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(57) Abstract

A condensed imidazole derivative represented by formula (1) or (2) wherein X and Z represent N or CH, A represents N or C-R%, Y
represents O, S, SO, SO, or NH, kis O or 1, mis 0, 1 or 2 and n is 1 or 2; R represents a phenyl group, a pyridyl group, a dihydropyridyl-4-
on group or the like; R? and R? represent a phenyl group, a pyridyl group, a substituted phenyl group or the like; and R® and RS both
represent H or together represent an atom group forming an aromatic ring together with the carbon atoms to which they are attached, or a
pharmaceutically acceptable salt thereof, which is useful as a therapeutic agent for liver disease with no serious adverse effect.
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FOX (2) IRLARBIEYT, £, TRERIZBWVT, FREFZHE

NTEROEZRDT,
w2 5%
kétm Z2 A n R = R* R ® R®
BE
118 N N 1 4—-73) 3—=+}nm — H
Tz =) Jxz=)L
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E%Eﬁmbt%\V—ﬁ?&k%ﬁméﬁém\XME&V7I:w$me
WTVPéﬁméﬁTvaTVPELt%\mmitﬁm%Télkwiof
ﬁﬁ%ﬁ&ﬁo@ﬁkbfm\%iﬁ\&uu$wA\EMX%VV\1,2—
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V%#%y\?b?tﬁu7§y%®:-?w%ﬁﬁ\9}%»$»A7iP&
EOBMBERERAND Z LR TE B,

AIFIVAEY (11a, 11b) i ~ervlE (12) LRSEAES
SLIEY. K (2) OMEA IFY —ABEEKICELS DL RATE S, FS
A BIZIE NeSURBE, T—FARBE, NP VR, UAFLT I
FolOBEEET T, P ZFATIV, SV Fa LI FAT I vEDE
BT IVEL KFIET MY U A, KBMET MY DA, KERMED U A, REEAS
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BB, R (2) OMEA I —LBEET, XANTHBILEHON<
O, RBEE51—-143609 6 FABMICEM SN FEICL-TELNS 1
H=A IV ) MBWERCTEEARAL— F () KREOFEL AL S
BICE VBT Z e NTE B,

—i&xRX (2) DIEHOEREAL— k- 1)

H
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Rs’/kéz NH Rs/quz N
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(13) (14a)
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(14b)
(CHg)y —RS
- Cc=0
R3>—(CH,),— Hal Re/l\\z 'T'/
(15) R*

TROL, FBES51-14369 6 BABICEROFEICEL - HETT 3
ITIV=ATIVHEE (13) UREREERIEES®BZEICENAIFVY
VHEEE (14a, 14b, ZRAOREZREGTHS) 2182, - ORI,
BIZIE, KBRIET P U LAREDEEDEET, 7I )7V —LT7 I L#E (
13) OxF 7 —VERIZ, REEMAZ, ZThEMBBHREES - Lick -
ROZEBTED, TLT, TOAIFYVYLHHEE (14a. 14Db) KN
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?AE?VM%%(IS)&ﬁﬁéﬁé:kﬂiof\“ﬁﬁ(2)®ﬁ%4i
ﬁf—w%ﬁﬁﬁ§<:kﬁ?%50:@Emm\é&w—k(l)&@ﬁﬂﬁ
ROTLENTE S, ,
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OhNE, FBFES 1 -143696 BABKERINEFEICL-TELRS 1
H=AIZV Y AP ERCTERERL— N () CREOFEL FEH S
BICKVRIET L8 T°x 3,

~ﬁﬁ(1)xm(2)?ﬁéhé%ﬁ%iﬁf~w%§¢m‘éBKﬁﬂ@
BALRIE, BRRIG. TAXMURIS, 7VMERR. BERISER5 = b ie
LYV, BIOMEA IFY —VFEE (1) Xt (2) I8 Z L BT 5,

AREAO—RK (1) bLIE (2) TROENIMES 5V — A BMGkS
&U%@%ﬁ%%ﬁ%ﬁénéﬁm\ﬁ&m%ofﬁuwﬁﬁ%ﬁﬁ:&ﬁf%
Do WRPME LTI, BIRITHERIE, REME, Fileth. U L Ebth. B pkSERe
B, I UVKRMESOBME L ORMINE, IEME. = Bl <oy
BRI, 9 IBE. <~ VA VEE, T BRE. IEE. VL OEE. s T U
B, ERBE, XAV UBIESOFBER L OBMINE. H5 0 3F Y
DB WVULE, AVVTAE, v /R MREOEER. U ULE.
TYEZULME NEZFATIVE, =8 ) L7 L EEQFREENST
b3,

FFERTIL, ERAO—HFER (1) LI (2) TRPSNBHEA L I &Y
—NVHEER LU ORBENCHR SN B EOATYEOLBORERY . &
mEFOUROEEN, SOIKRTEIE, F2OPTRF Ltv—. UT X5
VA~ —REY. XFEREELTRTAT NS,

FEAO—KRK (1) LT (2) TROLISNBHEA IFY A BHEER
KL ORBENICHE SN DB IPRBISES L LTEEThH- T, t k
R LT RIEOREH D 2 VIIHEROBES (EHRE) & LTRHETES
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Ku‘@%wﬁﬁﬁﬁfﬁﬁwﬁﬁ%ﬂ%#é:&ﬁ?%\ﬁ@&bfﬁ\ﬁﬂ
‘ﬁﬁﬂ\ﬁm\wjtwﬁ\%ﬁm\E%ﬂ\%%&8®~ﬁ%&ﬂﬂﬁﬂm
TED, ,

L%@H%%ﬁ%%wﬂﬁkﬁbfﬁ\ﬁﬁ@ﬁ%%\%ﬁﬂ\ﬁ%ﬂ\%ﬁ
m\%@m\%ﬁmﬁa%ﬁﬁnﬁwé:e%v%éom%m@meurm\%
. D—~vr=tb—, #EEMEELD—2 T RUBEREBBTLND, R
@%&Lfﬁ\?yfy\ﬁwﬁ%yx%wtwu—xwwyﬁA(CMC—C
a) REBBTHILNTED, BAFOBIE LTI, b Fass o il
n—z(HPC)\KUE:»HHUPV(PVP)&8%%&5:&ﬁ?%5
O@WH®WELTm\x77Uy@vﬁ$v¢A\5»&@5%%&5:&$
T& %,

tbﬂﬁ#é&ﬁém\m%%@ﬁﬁﬁﬁﬁﬁwﬁﬁﬁﬁvﬁé—&ﬁ(l)
%L<m(2)?ﬁbéhé%é%iﬁf—w%%@%iw%@%ﬁi%mﬂﬁ
éﬂéﬁ@%ktf\E%m@%éﬂ\ﬁﬁlﬁﬁo.5mg~100mg@ﬁ
@@Eﬁﬁﬁﬂ\ﬁﬂﬁﬁm@%éﬁ\ﬁﬁlE%Smg~1000mg®ﬁ%
DEIPFEITN B,

BR FRAO—MHK (1) bLIE (2) TRDBINBMHEAS I ¥V —15
ﬁﬁﬁi@%@%ﬁ?%ﬂ%ﬁénéﬁm\ﬁEK;D4V&~7xuy%fU
?wU?yﬁEwl5aﬁﬂwﬁﬁﬁﬁﬁﬂwﬁﬁﬁ%&ﬁm&%%?ﬁﬁéﬁ
RAELTHILHTEB,

[E3E £ R F AT REM]

FEAO—MKR (1) LKL (2) TRINIMWEA I XY —LmEAR.
ﬁﬁ&ﬁﬁ%%?w&énfwbzyw+ﬂvyAKiU%%éhé??ZHw
BEETTNVCRBNT, BN NS VRT3 F—PERLERNEEREZRL. £
IBRBYF o AT R=HT7 M UBRFREEFMCENTYL, BBA
MR ETRT, %> T, RRAOHE A I ¥ Y — A FHilki L 007 0 IRE
(CRPETE DI, BIIE, CEF%. TAa— KA. FEER & OIS
BOWBRRE LTHERTH S,
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RIZ, FREAOKHEEA IFY —VHEE (b L7 0H) oRmREBH. =

TERBRBI. FHBIS L ORARBRBI 2 R8T 5, 2B, SPICHRO (LAWE
%J@\%ﬁ®%1B£U2§K%ﬁ®mé%%%mﬁmbfwéo
[%Eﬁ%%ll:Vﬁ+ﬂuVA%%??X%WE%%?wmﬁﬁéﬂﬁ@%
M#ER (Con. A:GPTMHEY% (30mg k g. p. o0.) ]

(REBRFHE)

V=T 4—F7ZX (G. Tiegs) bDAFE[]. Clin. Invest
+ 90, p196~203 (1992) ] ITHLTIThol, THbL, 7HES
DBALB/ c REMYTRX (AERF ¥ — A XY N—#B) % —BEITL LT
Ry, ZhbizarizF"UvA (] a ckbeenHk #/47VI, v/~
) OEBBEAEEL, 15meg kg DBICTRBIRL VBEL. 2 48
MRE@%IC, ——T LB T CIRBIRMA TRV, Rl Ui Mk %5 4 L
BEMBEFOGPT (FFURTIF—Y) EHERELE, 28, Bl
20, 5%AF/ENr—AKERICHEES L IIEEL., Z0BEKS L3
BB30mg 'k gaa v AT AY L ABRED | BERNCEORE L, 22
B=/& LTIk, 0. 5%AF Nt — kK% A,

RERBGI2] VERI Yo B T4 F—HT5 2 F I L HR~ v 2 fFIEEE
TMIBT D AFBEEMSEER (LPS—Ga IN: GPTHZEY% (30mg/
kg, p. o0.) ]

(RRF &)
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g DRICTREIHFIRE VS L, SRMIER%RIC. =—F LAET CIRERL %17
R, R LA MEE RO CBEOEFOGPT (F5L X7 3 +—P)
BHEZHE L, 28, BRILAWIZ0. 5% A FLtilo— KKK EREL
LIZEMRL, ZOBBIKD LSIIBK30mg 'k g#D—HF527 hHIvE
CIRRY Yo W54 FEED 1 BENCRABRE L, 22 he—Ak LTI
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THD,

Wﬁ%(%)=[(3VFD—Wﬁ@GPTﬁ@¥ﬁE)-(&@mé%ﬁﬁ
ﬁ@GPTE@?ﬂE)]/[:ybm—wﬁ@GPTﬁmﬁwﬁ]x1oo

CARE S

# B 1L & GPTHEZE% (30mg/kg. p. 0. )
Con. A LPS—GalIN

1t

o

¥ 42 79. 9 96. 7
it & ¥ 44 81. 5 87. 3
it & % 46 71. 9 42. 6
it & » 50 60. 3 87. 0
it & # 1 88. 1 96. 7
it & % 5 90. 5 76. 8
t & % 7 86. 6 84. 7
it & # 10 75. 8 79. 9
it & ¥ 69 80. 1 ——
it & % 13 63. 8 ——

BIROERDPL, —RR (1) 2T (2) TEDINBHEEAIF Y —
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EEW44: 1~ (4-T3I/)7=2=) AFAL—-3— (3—=hpTz=,
) =1, 3=YeRaAfIFY (4, 5—b) PUTL—2—F>
m%%46:1—(4—?%%»7i/71:w);?»—3_(3_;pu
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m%%50:1—(4—9%?w7i/71:w)ﬂ?w—3—(3~7t%
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SH—A4I%¥Y (4, 5—b) ¥y

LE®S : 83— (3—=tuT7==) —2— (4—FUYTL) F4—3H—
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L8®W7 : 83— (3—=tuTz=)) —2— (3—FYTL) F4—-3H—
AIFY (4, 5—b) vYD

k%10 :3- (3—2uur7==) —2— (4—FYIL) F4—3H
~A4I¥Y (4, 5—b) ¥UTY
m%%69:1—(4—EUVW)X%w—B—(B—:Fu7m:w)—1
y 3=VERERVRAALIFY— -2 —F

EE®13:1—- (3—=hu7=x=) —2— (4—FUVL) F4—1H
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WAFNEN A —RPFTERB L%, ThZEh2000meg  k g ¥R OBEL
TIERBR LI L 250 THOBRERIZB O CTHRRTFAITRD bz o 7,
[(RHEBI1] 83— (3—=bur=z=A) -2~ (3—FUTL) %L —3H
—M43I¥Y (4, 5—-b] YUYV ({LEHEE22)

1) 2— (83—=ta7==T73)) =aF o BofsE
RFRFET—50467 652 BICTKROFEICE> THEL-,

2) 3— (8==hFm7=z=)) —1, 3—VEFuf3IF¥Y (4, 5—b)
vy —-2—3v
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FUI?w7iV(590uL)\%LT%NIV(2OmL)®@é%KV7
I:wUV@TVP(l.1g)%m2\1ﬁﬁM%ﬁﬁbtoﬁm&K7%%
w$mA7iP(20mL)%m2‘é%KZO%%%%Lt@\ﬁmW%**
mﬁwﬁoowv\n—«##y<10mL)&mzrmm%%amb\:n&
ﬁﬁﬁ&ﬁ%%ﬁU?Aﬁﬁﬁ\*\%LT4V7EH»1-?»?M&%@L
T\%®@BMET\GO%T%ﬁLT\%EMQ%(QBOmg)%ﬁtoﬂ
R 9 4%,
"H—NMR (DMSO-—ds) 6 :
7. 13 (1H, dd)
. 43 (1H, dd)
. 83 (1H, t)
. 98 (1H, dd)
23 (1H, ddd)
35 (1H, ddd)
. 75 (1H, t)
3) 3= (83==hE7==l) —2—sunu—3H-—4(3IFY (4, 5—b
] Y Dol
3—(3—:%U71:»)—1,3—9tFu4iﬁﬁ[4,5—b]BU
9V—2—iy(40.0g)\iﬁkvy(36.0g)\&U?#VEMU
¥ (200mL) #BAL. MEBH T, 2 AMBELE. RSKERAE. X
KPR . BERTF /U CTHI L. 2 OMBIE S BAREES U & A CEE
Lic, WEZHEEEL, BEEVF L/ u~v Y57 4— (NHSiO » (N
H-DM1020, LYV 7TH#HE) | BBExFL) 1o L, ERHE T
VT—=TARTTIRLT, EELEW1 2. 1 g2B7, NR28%
"H—-NMR (CDC13) §:
7. 36 (1H, dd)
7. 80~7. 86 (1H, m)
7. 92 (1H, ddd)
8. 09 (1H, dd)

0 00 00 =N =N N
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8.

39 (1H, dd)

8. 41~8. 47 (2H, m)
4) 3= (3==bhE7=2)) =2~ (3-FYVL) #%—3H—A3
Y (4, 5—b) BYTroflE
GO%mimTFUﬁA(88mg)@yf%w$wA?iP(8mL)%ﬁ
MKS—EPH#VBU&V(2O8mg)%mz\iﬁm650%i?ﬁ§é
tﬁéﬁ&ﬁ%lS%%ﬁ#Lto&K\k%GS)T%tS—(3—:Fu7
z:w)—Z—ﬂﬂm—BH—4iﬁ7[4,5—b]EUVV(400mg)
%mz\50%m58oﬁmﬁ§ékﬁéﬁ&ﬁ615ﬁ%ﬁﬁbtoﬁmﬁé
M%%\mm%%ML\ﬁ&Lt%%%%mL\%ﬁl%wfﬁﬁébfﬁgm
&% (118mg) #B%, WE24%

mp :

191~193. 5C

"H—NMR (DMSO—ds) 6 :

7.

7
7
8
8.
8
8
8

34 (1H, dd)
58 (1H, dd)
92~8. 00 (2H, m)
05 (1H, ddd)
25 (1H, d4d)
34~8. 41 (2H, m)
56 (1H, dd)
77~8. 80 (2H, m)

IR (KBr) cm™:
1613, 1541, 1489, 1476, 1435,

MASS:FAB 334 (MHY
[ZHEFI2] 83— (B3—=btuT7=z=) —2— (4—FUYJL) FF—3H—
43I (4, 5—-b) EUIY (kEmESs)

1) 3= (83—=ba7==)) —2—sau—-3H—(3I4Y (4, 5—b
] Y Yo

ERF 1 &R UFETRE L,
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2) 3= (3==tmT7==) —2— (4—FYTL) FA—3H—o(3IF
Y (4, 5—b) vUYrofs
A=ANATIEV VY (2. 2g) &1 5%KEBILF FY v AKEHE (5.
4mL) OVAFARLVLT IR (8 0mL) BWIKIZ, FEBO1) THEE3— (
S—=FMRT7==)V) —2-7uun—-3H—A3I¥Y (4, 5—b) BYTL (
5. 0g) ZMA, 100C UMARE) TMBELARNS 3 0SB LE. K
IS E . KAKIZHEMU, Zaakib,/ A% ) —ViB&HE (5,/1) THIELT
v SOMHRE BOKRBEY SRV ATER L, METICCEESEEL, &
6MEEE%VUﬁ5wﬂ§A&mvbﬁ?74—?ﬁ§b\n—A#ﬁV/7
RuFL NEEEETHESES L TEBLAY (3. 4¢g) %87, INR54%

mp:183C

"H-NMR (DMSO—-ds) 6 :

7. 38 (2H, dd)

7. 45 (1H, dd)
7. 87 (1H, t)
8. 10 (1H, ddad)
8. 24 (1H, dd)
8. 38 (1H, ddd)
8. 39 (1H, dd)
8. 43 (2H, dd)
8. 56 (1H, t)

IR (KBr) cm™:

1597, 1574, 1526, 1352,

MASS:EI 349 (M™)
[£iEFI3] 83— (B3—=huT==1) —2— (4—FVUIL) AFLFF—
BH=A3I%Y (4, 5—-Db] VYD ({LEHEE1)

1) 83— (83=—=tm7==) —2—AAHFh—3H—-A3IFY (4, 5
—b] Y TroRE

2—(3—:%D7m:w7i/)—S—Ti/BUVV(400mg)\1
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5%*@%%%97Am%ﬁ(2.8mL)%LT:%mﬁ$(3mL)®I5
AR (20mL) %1 4ARBMBGER L, RIS S . BUET I Crslt
ZHEL, REZKICEE, TEYZEELE, BIRE TR ORI L Oy
%5@L\K%Lk®%%ﬁbf\%@m%%(443mg)%ﬁtoW$94
%
"H—NMR (DMSO—de) 6 :
29 (1H, dd)
. 64 (1H, dd)
. 89 (1H, t)
11 (1H, dd)
13 (1H, dd)
. 37 (1H, ddd)
. 54 (1H, t)
2) 3= (3==bPR7=2)) -2~ (4—FYYL) AFALFF—3H—
4IFY (4, 5—-b) YD romE
83— (8==FET7=2=20) ~2-AAHF -=3H—A3IFY (4, 5—b
J YDy (1. 7Tg) OKBEBBEICL 5%KEBLF Y o AkEHE (3. 7m
L) &M, 104MBELE, 212, 4—aYisny K. HEeE (1.
lg) ZMMA, EET3 OSMEIL LI, FHHYEZ AWML, SR L7-%. FfEx
FheAYToELT=F LV EDRAEEY AV CHERESR LT, SElLaY (1
. 3g) HB, INR59%
mp :153C
"H—NMR (CDC13s) 6 :
4. 62 (2H, s)
7. 29 (1H, dd)
7. 38 (2H, dd)
7. 77 (1H, t)
7
8

0 C0 00 00 =~ =N =3

. 95 (1H, ddd)
. 00 (1H, dd)
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8. 27 (1H, dd)
8. 38 (1H, ddd)
8. 44 (1H, t)
8. 56 (2H, dd)
IR (KBr) cm™:
1601, 1536, 1435, 1347.
MASS:EI 363 (M)
[EHHI4] 1— (4=EVUDL) AFA—3— (3—=hmTa=l) —1,
3—VEFREAIFY (4, 5—-b) BUVV~2—F> ({LEHES42)
EiEB 1 LRUFETHERLZ3 - (3—=kuvz=A) —1, 3—Ub Fadg
IFY (4, 5-b) BUVr—2—F> (400mg) OUAFARALLT
FRIZ4A—Ea)Asn) F-HEEE (300mg) LAY DA (430
mg) LEMA. MRS OCIZT 3REMBR L, RISHEZKKICES, HHL
T E AML, RNTINZERTF L CHEES LT, EELEAY (300m
g) 2Bk, ME55%
mp :193C
"H—NMR (CDC13) 6 :
5. 18 (2H, s)
7. 07~7. 15 (2H, m)
7. 26~7. 28 (2H, m)
7. 73 (1H, t)
8. 14 (1H, dd)
8. 24~8. 32 (2H, m)
8. 62~8. 64 (2H, m)
8. 86 (1H, t)
IR (KBr) cm™:
1705, 1538, 1350.
MASS:EI 347 (M
[ZiEFI5] 2— (4—BIYDN) AFA—1— (3—=hrT=z=,L) —1H
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~RURXLIFY =L (LEmEE2 3)

1) N— (83==bta7z=) =N’ — (4—PUYTL) AFALHIAE=L
=1, 2=T=z=L U7 I otk

N— (8=—=tmT7==) -1, 2—=Tx=L P73y - —ERHE (69
Omg) L4—-EYTLEREAFL (1. 4g) L%BAL. 120~130%C
(T IRFRIMBBLIR L7, BBtk RISIRITKIK & RERKEF 1 U & AKEH &
ZIRML ., BT F A THIM Uiz, HHREAREET N U v A CBIE L%, it
%ﬁE%%L\%%%%VUW?»ﬁ?A&mvﬁf?74*(%@I%»)?
RBLER, BONRELFRIFARTTVEL, EELLEY (390mg
) B/,

'"H—NMR (DMSO—-de) 6 :

3. 65 (2H, s)

. 09~7. 22 (6H, m)
. 29 (1H, dd)
. 38 (1H, t)
. 47 (1H, t)
54 (1H, ddd)
67 (1H, dd)
12 (1H, brs)
. 43 (2H, d)
60 (1H, brs)

2) 2= (4-EUVN) AFL—1— (83—=huTZ=z=) —1H-RY
A I EY =L DORKE

EFE1) THEN- (3—=brT7=2=) =N’ — (4—FUIL) AFN
ANVE=—1, 2-=T7=z=LrP73I0 (390mg) % 6 EEHEBAT. 8
0CIZT1 5y MIMBBE R L, B, KISk & REEAET L U v Ak
BEZBMUTHET AL VEIC Lt BB L CHIH Ui, MK B
BT M) ULATRBLEE, BEZREREL, BEZ L UISAIS Ar o~
NTTT74— (Zmadlh: A2 )—A=20:1) oML, BbhiiEs

© 0 W N NN~ N -
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A YT ENT—T N BT F VRS E R AV THEES L. BELEY (1
26mg) #Bk, INE15%,

mp:125~126C 7

'H—NMR (CDC13) 5

4. 23 (2H, s)
03 (2H, s)
02 (2H, d)
09 (1H, d)
26~7. 40 (2H, m)
52 (1H, ddd)
71 (1H, t)
86 (1H, d)
15 (1H, t)
38 (1H, ddd)
. 46 (2H, d)

IR (KBr) ecm™:

1603, 1536, 1358.

MASS:FAB4331(MHW
[%m%6]3—(3—:%D7::w)—2—(4—599»)—3H—4i
Y (4, 5=Db) vUYY (kEHES16)
N—(3—:bn7::w)—1,2—7::VVVT$V(575mg)&
4—CYDUANRTATER (321mg) L%, 110C GBREE <1
OZEMBALI, ZIWPAFAKLATIF (10mL) ¢3PE (400m
g) LEMA, 110°C MBIRE) TIMBMAL:, BEFMETEEL.
REZ 7 a0 RV MRS i, ZOWKEFIRERF N U & A KIS TS
L\%K%QTFUWAT%@LEOﬁETKT%ﬁ%%EL\%E%VUﬁﬁ
NATEomaw hT57 4 —THELL, =% ) — L TEES L CEELAY (2
OOmg) R/, NKR25%

mp:207C

@ 00 0 N N N NN N,
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'"H—NMR (DMSO—ds) § :

7.

O 0 00 0 00 =~ = =

48
52
83
91
32
41
43
54
6 4

(1H,
(2 H,
(1H,
(1H,
(1H,
(1H,
(1H,
(1H,
(2H,

dd)
dd)
t)
ddd)
dd)
ddd)
dd)
t)
dd)

IR (KBr) ecm™:

1589,

(kEMmES 4 3)
KB 4 IZFEBMOFIE L kR FET, BRI E B,

1532, 1348,

MASS:FAB 318 (MH™
[imm7]1—(4—tpm%Vﬁwﬁ:w7I:w)%%w~3—(3—:
heZx=) =1, 3—VERAIFY (4, 5—b) EUJr—2 -3

mp : 27 7°C (45fE)
'H—NMR (DMSO—dse) § :

© 0 00 00 NN ~N N =N N u»

27
19
53
56
87
93
04
28
34
76

(2H,
(1H,
(2H,
(1H,
(1H,
(2H,
(1H,
(1H,
(1H,
(1H,

s)
dd)
d)
dd)
t)
d)
dd)
ddd)
ddd)
t)

-39.
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12. 92 (1H, br)
IR (KBr) cm™:
1740, 1719, 1611, 1536, 1350.
MASS:EI 390 (MY
[%%WSJ1—(4—7i/7::w)X?W—B—(B—:Fm7x:w)
=1, 3=VEPFaAIFY (4, 5—b) VYUY —2—%r (LEWES4
4)
R 4 RO FIE L FSRRFET, EELA BT,
mp:192C
"H—NMR (CDC1 1) 6§ :
71 (2H, brs)
04 (2H, s)
66 (2H, d)
04 (1H, dd)
18~7. 22 (3H, m)
70 (1H, 4d)
06 (1H, dd)
23 (1H, ddd)
28 (1H, ddd)
85 (1H, t)
IR (KBr) cm™:
3349, 1711, 1612, 15386,
MASS:EI 361 (MY
[RiEFI9] 1— (4—TEF7I/)72=0) AFA—-3— (3—=ha7=
=A) =1, 3=VERRAIFY (4, 5-b) BYUTr—2—F> (Lo
&5 45)
RIEG] 4 IZFEMOFE L Rk BT, EELSY A B,
mp:199%C |
"H—NMR (CDC1 1) 6 :

0O 00 00 00 N N =N o u w
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O 00 00 00 N N N O~ N~ oN

17
12
05
18
21
35
51
71
08
24
29
85

(3 H,
(2 H,
(1H,
(1H,
(1H,
(2H,
(1H,
(1H,
(1H,
(1H,
(1H,
(1H,

s)
s)
dd)
dd)
brs)
brd)
brd)
t)
dd)
ddd)
ddd)
t)

IR (KBr) cm™:

1717,
MASS : E1

1653,
403 (M)

1531,

1348.

PCT/JP99/02309

[RiEFI1 0] 1— (4—=PRAFATI ) Tz=) AFA—3— (3—=Fn
Zxz=N) =1, 3=VERrAIFY (4, 5-b) ¥UIDL—2—FY (L
BB E46)

KP4 IZFRIDOF I L FRkR FIE T, EEL A% B,

mp:164%C

'"H—NMR (CDC13) 6§ :
2.

0 NN NN e o

94
05
69
04
22
29
70
05

(6 H,
(2H,
(2H,
(1H,
(1H,
(2H,
(1H,
(1H,

s)
s)
dt)
dd)
dd)
dt)
t)
dd)

-4] -
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8. 22 (1H, ddd)

8. 29 (1H, ddd)

8. 85 (1H, t)
IR (KBr) cm™:

1736, 1619, 1530, 1344.
MASS:EI 389 (MY

PCT/JP99/02309

[ZfEFI1 1] 1 - (4—VRAFATI)Tx2=L) AFAL—3— (3—}U >
NABAFAZ =) —1, 3=V RaA3IFY (4, 5—b) PY T —

2—-Fv
K 4 IZEEROFIE L MR FET, EEILSmE B,
HbEmES 4 7)
mp:168C
'"H—NMR (CDC13s) 6 :
2. 94 (6H, s)
05 (2H, s)
69 (2H, dt)
01 (1H, dd)
19 (1H, dd)
29 (2H, dt)
63~7. 66 (2H, m)
02~8. 06 (2H, m)
3. 13~8. 15 (1H, m)
IR (KBr) cm™:
1705, 1615, 1526, 1458,
MASS:EI 412 (M)

00 00 N N NN,

[(EHEFI1 2] 1— (4—VRFATI)T7=2=A) AFAL—3— (3—2 hF
Y7=x=)) —1, 3—-VERaAIFY (4, 5-b) FYTr—2—F> (

LemES 4 8)
KRB 4 IO T L AR FIET, EELew e B,
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mp :

2.

W NN NNN N w

103

134°C
"H—NMR (CDC13) & :

93
85
04
69
94
96
16
29
33
4 3
01

(6H, s)
(3H, s)
(2H, s)
(2H, dt)
(1H, ddd)
(1H, dd)
(1H, dd)
(2H, dt)
(1H, ddd)
(1H, t)
(1H, dd)

IR (KBr) ecm™:

17009,
MASS :E1I

1609, 1524,
374 (MY

1454.

PCT/JP99/02309

[ZfEFI1 3] 1 - (A=CAFATI)T2=A) AFNL—-3— (3—F )
7x:W)~1,3—Vth4iﬁf[4,5—b]HUVV—2—¢y(m
MBS 49)

RHH| 4 ICERBMOKTIE & FRARFIET, EELAYE B,
:155~157%C

mp

1H—NMR (DMSO—-ds) 6 :

2.

5.
6
7.
7
7
7

85
02
6 8
17
28
59
77

(6H, s)
(2H, s)
(2H, d)
(1H, dd)
(2H, d)
(1H, dd)
(1H, t)
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7. 90 (1H, dt)
8. 00 (1H, dd)
8. 13~8. 17 (1H, m)
8. 26 (1H, t)
IR (KBr) cm™:
2230, 1730, 1619, 1605, 1584, 1528.
MASS:EI 369 (MY
[EHEHI14) 1— (4—-TVAFATI)Tz2=)) AFAL—3— (3—-Tk&F
NZ7z=)) —1, 3—VeRaAfI%Y (4, 5—b) YD Vr—2—-FV (
LEHmESS50)
EHEF 4 IO FTIE L ARBRFET, BELLEYE BT,
mp:175~177C
'H-—NMR (DMSO—ds) 6 :
2. 63 (3H, s)

2. 86 (6H, brs)

5. 03 (2H, s)

5. 03 (2H, s)

6. 69 (2H, d)

7. 14 (1H, d4d)

7. 28 (2H, d)

7. 57 (1H, dd)

7. 72 (1H, t)

7. 97~8. 04 (3H, m)
8. 29 (1H, t)

IR (KBr) cm™:
1717, 1684, 1619, 1528.
MASS:EI 386 (M)
[ZHEFI15] 1— (4—VAFATI)T7z=)b) AFL—3— (83— hF
YHNR=NT z=N) —1, 3=V RS IFY (4, 5—Db] YT —
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2—Fr (LEHWEFS51) :
RG] 4 (RO FIE L AFERFET, EELEmEEE,
mp:99~102%C ,
'H—NMR (DMSO—-ds) 6 :
1. 34 (3H, t)
2. 86 (6H, s)
4. 36 (2H, q)
5. 03 (2H, s)
6. 69 (2H, 4d)
7. 14 (1H, dd)
7. 28 (2H, d)
7. 56 (1H, dd)
7. 71 (1H, t)
7. 97~8. 06 (3H, m)
8. 33 (1H, t)
IR (KBr) cm™:
1730, 1709, 1619, 1588, 1530.
MASS:EI 416 (M)
[ZHEFI16] 1— (A—TVRAFATI)Tz=n) AFA—3— (3—FT 3
ANR=NT z=)V) —1, 3—Vb Raf3IFY (4, 5—b) U —2
—ZF v ({LEMESS 2)
ERF| 4\ ZEEBOTE L ARBRFET, EELEWEET-,
mp:233~235C
'H-—NMR (DMSO—-dse) 6 :
2. 86 (6H, s)
5. 03 (2H, s)
6. 69 (2H, d)
7. 14 (1H, dd)
7. 28 (2H, d)
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49 (1H, brs)
57~7. 66 (2H, m)
. 83~7. 98 (3H, m)
06 (1H, brs)

18 (1H, s)

IR (KBr) cm™:

0 00 =N o~ =

3359, 3204, 1720, 1657, 1619, 1578,
1530.
MASS:EI 387 (MY
[ZWEFIL 7] 1— (4—VRAFATI)T72=0) AFL—3— (4—=}nm
Zxz=)V) —1, 3=VERuAL3IFY (4, 5—b) FYTr—2—F> (K
eMmESS5 3)
RIEH| 4 IO T L AR FIET, EELAME AT,
mp:177~178. 5C
'"H—NMR (DMSO—-ds) 6 :
2. 85 (6H, s)
03 (2H, brs)
68 (2H, d)
20 (1H, dd)
28 (2H, d)
62 (1H, dd)
03 (1H, dd)
20 (2H, d)
43 (2H, d)
IR (KBr) cm™:
1709, 1617, 1592, 1514, 1503.
MASS:EI 389 (MY
[REFI18] 1— (4—-VAFATI)T7=z=L) AFL—3— (3—E Fn
FUVANR=NT z=V) —1, 3=V RFaAf3IFY (4, 5—b)] YD

0 00 0 N =N N o
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—2—-Fv ({LEHESS54) :
G 4 2RO T & AR FIET, EBLEmE B,
mp:160~164%C ,
'H—NMR (DMSO—ds) § :
2. 85 (6H, s)
02 (2H, s)
69 (2H, d)
12 (1H, dd)
28 (2H, d)
53~7. 58 (2H, m)
93~7. 98 (2H, m)
19 (1H, t)
IR (KBr) cm™:
1709, 1619, 1524.
MASS:EI 388 (M)

0 N N NN o o

PCT/JP99/02309

[ZHEFI19] 1 - (4—VAFATI)Tz2=)) AFAL—3— (2—=r}nm
Zx=)V) =1, 3=V RaA3IFY (4, 5—-b) YT —2—Fr (L

EMES55)
KP4 IZFRBOFE L FRRFIET, EELSYE B,
mp : TENT 7R
"H—NMR (DMSO—dse) 6 :
2. 86 (6H, s)
02 (2H, brs)
69 (2H, d)
14 (1H, dd)
24 (2H, d)
56 (1H, dd)
74~8. 00 (4H, m)
23 (1H, dd)

0 N NN N oW
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IR (KBr) cm™:
1727, 1613, 1528,
MASS:EI 389 (M")
[EfEFI20] 1— (4=VRAFAFTI)Tz=L) AFL—3— (3—Suno
Zxz=/) =1, 3=YERFaAL3IFY (4, 5—-b) PUTPLr—2—3r (b
EMES56)
Rif] 4 ICRBOFIEL ARk F BT, EELA A BT,
mp :140%C
'"H—NMR (CDC13) §:
2. 93 (6H, s)
04 (2H, s)
68 (2H, dt)
99 (1H, dd)
18 (1H, dd)
28 (2H, dt)
34 (1H, ddd)
48 (1H, t)
72 (1H, ddd)
85 (1H, t)
02 (1H, dd)
IR (KBr) cm™:
1709, 1617, 1524, 1487.
MASS:EI 378 (MY
[RiEFI21] 1— [4— (3, 5—C7upbYIL) ] AFL—3— (3—
=haZ=z=) -1, 3=V RaAfIFY (4, 5—b) UL —2—%
v (bemESS57)
KHif] 4 \IZEEBMOHE & R R FIET, EELEY BT,
mp:170C
'"H~NMR (CDC13) 6 :

0 NN NN NN o ow
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5. 43 (2H, s)
7. 06 (1H, dd)
7. 12 (1H, dd)
7. 71 (1H, t)
8. 09 (1H, dd)
8. 24 (2H, dd)
8. 58 (2H, s)
8. 80 (1H, t)
IR (KBr) ecm™:
1725, 1613, 1530, 1348.
MASS:EI 415 (M)
(EZHEHI22] 1— (4—CRAFATI ) Txz=)) AFAL—-3— (3—7 VA
K7z=)) —1, 3—=VeRaAf3IFY (4, 5—b])] YV V—2-FV (
{LEHmESS5 8)
ER 4 IERBOFE L FIRRFET, EELewE B,
mp:227%C
'H—NMR (DMSO—ds) 6 :
2. 85 (6H, s)
01 (2H, s)
89 (2H, s)
68 (2H, dt)
11 (1H, dd)
18 (1H, ddd)
26 (2H, dt)
37 (1H, t)
45 (1H, ddd)
54 (1H, dd)
72 (1H, t)
94 (1H, dd)

NN NN NN NN e o

- 49 -



WO 99/57103 PCT/JP99/02309

IR (KBr) cm™:
3410, 1732, 1669, 1615.
MASS:EI 402 (MY
[EEFI23] 1— (4—CAFATI)Tz=) AFAL—3— (3—73)
Zxz=)) —1, 3=V RaA3IFY (4, 5—-b) ¥YTr—2—-F> (b
EMES59)
RG] 4 (RO FE L FERFIET, EELAYE B,
mp:161C
'H—NMR (CDC13s) §:
2. 93 (6H, s)
79 (1H, b)
03 (2H, s)
68 (2H, dt)
70 (1H, ddd)
94 (1H, dd)
03 (1H, t)
09 (1H, ddd)
14 (1H, dd)
28 (2H, dt)
29 (1H, t)
01 (1H, t)
IR (KBr) cm™:
3445, 3341, 1700, 16009.
MASS:EI 359 (MM
[EfEfl24] 1— (4—VAFATI)Txz=) AFL—3— (3—VAF
WNTI)ANVE=NVTz=)V) —1, 3=V Ruas3IFY (4, 5—b)] ¥V
Vry—2-Fr ({bEHWEF60)
iG] 4 \ZEEMOFIE L AR FIET, EELEMEEL,
mp:175%C

00 N 9 9 9N o0 o O, w
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'H—NMR (CDC1 1) & :

2. 80 (6H, s)
.. 94 (6H, s)
05 (2H, s)
69 (2H, dt)
01 (1H, dd)
19 (1H, dd)
28 (2H, dt)
70 (1H, t)
78 (1H, dt)
02 (1H, dd)
14 (1H, dt)
33 (1H, t)

IR (KBr) cm™:

1728, 1618, 1524, 1345,

MASS:EI 451 (M)
[(EfEFI25] 1— (4—FIUPL) AFAL—3— (4—=tu7==)1) —1
, 3—=YbFuaAf3I¥Y (4, 5—-b] UYL —2—Fr ({LAHEEG61)
EHiBl 4 IR FE L AR FIET, EELEME BT,

mp :210%C

'H—NMR (CDC13) 6:

5. 17 (2H, s)

7. 10 (1H, dd)
7. 14 (1H, dd)
7. 26 (2H, dd)
8. 14 (1H, dd)
8
8
8

O 00 0 N N N 9N N o ogown

25 (2H, dt)
41 (2H, dt)
63 (2H, dd)
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IR (KBr) cm™:
1717, 1597, 1501, 1339.
MASS:EI 347 (M)
[(EfEH26] 1— (4—-FIPNL) AFAL—-3— (3—FUYPAL) —1, 3—
YeRaAfIFY (4, 5—b] IV V—-2—-F ({LAWEE62)
EH| 4 (IO TIE L FRRFIET, EELEMEBT,
mp :150C
'H—NMR (DMSO—ds) 6 :
5. 23 (2H, s)
17 (1H, dd)
38 (2H, dd)
55 (1H, dd)
62 (1H, ddd)
02 (1H, dd)
19 (1H, ddd)
55 (2H, dd)
62 (1H, dd)
98 (1H, dd)
IR (KBr) cm™:
1713, 1618, 1601, 1456,
MASS:EI 303 (M)
[EZHEHI27] 1— (4—=baTz=n) AFA—3— (3—=fu7==/V
) —1, 3—YeFRuAfI¥Y (4, 5—b)] YUY r—2—Fr ({LEHES
6 3)
LB 4 ICERMOFIE L FARRFIET, EELAYEET,
mp:209~210. 5C (5f8)
'H—NMR (DMSO—ds) & :
5. 35 (2H, s)
7. 21 (1H, dd)

O 0 00 0 00 N N N =N
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61 (1H, dd)
71 (2H, d)
. 88 (1H, t)
07 (1H, dd)
23 (2H, d)
27~8. 36 (2H, m)
76 (1H, t)

IR (KBr) cm™:

1707, 1538, 1522, 1453, 1347.

MASS:EI 391 (M)
[ZEFI28] 1— (4—YIUPN) AFL—3— (3—TEHFALT=z=) —
1, 3=YeFaa3I¥Y (4, 5—-b) UV —2—F ({LAYWES6 4
)

EHEF 4 IZEEBMOFIE L R FIET, EELLEME BT,

mp:193~194. 5C

'H—NMR (DMSO—-dse) 6 :

2. 63 (3H, s)

5. 23 (2H, s)
7. 16 (1H, dd)
7. 38 (2H, d)
7. 54 (1H, dd)
7. 73 (1H, t)
8
8
8

0 00 00 00 N =N 3

00~8. 05 (3H, m)
32 (1H, t)
55 (2H, d)
IR (KBr) cm™:
1717, 1680, 1622, 1601, 1561, 1493,
MASS :FAB 345 (MH")
[EfEBI29] 1— (4—-FIUIN) AFL—-3— (2—=tuar==)\) —1
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, 3=V FuAIFY (4, 5-b) VUPr—2—Fr ({LEWEE65)
KR 4 ICEEBOFIE L AR FET, EBLSwE B,
mp : TENT 7R
'H—NMR (DMSO-ds) § :
5. 25 (2H, s)
7. 17 (1H, dd)
7. 32 (2H, d)
7. 58 (1H, dd)
7. 76~7. 83 (1H, m)
7. 91~8. 02 (3H, m)
8. 25 (1H, dd)
8. 56 (2H, d)
IR (KBr) cm™:
1734, 1718, 1601, 1528.
MASS :FAB 348 (MHY)
[(ZEFI30] 1— (4—AFATI)T7==)) AFA—3— (3—=}tr7
=z=/) —1, 3-YeRFaAfIFY (4, 5—-b) ¥YYr—2—F» (L&
MES6 6)
EH 4 (ZFEMOFE L KRR FIET, EZELEYE BT,
mp:125~126. 5C
'H—NMR (DMSO-—dse) 6§ :
2. 63 (3H, d)
99 (2H, s)
00 (1H, q)
49 (2H, d)
16~7. 22 (3H, m)
59 (1H, dd)
86 (1H, t)
02 (1H, dd)

0 N N9 N o o b
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8. 25~8. 35 (2H, m)
8. 74 (1H, t)
IR (KBr) cm™:
3418, 1709, 1613, 1528.
MASS:EI 375 (M)
[(Z#EFI3 1] 1— (3—T3I/)7=x=A) AFNL—3— (3—=fr7==/1
) —1, 3=V RaAf3IFY (4, 5—b) PUDr—2—3> (LOHEE
67)
KRB 4\ RO FIE L FRARFIET, EELaY 2B,
mp:138%C
'H—NMR (DMSO—ds) 6 :
5. 02 (2H, s)
12 (2H, brs)
46~6. 58 (3H, m)
96~7. 02 (1H, m)
20 (1H, dd)
54 (1H, dd)
87 (1H, t)
05 (1H, dd)
28 (1H, ddd)
35 (1H, ddd)
75 (1H, t)
IR (KBr) cm™:
1707, 1611, 1539, 15209.
MASS:EI 361 (M)
[(EZHH32] 1— (3—TEBFT7I)T7z=L) AFL—3— (3—=tn7
==)) —1, 3=V RuAfIFY (4, 5—-b) BYVV—2-Fv (L&
"W&ES68)
EWif) 4 IZRBMOFIE L FAFRRFET, EBLEME BT,

0 00 0 00 N N N o & v
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mp:179%C
'H—NMR (DMSO-—dse) 6 :
2. 00 (3H, s)
15 (2H, s)
11 (1H, brd)
20 (1H, dd)
28 (1H, t)
54 (1H, brd)
56 (1H, brs)
57 (1H, dd)
88 (1H, t)
05 (1H, dd)
28 (1H, ddd)
34 (1H, ddd)
75 (1H, t)
IR (KBr) cm™:
1717, 1661, 1532, 1348.
MASS:EI 403 (M)
[EEEHFHI33] 1— (4—FUIN) AFAL—3~ (3—=buav=z=1) —1
, 3—VEFRERUAALIFY -2 -3 (LEHWEE69)
KB 4 IZEER D FE L FRBRFET, EELEMEEE,
mp:164C
'H—NMR (CDC13s) §:
5. 16 (2H, s)
6. 91~6. 97 (1H, m)
7. 12~7. 22 (3H, m)
7. 27 (2H, dd)
7
8

©© 0 00 00 N NN N =N N o

75 (1H, t)
02 (1H, ddd)
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8. 28 (1H, ddd)
8. 53 (1H, t)
8. 60 (2H, dd)
IR (KBr) cm™:
1711, 1601, 1528, 1402.
MASS:EI 346 (MY
[ZREBIZ 4] 2— (4—VAFATI)T7z=)) AFALFFH—3— (3—=
frZ7x2=/) —8H—A3I¥Y (4, 5—b) VUYL (LEWEE2)
RG] 3 1RO FE L Rk FIET, BELAYE BT,
mp:119%C
'"H—NMR (CDC13s) 6§ :
2. 93 (6H, s)
. 60 (2H, s)
. 65 (2H, dt)
. 26 (2H, dt)
28 (1H, dd)
72 (1H, t)
87 (1H, ddd)
02 (1H, dd)
25 (1H, dd)
. 32 (1H, ddd)
. 41 (1H, t)
IR (KBr) cm™:
1615, 1528, 1435, 1348,
MASS:EI 405 (MY
[(Z#EFI35] 3— (3—=br7=2=) —2— (4—=taT=x=/) AF
NFF—3H—-AIFY (4, 5—b] BUTL ({LEHWEES3)
KRB 3 IZEERMOFIE L R FET, EELEYE B,
mp:193C

D

00 00 00 00 NN N N =N o
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'H—NMR (DMSO-—de) 6 :
4. 78 (2H, s)
.. 35 (1H, dd)
77 (2H, dt)
92 (1H, t)
07 (1H, ddd)
09 (1H, dd)
17 (2H, dt)
23 (1H, dd)
41 (1H, ddd)
46 (1H, t)
IR (KBr) cm™:
1599, 1541, 1524, 1443, 1348.
MASS:EI 407 (M)
[EHEBI36] 3— (3—TEFALTxz=) —2— (4—FYIL) AFLF
FA—-3H—-A43I%Y (4, 5—b) VYL ({tAYWES4)
EiEP 3 IZERBMOFIE L AR FIET, BELEY BT,
mp:112%C
'H—NMR (CDC1 3s) §:
2. 64 (3H, s)
59 (2H, s)
. 26 (1H, dd)
37 (2H, dd)
65~7. 73 (2H, m)
99 (1H, dd)
08~8. 12 (2H, m)
26 (1H, dd)
55 (2H, dd)
IR (KBr) cm™:

0 00 0 00 00 00 ~ ~ =

0 00 00 NN NN =N 9N Db
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1690, 1599, 1456, 1271.
MASS:EI 360 (M)
[(EWHFI3 7] 3— (3—=huT=x=) —2— (2—-FUIN) F4+—3H
~A4I¥Y (4, 5—-Db]) VYUYV ({tAHEE6)
EHEH 2 \ZRMOFIE L AFRFET, EELAYE BT,
mp:101. 5~102%C (R
'H—NMR (DMSO-—ds) 6§ :

7. 17 (1H, ddd)
34~7. 48 (2H, m)
63~7. 71 (1H, m)

82 (1H, t)

06 (1H, ddd)

25 (1H, dd)
32~8. 36 (2H, m)
41 (1H, dd)

. 47 (1H, t)

0O 00 00 00 00 =N =N =N

IR (KBr) cm™:
1572, 1561, 1532, 1418, 1350.
MASS:EI 349 (MY
[ZH#iFI38] 3— (3—=hury=z=n) —2— (3—FYIL) F4—-3H
—AI¥Y (4, 5—b] VIV ({LEDBET)
KRS 2 [ZEEBMOFIE L ARRFET, EBLEYEET.
mp:168~172C (%)
'H—NMR (DMSO-—ds) 6 :
7. 35 (1H, dd)
7. 48 (1H, ddd)
7. 93 (1H, t)
8. 02~8. 13 (2H, m)
8. 16 (1H, ddd)
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8. 28 (1H, dd)
8. 45 (1H, ddd)
8. 58 (1H, t)
8. 61 (1H, dd)
8. 71 (1H, 4)

IR (KBr) cm™:
1597, 1570, 1529, 1443, 1406, 1348.
MASS:EI 349 (M
(EfEFI39] 3— (3—=buZz2=) —2—T2=AFF—-3H—-—A3IF
Y (4, 5—b] UV ({LAMEES)
EHREG] 2 (RO FIE L AR FET, EEE B,
mp:143~144°C (55)
'H—NMR (DMSO—ds) 6 :
7. 33~7. 42 (4H, m)
48~7. 53 (2H, m)
90 (1H, t)
09 (1H, dd)
10 (1H, ddd)
28 (1H, dd)
41 (1H, ddd)
48 (1H, t)
IR (KBr) cm™:
1597, 15678, 1589, 1452, 1435, 1348.
MASS:EI 348 (MY
[EZfEFH40] 3— (3—VT/7=z=0) —2— (4—¥UYIN) F4—-3H
—43IFY (4, 5—b] YUYV ({LEHEEI)
ERH| 2 \CERBOFEE KRR FET., EELEYE BT,
mp:187~190C
'H—NMR (DMSO—dse) 6 :

co 0 0 0 0 =N =N
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39 (2H, d)
44 (1H, dd)
. 79 (1H, t)
97~8. 05 (2H, m)
22 (1H, t)
25 (1H, d)
39 (1H, dd)
45 (2H, brd)
IR (KBr) cm™:
2230, 1597, 1574, 1474, 1458, 1451,
1404, 1252.
MASS:EI 329 (MY
[RfiFl41] 3— (3—mvuar=z=)) —2— (4—FYIL) F4—3H
—A4I¥Y (4, 5—b]) VYUYV ({LkEHEE10)
RG] 2 \ZREROFE L AR FET, S8 EE-,
mp:168~169C
'H—-NMR (DMSO—ds) 6 :
7. 40~7. 44 (3H, m)
7. 57~7. 64 (3H, m)
7. 77 (1H, dd)
8. 20 (1H, dd)
8
8

00 00 0 00 N NN N N

. 37 (1H, dd)
46 (2H, brd)
IR (KBr) cm™:
15693, 1572, 1479, 1455, 1404, 1362.
MASS:EI 338, 400 (MM
[Z#EfI42] 3— (3—=hurxz=L) —2—N— (4—FUJL) 73
—3H—A43I¥Y (4, 5—b])] UL ({LAYWES11)
RIEFI 2 \ZEEBMOFIE L Bk FET, EBLAYE B,

i

il
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mp : 29 0CLLE
'H—NMR (DMSO—dae) 6 :
7. 22 (1H, dd)
70 (2H, d)
84 (1H, dd)
88 (1H, t)
05~8. 10 (2H, m)
28~8. 35 (2H, br)
34 (1H, ddd)
49 (1H, t)
IR (KBr) cm™:
1619, 1593, 1532, 1418, 1350.
MASS :FAB 333 (MHY)
[(ZfE#i43] 2— (2= ReF HLR=ATz=L) FF—3— (3—=
hrZ7==) —3H—A3I¥Y (4, 5—b) BUYY (LEHWEE12)
Rif 2 1RO FIE L R FIE T, BELAME AT,
mp:149~153%C (4R
'H—NMR (DMSO—-de) 6 :
7. 12 (1H, dd)
28 (1H, td)
37~7. 47 (2H, m)
. 75~7. 82 (2H, m)
00 (1H, ddd)
24 (1H, dd)
31 (1H, ddd)
40 (1H, dd)
46 (1H, t)
13. 36 (1H, brs)
IR (KBr) cm™:

0 00 00 00 N =N =N

0o 0 0 00 00 ~N =N =
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1700, 1530, 1437, 1348.
MASS:FAB 393 (MH")
[ZfEpl44] 1— (3—=brT7=xz=) ~2—- (4—EVUDL) F4—1H
—NVAALIFY =)V ({LAWEE1 3)
KHifl 5 1RO FIE L Atk FikT, EELAME B,
mp :140C
'"H—NMR (CDC1 1) & :
7. 17 (2H, dd)
20~7. 23 (1H, m)
37 (1H, dt)
24 (1H, dt)
67~7. 76 (2H, m)
89~7. 92 (1H, m)
26~8. 28 (1H, m)
37 (1H, dt)
40 (2H, dd)
IR (KBr) cm™:
1570, 1530, 1350.
MASS:EI 348 (M)
[RiEFI45] 1— (3—=tuT7=2=) —2—-N— (4—FUYIL) 73
—1H-RVAAIFS -1 ((LEMEE1 4)
KB 5 \CEEBMOFIE L FRRFET, EELAE BT,
mp :144%C
"H—NMR (CDC13) 6§ :
6. 65 (1H, b)
7. 05 (1H, brd)
7. 20 (1H, dt)
7
7

W 00 00 ~N N N N =

31 (1H, dt)
58 (2H, dd)
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7. 71 (1H, brd)
7. 86~7. 92 (2H, m)
8. 40~8. 46 (4H, m)
IR (KBr) cm™:
3400, 1601, 1536, 1348.
MASS:EI 331 (M
[EfEFI46] 2—N— (4—FFYPERpPYIL) —1— (3—=hp>
==/N) —1H-RUVXALIFY =)L ({tEYEE15)
ERH 5 IR O FIE L AR T T, EE{LS e B,
mp : 228%C
'H—NMR (CDC1 1) §:
34 (2H, dt)
27~7. 33 (1H, m)
38~7. 50 (2H, m)
54~7. 61 (3H, m)
79~7. 90 (2H, m)
35 (1H, t)
43 (1H, ddd)
IR (KBr) cm™:
1653, 1640, 1595, 1530.
MASS:EI 332 (MY
[EHEHI47] 2— (4—PAFATI)Tz=)) —3— (3—=FuaT=x=
V) —3H—A3IFY (4, 5—-b])] YUY (kAYHBE17)
K] 6 IZEERMOFE L FRRFIET, EELEYE BT,
mp :213%C
'H-—NMR (DMSO-—-ds) 6 :
2. 94 (6H, s)
6. 67 (2H, brd)
7. 37 (1H, dd)

0 00 N N N N o
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39 (2H, brd)
79~7. 87 (2H, m)
. 14 (1H, dd)
26 (1H, dd)
36~8. 41 (1H, m)
45 (1H, brt)
IR (KBr) cm™:
1607, 1543, 1372, 1350.
MASS:EI 359 (MY
[Rfi48] 2— (4—FEUVN) AFL—3— (3—=tua7=z=,) —3
H—-A3I¥Y (4, 5—b] IV ({L&HEE18)
EHEB 6 [ D Fik L kR FIET, BRI E BT,
mp :177%C
'H—NMR (CDC13) §:
4. 27 (2H, s)
05 (2H, dd)
34 (1H, dd)
61 (1H, ddd)
73 (1H, t)
14 (1H, dd)
21 (1H, t)
35 (1H, dd)
38 (1H, ddd)
50 (2H, dd)
IR (KBr) cm™:
1607, 1526, 1422, 1358.
MASS:EI 331 (MY
[EfiB49] 3— (4—=bu7=z=)) —2— (4—FYIN) F4—-3H
—A43I¥Y (4, 5—Db) EUYr ({LEHEE19)

0 00 00 0 N =N

0 00 0 00 00 NN N N =
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KBl 2 [ZEERMOFE L AR FIET, B YA B,
mp:202. 5~203C
'H—NMR (DMSO—ds) 6 :
7. 40 (2H, d)
7. 46 (1H, dd)
7. 95 (2H, d)
8. 25 (1H, dd)
8. 39~8. 47 (5H, m)
IR (KBr) cm™:
1590, 1572, 1518, 1497, 14309.
MASS:EI 349 (M)
[ZREFIS 0] 2~ (2—APXFLVINR=ATz=L) FF—3— (3—=F
B7x=)V) —3H—-AIF¥Y (4, 5—Db] UYL (LEWES20)
KB 2 \ZRBOFE L ARRFET, EELSYEE-,
mp : 7ENLTFR
'H—NMR (CDC13) 6 :
3. 85 (3H, s)
21~7. 41 (4H, m)
60~7. 66 (1H, m)
76~7. 79 (1H, m)
86 (1H, dd)
14 (1H, dd)
26~8. 30 (2H, m)
39 (1H, dd)
IR (KBr) cm™:
1709, 1530, 1431, 1348,
MASS :FAB 407 (MHY
[EEFIS 1] 2— (22— bFVINLR=ZATz2=0) % —3— (3—=
fa7xz=)V) —3H~A3IFY (4, 5—b) VUL ({bLeHEE21)

© 0 0 N N N =
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Rfaf) 1 ICERBMOTIEL ARARFET, BB LB,

mp:135~137<C
"H—NMR (DMSO—ds) 6 :
00 (3H, t)
13 (2H, q)
31 (1H, dd)
54 (1H, dt)
61 (1H, dd)
77~7. 83 (1H, m)
88 (1H, dd)
97 (1H, t)
05 (1H, dd)
23 (1H, dd)
36~8. 42 (2H, m)
81 (1H, t)
IR (KBr) cm™:

1728, 1534, 1437,
MASS:FAB 405 (MHY

© 00 00 00 N N N N NN A e

1397,

1352.

PCT/JP99/02309

[RiEFI52] 2— (2—b FEFLHIAR= LT =) FF%—3— (3—
=hr7==)l) —3H—A3IFY (4, 5—b) ¥UIy ({LAWEES24)
KHEH 1 IZREBOFiE L RERFET, EELEYrEr,

'H—NMR (DMSO-dse) 6 :
7. 31 (1H, dd)
48~7. 57 (2H, m)
73~7. 79 (1H, m)
87 (1H, dd)
96 (1H, t)
04 (1H, dd)
22 (1H, dd)

0 00 N N NN
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8. 38 (2H, dd)
8. 81 (1H, t)
13. 27 (1H, brs)
IR (KBr) cm™:
1700, 1611, 1534, 1449.
MASS :FAB 377 (MHY
[RfEFI53] 2— (4—=7T3I/)7==)) F4—-3— (3—=fbuar=z=.)
—3H—-A3I¥Y (4, 5—b) YUYy ({tAWES25)
i) 2 (RO FIE L AR FET, EELAYEEBE,
mp:217%C
'H—NMR (DMSO—ds) 6 :
5. 60 (2H, s)
57 (2H, dt)
18 (2H, dt)
30 (1H, dd)
93 (1H, t)
00 (1H, dd)
11 (1H, ddd)
21 (1H, dd)
42 (1H, ddd)
48 (1H, t)
IR (KBr) cm™:
3474, 3332, 1630, 1595, 1347.
MASS:EI 363 (MY
[£HiBI5 4] 2~ (4—VRAFATI)T7z2=A) FF—3— (3—=ha
z=/V) —3H—A43I%Y (4, 5—b) UYL (LEHWEE26)
EH 2 \ZRBMOFIE L AKRFET, EELEMEBT,
mp :187C
'H—NMR (DMSO—ds) 6 :

0 00 00 00 00 N N N o
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94 (6H, s)
69 (2H, dt)
. 29 (2H, dt)
30 (1H, dd)
93 (1H, t)
00 (1H, dd)
11 (1H, ddd)
21 (1H, dd)
40 (1H, t)
42 (1H, ddd)
IR (KBr) cm™:
1593, 1534, 1443, 1347,
MASS:EI 391 (M%)
[EFISE5] 1— (4—TBEATI)Tx=) AFL—-3— (3—=}n
Zz=N) =1, 3=V RuaAIFY (4, 5—b) PYTr—2—F> (Y
EWES103)
REEF 4 ([CERMOFIE L AR FIET, EELAWE B,
mp :144%C
'"H—NMR (DMSO—ds) 6 :
0. 90 (3H, t)
51 (2H, dt)
92 (2H, q)
98 (2H, s)
63 (1H, t)
52 (2H, brd)
18 (2H, brd)
18 (1H, dd)
59 (1H, dd)
86 (1H, t)

00 00 00 0 00 =N =N N O o

(WY

NN NN e O NN
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8. 02 (1H, dd)
8. 27 (1H, ddd)
8. 33 (1H, ddd)
8. 74 (1H, t)
IR (KBr) cm™:
3418, 1707, 1613, 1538, 1348.
MASS:EI 403 (MY
[XfEFIS56] 2— (83—TI/)7=z=) F4—-3— (3—=Fn7==,1)
—3H—-A43I%Y (4, 5—-b) YUYy (teWES27)
EHH 2 \CEMOFE L AR FET, EELAYE Bk,
mp :143%C
'H—NMR (DMSO—-ds) 6 :
28 (2H, brs)
48~6. 52 (2H, m)
58 (1H, t)
96 (1H, t)
37 (1H, dd)
88 (1H, t)
06 (1H, ddd)
11 (1H, dd)
29 (1H, dd)
39 (1H, ddd)
. 43 (1H, t)
IR (KBr) cm™:
3372, 1619, 1597, 1532,
MASS:EI 363 (MY
[REEHIS 7] 2— (3—VAFATI)T7xz=)) F4—3— (3—=}fnuz
=)} —3H—-A3IFY (4, 5—b) ¥UIY (LEHES28)
KR 2 ITREBOFIE L FRRFET, EELAYE B,

00O 00 0 00 00 =N N O o & w
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mp:156C
"H—NMR (CDC13) 6 :
2. 90 (6H, s)
61~6. 72 (3H, m)
13 (1H, t)
27 (1H, dd)
70 (1H, t)
82 (1H, ddd)
04 (1H, dd)
25 (1H, t)
29 (1H, dd)
32 (1H, ddd)
IR (KBr) cm™:
1592, 1532, 1435, 1352.
MASS:EI 391 (MY
[R5 8] 2~ (4—EUVL) FH—3— (3—FYTAFrarFuL) 7
z=/V=3H—-AIFY (4, 5-b) ¥UYY ({LAWEE29)
KB 2 \ZRR O FE & AR R F BT, EE(LA MR BT,
mp:115. 5~116. 0°C
'H—NMR (DMSO~-ds) 6 :
7. 38 (2H, dd)
. 44 (1H, dd)
81 (1H, t)
91~7. 96 (1H, m)
06 (1H, s)
24 (1H, dd)
39 (1H, dd)
44 (2H, brs)
IR (KBr) cm™:

& 00 00 0 N N NN o

0 0O 0 00 N N =
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1572, 1466, 1333, 1283, 1117.
MASS:FAB 373 (MHY)
[iwﬂ59]3—7::»—2~(4—699»)%%—3H—4iﬁ7[4
» 5—bl] I ({bEHEE30)
EHBI 2 ITFEH O & AR F BT, EELA A B,
mp:142. 5~144. 0C
'"H—NMR (DMSO—-ds) 6 :
7. 40 (1H, dd)
7. 43 (2H, dd)
7. 50~7. 61 (5H, m)
8. 20 (1H, dd)
8. 35 (1H, dd)
8. 47 (2H, dd)
IR (KBr) cm™:
1572, 1497, 1439, 1406, 1256.
MASS :FAB 305 (MHY)
[RfEFI6 0] 2~ (4—EBUPL) F4—3— (3—EUYUL) —3H—13
FY (4, 5—Db] YUYy ({tEHES31)
I 2[RI O Tk & Rk FIET, B A BT,
mp:162. 0~163. 0C
'H—NMR (DMSO—ds) 6 :
7. 38 (2H, dd)
45 (1H, dd)
61~7. 66 (1H, m)
08~8. 12 (1H, m)
25 (1H, dd)
40 (1H, dd)
45 (2H, dd)
72 (1H, dd)

00O 00 0 00 00 =N =
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8. 82 (1H, d)
IR (KBr) cm™:
1572, 1449, 12586,
MASS:FAB 306 (MH"
[ZfEpI6 1] 3— (3—THETz=L) —2— (4—FPUDA) F4—3H
—AIFY (4, 5-b) ¥UJL ({LAMES32)
EHEG] 2 ICEEOFIE & AR BT, B A A B,
mp:167. 5~169. 0C
"H—NMR (DMSO—ds) & :
7. 40~7. 45 (3H, m)
7. 54 (1H, t)
7. 61~7. 65 (1H, m)
7. 74~7. 79 (1H, m)
7. 90 (1H, t)
8. 21 (1H, dd)
8. 38 (1H, dd, J=5Hz, 2Hz)
8. 47 (2H, dd, J=5Hz, 2Hz)
IR (KBr) cm™:
1570, 1453, 1402, 1250,
MASS :FAB 383 (MH"
[RHEFI6 2] 3— (B3—TAFRrTz=L) —2— (4—FUIL) FF—3
H—A3I%#Y (4, 5-b) EUVL ({LEHEES3)
KB 2 [ZERBMOFE & FEERFET, EEA B ET,
mp:164. 0~165. 0C
"H—NMR (DMSO—-ds) 6 :
7. 39~7. 49 (5H, m)
7. 57~7. 65 (1H, m)
7. 64 (1H, t)
8. 21 (1H, dd)
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8. 38 (1H, dd)
8. 47 (2H, dd)
IR (KBr) cm™:
1595, 1572, 1493, 1445, 1406, 1254.
MASS:FAB 323 (MH"
[(Z#ifl6 3] 83— (3—TmETxz=A) —2— (3—FVUIL) F4—3H
—A43IFY (4, 5—-Db]) ¥UYy ({LtAYWEE3 4)
KRG 2 1ZFRRB D FEE AR FET, EELAME T,
mp:134. 0~135. 0C
"H—NMR (DMSO—-de) 6 :
7. 32 (1H, d4d)
50 (1H, ddd)
61 (1H, t)
69 (1H, ddd)
82 (1H, ddd)
94 (1H, dd)
04 (1H, dd)
06 (1H, ddd)
26 (1H, dd)
63 (1H, dd)
72 (1H, dd)
IR (KBr) cm™:
1593, 1482, 1451, 1406, 1254.
MASS :FAB 383 (MHM
[EfEFI6 4] 3— (3—7rFrrz=L) —2— (3—FUIL) F4—3
H—A3I%Y (4, 5-b) BUYL ({LEHEE35)
KRB 2 IZFRMOFTIE L MR FIET, EELSYE B,
mp:143. 0~144. 0C
'H—NMR (DMSO—ds) 6 :

© 00 0 o 0 N N N NN
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32 (1H, dd)
59~7. 74 (2H, m)
.03 (1H, dd)
07 (1H, ddd)
26 (1H, dd)
64 (1H, dd)
73 (1H, dd)
IR (KBr) cm™:
1597, 1493, 1439, 1408, 1254.
MASS :FAB 323 (MHY
[(RfEF65] 1— (4—=FLTI)Txz=) AFL—3— (3—=}hn>
z=) —1, 3=V RRrAIFY (4, 5—-b) ¥UTY—2—F> (&
WES70)
EHP) 4 IO T IE L R FIET, EELSY R AT,
mp:155. 0~156. 5C
'H—NMR (CDC13) §:
1. 24 (3H, t)
3. 14 (2H, q)
3. 63 (1H, s)
5. 04 (2H, s)
6. 57 (2H, d)
7. 04 (1H, dd)
7. 19~7. 24 (3H, m)
7
8
8
8

o 00 0 00 W =N =N

70 (1H, t)
05 (1H, dd)
21~8. 31 (2H, m)
84 (1H, t)
IR (KBr) cm™:
3409, 1713, 1532, 1453, 1352.
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MASS:EI 389 (MY
[RHEBI6 6] 1— (4—(YFUEATI /) T22L) AFL—3— (3—=
hrZ==/) =1, 3=V RaALIFY (4, 5—b) BUIL—2—F>
LEMmES7 1)
REH) 4 (IZRBOFIE L AR FIET, EELS YA BT,
mp:129. 0~129. 5C
'H—NMR (CDC13s) §:
1. 19 (6H, d)
3. 61 (1H, q)
5. 02 (2H, s)
6. 55 (2H, d)
7. 04 (1H, dd)
7. 19~7. 24 (3H, m)
7. 70 (1H, t)
8. 05 (1H, dd)
8. 21~8. 31 (2H, m)
8. 84 (1H, t)
IR (KBr) cm™:
3391, 1713, 1615, 1522,
MASS:EI 403 (MY
[RiEBFI6 7] 1— (4—37uaRUFALTI)T220) AFL—3— (83—
=bha7=z==)) =1, 3=V bRNaf3I¥Y (4, 5—b) UL —2—%F
¥ (kem&ES7 2)
R 4 ([ZEERMOFIE L FRRFIET, EEILA YR ET,
mp:115. 5~117. 0C
"H—NMR (CDC13) 6 :
1. 40~1. 52 (2H, m)
1. 55~1. 78 (4H, m)
1. 95~2. 07 (2H, m)
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0 00 0 N N N o o ow

73 (2H, brs)

03 (2H, s)

56 (2H, d)

04 (1H, dd)
19~7. 25 (3H, m)
70 (1H, t)

05 (1H, dd)
20~8. 31 (2H, m)
84 (1H, t)

IR (KBr) cm™:
3379,1707,1615,1522,1350
MASS:EI 429 (M)
[%EW68]1—(4—7i/7::w>%%w—3—7;:w—1,3—9
EFRAIFY (4, 5-b]) CUDr—2—FL 2HME ((LAMEST 3)

EHB 41

RBMOTIE L RR2FET, EELAnE AT,

mp:231. 0~233. 0C
"H—NMR (DMSO—ds) 6§ :

5
5
7
7.
7
7
7

20 (2H, s)

88 (2H, br)

13 (1H, dd)
36~7. 47 (3H, m)
50~7. 59 (5H, m)
67~7. 72 (2H, m)
99 (1H, dd)

10. 34 (2H, br)
IR (KBr) cm™:
3400, 1757, 1534, 1210.
MASS:EI 316 (M)
[EREBI6 9] 1— (4—-TI/)7=x=) AFA—3— (3—R & Tx=
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V) =1, 3=V RurAI¥Y (4, 5-b) BUTVL—2—F1 (LAlE
574)
Kipl 4 (MO GE L FFRFET, EELAYEET:,
mp:161. 0~163. 0C
'H—NMR (DMSO—ds) § :
3. 80 (3H, s)
4. 94 (2H, s)
5. 10 (2H, s)
51 (2H, d)
01 (1H, ddd)
09~7. 14 (3H, m)
24~7. 29 (2H, m)
42~7. 45 (1H, m)
53 (1H, dd)
96 (1H, dd)
IR (KBr) cm™:
3459, 3370, 1713, 1520, 1406, 1246.
MASS:EI 346 (MY
(EHEH70] 3— (3—=ba7z=A) —1— [4— (2—Txz=LTFL
) TI/)7==N] AFA—1, 3=V RaAg3IFY (4, 5—b) ¥UJy
—2—Fr (LEHEST5)
B 4 \ZRRMOFIE L ARRFIET, EBBLEY» BT,
mp:127. 5~129. 5C
'H—NMR (DMSO—ds) & :
2. 80 (2H, t)
3. 17~3. 25 (2H, m)
4. 99 (2H, s)
5
6

NN N NN g oo

74 (1H, t)
56 (2H, d)
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7. 16~7. 32 (8H, m)
7. 60 (1H, dd)
7. 86 (1H, t)
8. 03 (1H, dd)
8. 27 (1H, ddd)
8. 33 (1H, ddd)
8. 74 (1H, t)
IR (KBr) cm™:
3372, 1701, 1615, 1530, 1455, 1406,
1348.
MASS:EI 465 (M)
[ZHEFI71] 1 - (4—=T3I/)7x=)l) AFA—-8— (3—rnard==/u
) =1, 3=YEFuAIFY (4, 5—Db) VUYL —2—Fr (LAYWES
76)
KHF] 4 ICRRBOFIEL ARk FIET, EBELEMEER,
mp:178. 5~179C
'"H—NMR (DMSO-dse) 6 :
4. 94 (2H, s)
5. 09 (2H, s)
51 (2H, d)
10~7. 17 (3H, m)
. 47~7. 62 (3H, m)
76 (1H, ddd)
87 (1H, t)
99 (1H, dd)
IR (KBr) cm™:
3393, 3320, 1709, 1617, 1592, 1518,
1485, 1456, 1402.
MASS:EI 350 (MY

NN NN No
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[EHHI72] 1— (4—=APFTTz2Z) AFAL—3— (3—=hpgTe=
w)—1,3—9th4iﬁf{4,5—bJBUVV—2—wy(mé%§
577)
B4 IZBBOFIE L k2 HET, EELA S B,
mp:177~179%C
"H—NMR (CDC13s) §:
3. 80 (3H, s)
5. 10 (2H, s)
89 (2H, d)
05 (1H, dd)
20 (1H, dd)
34 (2H, d)
71 (1H, t)
07 (1H, dd)
24 (1H, ddd)
29 (1H, ddd)
85 (1H, t)
IR (KBr) cm™:
1721, 1617, 1536, 1347.
MASS:EI 376 (MY
[£EFI 73] 3~ (3—ZumT==0) —2— (3—FVYIL) F4—3H
—43IFY (4, 5—-b) VYUY ((LAHES36)
RHF) 2 ([CEEBOFE L AR FET, EELeME AR,
mp:133~134. 5C
"H-~NMR (DMSO—ds) § :
7. 32 (1H, dd)

00O 0 00 00 ~N ~N =N =N o

7. 48~7. 53 (1H, m)
7. 62~7. 71 (3H, m)
7. 82 (1H, dd)
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8. 02~8. 08 (2H, m)
8. 26 (1H, dd)
8. 63 (1H, dd)
8. 73 (1H, dd)
IR (KBr) cm™:
1593, 1483, 1455, 1408,
MASS:EI 338 (MY
[ZWFI74]) 83— (3=TI/7==0) —2— (4—FUTL) F4—3H
—A3I¥Y (4, 5—b) UYL (LEWES3T7)
RIEH] 2 [ZFEMOFE L R R FET, BRSBTS, )
mp:174. 5~176%C
'H—NMR (DMSO—ds) 6 :
5. 48 (2H, s)
58~6. 62 (1H, m)
65 (1H, t)
70~6. 74 (1H, m)
19 (1H, t)
36 (1H, dd)
52 (2H, d)
14 (1H, dd)
33 (1H, dd)
52 (2H, d)
IR (KBr) cm™:
3420, 3320, 1626, 1607, 1590, 1576,
1497, 1441.
MASS:EI 319 (M)
[ZWEHI75] 1— (4-TI)7=x=A) AFL—3— (3—F3I)Tx=)l
) =1, 3=YebRaAIFY (4, 5—b] VYT —2—FLEmE (ke
WEST 8)

0 00 00 N N N o o o
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KRG 4 ICERMOFE L AR FIET, EELAM % BT,
mp:192~196%C
"H-NMR (DMSO—-ds) 6 :
5. 17 (2H, s)
7. 16 (1H, dd)
7. 19~7. 23 (1H, m)
7. 29 (2H, d)
7. 48 (2H, d)
7. 53~7. 60 (4H, m)
8. 00 (1H, ddz)
IR (KBr) cm™:
3410, 2940, 1719, 1619, 1501, 1458,
1466, 1412,
MASS:EI 331 (MY
[RHEFI7 6] 1— (4—t Fu*vTx=1) 2F1—3— (3—=hpT=
=h) =1, 3=V RaAfIFY (4, 5—b] CYVr—2—-F> (Lo
E5T79)
KB 4 IZFEROFIE L R F R, EELA R B,
mp:214~215. 5C
'"H—NMR (DMSO—-ds) 6 :
5. 05 (2H, s)
. 73 (2H, d)
19 (1H, dd)
27 (2H, d)
59 (1H, dd)
86 (1H, t)
03 (1H, dd)
27 (1H, ddd)
33 (1H, ddd)

0 00 0 N N N~y O
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8. 74 (1H, t)
9. 45 (1H, s)

IR (KBr) cm™:

3436, 1694, 1619, 1520, 1453, 1408,
1352,

MASS:EI 362 (MY
[%M%??]3—(3—7??»7::»)—1~(4—7i/71:»)%
?w—l,3—9tPH4iﬁf[4,5—b]EUVV—2—iV(Mé%%
580)

EHEBI 4 ICRRBOFIE L R FET, EELA YA BT,
mp :189C

"H—NMR (DMSO—ds) 6 :

2. 63 (3H, s)
4. 96 (2H, s)
5. 10 (2H, brs)

6. 52 (2H, dt)
7. 12 (2H, dt)
7. 14 (1H, dd)
7. 55 (1H, dd)
7. 71 (1H, t)
7. 97~8. 04 (3H, m)
8. 29 (1H, t)

IR (KBr) cm™:
1705, 1682, 1617, 1518, 1458,
MASS:EI 358 (MY
[EHEFI 78] 1~ (4~T3I)7x=) AFAL—3— (3—x hEL AR
=AT7x==) =1, 3=VERBALIFY (4, 5-b] PUPL—2 -3
(LEHmEES8 1)
R 4 IZRRBOFIE L AR FIET, EBLAmE BT,
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mp :152%C
'H—NMR (DMSO—ds) §:
. 34 (3H, t)
36 (2H, q)
96 (2H, s)
10 (2H, s)
53 (2H, dt)
12 (2H, dt)
14 (1H, d4d)
55 (1H, dd)
71 (1H, t)
97~8. 06 (3H, m)
33 (1H, t)
IR (KBr) cm™:
3351, 1709, 1620, 1520, 1460.
MASS:EI 388 (MY
[(EWF79] 2— (4—=ru7=z=n) F+2—3— (3—=Fa7==,)
—3H—-A43I%Y (4, 5—b] YUY ({kEHWES38)
EHH 2 \ZRREMOTE L AR FIET, ZELaYEE-,
mp:180%C
'H—NMR (DMSO—dse) 6 :
7. 44 (1H, dd)
68 (2H, dt)

0 NN N NN e g A

7.

7. 89 (1H, t)

8. 12 (1H, ddd)
8. 15 (2H, dt)
8. 21 (1H, dd)
8. 36 (1H, dd)
8. 39 (1H, ddd)
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8. 56 (1H, t)
IR (KBr) cm™:
3087, 1597, 1557, 1520, 1347.
MASS:EI 393 (M
[(EEFIB8O0] 1~ (4—T3I/)7=x=)) AFAL—3— (3—=TFTEFATI)
Jx=)v) —1, 3=V RaAf3I¥Y (4, 5—b] ¥UPr—2—2>r (b
EMES8 2)
REEG 4 [ZEEBOFE L FERFET, EZELEYE B,
mp : 7TENLT 7R
'H~NMR (DMSO—ds) 6 :
2. 06 (3H, s)
94 (2H, s)
25 (2H, br)
53 (2H, brd)
11 (2H, brd)
12 (1H, dd)
33 (1H, ddd)
45 (1H, t)
54 (1H, dd)
64 (1H, ddd)
90 (1H, t)
95 (1H, dd)
10. 15 (1H, brs)
IR (KBr) cm™:

NN NN NN NN oo s

3381, 1701, 1611, 1561, 1497.
MASS :FAB 374 (MHY
[EHEFB8 1] 1— (4—TI/)7==)) AFA—3— (83— T /) T7xz=)b
) —1, 3=V FRFaAf3I¥Y (4, 5—-b] YUY —2—Fv (LEYHEE
8 3)
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KRB 4 \ZFTHO i L R FIE T, EELS % B,
mp :224~227C (45fE)
'H—NMR (DMSO—de) 6 :
4. 95 (2H, s)
10 (2H, brs)
52 (2H, d)
12 (2H, d)
17 (1H, d4d)
57 (1H, dd)
77 (1H, t)
89 (1H, dt)
00 (1H, dd)
12~8. 17 (1H, m)
27 (1H, t)
IR (KBr) cm™:
2230, 1709, 1632, 1520, 14809.
MASS:EI 341 (M)
[(EHEFI82] 1 — (4—T3I)7=z=)) AFAL—3— (3—TuETxz=)
) —1, 3=V RuAIFY (4, 5—b] BUDr—2—%Y (LOHBEE
84)
KB 4[RO FiE L AR R FIE T, EELEY LB,
mp:219~222C (48
'H—NMR (DMSO—ds) 6§ :
4. 89 (2H, s)
5. 07 (2H, brs)
6. 51 (2H, d)
7. 11 (2H, d)
7
7

(92

0 0 0 N NN 9N o

14 (1H, dd)
52 (1H, t)
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7. 54 (1H, dd)
7. 63 (1H, ddd)
7. 80 (1H, ddd)
7. 95~8. 00 (2H, m)
IR (KBr) cm™:
1713, 1630, 1520, 1487,
MASS:EI 395 (MY
[(RiEFI8 3] 1— (4=T3I/)7x=) AFAL—3— (3—WLf RKTxe
V) =1, 3=YERBAIFY (4, 5-b] CYTL—2—F> (LAYE
%85)
KRG 4 IR O T & AR F R T, B A E BT,
mp :249~251C (&)
"H—NMR (DMSO-—dse) & :
4. 93 (2H, s)
09 (2H, brs)
91 (2H, brs)
52 (2H, d)
09 (2H, d)
11~7. 13 (1H, m)
18 (1H, ddd)
37 (1H, t)
. 45 (1H, ddd)
53 (1H, dd)
71 (1H, t)
95 (1H, dd)
76 (1H, brs)
IR (KBr) cm™:
1717, 1615, 1590, 1560, 1498.
MASS:EI 374 (MY

0 NN NNNNg N Neoooo
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[EHEFI8 4] 1 — (4—T73I/)T7==0) AFL—3—~ (83— Ry 7FnoR
FNTz=)0) =1, 3=V RaAf3IFY (4, 5—b) VUV —2—FV
LEHmES 8 6)
KRB 4 B O FIE L R FET, EELEME B,
mp:154~155%C
"H—NMR (CDC1 ) §:
3. 71 (2H, brs)
03 (2H, s)
66 (2H, d)
98~7. 06 (1H, m)
15~7. 24 (3H, m)
60~7. 70 (2H, m)
00~8. 09 (2H, m)
15 (1H, brs)
IR (KBr) cm™:
3422, 3347, 1709, 1615, 1520, 1495.
MASS:EI 384 (M)
[(EZEFI85] 1— (4—T3I/)7=x=N) AFAL—-3— (3—TAFuT=z=
V) —1, 3=YekRaAfIFY (4, 5—b)] ¥UTr—2—F> ({LAEWE
587)
EHEH 4\ IR DOFTIE L BB T, EELEME BT,
mp:175~177%C
'H—NMR (CDC13s) 6 :
3. 70 (2H, brs)
5. 02 (2H, s)
6. 65 (2H, d)
6. 99 (1H, dd)
7
7

0O 00 =N =N O o WU

03~7. 12 (1H, m)
13~7. 22 (3H, m)
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7. 44~7. 54 (1H, m)
7. 57~7. 67 (2H, m)
8. 04 (1H, dd)
IR (KBr) cm™:
3393, 3337, 17138, 1644, 1613, 1518,
1495.
MASS:EI 334 (MY)
[REFI8 6] 1 — (4—TI/)7xz=)) AFA—3— (3—URFATI)
) Zz=/—1, 3=V RaA3IFY (2, 3—b) PUIJL—2—F> (F
EMES 8 8)
RG] 4 [ZRBOFE L R FET, EELAMEET,
mp:215~217<C
'H—NMR (DMSO—ds) § :
3. 01 (6H, s)
5. 18 (2H, s)
7. 12 (1H, dd)
7. 19~7. 23 (1H, m)
7. 32 (2H, d)
7. 50 (2H, d)
7. 51~7. 62 (4H, m)
7. 99 (1H, d4d)
10. 1 (2H, brs)
IR (KBr) cm™:
3320, 1713, 1613, 1512, 1452, 1406.
MASS:EI 359 (MY
(EHEFB8 7] 3— (3—AFFvTx=) —2— (4—FVYIL) F4—3
H—A43I¥Y (4, 5—b] BUYr ({LEHWEE39)
KRB 2 IZRBMOFIE L RRZFIET, EELEE B,
mp:141~142%C
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'"H~NMR (DMSO—ds) § :

3. 76 (3H,

. 10~7.

s)
18 (3H,
51 (4H,
19 (1H, dd)
36 (1H, dd)
48 (2H, dd)
IR (KBr) cm™:
1599, 1572,
MASS : FAB

7
7. 37~7.
8.
8
8

m)

m)

1495,
335 (MH™)

1445, 1262.

PCT/JP99/02309

[ERfEFI8 8] 83— (3—AFALFTI)T7xz=)) —2— (4—-YIN) FF

—3H—-A13I%Y (4,

5—b)] BUYr (b&EHmES40)

RIEH 2 IZFEROTIE L FRRFET, ZELEEEL.

mp:169~171%C

'H—NMR (DMSO—-dse) §:

2. 65 (3H, d)

6. 03 (1H, q)

6. 59~6. 72 (3H, m)

7. 26 (1H, t)

7. 37 (1H, dd)

7. 49 (2H, d)

8. 15 (1H, dd)

8. 33 (1H, dd)

8. 51 (2H, d)
IR (KBr) cm™:

3372, 1615, 1590,

1435, 1266.
MASS:EI 333 (M)

1570, 1528,

1451,

[(EHEFIS8 9] 1— [4— (A YTuEAIALR=ATI)) Tz=] AFNL
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—3—- (3—=ptmr7==)V) —1, 3=V FRuaLI¥Y (4, 5—b) Y

Vr—2—-Fr (keWES102)
LB 4 IZERBOFIE L AR FET, EELEDE BT,
mp:144~145%C
'"H—NMR (DMSO—dse) 6 :
1. 07 (6H, d)
2. 56 (1H, septet)
11 (2H, s)
18 (1H, q)
37 (2H, d)

91}

56 (1H, q)

58 (2H, d)

87 (1H, t)

03 (1H, q)

27 (1H, ddd)

30 (1H, ddd)

75 (1H, t)

84 (1H, s)

IR (KBr) cm™:

3376, 1720, 1615, 1603, 1540.

MASS :FAB 432 (MHY)

W 00 00 00 00 ~N NN N N 2

[EEFI9 0] 83— (3—VAFATI ) T7xz=)V) —2— (4—FEUYIN) F

F—3H—-A3I¥Y (4, 5—b]) BV VY ({LAHEE41)
L] 2 IR OFIE L ARRFET, EELEYWEB,
mp:138~139%C
'H—NMR (DMSO—ds) 6§ :
2. 88 (6H, s)
6. 73~6. 80 (2H, m)
6. 86 (1H, dd)
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32~7. 40 (2H, m)
47 (2H, d)

17 (1H, dd)

34 (1H, dd)

49 (2H, d)

IR (KBr) cm™:

00 00 00 =N =N

1609, 1570, 1509, 1422, 1408, 1284,
12686.
MASS:EI 347 (MY
[EHEFOI1] 1— [4— (RAFUAVF=ATI)) Zz=A] AFL—3—
(3—=btmrZ7=z=) —1, 3=V Kuf3I¥Y (4, 5—b)] YU —
2—Fr (beam&ES9 1)
ERB 4 \ERBOTGIE L AR FET, EELEYME BT,
mp:209~210%C
'H—NMR (DMSO—-ds) 6 :
2. 97 (3H, s)
13 (2H, s)
19 (2H, d)
18~7. 22 (1H, m)
42 (2H, d)
60 (1H, q)
87 (1H, t)
04 (1H, dd)
27 (1H, ddd)
33 (1H, ddd)
75 (1H, t)
76 (1H, t)
IR (KBr) cm™:

W 0 00 00 00 NN N N N NN »

3245, 1717, 1617, 1532,
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MASS :FAB 440 (MHY)
[ZHF 2] 1 — (4—RUYVAATI)Tz=A) AFL—3— (3—=1
R7x=)l) —1, 3=VERaAIFY (4, 5—b) PUIL—2 -1 (
LE&EWmES101)
KRG 4 \FEROFIEE AR FIET, EELAME BT,
mp:220~222%C
'H—NMR (DMSO—ds) § :
5. 16 (2H, s)
7. 20 (1H, q)
7. 44 (2H, d)
7. 45~7. 63 (4H, m)
7. 76 (2H, d)
7. 87 (1H, t)
7. 88~7. 95 (2H, m)
8. 05 (1H, q)
8. 28 (1H, ddd)
8. 35 (1H, ddd)
8. 77 (1H, t)
10. 27 (1H, s)
IR (KBr) cm™:
3349, 1728, 1657, 1613, 1601, 1526.
MASS :FAB 466 (MHY)
[EfEFH 93] 1 — [4— (N=TEFA-—N—-RAFLTI)) Tz=] AF
NV—=3— (83—=hr7==/V) -1, 3—VEFuf3I¥Y (4, 5—b) t
VOor—-2-Fv (L&mES90)
R 4 \ZEEBOFIE L MR FIET, EELAYE BT,
mp:140~141C
'"H—NMR (DMSO—ds) 6 :
1. 76 (3H, br s)
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3. 12 (3H, s)
5. 21 (2H, s)
7. 21 (1H, q)
7. 33 (2H, d)
7. 50 (2H, d)
7. 65 (1H, q)
7. 87 (1H, t)
8. 06 (1H, q)
8. 28 (1H, ddd)
8. 34 (1H, ddad)
8. 76 (1H, t)
IR (KBr) cm™:
1726, 1669, 1655, 1613, 1534.
MASS :FAB 418 (MHY)
[ZHFIO4] 1— (4—AFATI)T7x=L) AFA—3— (3—LF )7
==V —1, 3=YeRrAIFY (4, 5—b) BYTPr—2—F> (k&
WmES9 3)
Kias] 4 (IO FIE L ARRFET, EELAwEE-,
mp:186~188%C
'H—-NMR (DMSO—-ds) § :
2. 63 (3H, 4d)
4. 99 (2H, s)
5. 68 (1H, q)
49 (2H, d)
12 (2H, d)
16 (1H, d)
56 (1H, dd)
77 (1H, t)
89 (1H, dt)

N NN NNoo
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8. 00 (1H, dd)
8. 15 (1H, ddd)
8. 27 (1H, d)
IR (KBr) cm™:
3260, 2363, 1709, 1456, 1429, 1237,
1163.
MASS:EI 355 (MY
[ZHEFIO5] 1— (4—TEFATI /) T7xz=) AFAL—3— (3—T)
TJxz=)) =1, 3=V ReAIFY (4, 5—Db) UL —2—F> (k
EMEE9 2)
KR 4 \ZFEEOTIE L AR FET, EEeE B,
mp:218~219%C
'"H—NMR (DMSO—dse) 6§ :
2. 02 (3H, s)
10 (2H, s)
17 (1H, dd)
36 (2H, 4d)
55 (2H, d)
56 (1H, dd)
78 (1H, t)
90 (1H, dt)
02 (1H, dd)
16 (1H, ddd)
28 (1H, t)
94 (1H, brs)
IR (KBr) cm™:
3408, 2228, 1718, 1693, 1529, 1458,
1157.
MASS:EI 383 (MY

© 0 0 00 N N NN N =N o
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[ZEFI96] 1— (4—TEFATI/)T7z=)b) AFAL—3— (3—Znn
Zxz=)) —1, 3=V RaAf3IFY (4, 5—b) ¥UDY—2—3Fr (k
EMEE9 4) ,
KRB 4 ZERBOFIE L FRRFET, EBELEY BT,
mp:126~127%C
'"H—NMR (CDC1s) 6 :
2. 14 (3H, s)
5. 09 (2H, s)
7. 00 (1H, dd)
7. 14 (1H, dd)
7. 28~7. 40 (4H, m)
7. 42~7. 52 (3H, m)
7. 69~7. 74 (1H, m)
7. 84 (1H, t)
8. 05 (1H, dd)
IR (KBr) cm™:
3319, 1692, 1603, 1536, 15186.
MASS:EI 392 (MY
(ZHEFIO 7] 1 — (A—AFATI)Txz=)V) AFAL—3— (3—ruau7
==/V) —1, 3—=YeFRaAI¥Y (4, 5—-b) UV —2—3r (L&
WES95)
EHH 4 IZREROFiE L R FIET, EBLamE B,
mp:131~132%C
'H—NMR (CDC1ls) 6 :
2. 81 (3H, s)
3. 65~3. 90 (1H, brs)
5. 20 (2H, s)
6. 57 (2H, d)
6. 99 (1H, dd)
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17 (1H, dd)
23 (1H, d)
33~7. 38 (
45 (1H,

70~7.

t)
74 (
85 (1H, t)
02 (1H, dd)
IR (KBr) cm™:

3393,

MASS : E1

0 NN NN NN

1717,
364

PCT/JP99/02309

1H, m)

1H, m)

1617,

15690, 1532.

(M*)

[%mWQSJ1—(4—7t%w7i/7::w)x%w—3~(3—7t%
w7x:w)—1,S—Vth4iﬁ7[4,5—b]HU9y—2—#V(

LEaHmES9 6)

KRB 4 IZBROFIE L MR FET, EBELAME AL,

mp:222~224%C

'"H—NMR (DMSO-d
2. 02 (3H, s)
2. 63 (3H, s)
5. 10 (2H, s)
7. 15 (1H, q)
7. 36 (2H, d)
7. 54 (1H, q)
7. 56 (2H, d)
7. 72 (1H, t)
7. 95~8. 05 (
8. 30 (1H, t)
9. 95 (1H, s)

IR (KBr) cm™:
3364, 1707,

6)52

3H, m)

1682.
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MASS :FAB 401 (MHY)
[ZHEHIOQ9] 1 — (4—AFATI)T7x=l) AFAL—3— (3—TFTEFNL
Jxz=)V) —1, 3—YeFRaA3IFY (4, 5—b)] VUDr—2—Fr ({t
EMEZIT)
KB 4 TR O FIE L RRRRFET, EELEME BT,
mp:163~164%C
'H—NMR (DMSO—ds) 6§ :
2. 63 (3H, s)
2. 64 (3H, d)
4. 98 (2H, s)
5. 66 (1H, q)
6. 49 (2H, d)
7. 14 (1H, q)
7. 20 (2H, d)
7. 56 (1H, q)
7. 71 (1H, t)
7. 90~8. 05 (3H, m)
8. 29 (1H, t)
IR (KBr) cm™:
3382, 2930, 1705, 1686, 16109.
MASS:FAB 373 (MHY
[EfEF100] 1— [2— (4—=T7I)7==)) =FN] —3— (3—=F
R7=z=)V) —1, 3—YeRafIFY (4, 5—b)] ¥YIPr—2—F (
LEHES8 9)
EHH 4 IZEREOF L E RERFET, EBLemE B,
mp:191~195%C
'H—NMR (DMSO—ds) & :
2. 82~2. 88 (2H, m)
4. 04~4. 10 (2H, m)
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15N

0 00 00 N NN oo

87
4 6
90
18

(2H,
(2H,
(2H,
(1H,
(1H,
(1H,

57
85
01
24~8.

69 (1H,

s)

d)
d)
dd)
dd)

t)

t)

IR (KBr) cm™*:

1698,
MASS :EI

1530,
375

(1H, dd)
30 (2H, m)

1516,
(M)

1439,

1406,

PCT/JP99/02309

1347.

[RfEFI101] 1— (4=FVIATI/)Tx=)) AFL—3— (3—=F
R7x=)V) —1, 3=VERBA3IFY (4, 5—b] PUTL—2—F1 (
LEMmES9 8)
RG] 4 \ZFRBO T L AR FIET, EELEM A BT,
mp :217~219%C
'"H—NMR (DMSO—ds) 6§ :

O 00 00 0o N NN N O

12 (2H,

s)

16 (1H, q)

38 (2H,
50~7.
84 (1H,
03 (1H,

d)

t)

q)

63 (3H, m)

20~8. 40 (3H, m)

77 (1H,
92 (1H,

t)
s)

IR (KBr) cm™:

3345,

171

o,

1693,

-99 .

1613,

1533.
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MASS : FAB 390 (MHY)
[RAEFI102] 1— (4~ (MU TAFaTEFATI ) T2=pA] RF0
—3—(3—:Fm7m:w)—1,3—Vth4iﬁ7[4,5—b]HU
Dr—2-%r (LemES99)
EHEP| 4 \ZFRMO T & A2 FiE T, EELAmE B,
mp:220~221%C
"H—NMR (DMSO~ds) 6 :
5. 18 (2H, s)
7. 19 (1H, q)
7. 48 (2H, 4d)
7. 57 (1H, q)
7. 65 (2H, d)
7. 87 (1H, t)
8. 05 (1H, q)
8. 28 (1H, ddd)
8. 34 (1H, ddd)
8. 76 (1H, t)
11. 28 (1H, s)
IR (KBr) cm™:
3330, 1732, 1615, 1559, 1520,
MASS:FAB 458 (MHY)
[RHEFI1 03] 1~ [4— (ZFAHWAR=ATI)) Tx=p] AFNL—3
— (8—=bmr7x=) -1, 3—VE RFuA3IgY (4, 5—b] rUDY»
—2-3Fr (lk&®EB100)
EHEG] 4 IZFRRROFE L AR FIET, EELaHEET:.
mp:194~195C
"H—NMR (DMSO—-ds) 6 :
1. 06 (3H, t)
2. 29 (2H, q)
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© 0 00 00 00 N N =N =N 9 O»m

11
18
37
55
57
86
03
27
33
76
86

(2 H,
(1H,
(2H,
(1H,
(2 H,
(1H,
(1H,
(1H,
(1H,
(1H,
(1H,

s)
q)
d)
q)
d)
t)
q)
dd)
dd)
t)
s)

IR (KBr) cm™:

3382,

1725,

1613, 1601,

MASS:FAB 418 (MHY
[(EZHiFI104] 1 - (4—NVIATFTI ) Txz=0) AFL—3— (3—=F}
R7=z=)) —1, 3=V REA3IFY (4, 5—b) PUIDL—2—F1 (

{tEYES104)

1533.

RFEB 4 ([ZFEBOFE & Rkl FE T, EELAME BT,
mp :202~203C
'H-—NMR (DMSO—-ds) 6 :

0.
1.

NN NN oD e

8 8
30
54
28
11
18
36
57
58

(3H,
(2H,
(2 H,
(2 H,
(2H,
(1H,
(2 H,
(2H,
(1H,

t)
tq)
tt)

dd)

- 101 -
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7. 87
8. 03
8. 27
8. 33
8. 75
9. 88

IR (KBr)
3071,

50.
MASS : EI

1. 75
12
19
17
32
48
51
6 0
6 3
77
89
02

0 NN NN NN NN oW

(1H,
(1H,
(1H,
(1H,
(1H,
(1H,

PCT/JP99/02309

t)
dd)
ddd)
dt)
t)
brs)

1

cm o

2930,

2361, 1722, 1660, 1540, 13

445 (M)
[%%%105]1—[4—(N-7t%»—x%w7i/)71:»]f%w
—3—(3—7un71:w)—1,3—9&Pm4iﬁf[4,5—b]EU
Vrv—2—Fr (|LEYWES105)
%ﬁ%4m%ﬁwﬁ&&ﬁ%&ﬁ&?\%Eké%%%to
mp:147~149%C
"H—NMR (DMSO—de) & :

(3 H,
(3H,
(2 H,
(1H,
(2H,
(2H,
(1H,
(1H,
(1H,
(1H,
(1H,
(1H,

s)
s)
s)
dd)
d)
d)
dd)
t)
dd)
ddd)
t)
dd)

IR (KBr) cm™:
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2341, 1726, 1670, 1589, 1487, 1404.
MASS:EI 406 (MY , 408 (M*?)
[ZREBIL06] 1— (A—AYRVYATI ) T2=)) AFAL—3— (3—
=hrZ7=x2=0) —1, 3=VeRpA3IFY (4, 5—b) VYD —2—3%
v (LEWES106)
RIEH] 4 \ZEERD Gk L Rk BT, EELSYEET,
mp:141~143%C
'H—NMR (DMSO—ds) 6 :
0. 91 (6H, d)

04 (1H, dd)
27 (1H, ddd)
34 (1H, dt)
75 (1H, t)
86 (1H, brs)
IR (KBr) cm™:
3323, 1726, 1668, 1599, 1525, 1417, 13

2. 05 (1H, qt)
2. 16 (2H, d)

5. 11 (2H, s)

7. 18 (1H, dd)
7. 37 (2H, 4d)

7. 57 (2H, d)

7. 58 (1H, dd)
7. 87 (1H, t)

8.

8.

8.

8.

9.

50.
MASS:EI 445 (M)

[EHEF107] 1— (4—N—-22a~FIABVR=ATI) Tz=)L) A

FL—3— (3—=bmT7xz=) —1, 3=k Raf3I¥Y (4, 5—b)

vIvr—-2—4r ({LEWES107)
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KRB 4 1ZFEROFE L ARRFET, EELAYE BT,
mp:203~206%C
'H—NMR (DMSO—ds) 6 :
1. 02~1. 91 (10H, m)
18~2. 36 (1H, m)
11 (2H, s)
18 (1H, dd)
36 (2H, d)
54 (1H, dd)
58 (2H, d)
86 (1H, t)
03 (1H, dd)
27 (1H, ddd)
34 (1H, ddd)
75 (1H, t)
81 (1H, brs)
IR (KBr) cm™:
3321, 2926, 1722, 1660, 1530, 1414, 13

© 00 00 00 0 N N N NN o

52.
MASS:EI 471 (MY
[ZMiFI108] 1 — (4—N—22aRVFADLRZATI ) Txz=)) A
FN—3— (3—=hFa7xz=)) —1, 3=Vt R/ 3IXY (4, 5—D)
vYYr—-2—-%4> ({kEH&ES1038)
EHEG 4 ISR O TIE L AR FIET, EBLAYE BT,
mp:178~180C
'H—NMR (DMSO—dse) 6 :
1. 42~1. 92 (8H, m)
2. 63~2. 84 (1H, m)
5. 11 (2H, s)
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18 (1H, dd)
37 (2H, d)

. 55 (1H, dd)
58 (2H, d)
86 (1H, t)
04 (1H, dd)
27 (1H, ddd)
33 (1H, ddd)
75 (1H, t)
87 (IH, brs)
IR (KBr) cm™:

WO 00 00 0 00 N N N NN

3310, 2951, 1732, 1661, 1525, 1414, 13
50.
MASS:EIl 457 (MY
[Z#EF109] 1— [4~ (N=TEFA-N-ZFALTI)) 7==4] 2
FA—8— (3—=hu7==A) —1, 3—Jt FaA I¥Y (4, 5—b)
vIVr—2—-Fr ({tEHEE109)
RG] 4 \ZRBMOFIE L R FTIET, EELAYEEE,
mp:131~134°C
'H—NMR (DMSO—ds) 6 :
0. 97 (3H, t)
1. 70 (3H, s)
61 (2H, q)
22 (2H, s)
21 (1H, dd)
28 (2H, d)
51 (2H, d)
65 (1H, dd)
87 (1H, t)

NN N NN O w

- 105 -



WO 99/57103

06 (1H,
28 (1H,

dd)
ddd)
ddd)

PCT/JP99/02309

8

8

8. 35 (1H,
8. 76 (1H, t)
L

cm”

1659,

IR (KBr)

1720, 1610, 1529, 1456, 1406, 13
52.

MASS:EI 431 (MY

[ZfEFHI110] 1— [4— (N=TEFA—-N—n—7FubtAFTI)) Tz=
W] AFNV=3— (3—=hrT7=z=A) —1, 3—Pe Raf3I¥Y (4, 5
—b] VUYL —2-F2 (LEHWERE110)

R 4 IR OFE L AR BT, EEA BT,

mp:167~168C

'"H—NMR (DMSO—-ds) 6 :

0. 79
37
70
54
22
21
29
. o1
6 6
87
06
28
395
76

(3 H,
(2H,
(3 H,
(2H,
(2 H,
(1H,
(2H,
(2H,
(1H,
(1H,
(1H,
(1H,
(1H,
(1H,

© 00 00 0 N N NN N O W e

IR (KBr) ecm™

t)
qt)
s)

t)

s)
dd)
d)
d)
dd)
t)
dd)
ddd)
ddd)
t)
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1732, 1651, 1610, 1532, 1491, 1454, 13
51.
MASS:EI1 445 (M)
[ZAEFI111] 1— [4— (N=TEFA-—N—-AVFREATI)) Tz
W]%?»—B—(S—:Fu7z:w)—1,3—9tku4iﬁf[4,5
—b)] ¥UV—2-Fr ({LAHEE111)
KRG 4 ICFEEBMOFIE L AR FE T, EELam A B,
mp:154~155%C
'"H—NMR (DMSO—-ds) 6 :
0. 94 (6H, t)
1. 58 (3H, s)
4. 79 (1H, t)
5. 24 (2H, s)
7. 20 (1H, d)
7. 22 (2H, d)
7. 51 (2H, d)
7. 62 (1H, dd)
7. 87 (1H, t)
8. 06 (1H, dd)
8. 29 (1H, ddd)
8. 36 (1H, ddd)
8. 77 (1H, t)
IR (KBr) ecm™:
2974, 1729, 1651, 1523, 1483, 1456, 13
82, 1354.
MASS:EI 445 (M%)
[RHEFI112] 1— [4— (N=AVTFUL-N-RAFLTI)) To=j
JAFAM=8—- (8=—=brT=z=) —1, 83—t FusIyy (4, 5—
b] BV —2—3> (bLAWEE112)
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KRB 4 RO T & FRRRFIE T, EELA A BT,
mp:162~163C
"H—NMR (DMSO—dse) 6 :

0. 90 (6H, d)

2. 42 (1H, brs)

3. 11 (3H, s)
22 (2H, s)
22 (1H, dd)
32 (2H, d)
52 (2H, d)
67 (1H, dd)
87 (1H, t)
06 (1H, dd)
28 (1H, ddd)
35 (1H, ddd)
76 (1H, t)
IR (KBr) cm™:

2969, 1722, 1655, 1529, 1458, 1429. 13

0 00 0 00 N N ~N NN N o

8 3.
MASS:EI1 445 (MY
[FiFI113] 1- [4— (N=AFZUAVMK=ZA—N—-RAFALTFTI)) 7=
=N] AFN—=3— (3—=tuaT7==A) —1, 3—Ut Faq3IF¥Y (4,
5—b] YT —2—-Fr ({LEWES113)
RIEH 4 \ZEEROFIEL Rk FET, EELAYE BT,
mp:178~179C
'"H—NMR (DMSO—ds) 6 :
2. 93 (3H, s)
3. 21 (3H, s)
5. 20 (2H, s)
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0 00 00 00 N N N~ =~

21
40
4 8
65
87
06
28
3 4
76

(1H,
(2H,
(2 H,
(1H,
(1H,
(1H,
(1H,
(1H,
(1H,

PCT/JP99/62309

dd)
d)

d)
dd)
t)
dd)
ddd)
ddd)
t)

IR (KBr) cm™:
1612, 1529, 1487, 1456, 1418, 13

1720,

28.

MASS : E1

24
20

. 23

48
61
67
92
07
29
35

453 (MY
[(ZHfl114] 1— (4=~ VbAIRTz2=l) AFA—83— (3—=}Lp>
==/N) =1, 3=YERRASAIFY (4, 5—b) BUYTL—2—F (kd
YMEE114)
RG] 4 \[ZFEBMOFIE L Rk FIET, EELA WA EE,
mp:203~207%C
'H—NMR (DMSO—ds) & :

(2H,
(2H,
(1H,
(2H,
(2H,
(1H,
(1H,
(1H,
(1H,
(1H,

s)

s)
dd)
d)

d)
dd)
t)
dd)
ddd)
ddd)
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8. 80 (1H, t)
IR (KBr) cm™:
3057, 1740, 1541, 1380, 1350.
MASS:EI 441 (MY
[ZAg1115] 1— [4— (2—EBY Ry—1—AA) T==] AFA—
3= (8—=btET7==1) —1, 3—VEFasIFY (4, 5—-Db) LYY
Y—2—Fr ({LEWEE115)
RIEG) 4 IZFEEROFIE L AR F BT, EELemE BT,
mp:212~213%C
'H—NMR (DMSO—dse) 6 :
2. 16 (2H, tt)
61 (2H, t)
84 (2H, t)
13 (2H, s)
05 (1H, dd)
18 (1H, dd)
40 (2H, d)
63 (2H, d)
71 (1H, t)
07 (1H, dd)
23 (1H, ddd)
29 (1H, ddd)
85 (1H, t)
IR (KBr) cm™:

00 00 00 00 N NN N N N oow N

2882, 1720, 1697, 1537, 1518, 1487, 14
06, 1348.
MASS:EI 429 (MY
[EfiF116] 1— (4—ENGA LTI ) Txz=)) AFL—83— (3—=
frZz=)b) —1, 3—=Yb R 3I¥%Y (4, 5—b) PUIL—2—F
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({lteHES116)
RIEB 4 RO HE & FERRFET, EBELEMEEE,
mp:198. 5~200C
"H—NMR (DMSO—de) 6 :
1. 20 (9H, s)
12 (2H, s)
18 (1H, d4d)
37 (2H, d)
54 (1H, dd)
62 (2H, d)
87 (1H, t)
04 (1H, dd)
26~8. 36 (2H, m)
76 (1H, t)
21 (1H, s)
IR (KBr) cm™:
3399, 1701, 1671, 1536, 1522, 1347.
MASS:EI 445 (MY)
[FiEFI117] 1— [4— (N=TFTFUL—N—-AFL) -7/ Tz=1]
AFV—38— (3—=btmr7xz=) —1, 3—YeRu/3I¥Y (4, 5—b
J YV —2-Fr (baHES117)
RIEH 4 \ZREMOFIEL Rk RGBT, EELEYE BT,
mp:140. 5~141. 5C
"H—NMR (DMSO—ds) 6 :
0. 75 (3H, t)
1. 37~1. 51 (2H, m)
1. 99 (2H, brs)
3. 13 (3H, s)
5. 22 (2H, s)

© 00 00 0 N N NN 9o
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7. 21 (1H, dd)
7. 30 (2H, d)
7. 50 (2H, d)
7. 65 (1H, dd)
7. 87 (1H, t)
8. 06 (1H, dd)
8. 28 (1H, ddd)
8. 34 (1H, ddd)
8. 76 (1H, t)
IR (KBr) cm™:
1719, 1649, 1613, 1534, 1453.
MASS:EI 445 (MY
[ZHiFl118] 1- (4=T3I)7=x=) AFL—3— (3—=hpTe=
A) =1, 3=V kRaAf3IFY (4, 5-d) BYITr—2—3r (Lol
£5118)
KHEP] 4 IZERBOFIE L R FET, EELAME BT,
mp:223. 5~225%C
"H—NMR (DMSO—ds) 6 :
4. 97 (2H, s)
11 (2H, s)
54 (2H, d)
. 17 (2H, d)
88 (1H, t)
26 (1H, ddd)
32 (1H, ddd)
44 (1H, s)
65 (1H, s)
69 (1H, t)
IR (KBr) cm™:

(92}

0 0 0 00 W ~N N O
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1736, 1605, 1538, 1522, 1350.
MASS:FAB 363 (M*+1)
[%ﬁ%119]1—(4—7&/7::»)%?»—3—(3—:ﬁu71:
W)%?W—l,B—VtPD4iﬁY[4,5—b]BUVV—2—iV(m
EMES119)
RHEP] 4 ICERMOFE L AR F BT, BRI Y B,
mp:165~167%C
"H—NMR (DMSO—de) 6 :
4. 90 (2H, s)
5. 05 (2H, s)
23 (2H, s)
49 (2H, 4d)
03~7. 08 (3H, m)
45 (1H, dd)
64 (1H, t)
79 (1H, d)
96 (1H, dd)
12~8. 18 (2H, m)
IR (KBr) cm™:
1700, 1619, 1522, 1480, 1347.
MASS:EI1 375 (MY
[Z#iFl120] N— (4—73I)7x=) AFL—N’ —3—=ppr==
V=1, 3=VE PV IFY—L—2 —F> (LAHEE120)
KP4 IO FE L R FET, EELSYE B,
mp:190. 5~192. 5C
"H~NMR (DMSO—ds) § :
4. 94 (2H, s)
5. 06 (2H, s)
6. 51 (2H, d)

0 N NN N N oo
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04~7. 26 (6H, m)
87 (1H, t)

10 (1H, 4d)

29 (1H, 4d)

30 (1H, 4d)

IR (KBr) cm™:

0 0 =N =

1703, 1528, 1520, 1397, 1354.
MASS:FAB 361 (M*+1)
[ZfEFI121] 1—- (4=T7I/)7==A) AFAL—3— (3, 5—U=}|n
7I:w)—1,3—VEPE4£§V[4,5—b]BUVV—2—ty(m
eMmES121)
RG] 4 \ZFERMOFE L R HE T, EELA A BT,
mp:217. 5~220°C (45#)
"H—NMR (DMSO-—de) 6 :
4. 99 (2H, s)
08 (2H, s)
52 (2H, d)
14 (2H, d)
24 (1H, dd)
62 (1H, dd)
10 (1H, dd)
82 (1H, t)
33 (2H, d)
IR (KBr) cm™:
1707, 1549, 1538, 1447, 1404, 1343.
MASS:FAB 407 (M*+1)
[RiiF1122] 1— (4—T3I)7xz=) AFL—83— (3—=hpT=x=
V) —1, 3=V kaAIFY (4, 5—b) %)Y —2—F> (Lo
£122)

© 0 0 N NN o o
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EHp] 4 IZRRBOFIE L AR FET, EELAYE R,
mp:250~252%C (45R) |
"H—NMR (DMSO-dse) 6 :
5. 03 (2H, s)
5. 08 (2H, s)
6. 54 (2H, d)
7. 20 (2H, d)
7. 48 (1H, t)
7. 58 (1H, t)
7. 83 (1H, d)
7. 91 (1H, t)
7. 95 (1H, d)
7. 96 (1H, s)
8. 32 (1H, dd)
8. 38 (1H, dd)
8. 80 (1H, t)

IR (KBr) cm™:

1721, 1536, 1520.

MASS:EI 412 (MHY)

[RAEFI123] 1— (4—=T3I)7=z=) AFA—-3— (3—=har==
V) =1, 3=V RaAfI¥Y (4, 5-b) F77LL—2—F> (e
%5123)

KP4 (SO FE L FRARFIET, EELAWE A,

mp : 248~249°C (4fig)

'H—NMR (DMSO—ds) 6 :

5. 02 (2H, s)
5. 05 (2H, s)
6. 54 (2H, d)
7. 19 (2H, d)
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37 (2H, m)

63 (1H, s)

64 (1H, s)

87 (2H, m)

92 (1H, t)

19 (1H, dd)

33 (1H, dd)
55 (1H, td)

IR (KBr) cm™:

1713, 1536, 1518, 1347.

MASS:EI 411 (MHY

0 00 00 N N N N~

[ = Hi )]
{LEMES 4 2 OAEBILEY 10mg
LyE 45mg
TAEA 20mg
M@ —2x 24. 5mg
RATT Y VR SR A 0. 5mg

LROERSERAITIRE LITSEREZ AV T—HY0 1 0 0m g OFFRBEELE
RIOFERZBE LT,
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FEROEHE

L. FTRRK (1) bLL<E (2) TRDOENBMEAS I ¥V — A BRIk
TR DEBEERHETE DI

2 N

N\
I =N (CHm—R' (1)
X N
2
(CH)y —R?
A%IN\
Cc=0 )
NI A
ot

[EEORIZIENT, XRVZiZ, N LLKIECHEZ®RDL ; Ajld. N LT
C—R®ZKRbL;YiE O, S, SO, SO 2, HLLLIINHEZEDL ; kit
OBLKIFTIEZRDL ;mik, 0, 1HL<IE2%FbL;: nid. 1HLSIX
2ERDL; R, 7==VE PUDLE, Vb Fabydr—4—Fri
1I~3EOBBEEET LI V2o, 1 ~3HOBRELZETSEY ULE
VBRI~ 3EOEREAFTSIV Fa ) UL —4—F o EEEDL ;
R*BLUVR IZ, 7z=VE PIDLE, I ~3EOBREYETE T 2=
W 1~3EOBREAFTINUILE, b LI 1~3EOBREY S
DY VNEEZRDL AL, XBCHDHEAIE., R2iF, FUTLE. 1~3
BOBRELZFTL7 == VE 1~3EOBRELXETIRUILE, bLL
X1~ 3EDEBHMELZET I VLEZRDL; R3 12, YUIAE, JEFR
rEYVN—4—FE 1 ~3EOBREZETIVE Ret Y Ur—4—3%
vE, 1~3EOERELFTEI 7oA, b LT 1~ 3EOBREL S
HEUDNEZRDL ; ROBIUR I, #£iICH, HBWVERLTER LA
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TV RFRTF L — I FERETRT 5EFREEDL ; 2L T, L8O
R' R* R?>RUR" OEESFLEIBRET. REETFKI~60T L
FVE REERTFELI~6 D af b7 AR VE, RERFK1I~6DT L2
XVE, b FaxivE ~NalfURE ook VTR TIJE. KL
INE, FVIATIVE RERFRI~6DTAXAT I )&, REEFK
S~TDY7aTNENT I )&, RERFE2~120CTAXRATI )&,
RERFET~1 00T INFNT I )&, REEIR2~TOTAD ) A NVE
REEFES~10DON—-TAH ) A N—N=FAFAT I ) E. BEETFHK
S~TDTNAIANT I E TI)AIVRLE, IARFVLE, BRBE
FE2~TOT VARV ANVRoNVE, REEFR2~12ODFAFATI)
ANVE=NE, 1-UbA FE 2-tol FoLE, Bl A 3 REMD A
5#&0Eﬁhégxmﬁ%ﬁﬁéﬁ\—meé%nﬁiﬂéleszé
EVR/LEIBEBREOHRE. RUR2 LR DEENRBELES BRI OREITT
NHY=Z@EBEX D Z Lk, ]

2. FROFEEE 1 HICTHO—MBR (1) ItkvEbSh, #OR ' LR 2
B, ZTNTh, TROEZRDIMEA I ¥V —AHUEE - 137 DEE2MIC
FATEBE .

RYZ ==& FIVLVE PeRrobYIn—4—FrE, $HEA
Ry VEF, =huE& TIVE REFEFELI~6DTAFATI JE, FIL
INE FVINT I E RERFHE2~120VTAXATI V&, BER
FR2~TDOTNA)ANT I)E, IAVRFULE, L IIRBEFE2 ~
TOTNAXTYANVEENVENLRDBELVBIZNABRELZETE 7o VE
VEVUAE, bLKEVE R Y UL —4—FrERRDL; FLTR T
7o VE CUUNVE FREEANAeSUEF, REEFE1I~6DTAFL
E. REETELI~6D o MbT7AXNVE, REEFE2~TOTAN A
WE VT IE TIVE Dhn&k REEFEI~60OTLaFUE, RE
BFE2~TDOTN XV ANVR=NVE, IAVRXULE, T3 ) AR LVE
1= bA FE B LIBRERFE2~1 20 TAFAT I ) AAK=L
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ENORDIBIVBINIBERELZETI 78D LB SLERRD
‘3‘0

3. FEROEHEASE | HIZRBO—BRX (2) ickvEkbah, #OR ? RUR
PH ThEN, TROEERDIMEA I8V —ABEEE 117 OIE 2
ICHFAETE 51 .

R2iE, ZBNOBEIL, EUDAE, Ve FabrYdr—4a—FrE. X
EraZVBEF e FeXoE REEFRI~60D7Aa%VE, = hok
VTRIVEREREFEI~6DTAXRATIVE, RAIALE, AALIATS
JEREFEFEL~120VTARATI )&, REEIES~T0OL 707
VERNVT I )&, REFFRT~10DTSAFATI )R, RERTK2~7T
DTNVRIANT I &, REFRFEI~10ON-TAH ) A L—N—-T L%
NT I E AINVEFUNVE RERFER2I~TOTALaAZIINELE, B
REFE2~120VTARAT I ) AVK=AE, 2—val Fouf, L
SRYVA I NEPORIBIVBITNABRESXEF TS, 7=, PYY
VE, Ve Pubt ) UL—4—FEERDL, ZRCHDEAICE. UL
& Ve RuvlUl-4—-FrE FRE S UEF, B RaxiLE, R
REFHI~6DOTVaxVE —tufk TIVE, REEFE1I~60TL
INTIVE REBFEL~12OPTAXAT I ) E, REEFES~TD
VIRTNXNVT I )& RERFERT~10DT7I5AFATI ). REEF
B2~TOTNH)ANT I E, AIALRFUALE, b LIIREEFK2~7
DT NAXVANRKRENVENCRIBL VBTN ABRESYF TS, 7oL E
VEUUAE LYV E R YO —4—F U ERRDL: RYIE. U=
=NE, EVUNVE EiEAn S VRF, REEFELI~6DTAFLE, B
RRFEI~6 Dl AT AFAE, REEFR2~TOTAH ) A VE,
VT)E.TIVE REBERFERI~6DTAXIATI )£, RERFK2~1
2OPTNINT I E, RERFES~TOL7urAxA7 I8 BBE
FERI~10DTINFIAT IV E, RERFR2~TOTAI I ALTI)E
o huE REEFEI~60OT7T LV ax ik RERFE2~TOTALaZ
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R, ZBNOHEILE, CYOLE, ARSIz, 73 )7
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