VT L-kFEEEH
B, WEDPHEMCRIZETEHEL, ShiICEYYUbnlEd— X FURVE
VANFKRZNIBY F0.72g (3.5 IVEN) AMARET KRB LA, BE
IFNEKEMA, EREZSM, Kk, BB~ 720 L TRE, BHE®R. &
BEVYAENAS L0 574 —THEBU, N- (7T- (tert—-7
FUNIRAFNIUYNAFY) —10H-T 2 ) FHIV—1-AN) —4—- A F
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YRVEVRINEF YT IF 1.5g%kBl, ZOEY 0.5g (1IV=EL) 27
FSEROTSUImicR@RL, EEEES T F5—n-TFAT VEZD L
TNFTAFIMAFS VR 120l 2 MAZRTIOHEEE LA, RIGEEY
CINIER LSml EFBFIUEMA, HHREEZKE. WB~ 72V LTHE,
CREEE L. RELEY0.26g 21F 7

"H-NMR(DMS0-d¢) & (ppm) : 3.79(8H, s), 6.09C1H, d, J=2.4Hz), 6.17(1H,
dd, J=8.4, 2.4Hz), 6.27(1H, dd. J=8.0, 1.6Hz), 6.37(1H, t, J=8.0Hz), 6.45
(1H, d, J=8.4Hz), 6.45(1H, dd, J=8.0, 1.6Hz), 7.06(2H, d, J=8.8Hz), 7.06
(1H, br s), 7.65(2H, d, J=8.8Hz), 8.97(1H, br s), 9.10(1H, br s)

EHF 2 3
N—(gH—ﬁwﬁj—m—1—4w)—3—7nn&y€yzw$375F

SO.NH

Cl ‘ ‘

P 1 LR LTEBLANE R,

Eﬂﬁ 162. 5-163./5 °C
i 2 4

4= A PFY-N-(BH-Tx)FHVVv-83-Frv—9—-AJ)) Ryu¥y

ANEVYTIF
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BUES] 4 D/LAW0.12g (0.513VEL) £FFSEROT5 v 2mIziERE L.
RSIYL-REEMATER, FETKERM Lo N5 VY A- KRELBET
B, WENEESITHSETTEREL, ChictYvysnled— X hFyRVE
VANEFZN78oY F0.12g (0.563 Y EN) 2IMZ. EBT—HBHEL, B
Mk, REZVUASNVAS L0 M504 —TREL, £E{L41Y30ng%
87,

'H-NMR(CDC1s) & (ppm) : 8.82(3H, s), 6.31(1H, d, J=2.0Hz), 6.87(IH, dd,
J=10.0, 2.0Hz), 6.92(2H, d, J=8.8Hz), 6.93(1H, dd, J=8.4, 1.2Hz), 7.40
(1H, d, J=10.0Hz), T7.42(C1H, t, J=8.4Hz), 7.48(1H, dd, J=8.4, 1.2Hz), 7.86
(2K, d, J=8.8H2). 8.43(1H, br s)

EHHI 2 5
L= X FY-N- (3H-T2)FTIv=3-Fv-9-11) Ru¥

ZNERVT IR
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=X PFIURNVEVRNVEZNIOY FEL =TI )-T-ERoFv-10
H=-T2 ) F7V UM oEKRAIBDILENEEBT ABOBERY E LTEE/L
EYERT

'"H-NMR(DMSO-d¢) & Cppm) : 3.72(3H, s), 6.85(1H, d, J=2.0Hz), 6.89(1H,
dd, J=10.0, 2.0Hz), 7.01(2H, d., J=8.8Hz), 7.34-7.37(1H, m), 7.43-7.50(2H,
m), 7.78(1H, d, J=10.0Hz), 7.80(2H, d, J=8.8Hz), 10.23(1H, br s)

EHf 2 6
N—(Sy 11—:\)tF‘D:‘)&:/‘j [by e) [1’ 4]%7‘{—55:/_6_’{}1/)

— A - APFURNVEVZINEVT IR

CHsO-—<z:::>——SOzNH
H

N

EHH 1 ERBICUTERELEEMEB T,

Bh s 200-202 °C
KRB 2 7

N—- (5, 10-YVEFg -2-70Fo~11H- IXUY (b, e) (1, 4)

V7EEY —1-Av—6—AN) —4-A+rFIURVEVIRIKYT IR
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4= A FFIRVEVZRNKFZNV O FERER 1 3DLEHHSEHEH 1
ERBRICUTRELREDZR T,

RS 241.5-243 °C

'H-NMR(DMS0-ds) & (ppm) : 3.74(3H, s), 6.52(1H, dd, J=8.0, 1.2Hz), 6.76
(1H, dd, J=8.8, 4.8Hz), 6.79(1H, t, J=8.0Hz), 6.86(1H, dd, J=8.0, 1.2Hz),
6.94(2H, d, J=8.8Hz), 7.14(1H, td, J=8.8, 3.2Hz), 7.14(1H, s), 7.32(1H,
dd, J=9.6, 3.2Hz), 7.47(2H, d, J=8.8Hz), 9.54(IH, br s), 10.06(1H, s)

EHifl 2 8
N- (7, 8-VINAO-I0H-T =2 /)FTI/-1-4N) —4-AbF

IRYEUZANEKFRYT IR

ERF 1 ERBICLTEEEYER,

R : 158-160 °C (&)

'H-NMR(DMSO-ds) & (ppm) : 3.76(3H, s), 6.54(1H, dd, J=8.0, 1.2Hz), 6.70
(1H, t, J=8.0Hz), 6.85(1H, dd, J=12.4, 7.2Hz), 6.89(1H, dd, J=8.0, 1.2Hz),
7.01(2H, d, J=9.2Hz), 7.17(1H, dd, J=10.4, 8.0Hz), 7.55(2H, d, J=9.2Hz),
7.88(1H, br s), 9.27(1H, br s)

EHtEfl 2 9
4 X PFY-N=- (0= AFN=10H-T = JFHI-1-A4)) XU ¥

vVANKEVYT IR
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CHaO-—<i:::>-—SOZNH CHs
I

N

0

KW 1 ERBICLTRE/LEDEBT,

R 151-153 °C

'H-NMR(DMSO-de) & (ppm) : 3.27(3H, s), 3.80(3H, s), 6.22(1H, dd, J=8.0,
1.6Hz), 6.58(1H, t, J=8.0Hz), 6.66(1H, dd, J=8.0, 1.6Hz), 6.69(1H, dd, J
=8.0, 1.6Hz), 6.75(1H, dd, J=8.0, 1.6Hz), 6.79(1H, td, Jt=7.8, Jd=1.6Hz),
6.93(1H, td, Jt=8.0, Jd=1.6Hz), T7.04(2H, d, J=8.8Hz), 7.59(2H, d, J=8.8
Hz), 9.37(1H, br s)

KHiFl 3 0
N—- (5, 1-VEFo-2-tFoFYINXVZX (b, e) (1, 4) *F

BYEE V-6 —AN) —4-RXPFIRVUEVZRINKVTIF

CHsO—*<:::>F—SOZNH
H

N

0 o

HEH 6 ERRICULTAERLA 2 — (tert=TFAIXFAVYNAFV) —
5, l1-YkbFo-6—-=boINUX (b, e) (1, 4) AFHELYDS
KW 2 2 LRBKICLTRELLEMEBI

RS 200-202 °C

'"H-NMR(DMSO-ds) & (ppm) : 3.71(3H, s), 4.78(2H, s), 6.45(2H, d, J=4.8
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Hz), 6.50C1H, s), 6.60(2H s), 6.73(1H t, J=4.8Hz), 6.95(2H, d, J=8.8
Hz), 6.99C1H, br s), 7.55(2H, d, J=8.8Hz), 8.96(1H, br s), 9.42(1H br s)
Kl 3 1

N- (10, 1=V Fo—-2—-XFN-5H-IYNVY (b, e) (1, 4)

IV7EEY—6—AN) —4-A P FIYRNYBVANKVTIF

CHsO——<Z::>}—SOzNH
H

N

CHs
H

BAEFIIOLEY 0.68 (1.56IYENL) X ) —A30mISEBL, /85K
VATNTE FTongs 1 N#EER2. 3oml M 2 7o 303 FMNABRE. BT 7
EMAL K. BB 77XV LTERE LU, BEE, BREZFH®RIF V- n -
NFFUhOEERILL. RELEY 0.5g 2B,

Rha : 187-192 °C (%4 (CREAR)

'H-NMR(DMSO-d¢) & (ppm) : 2.17(8H, s), 3.TI(3H, s), 3.95(2H, br), 5.70
(1H, br), 6.14(1H, d, J=8.0Hz), 6.37(1H, t, J=8.0Hz), 6.56(1H, d, J=8.0
Hz), 6.58(1H, d, J=8.0Hz), 6.76(1H, d, J=2.0Hz), 6.86(1H, dd, J=8.0, 2.0
Hz), 6.95(2H, d, J=8.8Hz), 6.97(IH, br s), 7.56(2H, d. J=8.8Hz), 9.34(IH
Cbros)

EHEH 3 2
N—- (10, 1-YeFo-2-I04u-5H-IXV (b, e) (1, 4)

VT7EEYV—6—AN) =4 =X bFIURVEV2NERVTIF
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CH30‘®—802NH
H

N

H

KBV FOLTIHI =D A 460mg (12.13VEN) OF S RIS VE
B (40m]) WEMH 2 7 O/LAM 500mg (1.2 IV EN) EMAI, BET23
BEESS%, KA THRIF VLD LEOMA, DVTHEET v ey AkEM
Ao FEMEBIBEHE L, BT Ve AKEBBIF VAN, Hik
BEAWM. Kk, WB< 7% ATHBREE L, BEEVY NSNS A
Jux bS5 74 —TREZ,. 25 ) -VHhoBERKL. EE/LESY 315miE
720

s

RELAMIERF 3 1 LRAKOERIV - bTEHE SO,

B : 180-181 °C

'H-NMR(DMSO-d¢) & (ppm) : 3.71(3H, s), 3.97(2H, br d, J=3.2Hz), 5.76
(1H, br t, J=3.2Hz), 6.20(1H, dd, J=8.0, 1.6Hz), 6.41(1H, t, J=8.0Hz),
6.59(1H, dd, J=8.0, 1.6Hz), 6.67(1H, dd, J=8.8, 5.2Hz), 6.84-6.91(2H, m),
6.93(2H, d, J=8.8Hz), 7.03(1H, br s), 7.54(2H, d, J=8.8Hz), 9.34(1H, br
s)

ERBLAWSIngE 25 ) —N3nl&Exy ) -V enlOREICHEBEL, | NERE
LAmlZMA fco BBRT S ) - NVEMA, WHLUAKEREBRR, =57 -Ah
SRR L. RELSYOERIE2gZ B,

i : 141.5-143 °C (4288

"H-NMR(DMSO-ds) & Cppm) : 3.62(3H, s), 4.27(2H, s), 6.76-6.85(1H, m),
6.82(2H, d, J=8.8Hz), 6.85-6.94(2H, m), 6.97-7.08(2H, m), 7.29(1H, br s),
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7.43(C2H, d, J=8.8Hz), 7.93(I1H, br s), 9.92(1H br s)

EREH 3 3
N- (T FOFIAFN-10H-T2)FHFD0—-1-4)) —4—- 2}

FURNVEYZANKYT IR

T— C(tert=TFNIXAFNVIYNETFY) AFN) -1 —=bo—10H=
T2 ) FY IV UDOERFI2 2 LRABKICUTEREBLLEYAE BT,

BbA& : 230-232.5 °C

"H-NMR(DMS0-ds) & (ppm) : 3.78(3H, s), 4.26(2H, d, J=5.6Hz), 5.00(1H,
t, J=5.6Hz), 6.27(1H, dd, J=8.0, 2.4Hz), 6.39(1H, t, J=8.0Hz), 6.45(IH,
br d, J=8.0Hz), 6.54(1H, d, J=1.2Hz), 6.57(1H, t, J=8.0Hz), 6.67(1H, dd,
J=8.0, 1.2Hz), 7.05(2H, d, J= 8.8Hz), 7.34(1H, br s), 7.65(2H, d, J=8.8
Hz), 9.12(1H br)

EHifl 3 4
4 —=73I)-N=(M0H=-T2)FT7I0/—-1—-AN) RVEVANEVT?

HzN——<z::>}—SOzNH
H

N

9
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f—=traRvEVZ2NKR=ZN 7)) FEL-TI)-1I0H-T=)FTIV
AEWA 1 ERKICRIESE. ERMEANT VYL -REFFETEREFETKRE
AL, RELEHERI

'H-NMR(DMSO-ds) & (ppm) : 5.96(2H, br s), 6.49(2H, d, J=8.8Hz), 6.53
(1 dd, J=8.0, 1.6Hz), 6.62(1H, t, J=8.0Hz), 6.77-6.82(3H, m), 6.93(1H,
dd, J=7.6, 1.2Hz), 7.01(1H, dt, J=7.6, 1.2Hz), 7.29(2H, d, J=8.8Hz), 7.58
(1H, br s), 9.14(1H, br s)
EHEBI 3 5
A4 - AP FY-N-(GH-EYIF (4, 5-b) U1, 3 XNVIFTY

/4

V=6 —=AN) RVEVRIEKVTIF

EMF 1 ERBICUTERELEMERT

'"H-NMR(DMS0-d¢) & (ppm) : 3.75(3H, s), 6.43(1H, br d, J=7.6Hz), 6.63
(1H, br t, J=7.6Hz), 6.81(1H, br d, J=7.6Hz), 7.02(2H, d, J=9.2Hz), 7.56
(2H, d, J=9.2Hz), 7.92(1H, br s), 7.94(1H, br s), 8.30(1H, br s), 9.28
(1H, br s)
EHif 3 6

4 =X PFY-N-(5H-EYFK (8, 4—-b) (1, 4) XVIFTIY

— 4 —AN) RV EYVZNKRVT IR
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EHiF 1 ERBRICUTRBELEYEBT,

'H-NMR(DMS0-d¢) & (ppm) : 3.73(3H, s), 6.80(1H, dd, J=7.6, 1.2Hz), 6.84
(1H, td, J=7.6, 1.2Hz), 6.93(1H, dd, J=7.6, 1.2Hz), 7.00(1H, td, J=T.6,
1.2Hz), 7.00(2H, d, J=9.2Hz), 7.46(1H, s), 7.59(2H, d, J=9.2Hz), 7.72(1H,
s), 8.20(1H, s)

KHEfl 3 7
N— (10-F7+FN-10, -V Fo-5H-YXRVY (b, e) (1, 4)

J7XEY~6—AN) — 4 — A FFEUNRNVEVZINEKRYT IR

HsC

EHEFI 3 1 ERMBICLTABLAN- (10, [1-YEFRo-5H-IRV Y
(b, e) (1, 4) Y7EEY=6-A4N) —4—-XAPFIURVEYRLFKY
TIFREBRTEKBERIRIGIE, YVIAFAISTLIOR NS5 T 4 —CH
BU. ZELEYEBI,

"H-NMR(DMSO-ds) & (ppm) : 1.74(8H, s), 8.54(3H, s), 3.68(1H, d, J=14.8
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Hz), 5.14(1H, d, J=14.8Hz), 6.65-6.68(2H, m), 6.78(2H, d, J=9.2Hz), 6.8l
(1H, t, J=8.0Hz), 6.96-7.06(3H, m), 7.16(1H, dd, J=8.0, 1.2Hz), 7.37(1H,
s), T.40(2H, d, J=9.2Hz), 9.60(IH, br s)
EHH 3 8

N— (5, I1-YtFo-2-ktFoFIyIXU X (b, e) (1, 4) %

PEEY =6 —AN) 4 - AFAIRNVEVZNEVTIF

CHsO-—<:::>}—SOzNH
H

N

EHEF 3 0 LRKICUTEELLEWEBT,

RS 180.5-182 °C

'H-NMR(DMSO-de) & (ppm) : 2.24(3H, s), 4.78(2H, s), 6.42-6.49(2H, m),
6.50(1H, d, J=1.6Hz), 6.56(1H, d, J=8.8Hz), 6.60(1H, dd, J=8.8, 1.6Hz),
6. 74(1H, dd, J=5.2, 4.4Hz), 6.95(1H, br s), 7.25(2H, d, J=8.0Hz), 7.51
(2H, d, J=8.0Hz), 8.95(1H, br s), 9.50(1H br s)
Ehifl 3 9

N—- (5, -t Fo—-8—-—I9NFo-2-tRoFvyIRYZL (b, e)

(1, 4) AFHXEY—6—AN) 4 —XPMFIURVEUV RN FLVT IR

CHsO——<i:::>F—SﬂzNH

=z
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EHif 3 0 EABICULTEELADE B,

RS : 201-210 °C (#k % (CREAE) ‘

"H-NMR(DMSO-de) ¢ (ppm) : 3.70(3H, s), 4.80(2H, s), 6.35(1H, dd, J=9.6,
2.8Hz), 6.50(1H, s), 6.59(2H, s), 6.68(1H, dd, J=9.6, 2.8Hz), 6.85(1H,
br), 6.96(2H, d, J=8.8Hz), 7.56(2H, d, J=8.8Hz), 8.96(1H, br s), 9.60(1H,
br s)
EHiB 4 0

N— (5, HI-VEFaINRVX (b, e) (1, 4) *F¥¥EY-4—«
W) =4 = A PFYRVEVINKVT IR

CHsO@SOzNH
H

N

LR 1 ERKICUTRERAHZ BT

A= : 164.5-166.5 °C

"H-NMR(DMSO-d¢) & (ppm) : 3.66(3H, s), 4.90(2H, s), 6.63(1H, td, Jt=
7.2, Jd=1.2Hz), 6.66(1H, t, J=7.6Hz), 6.74-6.89(6H, m), 7.04(IH, d, J=
7.6Hz), 7.28C1H, br s), 7.50(2H, d, J=8.8Hz), 9.49(I1H, br s)
sl 4 1

N—- 10, 1-YEPFo-10—2FN-5H-IXVY (b, e) (1, 4)

VFHFEY =B —AN) —4-APFYRVEV IRV T I F
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CHaO—ﬂ<:::>%—SUZNH

=

N
|

C.Hs

EWH 3 T OLAMEFHEICHVKERYF AT NI =) ATET L. B
L& % B,

TH-NMRCCDC1s) & (ppm) : 1. 14(3H, t, J=7.2Hz), 3.03C2H, q. J=7.2Hz).
3.80(3H s), 4.10C2H, s), 6.13C1H brs), 6.18C1H, dd, J=8.0. 1.6Hz),
6.44(1H, t. J=8.0Hz), 6.72-6.76(2H, m), 6.82(IH, dd, J=8.0, 1.6Hz), 6.88
(2H d. J=9.2Hz), 6.97(1H, d. J=7.6Hz), 7.11C1H, td, J=7.6, 1.8Hz). 7.20
(IH brs), 7.68(2H, d, J=9.2Hz)

EHE 4 2
N— (5, 1-YERo-2-LFOFYURYZ (b, e) (1, 4) #%

BEEY =6 —AN) =5 = XAFN—2-FF T2 ANKYTIFK

S
HsC\Xiliil;T/SOZNH g

EHER 3 0 LRBICUTEEIESWAEBT,
Bis : 184-188 °C (4% ITRfR)
'H-NMR(DMSO-de) & (ppm) : 2.32(3H, s), 4.82(2H, s), 6.46-6.54(2H, m),
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6.58(iH, d, J=7.6Hz), 6.60-6.66(2H, m), 6.71C1H, d, J=3.6Hz), 6.74(1H,
br), 7.00(1H, br), 7.15(1H, d, J=3.6Hz), 8.94(1H, br s), 9.69(1H, br s)
- EMEH 4 3

N-(2-7FNA73I/)-10, 11-YEFu-5H-IXVY (b, e)

(1, 4) VD7F¥EV—6—-AN) =4 X FIRXUEVZNKRVTIF

caso@sozw

=z

NHCOCH;

=

EHH 3 1 LA UTEELAN LR,

"H-NMR(DMSO-ds) & (ppm) : 1.98(3H, s), 3.72(8H, s), 3.94(2H, br d, J=
2.8Hz), 5.71(1H, br s), 6.14(1H, dd, J=8.0, 1.2Hz), 6.36(1H, t, J=8.0Hz),
6.56(1H, dd, J=8.0, 1.2Hz), 6.59(1H, d, J=8.4Hz), 6.95(2H, d, J=8.8Hz),
6.98(1H, br s), 7.18(1H, d, J=2.4Hz), 7.21(1H, dd, J=8.4, 2.4Hz), 7.56
(2H, d, J=8.8Hz), 9.37(1H, br s), 9.67(1H, br s)

EHH] 4 4
N- (10, 11-Vt PFuo—-2—- (3-t FoFvyJobiltFy) —5H-Y

Ny (b, e) (1, 4) DVFEEY—6—-AN) —4 -2 PFURUEUZ

NEV7 IR
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CHsO-—<i:::>~—SOzNH
H
m
N O/\/\OH
H

KRB 3 1 LRRICUTEBILENEBT,

'H-NMR(DMS0-d¢) & (ppm) : 1.79-1.85(2H, m), 3.54(2H, dt, J=6.4, 5.2Hz),
3.73(38H, s), 3.95(2H, t, J=6.4Hz), 3.99(2H, br d, J=2.8Hz), 4.53(1H, t,
J=5.2Hz), 5.68(1H, br s),‘6.09(1H, dd, J=8.0, 1.2Hz), 6.33(I1H t, J=8.0
Hz), 6.53(1H, dd, J=8.0, 1.2Hz), 6.59(1H, d, J=8.8Hz), 6.61(1H, d, J=3.2
Hz), 6.66(1H, dd, J=8.8, 3.2Hz), 6.82(1H, br s), 6.97(2H, d, J=8.8Hz),
7.56(2H, d, J=8.8Hz), 9.31(1H, br s)

KHif 4 5
N—- (5, 1-YVEFo-2-IhFo-1-kRoFsIXUZ (b, e)

(1, 4) AFHYFEY -6 -AN) 4 - FIURYEYRANKVT IR

CH30—~<:::>%—802NH
H

N

OH

KHtifl 3 0 LIS L TERELEWER,
RS 0 219-232 °C (%% ICALAR)
'H-NMR(DMSO-de) & (ppm) : 3.68(3H, s), 4.93(2H, s), 6.21(1H, dd, J=8.8,
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4.0Hz), 6.53(1H, dd, J=7.2, 2.4Hz), 6.56(1H, t, J=7.2Hz), 6.79(IH, dd, J
=7.2, 2.4Hz), 6.91(2H,/d, J=8.8Hz), 6.94(1H, dd, J=10.4, 8.8Hz), 7.15(1H,
br s), 7.50(2H, d, J=8.8Hz), 9.45(1H, br s), 9.70(1H, br s)
KM 4 6

N-(4-7v0-10, 11-YkPFo-2-J)lFo—-1-tRFoFvy-5H

—IUNV) (b, e) (1, 4) V7¥EY-6—-A)N) —4—-AbFyR ¥

VANEKVT IR

CHsO——<i:::>——SOzNH Cl
H

N

0 =

OH

ERMP 3 1 ERBICUTRBILLAMER

'H-NMR(DMSO0-ds) & (ppm) : 3.81(8H, s), 4.20-4.22(2H, m), 5.85(1H, br),
5.89(1H, br), 6.37C1H, br t, J=7.6Hz), 6.58(1H, br), 7.07(2H, d, J=8.8Hz),
7.25(1H, d, J=10.0Hz), 7.63(1H, br), 7.64(2H, d, J=8.8Hz), 9.43(1H, br s),
9.79(1H, br s)
ERif4 7

N- (0, 11-YkFo-2-Ihftpo-1-tRoFV-5H-IRY

(b, e) (1, 4) V97¥EY—-6—A4N) -4 - A FIURVEUVZRNKY
k

7

147
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CH30—©—802NH
H

N

OH

ERH 4 6 DILAMEST VY A~ REFET. BEEETKERME, VV
AFNATLIOR M5 T74—TRE, Juoklba-A4V 7ol —-F)
THALL. ZELANEBL,

Bhs - 190-192 °C (&)

'H-NMR(DMSO0-d¢) o (ppm) : 3.72(8H, s), 4.06-4.08(2H, m), 5.65(1H, br),
6.11-6.16(2H, m), 6.38(1H, t, J=7.6Hz), 6.54(1H, brd, J=7.6Hz), 6.84(1H,
dd, J=10.4, 8.8Hz), 6.90(1H, br s), 6.93(2H, d, J=8.8Hz), 7.53(2H, d, J=
8.8Hz), 9.32(1H, br s), 9.39(1H, br s)

1 4 8
N—-(2-v7)-10, 11-VkFu-5H-IX,V (b, e) (1, 4)

VTEEY =6 —-AN) —4-FAPFIYNVEVZRNKRVTIF

CHsO@SOzNH

=

CN

=

ERF 3 1 LRBICUTERELLEYER T,
s 105-107 °C
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'H-NMR(DMS0-ds) & (ppm) : 3.64(3H, s), 3.40(2H, br d, J=2.8Hz), 5.93
(1H, br s), 6.42(1H, dd, J=8.0, 1.6Hz), 6.57(1H, t, J=8.0Hz), 6.68(1H,
br), 6.76(1H, d, J=8.4Hz), 6.85(2H, d, J=8.8Hz), 7.38(1H, d, J=2.0Hz),
7.41(1H, dd, J=8.4, 2.0Hz), 7.48(2H, d, J=8.8Hz), 7.76(1H, br s), 9.39
(1H, br s)

EHiBI4 9
N- (10, 11-YEeFE-8-INh40-5H-YXVY (b, e) (1, 4)

VTEEY -4 —-AN) =4 -2 b FYRVEVZNEKVTIF

CHsO—*<:::>%—SOzNH
i

N

==

N-(2-((2-73)-4~-INF0T2=2)) 73I)) 72=20) — 4
— XA MFURNVEVANF VT IFDSOERHIS 1 LRAKICULTEE LY EAE
720

'H-NMR(DMS0-d¢) & Cppm) : 3.71(3H, s), 4.09(2H, br d, J=3.6Hz), 5.87
(1H, br t, J=3.6Hz), 6.29-6.41(2H, m), 6.50(1H, dd, J=8.4, 6.4Hz), 6.53
(1H, t, J=8.0Hz), 6.69(1H, dd, J=8.0, 1.6Hz), 6.87(IH, br s), 6.90(1H,
br s), 6.91(2H, d, J=9.2Hz), 7.51(2H, d, J=9.2Hz), 9.42(1H, br s)



WO 95/03279 6T PCT/JP94/01231

5% =k o #iE BH

1. —#&= (1)
G-S—-L—-M (1)

(P, CREREZIBVWL2EHETEI2FBTHRI T 6EREERT 3,
LRA-N (R') - (AP, R' BAREFEFREETAVFNELZERT
%) ERBERFZEH®RT 5, MiE=X (a) . (b) . (c). (d).

(e) ¥7ci3 () »oBRINZ=ZRAMHE

090]02010¢0
(X

d
N N N
N N X
0100 |
v~ 7 Y
d) (e) ()

[, |
ARBIUBRREBINTHWTHIWAREMS £7213 6 BR%.
X&ifﬁ;N (R?) — (X, R? BAEREFELRERTNVFIVELZE®RT
%) £7cl3-NHCO-%,



WO 95/03279 - 68~ PCT/JP94/01231

YRBEREF. X-S (0) » - =C (R¥) (R*) =, —C (0) —.
~N (R®)=. —CH (R)CH (RD)—, —=C (R®)=C (R®-,
~N (R'") C (0) =, =C (0) N (R') =, =N=C (R'Y) -,
-C (R'") =N-, -OCH (R'*) =, —CH (R'?) O~-. —=S(0).
CH(R!') -, —=CH(R') S (0). -, -N(R') CH (R'®) -
Fhid-CH (R') N(R')- (AP, niZ0. 1 F2iE2%, R* RY
R, R'\ R*BIUREA—FRBHERLIKKREFERERTVFNE
., R* , R'", R'', R'":, RUPBIURVBKREFFREZETNVFI
EAE R"MIKEEF. BRTNVFNEETBERT VVEEERT ) %,
ZEERFEFELRA-C (R') = G, RPBKREFEERT IV
FINEEERTS) 2% T 5] 2E%T 5,
BLU, G4 - AFN T 2= VEFHBA-AMFIANKZNTI) 722
WETHH, MOZREAMEE (a) KEIFAXHBK-N (R?) —Thb, H»
DYNBEREFEARRX-S (0). — (RXF. n N0 THB5HE) THHH
E8EB) TEINEZANK YT I FEBEHLZ VB ANVK VBRI AT IVE
B, FLRZhOoDREFNICFHFEIN BB,

2. GWMERTNAF VT2 NVETHAIFEKRKEIZHORN K VT I NEHKE
HENEANVKUVBIATIVERE, R TOWOOEBRFNCHEINDIE,

3. LMANHTHAFEREI /AR 2EBBMORNKFYT I FEEKTRELHS
ODEBEMNICHAIN B,

4 MP=ZRAME (a) THIRRALI~IONTD—REHRO RNV T
I FFEEESHIVEANKVYBIATFIVEER, TR ThOOEESENICH
BENBHE, |

5. MAZHAMHE (b) THEIFKHEI~3DOWThM—HEBDORN KT
INFEGHLVEANFVBI AT VEEE, $32h O OEBENICH



WO 95/03279 - 68~ PCT/JP94/01231

BE3hsif,

6. MAZRAME (c) THEAFRF I ~30WThh—HEHOI N KT
INFELRDIVRBANKVBIAFVEER, $-EFNO0EEEMNICH
B3h3iE,

. MAZERMEE (d) THEAREL~3 01T AI—RERO N &Y T
IFFEEHZVRANA VBRI ZATVEREK, FRENSOEREMNICE
B3h Bk,

8. MHMZHAHE (e) THE3FXRKHI~300Thr—HEHOAIN KV T
I FFEEEHIVEZANKVBIZATVEEEK, 32 ho0XBRIICH
H3h 3k,

9. MO =Z=®RAX#E () THEIFEREI~30VWThhr—HZHOIL KT
L REEES Bk VBT VR, E kA0 50 EREEN 2H
BE3h BB,

m.Gﬁ4—xb*y7;:w§T&5%iﬁlﬁﬁ®xw$y73F%E@%
5mmzw$yﬁlz%w%§¢\ikm%h%m%ﬂ%%m%ﬁénéﬁo

1. G4 - A PF VT2 VETHY, LB-NH-ThHH, MP=ZRXHE
(a) TXANHTHH, P DARBIUFBRERVEBRINOATOTHLLIWFERE
6 ERTHAFKRKFIRBOANEK VT I FEEEKE LR ZTN O OEEFEMN I
FEsh b,

12. MAZBAHE (a) TXELUVYZEUEFORNTERTHSHERIE
1REBBEDOAN RV T I FNEBBEEFALB T oDEBRFNIHFEINSIE,

13. —#&=R(D

Gb—S0sH an
(P, COEIREINATOLTHIVHERFIEZHOGCEEKRT ) TEDS
N32NF VBT ORICHERZE &—KKAAID



WO 95/03279 -To- PCT/JP94/01231

H—L—Ma (i
(X, LEIFRHEIZBEACEREZTT, Ma3RBEINTHTLLWVE
KE1EHOMEERTS) TEHLIWALAMERIEEE, BohiERY
NREEZETIGARBMBILVEREEERET I LERHH LT IHER
FHIRBBORNKR YT I FHEBEEHEIVEANR VBRI AT IVERE, £
ThoDEBENIIHFEINIEELEET 3 HEk,
14. —#&=X (1V)

N
| (v

R14a

(. Gb. R BXUR? BHIRL LA LER%RZETRT, R BKEFRF=
FAMERT N F N EEZER L, AaBbBLUBaRBRE A REIhTWTH L
WHEKE 1 BBOARBLIUBRZERTS) TEDIWB{LEMETITE
FHERESETHFABRL, SO ARV REEZFE T A5 81IME
CEOBERBEEERET A LERBYETIFRFIZBEOANKR YT I FE
BEREFLRZOWOOEBRFNIHEINIEL2EET I H K,
15, —#&k= (V)



WO 95/03279 -71- PCT/JP94/01231

Rl
|
Gb—S0z—N R?
|
N
CL D -

NH CH
[ DR
R'* V

(R#, Gb. R' . R? . R, R'", AaBsLUBaBRWELALE
BRZETRT, VIREEZERTS) TELIWBLEWELTFHEES S, £
ONTEBYPIREEZE T IHARTECIVERERERETE L4248
BLETHRRBFILBMORNEK VT I FFEAR TR ENWSOEBENICHES
ShalErBET 5H%,
16. —#&= VD)

Rl

|
Gb—80,—N R
I

' N (VD)

Ya

[, Gb. R\ R: AaBRBLUBaRRWLERALUE%ART, Ya
B-NHCO-%7il-N=C (R") — (RVBAREFE/IIELHT IV F
NVEZTRY) 2ERT 2] TROINZLAWERETL. B oM ERYIE
EEEHTALAEMBICLVERBERZRET I L2 M ETaHRE ]
RBOZRNAVT I FEERECRENOORBFENIIHEINSELEES
5H o



WO 95/03279 -TZ- PCT/JP94/01231

7. —&xX (I —a)

RSZ

R“B@—SOZ—L—M (I—a)

RSS

(A, RYVBKERF. "oaF VRF, BRTVFILVE BRTVIFVE,
Zho® VTI)EFLBERTIVFNETERIATHTHLINWT IV EE
BRI 50 RZPBEIURVPRBEA—EREL T, KREF. BHTLVFNE,
ERT NV aFVEELRBNOT VRFEEKRT S, LIE-N (R?) %4
BRERFZERT 5, R¥BKERFELRBERT VFNEZER®RT 5,

MBEE (a) . (b)), (c) . (d). (e) LT (f) "oFEh3

ZHAME

68010201040

(a) ) (c)

N N N
N N N
8010 '
Y | 7 Y
(d (e) ()

(RXH, ARBIUBREEBINTWTHIWAMBENS £213 6 BREEZER
T5, XGRX-N (R?%) —F7R3-NHCO-%2E8%T5%5, YREREF.
REREF. X-S(O0)—-. =S (02—, —CR*HR*D-, -C(0O)—,



WO 95/03279 PCT/JP94/01231

-N (R*®) -, -CH: CH, -—. ~CH=CH-., -NHCO-., -CO
NH-. ~CH=N-, -N=CH-, ~CH,0-., ~0CH,-. - CH,
S-. -SCH.—. ~CH:N (R*)~, —=N (R*®) CH,—. —CH,S
-(0)-. =S(0)CH;—. —CH:S(0)—%#ik-S(0,)CH.- %
B%T 5, ZUERETEIEC-RYEE%T %, R°®, R*, R, R®,
R¥**, RYUBIUVRYVBKFEREFERIERTNFNELZERT 3, )
EB%T 5,

BU, RYDPKREFEHRAFNETHD, RUPBEXURPHKERFT

- HH. LA-N(R*) —-ThhH, MO=ZBA#HE (a) TBIFEXH-N
(R¥®) —THH, P OYPRARTFEFLRBERFTH3HEBE2DEEK, )
TERINHAFRFICERORANK YT I VFEEE LR ANEVEZ AT
FEEELREhODOERZFMNITHFEINSE, |

18. WRFIICRHRBMORAN KR VT I FFEFEHIVEANK VB ATV ER
ZOEBFENIIHFBFINIEOEREFNIIHNROHIE L., EEENIIHRX
n3i4EEGUEEMBY,

19 WRFEICHWMORANA VT I FFEEEHEVRANK VBRI 2T VHEEE
EREOEBENHAINIEOEBENCHREOS5RLEBEHT 5,
FRRAELIBAACEELT. EEZBEET R THTI2HE,

20. FEKF 1 CERBORANF VT I FFEEHI30VR AN K VBRI 2T VFEEE
ERTOEEFNIIHFBESINIEOEEOBRE I TH T A 28ET 3
ZENDFIH,



INTERNATIONAL SEARCH REPORT

International application No.

PCT/JP94/01231

CLASSIFICATION OF SUBJECT MATTER
Int. C16

A.

C07D209/88, C07D219/08, C07D221/21, C07D223/22,
C07D241/46, C07D243/38,

According to International Patent Classification (IPC) or to both national classification and IPC

C07D253/06, C07D265/38,

B. FIELDS SEARCHED

Int. C16

Minimum documentation searched (classification system followed by classification symbols)

C07D209/88, C07D219/08, C07D221/21, C07D223/22,
C07D241/46, C07D243/38, C07D253/06, C07D265/38,

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched

CAS ONLINE

Electronic data base consuited during the international search (name of data base and, where practicable, search terms used)

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
X Research Annual Report of Nagoya University, 1-17
A Pharmaceutical Department No. 18 (1970) 2-12
Hideaki Shirai et al., Page 77-78 & Chemical
Abstracts, Vol. 75, abstract No. 98514

A Pakistan J. Sci. Ind. Res., Vol. 26, No. 2, 1-12, 17
April 1983, Salimuzzaman Siddiqui et al.,
PP. 53-8

A | Pakistan J. Sci. Ind. Res., Vol. 28, No. 4, 1-12, 17
August 1985, Salimuzzaman Siddiqui et al.
PP. 221-4

A Pakistan J. Sci. Ind. Res., Vol. 25, No. 5, 1-12, 17
October 1982, Salimuzzaman Siddiqui et al.,
PP. 147-52

A JP, B, 43-3093 (Shionogi & Co., Ltd.), 1-12, 17,
February 5, 1968 (05. 02. 68), (Family: none) 18, 20

Further documents are listed in the continuation of Box C.

D See patent family annex.

* Special categories of cited documents:

“A” document defining the general state of the art which is not considered
to be of particular relevance

earlier document but published on or after the international filing date
document which may throw doubts on priority claim(s) or which is
cited to establish the publication date of another citation or other
special reason (as specified)

“0” document referring to an oral disclosure, use, exhibition or other

means

document published prior to the international filing date but later than
the priority date claimed

wpn
ap»

wpn

“T™ later document published after the international filing date or priority
date and not in conflict with the application but cited to understand
the principle or theory underlying the invention

“X" document of particular relevance; the claimed invention cannot be

considered novel or cannot be considered to involve an inventive

step when the document is taken alone

“Y"” document of particular relevance; the claimed invention cannot be

considered to involve an iaventive step when the document is

combined with one or more other such documents, such combination
being obvious to a person skilled in the art

“&" document member of the same patent family

Date of the actual completion of the international search

October 7, 1994 (07. 10. 94)

Date of mailing of the internationai search report

November 1, 1994 (01. 11. 94)

Name and mailing address of the ISA/
Japanese Patent Office

Facsimile No.

Authorized officer

Telephone No.

Form PCT/ISA/210 (second sheet) (July 1992)




INTERNATIONAL SEARCH REPORT

International application No.

& EP, A, 472053 & US, A, 5250549

PCT/JP94/01231
C (Continuation). DOCUMENTS CONSIDERED TO BE RELEVANT
Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
A JP, A, 62-426 (Merk & Co., Inc.), 1-12, 17,
January 6, 1987 (06. 0l1. 87) 18, 20
& EP, A, 215200 & US, A, 4931433
February 19, 1993 (19. 02. 93) 18, 20

Form PCT/ISA/210 (continuation of second sheet) (July 1992)




INTERNATIONAL SEARCH REPORT International application No.
PCT/JP94/01231

BoxI  Observations where certain claims were found unsearchable (Continuation of item 1 of first sheet)

Thisinternational search report bas not been established in respect of certain claims under Article 17(2)(a) for the following reasons:

1 Claims Nos.: 19 N
because they relate to subject matter not required to be searched by this Authority, namely:

Claim 19 pertains to methods for treatment of the human body
by therapy, and thus relates to a subject matter which this
International Searching Authority is not required, under the
provisions of Article 17(2) (a) (i) of the PCT and Rule 39.1(iv)
of the Regulations under the PCT, to search.

2. Claims Nos.:

because they relate to parts of the international application that do not comply with the prescribed requirements to such

an extent that no meaningful international search can be carried out, specifically:

3. Claims Nos.: ;
because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a).

BoxII Observations where unity of invention Is lacking (Contlnugtion of item 2 of first sheet)

This International Searching Authority found multiple inventions in this international application, as follows:

1. D As all required additional search fees were timely paid by the applicant, this intemational search report covers all
searchable claims. :

2. D Asallsearchable claims could be searched withouteffort justifying an additional fee, this Authority did notinvite payment
of any additional fee.

3. D As only some of the required additional search fees were timely paid by the applicant, this international search report
covers only those claims for which fees were paid, specifically claims Nos.:

4. D No required additional search fees were timely paid by the applicant. Consequently, this international search report is
restricted to the invention first mentioned in the claims; it is covered by claims Nos.:

Remark on Protest D The additional search fees were accompanied by the applicant’s protest.

D No protest accompanied the payment of additional search fees.

Form PCT/ISA/210 (continuation of first sheet (1)) (July 1992)



INTERNATIONAL SEARCH REPORT International application No.
PCT/JP94/01231

A(Continuation). CLASSIFICATION OF SUBJECT MATTER

C07D267/18, C07D267/20, C07D279/14, C07D279/20, C07D281/08,
C07D285/20, C07D285/36, C07D413/12, C07D498/04, C07D513/04,
A61K31/40, A61K31/47, A61K31/495, A61K31/535, A61K31/54,

A61K31/55

B(Continuation). FIELDS SEARCHED

C07D267/18, C07D267/20, C07D279/14, C07D279/20, C07D281/08,
C07D285/20, C07D285/36, C07D413/12, C07D498/04, C07D513/04,
A61K31/40, A61K31/47, A61K31/495, A61K31/535, A61K31/54,

A61K31/55

Form PCT/ISA/210 (extra sheet) (July 1992)



EERAEHE EExiiEES PCT/JP

94 01231

A. REORT32FOHE (ERSFIR (IPC)Y)
Int. C£&* CO07D209/88, C07D219/08, C07D221/21,
C07D223/22, C07TD241/46, C07D243/38,
B. WAEZET-12F

RWEET - e R/NERH (ERMFEFIE (1PC) )

Int. C&# C07D209/88,
co7b223/22,

cCo7D219/08,
C07D241/46,

co7b221/21,
Co07D243/38,

BNREHUAORH TREET - AHCTENLbD

ERRECHER LIEFT - IR~ (F—F <~ 20%4H, AECHER LHE)
CAB ONLINE

C. MAT3LBHOREM
SRR pEEd 3
HFTY —% FIRAXRE RU—SBOSMHIMET S LE1E, TOMETIHFOERT HRKOGROES
X LEBRRKEEYPVREMRE 188 (1970) AHFHS, 1-17
A MT77T—-78—&Chemical Abstracts,vol 75, 2—-12
abstract 98514
A Pakistan J. Sei. Ind. Res., vol. 26, m2, 1—-12 17
April 1983, Salimuzzaman Siddiqui et al,,
pp53—8
A |Pakistan J. Sci. Ind Res., vol. 28, N 4, 1-12 17

V] CHOE L TMITIESNT LB, (] 77 b7 7 39 —BT 25EE 5,

¥ FIASBOHTIY —

TA] HiIZMEDH 5 XM TIZN (. —BOIBRNKELERT LD

TE} BITXRTIRHSH, ERHEELURICAREINLD

TL) @RI REL e 5 XU o XmRORTH
ZU oS BB AR T 5 0I5 BT 5 X
BEBHEHT)

fO) OBk 30K, /. BRECERT AR

IT) ERREEREXIIEEBRICARINRTSH > THEE
FETHH0OTIREC, RAOEEXZEROERDID
IZ5AT 560

TX) HicMADOH LM TH » T, BFEMDHS TRHADHIR
HEXZESHENENEEZ SN B DO

IY) %IBEOH 3V TH - T, LB 1 LEDOX
MED, HERITL-THUTHAMEG I L > TESH

[P) EREEE T, M OEEEOEROER L2 3HEOR DPREVEEL SRS b0
DBIZAFE I NI & F—Fv b7 3 Y-
ERAEETT LcH EREERESOREH 01 ]1 94
07. 10. 94
EHRUHTE B BHTEEE EROHSER)
BAEBIFT (ISAJP) . ~.|4C19 2 8 4
BEES100 m B E A ol— ———
HRHFREXENBE=TH4E3I =
®mERE 03-3581-1101 mie 3453

BRXPCT/ISA/210 (F2R-Y) (19925TH)




ERWEH S EMLEES PCT/JP 094./01231

C (kz) . MET3LBEHOIEIM
FAXMD BT 5
BFTY —% SIAXME RU—BOEKIMET S L&, 2OMATIEHROET KROBEEOES
August 1985, Salimuzzaman Siddigui et al,
pp221—4
A Pakistan J. Sci. Ind. Res., vol. 25, Na 5, 1-12 17
October 1982, Salimuzzaman Siddiqui
et al, ppl147—-52
A JP, B, 43-3093 (B RUEKLXSH ), 1-12 17,
5. 2B. 1968(05. 02. 68)(7r3sy—rzL) 18 20
A JP, A, 62—-426( A2 =VF Har=— q4va- | 1-12 117
AV—=72F), 18 20
6. 1A. 1987(06. 01. 87)
&EP, A, 215200&US, A, 4931433
A |JP, A 5-39256( =—+41KXa#), 1-12 17,
19. 2A. 1993(19. 02. 93) 18 20

&EP, A, 472053 &US, A, 5250549

BALPCT/

[SA/210 (B2R-UDkx) (19925 TH)



EREEES ERLEES PCT/JP 94 /01281

EIW FAROBAO—FORENTELNLEDOER (F1N-VD | D)

EBSEEIR (PCTI1 TR#QA@IOREICL D, JOERREREIROBERIC & 0 FHROMHDO—EBIT N TR LIS 120

1. W] #wkowrm 19 3. COEBEERMIEEST S LEBLAVHEIES bOTH B,
¥,

MROWHE 1 S XEBRLC LI AKOLRFECRTHILOTH 5T,
PCT17%Q2UOATPCTHRAUS S.IVOREL LY ZOEK
BEBRPAZLTHICLEBELRVWHRCKHSOTSH 5,

2. [ skowm ‘ 3. AERLERREL TS LT SREE THEOBRALE: LTV ERNE
DRBFELLDOTHB, DF D,

3. [] #kokm i EEHROEETH->TPCTHAG 4 (a) OF2XRUE I XOBREICH > TR
BENTHEL,

FIM REOB—MEARMUTHS EEDOFE GBI R-UD20DEX)

RITHNB & 512 OEBREIC LU LRSS 5 & Z OERAERBEIIRD 1,

1. E]ﬁﬁkﬁ%?ﬁﬁmﬁﬁiﬁﬁ%T&TmﬁWKﬁﬁbt@?‘C@E%ﬁﬁﬁ%ﬁ\?“T@ﬂﬁﬂﬁﬁ%ﬁ@ﬁﬁﬂohf
(FBZ L f:o

2. E]ﬁm%ﬁ%ﬁﬁ%§§T6§T§ﬁ<‘TﬁfmﬁﬁﬂﬁﬁﬁiwﬁﬂuohfﬁﬁTéctﬁ?%t@T‘ﬁm%ﬁ%ﬁﬁw
M ERDIEH - 720

w

. E]&ﬁAﬁﬁ§m£m$§¥ﬁﬁ%—%®ab#%ﬁﬁuﬁﬁb@#otof\:@E%ﬁﬁﬁ%m‘%ﬁﬁ@ﬁﬁmaekwm
FROBEDAIZDONTER LT

-

. E]&ﬁkﬁﬁ%ﬁ@N%E%ﬁﬁ%ﬁﬁﬂt%ﬁbﬁ#ok@f\:@E%%Eﬁﬁu\%K@ﬁﬁ@ﬁ@ﬁ%ﬁéﬂfh%%%
4% 5 ROFKRDOEEIZ >V TR L1,

EMAZFEHORBOBYTTIZHT AR
[ emEassuome & RicBEAD S REHRITTHS - fo0
(] EmREFEHOMT & HEAD SREFILTHUN > 10

BRPCT/ISA/210 (BIR-Vosn¥E1) (1992F7H)




EmHEES PCT/JP 94701231

ERMERE

BIN BH F1IR-D0D50%K%)

OCH(R"), 8(O0)nCH(R"), N(R*)CH(R"),
ZRERFEF. C(R") (niko0, 1, 2%, R* ~R' | RY,
RUBKREF, B 71172, RVBXKARF, B&7 L=+
»E.ﬁﬂ79»§)311§8n61w$v7£F%IU&X?

NMBBE,

BAPCT/ISA/210 (BIR-VO&E) (1992FTH)



ERMERS EMUHEES PCT/JP 94701231
Mo2R—-UAMOB Z

cC07D253/06, C07D265/38, C07TD267/18,
co7D267/20, CO0O7D279/14, C0O07D279/20,
co7p281,08, Co07D285/20, C07D285/86, -
C07D413/12, C07TD498,/04, C07D513/04,
A61K31/40, A61K31/747, A61K31/495,
A61K31/585, A61K31/5¢, A61K31./55 .

B2R—-VBMOKZ

co7D253/08, C07D265/38,
Co7D267/20, CO07D2798/14,
co7p281/08, C07D285/20,
Co7D413/12, C07D498,/04,

A61K31/40, A61K31/47,

A61K31/635, A61K31/54,

Co7D267/18,
co7rnp279/20,
Co7p285/36,
C07D513/04,

A61K31,/495,

A61K31/55

#RAPCT/ISA/210 (BHIR-2) (1892FTH)




	Abstract
	Bibliographic
	Description
	Claims
	Search_Report

