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(57) Abstract

A pyrimidine derivative represented by general formula (II) or (I1I) and a salt thereof, both having selective acetylcholine
esterase inhibitor and type A monoamine oxidase inhibitor effects, thus being useful as antidepressant and senile dementia rem-
edy. In said formulae, R! and R2 represent each H, halogen, amino, nitro, (un)substituted alkyl, alkoxy or alkoxycarbonyl,
provided that R! and R2 may be combined together to represent (un)substituted alkylene; R3 represents aralkyl or heteroa-
ryl-alkyl; R4 represents H or acyl; RS represents H, OH or alkoxy; R represents H, halogen, alkyl or alkoxy; X represents
-CH=, -CH=CH-(CHy),-, -CH,- or -CH;CH,-(CHp)p-; Y represents =CH-(CHj),-, -CH2-(CH,),-, single bond or
(double bond; p represents 0 or 1; and symbol ..... represents either single or double bond.
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(XXTT'a) _DUREE o @ C-CHy-CH  CH; ‘);CNH it
(XXVa)
RG
H Il
c- caz-cu —+ CH; -)—CN R? it HN -caz—ca -+ CH2-+-<:
_ (IV'e) (XXVIa)
R
0
2 I
(XXII'b) M RgNﬁ@ C-CH=CH -+ CH, —)SCNH ik
] (XXVb)
R
lI
HpN C-CH=CH -+ CHz+C -R" Wi BN -CH CH -+ CHZ—}—C
. (IV'a) . (XXVIb)
T |
(XXII'c) M. RQNH-@— C-CH,CH,~ CH, —);CNH it
(XXVvc)
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6 [

R 0 R 0
i I
HzND C-CH,CHy~- CH, -)ECN—R7 ik HzND C-CH,CHy— CH, -);CNH
(IV'b) (XXVIc)
R’-2 (XII)
XXV XXII
(XXVa) FAE ML (XXI1a)
(XXVIa) R-2_(X11) (IVe)
7V F VAL
3
R’-2 (XII)
XXVb XXIIb
( ) 7 ¥ VAL ( )
R~z (XII)
XXVIb - (IV
(OVID) FE AL (Iva)
(XXve) R'-2_(X11) (XXIIc)
8. % 3.%14
3
R*-z (XII)
XXVI IVb
(xXVie) Y (IVD)

6
R 0 OH
e 0 u ,
(XXI) + (IX') =——— R°NH C-CH, N-R

(XXII'd)

6
wk Na s
—— RQNH—D—C—CH -CN—R’ + R9NH—®—C—CHZ-CN—R7

(XXII'e) (XXII'f)

R6 CI)
EJT
(XXII'e) RO/ X (XXII'f) ——— RQN‘*@‘C‘CH?_CN'R7

" (XXII'g)
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(XXII'd)

6

R <I> HO
ati'e

(IV'f)

(XXII'e) M{%ﬁ

R® o
|
HZN-O C-CH -=CN—R7 i

(IV'c)

(XXII'f)

R6 0
|
HZN@— C-CH, —CN—-R7 Xi

(IV'qg)

(XXII'g)

6
N
HgN@—C-Cﬂz —CN—R7 i

(Iv'd)

BitReE

PCT/JP93/01412

[
R O HO

RQNHD Ech, A<:Na Xk

(XXvd)

R6

? HO
N-R7 Xt HzNDC-CHZCNH

(XXVId)

—@-c CH =<:NH Xt

(XXVe)

R® o
I
HoN C-CH NH

(XXVIe)

R o
g |
NH C~CH, —CNH ik

(XXVE)
6
N §
Db

(XXVIf)

@-c -CH, —CNH it

(XXVq)

a oS

(XXVIg)
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3
R’-7 (XII)
XXvd =  (XXIId)
( ) YAIE 3 %14
3
R~z (XII)
XXVId - (IVE
(XXVId) T EMAL (IVE)
3
R°-2 (XII)
- (XXII
(xxve) FAE M (Xxile)
(XXVIe) R-2_(XIT) _ (IVc)
7V EF ML
(XHVE) R-2 (XII) (XXTIE)
7V EF VAL
XXVIE) K-z (XIT) _ (1IVg)
( 7 v F AL 9
(XXVg) K-z (XID) _ (XXIIg)
J 7 b % AL
(XXVIq) R-2 (XII) (Tvd)
g Y

(L&ERX#,. R* . R®* . R7 . R°, ZRUpiHHELEL)

(B39 —2]

O oH
we l
(XXIII) + (VIII') CH -+ CHy 5 N

9
R'NH (XXIV'a)

0

__M—-—» m CH + CHZ -};CN_R7
9.

R'NH (XXIV'D)

0
_Ejp___.— @g- CH, + CH; _»FT<___/\N-R7
R°NH

(XXIV'c)

6 0
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(XXIV'a) CH -+ CH; ik
(xxvxxa)
(VIite) (XXVIIIa)
0
(x1v'p) — B /©:>, CH  CH, -)E-CNH it
9,
R'NH (XXVIIb)
0
Oj—ca+cﬂz-b—<: R” Xt @jwcxa—(—caz -);CNH
(Vi'a) (XXVIIIb)
(XKIV"c) /@E}CH;-(— c ->—<3 X
(XXVIIC)
J@§+ s @[}Jr 3
(VI'b) (XXVIIIc)
3
R’-Z (XII)
XXVII - XXIV
xviLa) 7 F ML (XXIVa)
3
R*-2 (XII)
XXVIII - (VI
( 2 7LE ML (VIe)
3
R*-2 (XII)
XXVIIb -  (XXIVb
( D TIEAM (XXIVD)
3
R-2 (XII)
XXVIIIb - (VI
( ) 7L F ML (via)
(XXVIIc) R-7_(XIT) (XXIVc)
7IVE VAL
3
R*-2 (XII)
XXVIII - (VIb
WLLIe) — et (Vib)
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. ﬁge_ N_R7
(XXIII) + (IX') 9
R'NH
(XXIV'd)
(XXIV'e) (XXIV'E
0
(XXIV'e) RU/XiT (XXIV'f) _=_r N-R’
R°NH
(XXIV'g)
o O on
(xxIv'q) . DR @JCNH i
R°NH
(XXVIId)
O on
HoN
(VI'f) (XXVIIIQ)
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0
RNH
(XXVIIe)
(VI'c) (XXVIIIe)
0
R°NH
(XXVIIE)
(VI'g) (XXVIIIf)
0
g BEE OV (g
R’NH
(XXVIIg)
0 0
HoN H;N
(VI'd) (XXVIIIg)
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(E&ExX$. R® . R® .

(XXVIId) R'-2_(XI1) (XXIVd)
7V V4L
3
R’-2 (XII)

XXVIIId VIE

( S wEaf (Vif)
R’-7 (XII)

XXVII XXIV

(XKVILe) 7L F AL (Hx1ve)

(XXVIIIe) R'-2_(XI1) (VIc)
7V F AL c

(XXVIIE) Rz (XID) (XXIVE)
7V F L

(XXVIIIE) R'-2_(X11) (VIg)
7 v AL g
R-2 (XII)

XXVII XXIV
(XXV1Ig) FLE ML (XX1Vg)
R’-2 (XII)

XXVIII
( 9 ZVE AL (vid)

PCT/JP93/01412

R” . R? . ZRUpWEIHIELEL)

[HiE9 - 1] RU [RE9-2] RBWT, fiaRIS. BARIGRUVETLR
G, [BE8-1] R [HiE8 - 2] W EAUAER &> TiFbh

%,

REZELUTORT RUR® k. ER->TVWTHIWL, AUTH->TH &
We [HE9-1] RV [HE9-2] OBRIETHEOIZIELEMIE. 2h %

NRRERICICHEEONE, COBS.

R” LR Q22D REEDIEEAEY

CBIRT B, b U EBREAEAESIGERT A2 LicED. RT LR® O
WEFNL—FEBIRICRETAC LB TE S, $-mAF2RERICKRETACL
LTE2, cHSR™ . R° RUBMBHEEEQRFE. it. Al T. W

Greene ¥ “Protective Groups in Organic Synthesis” John Wiley & Sons%
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ZELLTITHCLNTE S,
IOLTHESHTLEY (XXV a) . (XXVIa) . (XXV b) . (XXVIb) ,
(XXV . c) . (XXVIc) . (XXV d) . (XXVId) . (XXV e) . (XXVle) .
(XXV £) . (XXVIf) . (XXV g) . (XXVIg) . (XXVII a) .,
(XXVIIIa) . (XXVII b) . (XXVIIIb) . (XXVII c) . (XXVIIIc) .
(XXVIT d) . (XXVIIId) . (XXVII e) . (XXVIIIe) . (XXVII f) ,
(XXVIIIT) . (XXVII g) KT (XXVIllg) ik, #hZh [89E4-1] RO
[RiE4-2) THIECL D LAKROFET, L&Y (XII) (R® -Z) AW

TT7hFMMETBCLRED. ZhFh (XXIla) . (IVe) . (XXIIb) .
(IVa) . (XXIIc) . (IVb) . (XXIId) . (IVE) . (XXITe) .
(IVe) . (XXIIf) . (IVg) . (XXIIg) . (IVd) . (XXIVa) .
(VIe) . (XXIVb) . (VIa) . (XXIVec) . (VIb) . (XXIVd) .
(VIf) . (XXIVe) . (VIc) . (XXIVE) . (VIg) . (XXIVg) RO
(VId) 8L T LMTE B, |
RIGKTH®R, ERICOENLEYIZ. BRLE> TRIGEAYENLET 2 L

KE-THEON. BRVBRICUTERRE, #547u2bro574—RE0

EROBEFEAFVTRETA2CLMNTES, $LEARBOR (1) .
(1D RTK (1IN OkaiE. LERIEU THEEZC K> TRREDEIREIRE

%,

SO IRLTHEZNSK (1) . X (ID) RURK (11D DfL&¥icit.
AFEREENIEM (VA PSS VANRE., Z) BREBEET3HA0H
B0 TOEIBHZARKE., MER LV REFEAR G AHESLERLEHEREN
TLEEORIEZFTICLRE->T, HIETZ2ENLAYORERME T LME
MhEBHICLPTED, ELAF¥EABNIKLAELGEEAY . BEO
RFEDEEXEDBEEC > THRIEL, ZhFhOEUKEBACLLTEETH
%,

X (I) . X D) RUKX (IIDRBNTIE. HEEMK, EEESKDZN
FNRUVEBEEYVBLTE—ORTREINTVSY, AREABZFLSOZENKE
CZEDREMEELDLDTHBTLEEI ETLRU,
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RAZEMT 2 DOREDOIEE ,

UTRREAZRL TAERZECHEMICHAT 20, 2EPOHEFEIICLS
KREEND2DHD TRV,

E ) 1

(E) =N= (5, 6=YAFNLWEYIVV=-4-4)) —4—- [3- (1-
RYIUVERYS Y =4 —A)) a4 L] 7=V (BE1RO{LEYII-
199)

4= [3= (1 =RUYIYNERYYY=4—=4)) Tux/)4)] =buxy
YY1, 27¢ #FBE 1 OnlLEH 2 nlOBEABHICMA. KWTKAT Tl
B—AX1. 38g ZMAl. SHORXRIGEPITEMLAE—-AX0. 69g #2H
BIMUL2ABS 2 4RMERLE. BETREEEZRBRELT (E) —4- [3-
(1 =RYDNWER)V YV =4=4)) Tur) A )] 7= VHEEY% BT,
RKNWTZhzxrsy /)—)156nlllBERL. 4-2uu—-5, 6 -YXAFILEYSI
Uv0. 67g #Mirt%. 60 CT30ONMARIEE®:, BHTT28%0D
TRIDLRAFS—b « A5 ) —VBEREMATHFOL. BEMEERL 1%,
HETTRHELL. BohizREAVVAFVATAITOC NI ST 4 — TNt
L. EELEYL. 02 2 KEBMRELTER.

mp.188-1907C (H#)

Mass; m/z=4 2 6 (M*)

NMR(&, CDCls); 1.45-1.87(4H, m). 1.96-2.13(2H, m). 2.13-2.40(1H, m).
2.22(3H, s) . 2.49(3H, s) . 2.86-3.02(2H, m). 3.52(2H, s) . 6.62(1H, s,
br) . 6.87(I1H, d, J=15.6Hz) . 7.03(1H, dd, J=15.6Hz, J=6.5Hz) . 7.18-
7.43(5H, m) . 7.74(2H, d, J=8.8Hz). 7.96(2H, d, J=8.8Hz). 8.58(1H, s)

E i 2

N— (5, 6=YRXAFIEYIVY=4-4)) —4— [3= (1=-_VUI)L
ERVO V=4 -A4)) TJun)4V] 7=V (B1ROILEYII-
150)

Xl 1 THEohtf (E) =N- (5, 6=YAXFAEYIVY-4-
AN) —4— [3= (1 =RUVNERYYY-4—4)) 7ux){ L] 7=

6 6
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V20. 828 225/ —N30meItF4Y40nl0REABEIIME. KW
THBRILE£0. 05¢g ZMAE. KRZFP. ZET3. SHEERLE. i
Be@hll. HEREL TBONLRERYVASVASAZQT TS T 4 —
WKL, BELLEM0. 39g 2 XEBHERLL THER,
mp.168-170%C

Mass; m/z=42 8 (M*)

NMR(&, CDCls); 1.20-1.46(3H, m). 1.60-1.85(4H, m). 1.85-2.07(2H, m).
2.22(3H, s) . 2.49(3H, s) . 2.83-3.04(4H, m). 3.50(2H, s) . 6.60(1H, s,

br) . 7.20-7.40(5H, m). 7.72(2H, d, J=8.8Hz). 7.96(2H, d, J=8.8Hz). 8.58

(1H, s)

eI
N=(56-20u0-6-XFLEYVIYY-4-A)) —4- [3- (1-
RUYINERYSY -4 -4 )V) Fun)4 V] =YY+ 2HC1 (B1E0D
L&EMII-160D2HC 11F)

KMl ERBICLUTEBEN- (5-200-6-XAFLEYIVY-—4-4
V) =4- [3= (1 =-RYIRERYYY—4-4)L) Fuan)4N] 7=
0. 29g #FB=FN10mk Ty ) — )L 5nlDEABEEICHED L. E{LK
RAZDENMBEBR L F VB BREH=3 2 ETHRMLz. WHELEERSE
B, ZRUTEELLAWO. 21g #HEREKL L TER,

(1/2H. Offhn#e LT)

mp.217-220%C

Mass; m/z=4 4 8 (M*)

NMR( &, CDCls-DMSO-de); 1.70-1.90(7H, m). 2.71(3H, s) . 2.82-3.23(4H,
m . 3.34-3.42(21'1, m). 4.28(2H, d, J=4.9Hz), 7.43-7.46(3H, m). 7.67- 7.69

(2H, m) . 7.83(2H, d, J=8.8Hz). 8.00(2H, d, J=8.8Hz)\ 8.71(1H, s) . 10.2

4(1H, s). 11.15(1H, s, br) |
KA1 EHA 2 XIEEBH 3 LRABITLT. UTo{AmarEH L.

=i 4
(E) =N= (5-200-6-RFLEYIVY-4=-4)) ~4d— [3-

6 7
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(1 =RVINERYD V=4 —-4)) TurR)4 V] 7=V (BE1RDILE
MII-162)
SRELVEN
mp.164-1667C
Mass; m/z=4 46 (M*)
NMR(&, CDCls); 1.49-1.70(2H, m). 1.73-1.88(2H, m). 1.98-2.10(2H, m),
2.18-2.36(1H, m). 2.59(3H, s) . 2.90-2.98(2H, m). 3.52(2H, s) . 6.87(1H,
d, J=15-16Hz), 7.04(1H, dd, J=15-16Hz, J=6-THz). 7.41(1H, s). 7.79(2H,
d, J=8-9Hz) . 7.98(2H, d, J=8-9Hz). 8.58(IH, s)

ES RS

N-—(6-70ut)Ivr—-4—-a)) —4-[3= (1 =-RUY)LERY
VV=4—-A)) Tun)A4N] 7= +HC1l (B1ROILAEYMII- 146
DHC 115)

(1/2H. Offinthe LT)

REBMR

mp.246-260°C (9#)

Mass; m/z=4 34 (M*)
NMR(&, CDC1s-DMSO-ds); 1.40-1.72(4H, m). 1.72-2.03(3H, m). 2.77

-3.20(6H, m). 4.22(2H, d, J=4.9Hz). 6.95(1H, s) . 7.38-7.49(3H, m).
7.38-7.63(2H, m). 7.83(2H, d, J=8.8Hz). 7.93(2H, d, J=8.8Hz). 8.52(1H,

s) . 10.05(1H, br) . 10.28(1H, s)

X1kl 6
(E) -N- (5, 6-YeFu-TH-vy7uRvy [d]l €VIvy-

4=4N) —4=-[3=- (1 =RVYIWERYDY-4-A)V) Tur) 4]
7=V (B1ROILEYII-5)

REEHR

mp.212-214%C

Mass ; m/z=4 3 8 (M*)

NMR(&, CDCls); 1.46-1.87(4H, m). 1.93-2.38(5H, m). 2.78-3.06(6H, m).

6 8
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3.52(2H, s) . 6.61(1H, s, br) . 6.87(1H, d, J=15.6Hz) . 7.04(lH, dd,
J=15.6Hz, J=6.4Hz) . 7.20-7.40(5H, m). 7.77(2H, d, J=8.8Hz). 7.96(2H,
d, J=8.8Hz). 8.65(1H, s)

EHehl 7

N= (5, 6=YkkRu-TH-vyZ2uxvs [d] EVIVY-4-4))
—4—[3—(1—&y9»8&uvy—4—4w)7nN/4m]7;
VY (B1ROLEEYII-2)

REERR

mp.203-205C

Mass; m/z=4 4 0 (M*)

NMR(&, CDCla); 1.23-1.41(3H, m), 1.63-1.77(4H, m). 1.88-1.99(2H, m).
2.14-2.26(2H, m). 2.78-3.07(8H, m). 3.49(2H, s) . 6.49(1H, s) . 7.20-
7.30(2H, m) . 7.20-7.26(3H, m). 7.76(2H, d, J=8.8Hz). 9.96(2H, d,
J=8.8Hz). 8.65(1H, s)

Ehfl 8

N- (5, 6=YeRu-TH=-Y7uxv® [d] EYIYVV—-4—-4))
—4-[3=- (1-RUYDNERYDY=4=AN) TanN)A4N] 7= .
2HCI1 (B1RDO{LAMII-202HC 11E)

(H: Offin#he LT)

KB&HE

mp.198-2017C (9)

Mass; m/z=4 40 (M*)

NMR (5, CDCls-DMSO-ds);l1.52-2.21(7H‘ m). 2.20-2.42(2H, m). 2.68-
3.55(10H, m). 4.21(2H, d, J=4.9Hz). 7.38-7.52(3H, m). 7.60-7.80 (2H,
m). 7.80-8.03(4H, m)., 8.60(1H, s) . 11.53-11.80(1H, m, br)

EJATRe

(E) -=N- (5, 6, 7, 8=FTbrokkux+vyrv-4—-4A)) —4-
[3= (1 =RUYINERYY Y =4 —A)L) 7ur)A V] 7=V (Bl
DLEMII-175)

6 9
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SRR

mp.171-172°%C

Mass (CI) ; m/z=45 3 (M*+1)

NMR(&, CDCls); 1.52-2.15(10H, m) . 2.18-2.36(1H, m). 2.56-2.60(2H,
m). 2.82-2.88(2H, m). 2.92-3.13(2H, m). 3.55(2H, s) . 6.56(1H, s) . 6.87
(1H, d, J=15.6Hz) . 7.04(1H, dd, J=6.4, J=15.6Hz) . 7.25-7.35(5H, m).
7.77(2H, d, J=8.8Hz). 7.97(2H, d, J=8.8Hz). 8.60(1H, s)

EHEfl1 0

N-(5, 6, 7, 8=Fr5kkuxt+v)yvy—-4-4J)) —4- [3-
(1 =RYINWERYIY~4=4)) 7uan)ALN] 7=V Y (BE1RD(LE
MII-163)

(3/4H: Offinthe LT)

SRER

mp.156-157C

Mass (CI) ; m/e=4 55 (M*+1)

NMR(&, CDCls); 1.22-1.44(3H, m). 1.61-1.74(4H, m). 1.90-2.00(6H, m).
2.52-2.58(2H, m), 2.79-2.98(6H, m), 3.48(2H, s) . 6.52(1H, s) . 7.25-
7.32(5H, m) . 7.74(2H, d, J=8.8Hz). 7.96(2H, d, J=8.8Hz). 8.59(1H, s)

EHEfl1 1

(E) - N= (7T-XMF¥Y-5, 6-YbRu-TH-vYZuxvs [d]
EVIVY=4-AN) 4= [3= (1 =-RUINERYYY—4—4)) T
URJAN] 720V (B1ROLAHII-173)

(1/4H: Offin#re L)

HEESR

mp.193-195C (HR)

-~ Mass; m/z=468 (M)

NMR(&, CDCls); 1.50-1.82(4H, m). 2.00-2.38(4H, m). 2.40-2.56(1H, m).
2.64-2.80(1H, m). 2.90-3.12(3H, m). 3.54(2H, s) . 3.58(3H, s) . 4.72-
4.77(1H, m) . 6.59(1H, s) . 6.87(1H, d, J=15.6Hz) . 7.04(1H, dd, J=6.4Hz

70
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15.6Hz) . 7.26-7.34(5H, m). 7.79(2H, d, J=8.8Hz). 7.97(2H, d, J=8.8Hz).
8.75(1H, s)

KMl 2

N=- (T=-XbF¥¥Y-5, 6-YkFu-TH-YZ2uxvs [d] ¥y3
V=4 =4N) —4—- [3= (1 =-RUYVNERYYY—-4—A)) Tun)
AN] 7=V (B1ROILEMII-168)

(1/4H. Offhospe L)

SRR

mp.178-180%C

Mass; m/z=470 (M*)

NMR(&, CDCls); 1.19-1.45(3H, m). 1.60-1.81(4H, m). 1.88-2.01(2H, m).
2.07-2.24(1H, m), 2.39-2.60(1H, m). 2.64-2.78(1H, m). 2.85-3.02(5H, m).
3.48(2H, s) . 3.58(3H, s) . 4.71-4.76(1H, m). 6.52(1H, s) . 7.21-7.28
(5H, m) . 7.76(2H, d, J=8.8Hz). 7.96(2H, d, J=8.8Hz)

KAl 1 3

(E) =N= (7=-7)04u-5, 6-YeRku-7TH-v2uxyvy [d]
EVIVY-4-A4N) 4= [3= (1 =-RUVLERYYY—-4-4)) T
O/ AN] 7=V (B1ROILEHII-188)

REENR

Mass; m/z=456 (M)

NMR(& , CDCls-DMSO-de); 1.47-1.90(4H, m). 1.96-2.16(2H, m). 1.86
-2.16(1H, m). 2.16-2.76(3H, m). 2.76-3.23(4H, m). 3.54(2H, s) . 5.70
-5.78 K Uf5.96-6.06(5F1H, &m). 6.89(1H, d, J=15-16Hz). 7.02(1H, dd,
J=15-16Hz, J=5-6Hz). 7.18-7.40(5H, m). 7.86-8.04(4H, m). 8.46(1H, s) .
8.74(1H, s)

EiEsl1 4

N- (7T-7MFu-5, 6-YkFu-7TH-Y2uxy% [d] Y3
V=4 —A4)N) —4—- [3=- (1 =RVINERYDY—4—4)) Tun)A4
V) 7=V 2HC1 (B1RDILLAHII-183D2HC 1)
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(1/2H. Offin& L)

HEES

mp.173-175°C

Mass; m/z=458 (M)

NMR( &, CDCls-DMSO-de); 1.55-1.98(7H, m). 2.16-2.80(2H, m). 2.80
-3.47(8H, m). 4.30(2H, d, J=4.9Hz). 5.95-6.02 K 7F6.20-6.31(3F1H, &n).
7.36-7.53(3H, m). 7.59-7.76(2H, m). 7.90-8.12(4H, m). 8.88(1H, s) .
10.70(1H, s). 10.88(1H, br)

EMifl15

(E) -N- (5, 6-YkFu-7TH-vY2uxvs [dl ¥YIvy-
4-AN) —4-{3-[1=-(4=-APFIYRVUIL) ERYD V-4 -4
V]l Fax) At 7)Y (B1ROEAWII-29)

(1/2H. Offtpre LT)

HEHR

mp.198-199. 5C

Mass; m/z=4 6 8 (M*)

NMR( &, CDCls-DMSO-de); 1.50-1.68(2H, m). 1.76-1.82(2H, m). 2.00-2.28
(5H, m) . 2.88-3.04(6H, m). 3.47(2H, s) . 3.80(3H, s) . 6.80-6.95(3H,
m). 7.01(1H, dd, J=15.1Hz, J=6.4Hz) . 7.23(2H, d, J=8.3Hz). 7.57(lH,
s) . T.84(2H, d, J=8.8Hz), 7.94(2H; d, J=8.8Hz). 8.61(IH, s)

=l 1 6

(E) =N=- (5, 6=-YxFLWEYVIYVV-4—-4)) —4—-[3- (1-
NVYINWERNTY =4 =4N) TuxR)4NV] 7=V (B1EDLESYII-
200)

REBBHR

Mass (CI) ; m/z=4 55 (M*+]1)

NMR(&, CDCls); 1.20-1.38(6H, m). 1.46-1.88(4H, m). 1.96-2.16(2H, m).
2.15-2.40(1H, m). 2.60-2.84(4H, m). 2.88-3.02(2H, m). 3.51(2H, s) . 6.71
(1H, s, br) . 6.88(1H, d, J=15-16Hz). 7.04(1H, dd, J=15-16Hz, J=6-THz).

T2
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7.20-7.45(5H, m). 7.35(2H, d, J=8-9Hz). 7.97(2H, d, J=8-9Hz). 8.64(1H,
s)

KHEfl 1 7

(E) =N=- (5, 6-YeFu—-7TH-YZuxv4 [d] ¥Y3Ivy-
4—4»)—4—{3—t1—(4—7»#ndva)Eduyy—4_4»
I 7ax/4nt 729 (Bl1ROLEAHII-11)

(1/2H. Offinhe L T)

HEHR

mp.209-210. 5C

Mass; m/z=456 (M*)

NMR(&, CDCls); 1.52-1.64(2H, m), 1.80-1.84(2H, m). 2.05-2.10(2H, m).
2.13-2.22(2H, m). 2.23-2.31(1H, m). 2.90-3.02(6H, m). 3.49(2H, s) . 6.90
(IH, d, J=15.1Hz) . 6.92-7.03(3H, m), 7.28-7.30(2H, m). 7.85(1H, s) .
7.88(2H, d, J=8.8Hz). 7.94(2H, d, J=8.8Hz). 8.60(1H, s)

EHEfl 1 8

N- (5, 6=Ykbku—-TH-Y2uxRvs [dl1E¥YIYVY-4-4
V) —4—={3=[1=- (4=-7NFuxRvIl) ERYYY—-4—-4 )] Tu
NIAN} 7=V (B1ROELEYII-8)

(1/2H. Offi#e L)

REBHR

mp.179-1817C

Mass; m/z=45 8 (M*)

NMR(&, CDCls); 1.29-1.45(3H, m). 1.66-1.80(4H, m), 1.94-2.10(2H, m).
2.15-2.26(2H, m), 2.82-3.05(8H, m). 3.56(2H, s, br) . 6.46(1H, s) .
6.96-7.05(2H, m). 7.25-7.36(2H, m). 7.78(2H, d, J=8.8Hz). 7.96(2H, d,
J=8.8Hz). 8.66(1H, s)

Empl1 9

(E) =N—- (5, 6=YtFRu—-T7H-vyzuxvs [d]EYIVvY-—4
—AN) —4-{3-[1=-(3=7LFuxRvYl) ERYIY—4 -4 )]

7 3
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Jux)A4nt 7)Y (F1ROEEMII-17)

SREEVES

mp.210-211%C

Mass (CI) ; m/z=45 7 (M*+1)

NMR(&, CDCls); 1.51-1.85(4H, m). 2.02-2.30(5H, m). 2.83-3.06(6H, m).
3.52(2H, s) . 6.46(1H, s) . 6.89(1H, d, J=15.6Hz) . 6.95-7.12(4H, m).
7.23- 7.35(1H, m) . 7.78(2H, d. J=8.8Hz). 7.98(2H, d, J=8.8Hz). 8.66(1H,
s)

£l 2 0

N- (5, 6-YeRu—-7TH-v7uxkvs [d] ¥YIVY-4-+4
W) =4-{3=[1-(3=-7LFuxvIl) ERYYY—-4-4)] 71
N)AN 7=V 2HC1 (BLRO{LAYII-14D2HC 13E)

(3/2H. Offh#m& L T)

SR E

m.p.>252°C (5fE)

Mass (CI) ; 459 (M*+1)

NMR(&, CDCls); 1.24-1.40(3H, m). 1.54-1.77(4H, m). 1.89-2.02(2H, m).
2.15-2.25(2H, m). 2.82-2.91(4H, m). 2.91-3.05(4H, m), 3.47(2H, s) . 6.45
(1H, s) . 6.89-6.96(1H, m). 7.02-7.11(2H, m). 7.22-7.28(1H, m). 7.76(2H,
d, J=8.8Hz). 7.97(2H, d, J=8.8Hz). 8.65(1H, s)

Kl 2 1 |

4= [1-FFY=-2= (1-RUIUNERYDY—4=4)) XFLVYULY
FY=-6-4N] 73I/)-5, 6-YkRu-TH-v2uxRvs [d] £V 3
UV (B2ROMEEAYWIIL - 3)

4= (1-FFVLV¥v~-5-4)) 73I/)-5, 6-Ybku-TH-¥
7unNvy [d] EVIYV1. 96g DF b5 FUT7SVEKIc. KBTT

28%BFTPVTARNEYR ASY ) —VEKL. T0g M. ZKWT1 =R

YIN=4A-FNMINERYYY 1. 80g ZETLE, 1. SESMEHERE. &

MREKEMA. 790 RV ATHELR. BKEEF MY ATERL. BFE
7 4
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TTRHELTRBONRBREAYVAFLVAILAZUT NI ST 4 =T L 1214,
70uRNALATEERELT. EELAY]. 35¢g 2 RBEERRLLTEL.

(1/2H. Offin#r& L)

mp.>260° (4R)

Mass; m/z=45 0 (M*)

NMR(&, CDCls); 1.45-1.85(4H, m). 1.96-2.46(5H, m). 2.80-3.10(6H, m).
3.56(2H, s) . 3.70(2H, s) . 6.55(1H, s) . 6.70(1H, d, J=9.8Hz). 7.24-
7.41(6H, m), 7.82(1H, d, J=5.3Hz). 8.18(1H, s) . 8.66(lH, s)

EHEfl 2 2

4= [1=-FFY-2- (1-RUYINERYIY=4=AN) AFNA VY
Y=5-4)N] 7X/)~=-5, 6=-YekRu-TH-Yz7uxv4 [d] ¥ 3
UV (B2ROMLLEMIII -4)

4- [1-FFY-2= (1 =RUYIVLERYDY—4—-4)) AFL VALY
fy—5—4w]75/—5,6-9tFu—7H—y7n&yﬁ[d]EUS
vv1. 35g0Fb+bIFur7560ml, ¥/ —)L6 0nlRUEE 1 nld
EBEBRIC, BtB£0. 53¢ 2Mxfz%. KESKHETT. ZBRT8BLE
HU. MEEERNE, BELTEOWLBERZYYAFLAS AT LIS
74— U., EELEAY]. 3lg 2RBEERKL L TER,

mp.200-202C

Mass; m/z=45 2 (M*)

NMR(&, CDCls); 1.18-2.12(9H, m). 2.12-2.30(2H, m). 2.62-3.08(8H, m).
3.25-3.44(1H, m). 3.55(2H, s) . 6.49(1H, s) . 7.20-7.41(6H, m). 7.71(1H,
d, J=8.3Hz)., 8.10(1H, d, J=1-2Hz). 8.66(1H, s)

ErEfl2 3

N- (B-ZFNEYIVY=—4-A)l) —4- [3—- (1 =-RVUYJLERY
DU=A—=AN) Tan)AN] 7)Y (BL1ROLAYMI-205)

4= [3- (1-RYYNERYYY—d—AL) FURIAL] T2y
0. 23gt4-7uu-5-ZFLEYIVUO0. 13g%IT%/)—)L10nl
KA. RWTEBOTY ) —LEKR 20l GEEEO0. 071 g%#488) 2Nt

T 5
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BERTT2HRERICE Y. BHE. 28%F PV IAXFS—FrDORAS
J—NVEBBREMATTI VAV LG, BETTEELR. Bohr-RiEs
YVATNATZ LU T IT7 4 =ML, EELEWO. 18 ghikEEs
e L THER.

mp. 136. 5-138%C

Mass (CI); m/z=4 29 (M*+1)

NMR(6, CDCfa); 1.24-1.43(3H, m).1.37(3H, t, J=7.3Hz).1.56-1.80 (4H,
m), 1.87-2.05(2H, m), 2.61(2H, q, J=7.3Hz), 2.81-3.00(4H, m). 3.51 (2H,
s). 6.63(1H, s, br), 7.18-7.37(5H, m)., 7.77(2H, d, J=9.2Hz). 7.98(2H,
d, J=9.2Hz). 8.27(1H, s). 8.T1(lH, s)

XHEhl 2 4

N- (5, 6-YbRuo-TH-vYZuxv¥y [d] EYVIYY-4—q4
V) —4-{3-[1-(2-=buxvyylL) ERYYY—-4—-4)] Fuax
JANY 7=y (BLROELAYMI-242)

(1) N- (5, 6-YkeFRu-7TH-v2uxvs [d]¥Y3Ivy-
4=4N) —4-[3=- (1 =-TEFALERYYY—4-4] 7un) 4]
7=V

4= [3=(1=-TEFIERYVYY—4-4)) Tun)4nN] 7=y
4. 53gk4-7uu-5, 6-YkkRku-7H-Y2uxvs [d] ¥
NIVV3. 83gx7unukiA80nliZilz, (RWTHEEED Z7un k)L AR
i (EEEO. 9g%&8Y) 1 Onml&EMMA %, SEEMMERLE. RIGKTE
KBTT28%F YD AA MY FEMATY MA ML L, BELRESE
Lize BONTREBAEVVASNISAouT M TS5T7 4 —2h L. EBELAY
6. 16g2RBHMRLLTHER.

Mass; m/z =392 (M*)

NMR(&, CDCfs-DMSO-de); 1.00-1.27(2H, m), 1.52-1.87(5H, m). 2.05(3H,
s). 2.03-2.23(2H, m), 2.45-2.61(2H, m), 2.87-3.11(6H, m). 3.76-3.89(1H,
m). 4.46-4.58(1H, m), 7.86-7.96(4H, m). 8.51(1H, s). 8.70(1H, s)

(2) N= (5, 6=-Yeku-TH-v2ufvs [dl EY3IYY—4-

76
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AN) —4-[3- (ERYYY=4=AN] T7un)4N] 7= -
2HC 24 | |

N- (5, 6-YbRu-TH-vouxvs [dlEYIVY-4-4
V) =4-[3=-(1=-7EFLERYYY=-4-4)L) Tun)4 L] 7=
D6, 16giTBER30n%EMA. THEMBERL-E. BET CEE
Lice BONTRERAY ) — NV THEEL., EELAY3. 38 gxBEEHRKL
LTH.

Mass; m/z =350 (M*)

NMR( &, CDsOD); 1.36-1.56(2H, m), 1.64-1.83(3H, m). 1.95-2.09(2H, m).
2.92-3.24(8H, m), 3.35-3.46(2H, m), 7.08-7.25(1H, m). 7.90(2H, d,
J=9.2Hz). 8.08(2H, d, J=9.2Hz). 8.75(1H, s)

(3) N= (5, 6=Ykku-T7H-vYZ7uxvs [dl¥YIvy-4-
AN) = {3=[1-(2=-=buxvIN) EXRYVOU-—4—-4 )] TEF
VY 7= v

N-— (5, 6-YteRu—-TH=-YZ2uxkvs [d] EYIVY-4-4))
—4-[3-(EXRYYVY=4—aN) FunI)4L] 7=+ -2HC 215
1. 00gik7Lbr30ml, REEAVDALT. 12gkU2—=buxvyji
7avAF0. 62g%xMA. EET2HMERL. —BHEL 2. RWTEK
ZEAIL. BEZBEEZRELLE BonkBREEZYVAFLASAZuT MY
274 —iFL. ZELAWMO. T2gxHERKRLLTER.

mp. 164-1667TC

Mass (SIMS); m/z =4 8 6 (M*+1)

NMR(&, CDCAs); 1.16-1.40(3H, m). 1.52-1.77(4H, m). 1.94-2.08(2H, m).
2.09-2.27(2H, m). 2.72-3.06(8H, m), 3.75(2H, s). 6.47(1H, s). 7.32-
7.43(1H, m). 7.48-7.59(1H, m), 7.60-7.68(1H, m). 7.76(2H, d, J=8.5Hz).
7.74-7.83(1H, m), 7.96(2H, d, J=9.2Hz), 8.85(1H, s)

Kkl 2 5

N=(5=XFNEYIVYV=-4~-A)) —4-[(1=-RYYLERY
VV=4—-4AN) TEFL] 7=V (B1EO{LAMI-220)

7T
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4- [ (1 =RUYIWERYYY=-4=A)) PLFL] 7= v+ 2HCQ
B7. 00gkd4-20u-5-XFNEYIVV8. 38gxhruukih
7TO0nliZMA, BICEROLY /— LBkl 0nl GEEEL. 7e%8T) 2N
letk, BRTCORERICE Y. RIGE., 28%F VD AXFS—bORS
= VEBBREMATT VAL L%, BETCEHELE. Bohh-Bisry
VATV AS LIS s T5T7 14— L. BELAYE. 30 gxRBaES
eLTHL,

mp. 211-213C

Mass; m/z =4 00 (M*)

NMR(&, CDCfa); 1.26-1.47(2H, m). 1.63-1.80(3H, m). 1.89-2.08(2H, m).
2.25(3H, s). 2.76-2.93(4H, m). 3.48(2H, s). 6.58(1H, s, br), 7.17-7.38
(5H, m). 7.78(2H, d, J=8.6Hz). 7.97(2H, d, J=8.6Hz). 8.24(lH, s). 8.70
(1H, s)

Xl 2 6 |

N- (5, 6-Ykbku-7H-y2uxvs [dl EYVIYY-—4-4
W) =4- [ (1 =RVYINERYYY -4 -4 )l) PEFL] 7=V (81
ROEYIT - 1)

(1) N—= (5, 6=YbFRu-7TH-vYZuxvy [d] ¥YIYv-4-
AN) —4- [ (1 =TEFRNERYIY-4—-A)\) PEFL] 7=V

4= [ (1 =T7EFNERYIY=4=AN) PLFL] 7=V YT
FTUuBtEkE6. 63 gk4-uu-5, 6-Ykku-TH-vou~ys

[d] EVIYV3. 0lg#%2uufiAab0onlicilz. RWTHEDZOO
RIVLEHEL Onl (JEEEO. 6 g% E8Y) 2#MA%. BRETTIRLERGEE
oo RIGTE. WEITT28%F MV ARXFS—h DAY ) —LEBEEMAT
TUAVEE Uz, BRM%E25%. BETTEHELT. BohrBEL2Y YA
GNATZLZUR TS 7 40—, BELAWE. 08 ghBEHEMRELL
TH,.
mp. 225-227%C
Mass(CI); m/z =3 7 9 (M*+1)

T8
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NMR(&, CDCfs); 1.12-1.33(2H, m), 1.72-1.92(2H, m). 2.04-2.35(3H, m).
2.09(3H, s). 2.52-2.68(1H, m). 2.68-2.93(4H, m). 2.93-3.18(3H, m). 3.94-
4.12(1H, m). 4.55-4.70(1H, m). 6.65(1H, s, br)., 7.79(2H, d, J=8.8Hz).
7.89(2H, d, J=8.8Hz). 8.65(1H, s)

(2) N= (5, 6=-YkeFRu-TH-vZuxvs [dl] ¥YIVy-—4-
AN) —4- [(ERYYV=-4~4)) PEFL] 7=V 2HC LI

N- (5, 6-YkEku-7TH-v2uxvs [d] ¥YIYYy-4-4
V) 4= [ (1 =7€FNVERYIY-4-4)) PELFL] T2V
6. 08 giZiRIEEAD OnlZ IR TIMBER L 121, BE2BEREL. Boh
REGE#RTSY ) =L THEL., ZELAYWS. 13 grBOERRLLTE
2o

Mass(CI); m/z =3 3 7 (M*+1)

NMR (&, CDCZs-DMSO-de); 1.48-1.69(2H, m). 1.84-2.00(2H, m). 2.10-
2.35(3H, m), 2.72-3.21(8H, m). 3.21-3.38(2H, m). 7.92(2H, d, J=9.2Hz).
7.99(2H, d, J=8.6Hz). 8.84(1H, s). 10.64(1H, s)

(3) N= (5, 6-YkFku-7TH-¥Y27uxkvs [d] ¥YIVy—-4-
AN) —4=- [ (1 =RVUINERYDY-4 -4 )) PEFL] 7=V

N- (5, 6-Ykbku-7TH-vZuRy$ [dlIEYVIVY-4-

4

4
V) —4-[(ERYYV=-4-A)N) TLFA] 7= V1. 34gkT¢
PYSORlEREEAY DAL, 14geXyVLTUT4L KO, 4nlniiz, =
BTARMER L. BRZERL 2%, BEEHEEDEL. B8ohl-BiEsry
VAGNAZA7OR T 57 4 —iTHL. BELEML. 05 e 2 BHENE
eLTHR.
mp. 212-214%C (9)
Mass; m/z =4 2 6 (M*)
NMR(&, CDCfs); 1.28-1.48(2H, m). 1.67-1.80(2H, m). 1.90-2.0 (3H, m).
2.12-2.28(2H, m). 2.79-2.90(6H, m). 2.98-3.05(2H, m). 3.49(2H, s).
6.42(1H, s). 7.20-7.38(5H, m). 7.77(2H, d, J=8.8Hz). 7.96(2H, d,
J=8.8Hz), 8.66(1H, s)

il
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EREH 2 7

N-(B=XFNEYVIDVU/~-4-4)) -4-{[1=-(2-EVILRXF
W) ERNVY Y =4 -4 V] 7LFN} 7)YV (BLROLAHI -
219)

Efl260 (1) . (2). (3) KBWB4-2uu-5, 6-VYkER
n-7H-vy7uxvy [d]l EVIVUVORbHIZ4-rau—-5-XF)ILE
NIVVERAW, XyULTuvAS FORbHR2-70uXFLE) Y Vi
Wrefttid, EEfl26 - (1) . (2) . (3) LERIRESE. ZhFhll
TolayrBl.

(1) N= (B=AFAEYIVV=4—-A)L) —4- [ (1 =-TLFLER
NVOoV—4-A)N) TEFN] 7=V

BEOEEGK

Mass(CI); m/z =3 5 3 (M*+1)

NMR(&, CDCAs); 1.12-1.30(2H, m), 1.73-1.93(3H, m). 2.08(3H, s).
2.26(3H, s). 2.52-2.67(1H, m). 2.84-2.93(2H, m). 3.02-3.17(1H, m).
3.73-3.86(1H, m), 4.54-4.67(1H, m). 6.92(1H, s). 7,82(2H, d, J=8.6Hz),
7.97(2H, d, J=9.2Hz), 8.24(1H, s). 8.69(IH, s)

(2) N= (B=XFNEVIVY=-4—-A)) —4- [ (ERYDY-4-
AN) TFN] 7=V

BEOEEK

Mass(CI); m/z =3 1 1 (M*+1)

NMR(&, CDCls); 1.46-1.70(2H, m). 1.82-1.98(3H, m). 2.42(3H, s). 2.83-
3.09(2H, m). 3.02(2H, d, J=6.7Hz), 3.21-3.38(2H, m). 7.85(2H, d, J=8.5
Hz). 8.02(2H, d, J=8.5Hz). 8.43(1H, s). 8.86(1H, s), 10.36(1H, s)

(3) N= (B=XFAEYIYY-4-4)) —4- {[1- (2-EVYY
WAFN) ERYV DY —-4 -4 L] TEFL} 7YV

HEiER

mp. 207-209°%C

Mass(CI); m/z =4 0 2 (M*+1)

8.0
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NMR(&, CDCfs); 1.33-1.50(2H, m), 1.66-1.81(2H, m). 1.81-1.94(1H, m),
2.07-2.20(2H, m), 2.52(3H, s). 2.86(2H, d, J=6.7Hz), 2.78-2.95(2H, m),
3.64(2H, s), 6.63(1H, s). 7.11-7.20(1H, m), 7.40(1H, d, J=T7.3Hz). 7.61-
7.70(1H, m). 7.79(2H, d, J=8.5Hiz). 7.98(2H, d, J=9.2Hz). 8.25(1H, s).
8.55(1H, d, J=4.8Hz),8.T70(1H, s)

EHEH 2 8

(E) =N- (5, 6=-YtFu-T7TH-v7uXyvy [d] EYVIVvv-4
—AN) —4—=[4- (1 =RVUINERYYY=-4-=4)) —-2-TF )4
NV 7=) v (B1RO{LEHMI-6)

4= [4- (1 =RUYIUNERY)TYV=-4—-4)V) =3 -k RuxyT4s /)4
Wl 7=y M) NAOFEIEL. 21 gl /—130nl& 4 -
suu-5, 6=-YkRu-7TH-Yo2uxXyvy [d] EYIYV0. 58¢g%
MmA. BEOLy ) —)LiEHR 1nl GEEEO0. 29 g%28T) 2#MA. 60CT
4 O INEER L fzo (RWT, BIFIIRBEKFRF M) U AKBKAEMNX. 2ok
VATHHE U, EKREF MY Y LATERLEE, BE2EEZEEL. 854
REEEV VA NVAS AU NI 57 4 =L, EELLAYO. 40g%
BHEMRL UTER.

mp. 184-185%C

Mass(CI); m/z =45 3 (M*+1)

NMR(&, CDCfs); 1.24-1.60(3H, m), 1.60-1.82(2H, m). 1.88-2.05(2H, m).
2.10-2.34(4H, m). 2.80-2.98(4H, m), 2.98-3.08(2H, m). 3.50(2H, s). 6.48
(1H, s, br)., 6.90(1H, d, J=16.9Hz). 6.98-7.12(1H, m). 7.12-7.41(SH, m).
7.78(2H, d, J=8.8Hz), 7.97(2H, d, J=8.8Hz), 8.66(lH, s)

ErEfl 2 9

N~ (5, 6=YkRu-TH-vZ2uXRvsy [dlEYIVY-4-4
W) —4=[4- (1 =-RUINERYYY—A4~-AN) TEI)ALN] 7YV
(B1RO{LeHI-3)

(E) =N= (5, 6=-YkFku-7TH-vZuxvs [dl EV3Ivy-4
—AN) 4= [4- (1 -RUYVERYYY—4—4)) —2-TF )4

8 1
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ﬁT\zﬁv45%@ﬁwbtoﬁw%ﬁﬁbt%\%ﬁ%%%b(%%ht%
BEVVAXNMNAIAIOQ IS T7 4 =L, EELAEWO. 19 gxHE
MRLLTHER.

mp. 170-173C

Mass(CI); m/z =455 (M*+1)

NMR(S, CDCAs); 1.14-1.38(5H, m). 1.56-1.83(6H, m). 1.83-2.01(2H, m).
2.14-2.27(2H, m), 2.85-2.96(4H, m), 2.96-3.06(2H, m). 3.49(2H, s). 6.42
(1H, s, br), 7.19-7.35(5H, m). 7.76(2H, d, J=8.8Hz), 7.97(2H, d,
J=8.8Hz).8.65(1H, s)

M3 0

(a) N— (5, 6-Yekuo-TH-vZuxvs [dl] EVIYv-4-
AN) —4= [ (1 =-RYINV=—4-LFuFvERYIv-—4-4)/) 7+
W] 7=V (Bl1ROLLEHTI-216)

(b) N— (5, 6-YkFRku-TH-VYouxXvd [d]l] EVIYVV-4-
AN) —4=[ (1 =-RYVV=-4-ZPbFVERYIY-4-4)) TEF
V] 7=V (B1ROLLEHT-215) KT
AN) —4-[ (1 =-RYY)=-1, 2, 5, 6=FhSFudyvr-4-
AN) TEFN] 7=V (B1RO{EAEHI-217)

4= [(1=RYIN=-4-LFuxFYEXRYYV-4-4)) 7EFN] 7
=Yy M) LAOEERIEL. 04giczy /—)30nlk4~2un-5,
6-YkbkFu-TH-Y27uxvy [d] EVIYV0. 59gzMA. (RWT
ROy ) — )ik 1ol (JEEEO. 29 g%aY) %A, 6 0CT4 55/
EHLE, ZORMN)ZFATIVInleKkEMA, 700KV ATHEL,
BOKREEEF DY) D LATRZBR LR, BEREZEEZRELREZ. GohBRERZY VA
FVAZ A bTZT7 14— L. BELLEY (a) . (b)) RY (c) %
FNFhO. 60g. 0. 23 ghT0. 05 g%B1,

(a) OILAY

8 2
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HHEES

mp. 193-195%C

Mass(CI); m/z =4 4 3 (M*+1)

NMR(&, CDCls); 1.62-1.88(4H, m). 2.12-2.30(2H, m), 2.42-2.58(2H, m).
2.58-2.72(2H, m), 2.86(2H, t, J=7.3Hz). 2.93-3.06(2H, m). 3.08(2H, s).
3.56(2H, s). 4.14(2H, s). 6.49(1H, s, br)., 7.21-7.38(5H, m). 7.79(2H, d,

J=8.6Hz). 7.95(2H, d, J=8.6Hz). 8.66(1H, s)
(b) DLW

HHOBER

mp. 142-143C

Mass(CI); m/z =4 71 (M*+1)

NMR(&, CDCfs); 1.13(3H, t, J=T.THz), 1.74-1.95(4H, m). 2.13-2.28(2H,
m). 2.28-2.44(2H, m). 2.54-2.70(2H, m). 2.85(2H, t, J=7.3Hz). 3.01(2H,
t, J=7.9Hz). 3.10(2H, s). 3.40-3.48(2H, m). 3.5i(2H,.s, br). 6.43(1H,
s). 7.18-7.38(5H, m), 7.76(2H, d, J=8.5Hz). 7.96(2H, d, J=9.2Hz). 8.65
(1H, s)

(c) DILEY

WEERR

mp. 165-167C

Mass; 4 24 (M*)

NMR(&, CDCZs); 2.12-2.28(4H, m). 2.53-2.66(2H, m). 2.78-2.91(2H, m).
2.91-3.08(4H, m). 3.60(2H, s). 3.61(2H, s). 5.54(1H, s, br). 6.47(1H,
s). 7.20-7.59(5H, m). 7.77(2H, d, J=8.5Hz). 7.99(2H, d, J=8.5Hz). 8.65
(1H, s)

EhE6l 3 1 x

N- (5, 6-YtFu-TH-vZ7uxRvy [d] EYVIVvY-4—-4
W) =4= [ (1 =-RUYIYN=-4-EXRYVZYFV) PELFL] 729V (B
1ROLEHI-4)

4= [ (1 =RYIV=-4-ERYI=YFY) 7LFL] 7=Yv2. 33

8 3
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g¢d4-7uu-5, 6-YekRu-TH-Y2uxvs [d]l EY3Ivy
1. 63g%Z7uuRladOnlery/)—)L20nlQREBEEITMA. EiTiE
Boxy /) —NEimkenl (BFEO0. 4g%8) #Mx#%. 50~60CT
3. SIFMEIMBEH L. RNWTKBTIZ28%F M) Y AXFS—FhDRS
J=NVEREMATT VAL Uik, BEEZEETEEL. BohnBiEsy
NAGNAS LA T 57 4 =AU, EELAHO. 3 g2BEHEMKL
LTBE, |

Mass(CI); m/z =4 25 (M*+1)

NMR(&, CDCZs); 2.13-2.24(2H, m). 2.40-2.51(2H, m), 2.51-2.65(4H, m),
2.75-2.90(2H, m). 2.90-3.06(4H, m), 3.54(2H, s). 6.50(1H, s). 6.64(1H,
s). 7.18-7.43(5H, m). 7.61(2H, d, J=9.2Hz). 7.95(2H, d, J=8.5Hz). 8.65
(1H, s)

EhE%I3 2

N- (5, 6-YkbFu-7TH-Y2uxyvs [d] ¥YIYY—-4-4
V) —4={3-[1=(2=-FZURAFIL) ERYYY—-4—-4 )] Tun
AN} 7=Y v 2HC L (BL1ROIAYWI-104D2HC 248)

N- (5, 6=-YkbFu—-7TH-Y2uxyvy [d] ¥VIVVY-4-4
V) 4= {3=[1= (2=FZoNURXAFL) ERYDVY-4-4)] 7ux
JANY 7=Yv0. 20gikl, 2-Y2uuxdyv30nlk hYZFLYS
0. 07mlZMA. RWTHY 74 OfEE0. 35nl%NLizé. 50CT
3%ﬁm%ﬁ#bto&m&@ﬁ%ﬁﬁgfb\1N*Mm%bU¢Am%@%
A, Z2oaRlVATHE LR, BKREF )Y ATERE, BELBTYE

BONERBREBEEVIVAFLASAIUI NI =L, BTEBKS

"B BhEAVTUELT NI oBREE(LS %, BREBTUET
5T LICKVIEBLAMO. 05 gx#HERKL LTER,

(3/4H. Offthihe L T)

m.p. 187C (HR)

Mass(CI); m/z =4 4 7 (M*+1)

NMR(&, CDCAs); 1.14-1.46(2H, m). 1.46-1.84(5H, m). 1.88-2.12(2H, m).

8 4
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2.12-2.20(24, m), 2.74-3.10(8H, m). 3.70-3.85(2H, m). 6.40(1H, s).
6.87-7.02(2H, m).7.16-7.20(6H, m).7.76(2H, d, J=9.2Hz).7.97(2H, d,

J=8.5Hz),8.65(1H, s)

EiEfl 3 3

N= (7T-kku¥y-5, 6=-YkRu-TH-Y7uxkvsy [d]l Y3
VV=4-AN) —4- [3- (1 =RYINERYIY-4=-4)) Tan)
AN] 7=y (BL1LROEAMI-167T)

4= [3= (1 =RUYINERYTY=4—-A)) TanNIA4N] T=YV
0. 60gk7-7tb*¥¥-4-2uu-5, 6-YtRu-7H-vrux
¥5 [d] EVIVUVO0. 51ghTs/)—b1b6nlcilz. KNTHEROD
5 /)—VEwE3nl GEEEO. 19 g%E8Y) 2MALE. BERTT304RE
SR, BHIR28AKFTMYDARXFS—PORAY ) —VBREZMATTNVAY
el BETREHELE. BohkREZVVAS VAT LIS TS
74 =AML, BELAAYWO. 49 g HERRLELTER.

mp. 189-190%C

Mass; m/z =45 6 (M*)

NMR(&, CDCAs-DMSO-de); 1.21-1.45(3H, m), 1.56-1.81(4H, m), 1.86-2.11
(3H, m)., 2.47-3.08(7H, m). 3.50(2H, s). 4.83(1H, br), 5.05-5.17(1H, m).
7.16-7.38(5H, m). 7.87(2H, d, J=8.8Hz). 7.94(2H, d, J=8.8Hz), 8.16(lH,
s).8.68(1H, s)

K% 3 4

N- (7T-tkuxy-5, 6=-Ytku-T7TH-vy7uxvsy [d] VY3
V=4 —A)N) 4= [ (1 =RUYINERYVYY—-4-4)) PLFIN] T
=NV (B1RO{LAYMI-236)

4-[3—(1—&y§w8&09y—4—4»)7:N14w]7:vy®
ROVIZ4A - [ (1 =RYINERYI V-4 -4 L) PEFN] 7= VEH
Wi fid, EREFIS 3 LEBIIRTEHT, EELADEZHERRE L LTEE.

mp. 174-176%C

Mass; m/z =4 4 2 (M*)

8 5
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NMR(&, CDCZs-DMSO-ds); 1.18-1.48(3H, m). 1.66-1.80(2H, m). 1.88-2.13
(4H, m). 2.50-2.66(1H, m). .2.66-3.05(3H, m). 2.85(2H, d, J=6.THz). 3.49
(2H, s). 5.09-5.20(1H, m), 7.18-7.43(6H, m), 7.85(2H, d, J=9.2Hz). 7.95
(2H, d, J=9.2Hz),8.69(IH, s)

=R 3 5

N=(7-7®b*¥-5, 6-YeFu-TH-Youxvs [d] ¥Y3
VV=4—=4)) —4=- [ (1 =RVYINERYIV-—4—-4)) PLFN] T
=NV (B1RO(LEHI-237)

N- (7-tku¥%y-5, 6-Yekuo-7TH-Y2uxvs [d] ¥z
V=4 =AN) —4-[ (1 =-RVYINERYTV—-4-4)L) PFLFIL] T
=Yv0. 35gikZuukilh20nl&EKEEEO. 65nl%inx. 48N
BORR LT MNWTHEZEHETICEEL, BohRBEEZY YV AFLASI LD
av bS5 7 4 =AU, FEELEWO. 16 gx2HERRLL TER.
(1/2H. Offine L)

mp. 210-212C

Mass; m/z =4 8 4 (M) .

NMR(&, CDCls); 1.29-1.47(3H, m), 1.54-1.63(2H, m). 1.68-1.94(4H, m).
2.15(3H, s), 2.67-3.04(4H, m). 2.86(2H, d, J=6.THz). 3.50(2H, s, br).
6.07-6.14 (14, m).6.53(1H, s).7.19-7.34(5H, m).7.78(2H, d, J=9.2Hz).7.98
(2H, d, J=8.6Hz).8.78(1H, s)

XHEfI3 6

N- (5, 6=-Ykku-T7TH-v7uxRv$ [d] ¥YVIVY-4-4
W) 4= {3=-[1=(2=-7I)RVUIN) ERYVDU-—4—-4)] Tuin
JANY T2V (BLIROEAMI-272)

N- (5, 6-YtFu-TH-Y2uRvs [d] ¥YIPYy-—4-4
V) —4={3=-[1=-(2=-=buxRvIl) ERYYY=-4—-4)] 7un
JANY 7=Y V0. 59gixy/)—L20nl. A%/ —}H40nl, FrEtS5ml
EUBR{EEH£0. 05 g%MX. KEIMTREET4BBEHR L. T,
EhzER L., BEZBEZREL 2%, SBIMRBKES M) Y AKEBKENX.

8 6
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zuafVATHELR. BREEZBREZREL. BohkBRELS ) —LHoHE
HEL. EBELAWO. 32 g2 ABEERL L TR,

Mass; m/z =455 (M*)

NMR(&, CDCs); 1.12-1.32(3H, m), 1.56-1.77(4H, m). 1.83-1.98(2H, m).
2.14-2.28(2H, m). 2.79-3.07(8H, m). 3.47(2H, s). 4.81(2H, s, br). 6.43
(IH, s, br), 6.62-6.68(2H, m). 6.97(1H, d, J=6.7Hz). 7.05-7.11(1H, m).
7.76(2H, d, J=8.5Hz). 7.97(2H, d, J=9.2Hz). 8.65(1H, s)

EREH3 7

N- (5, 6=YebFu-7TH-y2uxvs [dl]¥YIPY-4—+«
V) =4=1{3=[1- (2-7RFATIIRVIL) ERYDY -4 -4
NV Zan)4nt 7=V (B1ROLEAYI-249)

N- (5, 6-YkbFRu-TH-v2uxv4y [d]EYVIYY-4—-4
V) =4-{3-[1=-(2=7I)RVINL) ERYYY—4~-4)] Tun
JAN}Y 7=V V0. 1 7gikruafkilA30nl, AR 1lalkT 4 - U X
FLTI/EYY V0. 38g%MA. 50CT1 OFEEHRL 2. KWV THEE
ZEEEZEL. ?%62}1T:§§‘2§%“/')v7‘1&‘)b7‘1-31,\7n7h?‘??r—b:ﬁb\ =
Eka®o. 06 gxHEERZL L TEL,

mp. 219-221. 5C

Mass; m/z =49 7 (M*)

NMR(&, CDCAs); 1.14-1.34(2H, m), 1.34-1.50(1H, m). 1.66-1.89(4H, m).
1.96-2.10(2H, m). 2.14(3H, s). 2.11-2.28(2H, m), 2.80-3.08(8H, m). 3.57
(2H, s). 6.44(1H, s), 6.94-7.01(1H, m), 7.25(2H, d, J=6.1Hz). 7.23-7.31
(1H, m). 7.78(2H, d, J=8.5Hz), 7.97(2H, d, J=9.2Hz). 8.27(1H, d, J=8.6
Hz), 8.65(1H, s). 11.04(1H, s)

EhEf 3 8

N-7%2FWV-N=- (5, 6-YeFRu-7TH-vY2uxv4 [d] ¥V 3
VV—4—AN) —4=[3= (1 =RUYVULERYYY—-4-4)) Tun)
AN] 7=YY - 2HCL (B1ROILAYI-221D2HC 245)

N- (5, 6-YtRu-TH=-vY2uxRvsy [d]EYIPY-—4-—4

8 7
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W) =4=[3= (1 =RVYVNERYYY—4-A)) Tun)4N] 7=
DVv0. 7T2g0z7uuhr)lAl OnlBHEIC. KETFTTrMY)VZFLT IV
0. 66gtEt7TLFINO. 46n%MAlz. KSTTI1RHEERLRE &
MRIEKZMA, 200K VATHELRZ. 2700k ABEZEKREF MY Y
ATERL., BEBGLTEONLRERY Y AF VAT AIUC NI ST 4 —
iU, BELEYMO 7 ) —thEBRk, ChEBBIFLVICERL. BILKE
H2AWEOMEBL T, EBELAYO. 54 g2 MBEERLLTER,

(H: Offin#me L)

mp. 128-131.5¢C

Mass(CI); m/z=4 8 3 (M*+1) .
NMR(&, CDCs); 1.52-1.96(5H, m). 2.00-2.38(4H, m), 2.23(3H, s), 2.53-
2.86(4H, m). 2.93-3.12(2H, m). 3.34-3.57(4H, m), 4.16(2H, d, J=4.4Hz).
7.35(2H, d, J=8.1Hz). 7.40-7.53(3H, m), 7.57-7.70(2H, m). 8.08(2H, d,
J=8.1Hz). 8.83(lH, s). 12.25(1H, s, br)

8 8
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EiEH 1. 2. 3. 23, 245H5WE3 6 LEREICLT. LITOLA%EE!,
Ehtefi 1t =) #) B - otk
39 |N= (5, 6=YkbFRu-TH-Yzuxv% | (3,/2H.0 fiEpL L7)

[dl EVIVY-4—-4)) —4- {3-
[1- (2=7)Farvyl) EXRYYY -
4—4)IV] Tan)4 Nt 7=y« 2HCL
(F1ROIAHI—-20D2HC 218)

HER
m.p. 205-209C (51#)

40

N- (5, 6-Ykku-TH-yZuxyvs
[d] EVIYY—-4-4)) —4- {3-
[1- (4d=2uuxvyi) EXRYYV-4
=] 7an/ ANt 7=V (EB1ROL
A1 -50) ‘

SEEEEN
m.p. 213-216°C

41

N- (5, 6-Ykku-TH-yruryvs
[dl EVIPV—4-4)) -4~ {3~
[1- (3—ZuuRyy)) ERYIv~-4
-4 N] Tan)A4 N} 7=)v-2HCE
(B1RDILAYI-56M2HC L15)

(1,/4H:0 Fipe L)
mEis
m.p. 189-191°C

42

N—- (5, 6=YkRu-T7TH-vZu~Ry¥
[dl] EVIYv—-4-41) —4- {3-
[1= (3=XFFYRVUIL) ERYDY-
d—A)] 7ans/4N} 7=)v - 2HCL
(BI1ROLAMI-320D2HC 215)

(1/2H0 e LT)
BHER
m.p. 186-188°C

43

N— (5, 6=Ykku-TH-Yruxys
[dl] EYVIYV—-4—-4)) —4- {3—-
[1= (2=XAPFIRVUIL) ERYD Y-
d—AN] 7an4 L} 7=y (E1FED
k&I -3 8)

HHERR
m.p. 169.5-172°C

44

N- (5, 6-YkRu-7H-v7uxrys
[d] EYIYVU=-4-1)) —4- {3-
[1= (3=RUINFFIRVYI) ERY
Uv—4—-4N] Tan)LN} 7YY (E
1RO(LAYHI-239)

(1./2H:0 fmpe L)
EHEMR
m.p. 193-1957C

45

N-= (5, 6=YkRu-7TH-YZu~xy4
[d] EYVIVv—4-4)) —4—- {3-
[1- (4=AFNURVUVN) ERYDY—-4
-4 N] Tan) 4N} =)y HCS
(B1ROIEYI -6 8OHC 238)

BHHEMNR
m.p. 192-195°C (55#%)

8 9
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Eht it & W IR -
46 |N= (5, 6=-YePFu-TH-vruxvs | (1,/2H0 e L7)
[d] EVIYV-4-4)L) —4- {3-| HEBE

[1= (3=XFNRVYIL) BV -4
-] Tan) 4N 7= v (E1EDIL
eI -214)

m.p. 116-117.5°C

47

N—- (5, 6=-YkRu—-7TH-vruxy4
[dl] EVIYv-4—-4)) —4- {3-
[1— (4=FYTZLFQRFARYIIL) ¥
NNOU=4—-A)\] Fan)4i} 7=y
(E1RDEEMI-80)

(1/4H0 e L)
BHERR
m.p. 216-218°C

48

N- (5, 6=-YrRu—-TH-vY2uxy4
[dl EY3IYV—-4—-A)) —4- {3-
[1- (3=hYZLATXRFIRYYL) ¥
RYOV=—4—4)] Tan)4)\} 7=y
EBL1ROAEYI-232)

HEER
m.p. 209-211.5C

49

N-— (5, 6=Vt Ru-TH-v7u~y4
[d] EVIVV-4—-4)) —4- {3~
[1= (4=-YT7/)RVYL) ERYDY -4
—4N] Tan)q4Ly 7=y E1FEOL
aMI-218)

BHEMR
m.p. 180-182.5°C

50

N—- (5, 6-YkFu-7H-y2uxy4
[dl EVIYV-4-A)L) —4- {3-
(1= (3=YT7/RVUIL) ERYDY -4
—4N] Tan)4n 7=y (B1EOL
AN -225)

HEfm=E
m. p. '188~190°C (%)

51

N—- (5, 6-YkRu—-T7TH-vou~Kys
[dIEVIYV-4—-4)) —4- {3-
[1= (1 =FTFNRFL) ERYDy—4
L] Tun) 4N} 7=y (E1EDIL
&Y -224)

HEmR
m.p. 197-199°C

52

N—- (5, 6-YkRu-7H-vru~y4
[d] EVIDV-4-4)) —4- {3-
[1- (sec =7xZFN) ERYDY—4—
AN] Fan) 4t 7=y v (B1ROS
MI-86)

AR
m.p. 190-193°C (4fi#)

90
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FEhef 1t = ) MR - Yt
53 |N- (5, 6-YeRku-7H-v2uxky%
[d] EVIYU—-4—-4)) —4- {3-| =EEES
[1-(2-EYILAFNL) EXRYDY—4 | mnp. 181.5-183C
| =4N] Tanxs4nt 7=V v E1FROL
AYI-110)
54| N- (5, 6=Ykeku-TH-vr7urys
[dlI EVIYV-4-4AN) —4- {3-| HECER
[1= (3=BYIAFIL) ERYDY—4 | mp. 167-169C
-] Fan)4nt 7=y (E1ROL
AN -210)
55| N=- (5, 6=YkRu-TH-vouxvs| (1,/4H.0 e L)
[d] EVIYU—-4-4)) -4~ {3-| e
[1= (4=-BYIUAFL) ERYYY -4 | mp. 174-175C
-] Tan)q N 7=V v (E1FROIL
EHiI-1186)
56 | N—- (5, 6-YkRu—-7TH-V2uxy4
[dI EVIYU-4-4)) —4- {3-| MBS
[1=(6=AFN-2=EYIILAFL) E| mp. 200-201.5C
RNVOU=4—=A4N] Tan) 4L} 7=y '
GE1RDILAHI-238)
57| (E) =N- (5, 6=YkeRu-7TH~-v2
unyy [d] EVIVV-4-4)) —4-| BRGEES
{3=[1= (2=FxZ=Z)RAF)) EXYY | mp. 199-200°C
V=4—=A)L] TuaR)A)\} T2y (Bl
ROMAYHI-10T7)
58 | N= (b, 6=YkFku-7TH-vouxRysy
[d] EVIYV-4—-4)) —4- {3-| HEEE
[1- (3, 4= AXAFLUVFFIRVYII) m.p. 198.5-200°C
ERYOY—4—A)] Tan)4N} 7=
v (BLROLAHMI-231)
59| N- (5, 6=YbRu-7H-v7uxry¥%
[(d] EVIVV—-4-4)) —4- {3-| BHEER
[1- (3, 4—ZFLUVFFIRVYIN) m.p. 185-186°C
ERYVOU—-4-4)] FTun) AL} 7=Y
v (B1ROILAYHTI-235)
60| N= (5, 6—-YtRu—7TH-vZuxys

[d] EYVIYV-4-4)) —4- {3-
[1- (2, 3=YAPFYRVYIL) ERY
V=4 —4N] Tan)4L 7=y E
1RDILEHIT-233)

Bk
m.p. 179-181°C
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el 1t = Y MK - B

61 |N= (6, 6=-YXFN-5, 6-YtFu—-| (1,/2H0 fHmpe LT)
TH=Vv7uxvy [d] EVIVV-4—4 | HEEES
W) —4—=[3= (1=-XRUINL) EXYY | mp. 225-227C
V=4—-4)) Tuan)AN] Ty
2HCZLC (B1XRODILAYMI-198D
2HC 218)

62| N=- (EVIYVV-4-4A)) —4- [3- '

(1 =RYINERYDY-4-4)V) Tu| HEEES
NIAN] 720V (B1ROLEAMI - | mp. 149.5-151°C
136)

63| N= (B=XFLEYIVY—4—1)) —| (1,/2H0 )
4= [3= (1=-RUIIERYDY-4~-4 | BEFE
V) 7an/) 4] 7=)v+2HCL (B1| mp. 180-184C
ROMEEMI-189M2HC £18)

64| N—- (5, 6=-YXTFIEY)VIVY—-4—4
W) —4—[3= (1 -RUIUERYY Y~ | BEsbiEs
4=A)N) Tan)A4N] 7=V (B1ERD| mp. 137-139°C
k&I —-223)

65 [ N= (5G=TFIN-6-XFNEYIDV-4
=) —4— [3= (1=-RYVULERYY | BEHK
V=4—4N) Tan)4L] =Yy (E1] mp. 149.5-151C
RKOIEEMI—-154)

66 | N— (B—Zb;FVYALKRZNEYIVY -4
—AN) —4— [3—= (1=-RUPIERYY | KEmiER
V=4—AN) Tan) 4N =Yy (B1] mp. 117-118.5C
RO{LAMI-222) .

B7|N=— (6—=bFIEYIVV—-4—-4)) —

4— [3= (1 -RUVLERYDY—4—-4 | HEaiEs
V) Fan)An] 7= v (E15x0{A | mp. 168-170C
I1-149) :

68 |N— (6—-70u—-5-XFLEYIVY~4 | (1,/2H0 Fmype L)
=f) —4—- [3= (1-RUINERYY | BEsbFES
V=4—4)) Tan)4N] =Yy (B1 | mnp. 175-177C
ROAHI-190)

69 |N=- (5=7uuby3Ivry—-4—-4)) -4
= [3= (1 =ARUYINWERYY V-4 -4 | KBS
W) Tan) 4Nl 7=y (BE1ROIAY | mp. 142-144C
1-229)

9 2
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Ei] 1t = Y HiIX - ¥t
TO0|N— (5—=7UOEEYITU—-4-4)) —4
= [3= (1 =RUINWERYDY—4—4 | KEEEE

V) Tan)A4N] 7= v (E1RO(LEY
I-230)

m.p. 151-153°C

T1

N— (5==phu—-6-APFIrY3Iyvy-
4—4)) —4- [3—= (1 =RVUYERY
Vu—=4—AN) Tan)4N] 7=y (B
IRD(IEYI~240)

BEER
m.p. 126-128°C

T2

N= (5=XFIEYIVV-4-4)) -4
- {3=[1=- (2=BYILAFI) XY
Uv—4—4N] FunI)4Nt Ty Y (&
1ROILEHT—248)

HEfEs
m.p. 142-143°C

73

N—- (6=-73/)-6-7uuby3Ivyr-4
—q{)) —4— [3—- (1=RUVJERYD
V=4—=A)) TanI4N] 7=y (&1
FOLEMI-241)

(17400 fimpe L7)
HISEER
m.p. 163-165C

T4

N- (5, 6=Vt ku-7TH-v2urvs
[d] EVIYU-4—-4)) —4- {3-
[1- (4—=Puxyvl) ExRYTv—4
—A4N] Tan)4ny 7=y E1FROL
AN -T74)

S
m.p. 200-202°C

75

N- (5, 6=YkFRu-7TH-vZ7uxyvs
[dl] EVIYVU—-4-4A)) —4- {3-
[1- (3==Puxvyil) XYY -4
—4N] Tan) ANy 7= (EB1ROL
A -243)

BE&mR
m.p. 184.5-186°C

76

N- (5, 6=YtRu—-TH-vYZuRy%
(dl] EVIYU—-4—-4)) —4- {3-
[1-(4-73I)RUI)) ERYY V-4
—AN] Tan)Any 729 v (E1EOL
&Yn-271)

GABEIR
m.p. 174-176.5C

7

N- (5, 6-YkFu-7H-v7uxvs
[d] EVIYU—-4—4N) —4- {3-
[1-(3=7I)RVUIL) ERYDY—4
=] Tan) ANy 7= (B1EOL
AYMI-244)

(1/2H0 fimp& LT)
BHEfHAER
m.p. 187-188°C

9 3
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Ehtaf it = ) iR - Pt
78 |N- (5, 6-Ykku- 7H—/7D&V§ HEfR

[d] EVIYY—-4—-a)) —4— {3—|NMR(&, CDsOD); 1.20-1.49
[1- (4~ thn#/«//w)t&uvy (3H, m), 1.58-1.80(4H, m),
A —4=AN] TunN) AN 7)Y (B1IR] 1.98-2.10(2H, m), 2.15-2.27
DILEHI -4 4) (2H, m), 2.87-3.03(8H, m),
3.59(2H, s), 6.86(2H, d,J=
8.4Hz), 7.29(2H, d, J=
8.4Hz), 7.90(2H, d, J=
8.8Hz), 7.98(2H, d, J=

8. 8Hz),

8.51(1H, s)

FHEHI7T9-9 1
SiEBI3. 25, 26, 27XIE3 1 LERRICLT. LITOL&EET,

E el 1k = ) IR - B

T9|N—- (5, 6=YUAFIEY)IVY-4~~4
L) —4= [ (1=RUINERYYY -4~ | B
AN) TFIL] 7=V Y (HE1FOAWI | mp. 212-214C
-234)

80 N~ (5, 6=YkekRu-TH-y2uxvs | (3,/2H.0 e L7)

: [dl EVIYV—-4—-aN) -4-[(1-| PR
NVUNWERN) D=4 —4)) TFNL] — | mp. 228-232°C
2=XbFV7=) ZHCQ(%l%wk
AN -2450D2HC 215)

81 N— (5, 6, 7, 8=F 3t rux+vy | HHEIE LT)

—4—4)) —4= [ (1 =RYVIERY | BHEkEE

‘/‘/ 4—=4)N) 7FIN] —=2-A+F¥| mp. 215-219C
=8 IR 2HCQ(%1%®&A%H~
246MD2HC 218)

82| N- (5, 6=-YkekRu-7TH-V7urys
[(d] EVIVV—-4-a)) —4- [ (1-| MEEEE
RVONERYTY=4—-4)) TFL] —| mp. 128-130C
2—-suur=) v (B1RO{EEYI -
247)

83 [N- (5, 6-YeFu-7TH- /7D«/§

[(d] EVIYVY=-4—-4)) —4- {[1~-
(4- 7wiu«/yw)—4 ExXy Y=
TV] TEeFN T2V (BLROEAMT
-10)

BEES
m.p. 195-197°C (HfR)

9 4



WO 94/07890 PCT/JP93/01412
55 £t & PESR . e
84 |N- (b, 6—-YkRu-7H-Y7uRys

[d] EYVIYv—4-4)) —4- {[1-
(4=7NFaxrvol) eXRYIOv—-4—-4
W] TeFL} 7))y E1ROEAMT -
7)

BEiEE
m.p. 191-193°C

85

N- (5, 6=Ykku-7TH-Y7uxys
[d] EVIPv—4—-a)) —4- {[1-
(2=-EVIIAFIL) ERYOU—4~-4
»]7$%»}7:Uy(%lﬁ®Wé%H—
109

HEESE
m.p. 196-197.5C

86

N- (5, 6-Ykku-TH-vruxvy
[d]l EVIVY=4—A)) —4- {[1-
(2=ARFIRVIN) ERY DUV ~4—A
w];t%w}7:uy(%1ﬁ®wé%n—
37

BREER
m.p. 168-170C

87

N- (5, 6-Ykku-TH-yZuxy¥
[d] EVIYV-4-4)) —-4- {[1-
(2=FZZPURAFI) ERY Y ~4 -~
»]7f%w}7:UV(%1§®Wé%H—
103

BiEs
m.p. 197-199°C

88

N=— (B=XFNEYIVV—-4-4)) —4
= {[1= (2=FZ=ZNRAF)N) ERYDY
—4—-AN] PEFIN T2V EI1RDL
AN -258)

BEESR
m.p. 209-211°C

89

N—= (B=XFIEYIVY—4-4)) — 4
- [ (1=-TxR2FNERYTY—-4-4))
TeFN] T2V (B1ROEAHI -
301)

BHfER
m.p. 193-194C

90

N= (B=XFNEYIVV/-4-4)) —4
—[(1=VT 2V AFIERY DY =4~
AN) 7FL] 7=V v (E1ROAI
-302)

B&ER
m.p. 195.5-197°C

91

N- (5, 6—-YkbRu—-7TH-v7uxy¥
[d] EYVIVV-4—4)) —4- {[1~-
(2=TYNWAFN) ERYDY—4—4)]
TeFIN} T2y (B1ROLEHI -
269) :

SISFET
m.p. 207-209°C

95
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ES

il

it

a

)

R - o

92

N= (5=XFNEYVIVV-4-A)) -4
- {[1=(3=7zz0Fubl) XYY
V=4—=A)\] TEeFII} TNy (ELIRD
tEn-317)

BEREER
m.p. 167.5-169°C

93

N= (5—=FNIEYIVV=-4—-4)) —4
— [ (1 =RUINERYTY -4 -4 ))
TFN] TN (B1ROELEHT -
252)

HEkss
m.p. 169-171C

94 |N—- (5=7TbELE)IVY-4-4)) -
4= [ (1 =RYINERY Y Y=—4—-4)1) oyaa )
TEFN] T2V Y (B1ROLAYIT - mop. 140.5-141.5C
253)

95 | N= (B=XFNEYIDY—4—-4)) —4

—{[1= (3=FZZJRAF)N) ERYDY
—4—4N] TeFN TV EIRDL
A&¥I-259)

HfekksE
m.p. 212-214°C

96

N—- (5, 6=-YkkRku-7H-Y2uxys
[dl EYVIYU—-4-4)) —4- {[1-
(3=FZNAFN) ERYD V-4 —4
»]Tf%w}TLUV(%liwmé%H~
267 '

HEEER
m.p. 193-195C

97

N=— (5=XFNEYIDV—4-4)) —4
— [ (1= RUYDERY S Y =4 -1 ))
TELFN] —=3=-AbFI7=) v (B1FROD
k&I -266)

PorZiZ Tl tor
m.p. 168-170°C
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Z2EH) 1
4= [3=(1=-RUINERYYY—4—A)l) Fux)A)L] =ruaxy
£
(4= bUaRVYYVANAFN) RAKVEYZFLI3. 03g DFhSk K
T79Y30nlEMKI, KETFTT64%KKELF MY IAO. 40g 2MZ Tz,
K10SBH%, 4-FNVIN=-1-RVYIULERYYV4, 07g #MAT. kb
TT30RWEAHELLE, ZRTH 1 6HEERLL. RIGKRTH. KEMN2 T,
BEER=F L CTHIE L. BAKREF M) OATER LR, BEABETTHREL.
BontREEYYASALATIAZOY NS 7 —RH L. EELLY
1. 99g #RABRERL L THR,
Mass; m/z=350 (M*) .
NMR(&, CDCls): 1.47-1.70(2H, m). 1.70-1.87(2H, m). 1.97-2.16(2H, m).
2.16-2.40(1H, m). 2.86-3.02(2H, m). 3.53(2H, m) . 6.82(IH, dd, J=15.6Hz,
J=-1Hz). 7.09(1H, dd, J=15.6Hz, J=6.4Hz) . 7.21-7.37(5H, m). 8.03(2H,
d, J=8.8Hz). 8.32(2H, d, J=8.8Hz)
ZZH 2
(E) =4-[3-(1=-RUINWERYYY—-4—-4A)) 7ux)4IL] 7
=y
(E) —=4-[3=- (1=-RUINERYYY=-4-1)) 7uxr)4)] =
haRYEY 1., 27 21 OnlL B2 nlDEARITMA. IRVWT. KB
TTHEIE—AXL. 38g #MA T2 4BEERL 2. RIERHELE—2 X
0. 69g Z2EBMUL . RIGHTHE. BETICREL T, EELaYORE
ME5. 60g /. ChAERBETAIZ LA Z0F T RORGIAWVT,
Mass; m/z=3 20 (M*)
TLC REfE; 0. 42 (RANWIHYVAFI ; 6 0Fzsa. Bl ; 2uukina/
Xy )—=1=9,/1) |
2613
4= [3=(1=-t=TFFVALKRZNERYDY—4 -4 )) Tux) 4
M ZbuRvEy

97
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(4==baxXVVAWRAFIN) FARVEYZFIL2., 0g D7 b=
V2 0OnliEMwIC, BILYF9 A0, 28g . VAV TUubbLZFILT IV
0. 85g RU4-FRNIN=-1-t=-TrFVYANRNERYD Y
2. 13g zMx, ERTHIEEHR U, MWTKREMA. MLV THE
B, BAWEF M)V OATEZBELER L. BOnEREBEEZVIVAFVAS LY
v b7I74—fML. BELEGY]L. T6eg kRABRKRL L THR.

Mass (CI) ; m/z=261 (M —-99)

NMR(&, CDCls); 1.37-1.53(2H, m). 1.47(9H, s) . 1.77-1.86(2H, m).
2.40-2.52(2H, m). 2.74-2.87(2H, m). 4.08-4.28(2H, m). 6.85(1H, dd, J=1.5
Hz, 15.6Hz) . 7.06(1H, dd, J=6.4Hz, 15.1Hz) . 8.05(2H, d, J=8.8Hz). 8.32
(2H, d, J=8.8Hz)

ZEh 4

(E) —4-[3=-(ERYTV=—4—=4)) TurR)4)N] =buxvd

(E) —4-[3-(1=t=-TrFVYANKRZNWERYY V-4 -4)) T
OR/)AN] =buxv€r2. 52g OF{EAFL V2 0mlBHIT. Y 7L
T OB 3nleMA. BERTIHFEERLL, Z0%, MY 7L A 0B Tn%
EBINL. SWRME#HLUL. MWTHEEZEE L., BNKRBKEF MY Y ABE:
oA, BEEE=F )L CHiHZ., BAWREBS MY D ATERL, BELE. Bohl:
EkZEIEXAF LV THEL, EELEYO. Te 2XEBEENEKL L TEL,

Mass (CI) ; m/z=26 1 (M*+])

NMR(&, CDCls-DMSO-ds); 1.80-2.12(4H, m). 2.30-2.70(1H, m). 2.89-3.08
(2H, m) . 3.44-3.68(2H, m). 6.90(1H, d, J=15-16Hz). 7.04(1H, dd, J=15-16
Hz, J=6-THz). 8.06(2H, d, J=8-9Hz). 8.32(2H, d, J=8-9Hz)

Z%E 5 |
“(E) —4-{3=-[1=(3=7NFuxvI)l) ERYY Y -4 —-4)]
Tux) AN} = haxvEY

(E) —4-[3-(EXR)YY=-4~-4)) TuR)4 )] =buxvey
3. 0g DYAFNKRNATIRIOnBRKIC, BEET3I-7)LFuxvyLy

9 8
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uvA K1, 11g LIREEAY A2, 53¢ 2MAT2HEERLE. RIEK
TH. KeWMAT, BEBEF U THEL., BKREF MY YLATERL 2, Bl
THETTHREL. GohlREAVVAFXVAT AU NI ST 4 —iTH
L. BELEM]1. 06g 2HEEBRKRLLTER,

Mass (CI) ; m/z=3 69 (M*+1)

NMR(&, CDCls); 1.46-1.88(4H, m). 2.00-2.12(2H, m). 2.18-2.40(1H, m).
2.84-3.50(2H, m), 3.51(2H, s) . 6.82(1H, dd, J=-1Hz, 15.6Hz). 6.88-6.99
(14, m) . 7.03-7.14(3H, m). 7.20-7.34(1H, m). 8.04(2H, d, J=8.8Hz). 8.3l
(2H, d, J=8.8Hz)

ZEZEP S LEZRICLTUTOILEY R BT,

ZZh 6

(E) —4-{3=-[1- (4=70FuxvIL) ERYTY-4-4)]
Tax) 4N} = paxvEy

REHR

Mass (CI) ; m/z=3 6 9 (M*+1)

NMR(&, CDCls); 1.45-1.88(4H, m). 1.92-2.16(2H, m). 2.16-2.40(1H, m).
2,85-3.00(2H, m). 3.47(2H, s) . 6.81(IH, dd, J=-1Hz, 15.6Hz). 6.95-7.05
(2H, m) . 7.07(1H, dd, J=6.4Hz, J=15.6Hz) . 7.24-7.31(2H, m). 8.03(2H,
d, J=8.8Hz). 8.31(2H, d, J=8.8Hz)

ZEH T

(E) =4-{3=[1=- (4=APFYRVYIL) ERYDVY—4-4)]
7n&/4»}:bn&y8y

\EERY

Mass; m/z=3 8 0 (M*)

NMR(8, CDCls); 1.46-1.84(4H, m), 1.97-2.10(2H, m). 2.20-2.35(1H, m).
2.91-2.99(2H, m). 3.46(2H, s) . 3.82(3H, s) . 6.88-6.92(3H, m). 7.10(1H,
dd, J=6-THz, 15-16Hz). 7.22-7.35(2H, m). 8.03(2H, d, J=8-9Hz). 8.32(2H,

d, J=8-9Hz)
ZEZH 8
9 9
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(E) —4—- {3=-[1=-(4=-EaYL) ERXRYVIU—-4—-4A)] Tax)

{L} =baRyEy |

BEES

Mass; m/z=351 (M)

NMR(8, CDCls); 1.55-1.66(2H, m). 1.78-1.85(2H, m). 1.85-2.14(2H, m).
2.25j2.37(1H, m). 2.87-2.97(2H, m). 3.53(2H, s) . 6.83(1H, d, J=15.6Hz).
7.08(1H, dd, J=6.8Hz, J=15.6Hz). 7.28(2H, d, J=5.9Hz). 8.05(2H, d, J=
8.8Hz). 8.32(2H, d, J=8.8Hz). 8.55(2H, d, J=5.9Hz)

ZZH 9

4-7unu-T7-7)Fu-5, 6-Yeku-7TH-vy7uxXyy [d] ¥
NIvY

(1) 7T-7®bF¥v—-4-2uu-5, 6-Yeku-7TH-Yr7uxkvy
[d] EVIYV24. 2gDFboRu735 Y15 0nliBKICKEE L) F2
A K5, 54g%MAT. ZRTH2 OBMERLE. RIBEKkEMNX.
KWT7ZuuRlATHEL. BKREF MY D LATEZRE. BELR. B850
RREEV)VAS VIO NS T7 4 =L, 4-2uu-T—-kRuxy-
5, 6-YtFu-TH-Y7uxvs [d]l EVIYU10. 5gxB,

Mass; m/z=170

NMR(&, CDCls); 2.00-2.23(1H, m). 2.52-2.73(1H, m). 2.79-3.02(1H, m).
3.02-3.24(1H, m). 5.20(1H, br). 5.30(1H, t, J=8.0Hz). 8.90(1H, s)

(2) tE&TtEoSnz4-ruu—-T-cRkuxy-5, 6-Yeku-7H-
vouKRyvy [d] EYVIYUE. 00ghruufiad OnliFikic, KET
T VXFNVTI/)HYNLT72 M) TINFTS54FK (DAST) 3. 9nlE@ETL.
FEET] OSHEE# L. BETTHBELMRELRE. kENx. BB FIL
THE U, MEGEZEKERES MY Y LATERL, Bl Boh-BiE%
VVAFNAS AU NI ST 4 —]FL. BELAWMS. 09 grEAMK
me L TRk,

Mass; m/z=172 (M)

NMR(&, CDCls); 2.23-2.77(2H, m), 2.87-3.40(2H, m). 5.78-5.89 KT

100
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6.05-6.18 (&&FF1H, &m). 9.01(1H, s)

BZEH 10

4= [3=(1=-RUYYUNERNSY—-4—=A)L) Tanr)4A4 L] 7=V

(E) —4-[3=- (1 =-RUINERYDVY=-4-4)V) TurR)4)] =
haxXv¥r2. 00g%xx5/—L30nleEEESmIOREABEICMA, KW
TH{EE£0. 20 g&MAl®. KEIFKP, ERBTT7. SREERLE. K
NEMEZERNL. BEBBLTESOEREARAYVVAF VAT LAZOT RIS
74 —iHtL. EELLAYO. 69 g RBERIERLLTE.

Mass; m/z=3 2 2 (M*)

NMR(&, CDCls); 1.32-1.54(3H, m). 1.63-1.78 (4H, m). 2.14-2.25(2H, m).
2,86(2H, t, J=7.3Hz). 3.09-3.18(2H, m). 3.77(2H, s) . 6.63(2H, d,
J=8.8Hz). 7.28-7.37(5H, m). 7.78(2H, d, J=8.8Hz)

ZEH1 1

(E) =4—-[3- (1=-7EFILERYYY=-4-4)) TurR)4)V] =
fPaxvE v

4=FRNIN=1=-t=TrIVALKRZDLERY O VORDYIZ4 —FII
W=1=-TLFNEXR) Y VvERVMIT, Z2EH 3 LARIIRICSEEELSE
MezEREEKLE L TEL,

Mass; m/z =3 0 2 (M*)

NMR(&, CDCAs); 1.36-1.57(2H, m), 1.83-1.99(2H, m). 2.12(3H, s). 2.48-
2.75(2H, m). 3.10-3.25(1H, m), 3.85-3.96(1H, m). 4.63-4.75(1H, m). 6.86
(1H, d, J=15.9Hz). 7.06(1H, dd, J=15.8Hz, 6.THz). 8.06(2H, d, J=9.2Hz).
8.32(2H, d, J=9.2Hz)

BEH 1 2

4= [3=(1=7EFAERYDY -4 —A)\) Tun)4N] 7=) v

(E) =4-[3=-(1=7LFNERYTYY-4-4)) TuxR) (L] =
PORYEVE. T4g8IA%/—NL300nlEEtHL0. 30 %M. X
FIWMT. ZRTIH[MER L. RWTEAKZERL., BEEEEZELR
B, BohiREE2YVAFVAS AU TS 70— 2L, EE{LEY

¥
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4. 81 gxFHEMKRLLTEL.

Mass; m/z =2 7 4 (M*)

NMR(&, CDCfs); 1.02-1.25(2H, m), 1.46-1.86(5H, m). 2.08(3H, s). 2.43-
2.61(1H, m). 2.90(2H, t, J=7.3Hz), 2.95-3.09(1H, m). 3.70-3.86(1H, m),
4.27(2H, s, br). 4.52-4.64(1H, m), 6.65(2H, d, J=8.6Hz). 7.80(2H, d,
J=8. 6Hz)

SEH|1 3

N=7€Fl—-4—-[(1=-RUYVV-4-ELRaFIERYYY -4 -4
V) TeFN] 7)Y

4-7€FNTI)T7EbT72/)710. 00gDF S RkOT S VKR
140mlEANFHAFLY VEERYT7IR (HMPA) 1 0nlOBEBHEET L
TVIMTFT-60CIREBHAL. RWTYFIAVALYTUELTIROD
1. BM 7ML RU75VBEHS3nl%HE T LR, MFRTH-35~-30
CT200MBEHRULEBV-60CRHBH Lz, 1 - RUYM-4-ERYFK
Y10. 68g%@ETL. KWTHAREBE2EEE T LT, RIDHE% 8T
BALY VE= D AKBERPICIZVF U, HEULEELAYS. 62 g% B
Lice BERRERZEBERFLTHE., BiER. YVAXVASLIuT TS
74 =AML, ZELEM8. 28 ghBl.

HeEk&E

Mass(CI); m/z =3 4 9 (M*+1-H.0)

NMR(&, CDCZs); 1.67-1.89(4H, m). 2.22(3H, s). 2,50-2.77(4H, m). 3.05
(2H, s). 3.62(2H, s). 4.14(1H, s). 7.21-7.45(5H, m). 7.66(2H, d, J=9.2
Hz). 7.87(2H, d, J=9.2Hz). 8.07(IH, s, br)

BEHl1 4

N=7LFNl=-4-[(1=-RUYINV=-4-ERYT=ZYFV) PLF)I]
TN URUN=-7EFIL-4- [ (1 -RVUYL-1, 2, b5
Fae)ory—-4—-4)N) 7FL] 7=V

, 6=T7T Ik

N=7tFNh—4—- [(1=-RUVM—4-bRuFyERYYy—4-—4
W) 72FN] 7=V U11. 80gD20uuklABERIKETTCEY DY
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15mEMA, (RWTHELFA=N3. 8nlzFHT L. FTRTHRZ=ETH6
R U fee RIGHETHIKKEMA, (RWT LN KEE{LF b Y o AKEBKE A
ZTHET7NAVEE U, 2uaRVATHE LR, MEE2EKEESF Y
D LTEES. BELTBONEEEEL Y ASLAT ALY RIS 4 —i2
L. EELILEMOREMT. 11 g%B 1,

Bk

Mass(CI); m/z =3 4 9 (M*+1)

NMR(&8, CDCAs); 2.20(3H, s). 2.37-2.63, 2.85-3.02 B TF3.60 (&3H8H,
Thin), 3.53%U3.56 (52 WFhis), 5.52%06.62 (A5F1H, & 4n
RU's). 7.18-7.39(5H, m), 7.62(2H, d, J=8.6Hz). 7.85-8.05 (3H, m) |

ZEZH15

N=T7L2FN=-4- [ (1 =RYINERYYY-4—-4)) PEFIL] 7=

%%m14f%tN—7t%w—4—[(1—&y§w54—5&uy;v
TY)T7EFAN] 7Y VEN=-TEFL-4- [ (1 =-RVYYL-1, 2,
5, 6=7ThSERUbYYVY—4=A)L) PLFL] 7Y VEDEEY
7. 10g%2x2%/—)L80nl& Ly 30nlDBREEHITERL. KW TEAL
B&0. 10g#MAlt, KXRXHTTE5. SHMEERLE. RIGEES
EAIL., BEBHELTEBONLBEA2YVAF VAT AIUT NS T 4 =12
ffL. EE{LAMS. 54 g%B1.

REERE

Mass(CI); m/z =3 51 (M*+1)

NMR(&, CDCfs); 1.25-1.44(2H, m). 1.63-1.77(2H, m). 1.88-2.07(3H, m).
2.19(3H, s). 2.76-2.92(4H, m), 3.48(2H, s). 7.18-7.38(5H, m). 7.62(2H,
d, J=9.2Hz). 7.89(2H, d, J=9.2Hz). 8.13(1H, s, br)

SZH1 6

4= [ (1 =RUINERYTY—4-4A)) PLFL] F=YY - 2HCLQ
18

N=7tFN=4- [ (1 =-RUIWVERYYY-4-4A)) FLFN] 7=
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DV5. 54gxxy/)—)L15nlLBER2 OnlOBARKICMAE. BRT
T4. SIHEMALE. RIGGRBRET CEEL. BonkBilz2zs ) — LTk
#LT, EELEWE. 20e%BFRk,

KIS &

Mass(CI); m/z =3 0 9 (M*+1)

NMR(&, CDCZs-DMSO-de); 1.68-1.97(4H, m). 2.07-2.28(1H, m), 2.82-3.10
(4H, m). 3.29-3.43(2H, m). 4.27(2H, d, J=5.5Hz). 7.18(2H, d, J=8.THz).
7.31-7.51(3H, m). 7.58-7.76(2H, m). 7.87(2H, d, J=8.THz)

BEH 17

N=t—-TrFIANRZN=-4- [ (1 =-RUVM-—4-EbRuxvrxy
V=4 —-AN) TEFN] TZY Y

N-—t=-ThrFVANRZN-4=-TEFLT7=YV2. 00gIZF SR
U72v30m%EMA. PVIVRRTIR-T8CTL. TMt=TFLYFv
A RVIVEBHKS. 8nl&MAlze KNT, 1 =XYYL -4-ERY Ry
1. 41gz7b5FUu75720nB»LTHETLUR. 2BEEHL -
. BFNE(LT Y20 AKBRAEMA, BB FLTHEL., BXREF MY
5 ATHIBL . BEABETEL, BONLBEES)ASFLATASTT
7274 =L, EELEM2. 07T g2BEMEKL LTER,

Mass(CI); m/z =3 0 7 (M*-118)

NMR(&, CDCfs); 1.53(9H, s). 1.60-1.75(2H, m). 1.75-1.83(2H, m). 2.43-
2.53(2H, m). 2.56-2.65(2H, m)., 3.06(2H, s). 3.54(2H, s). 4.10(1H, s,
br), 6.74(1H, s, br), 7.23-7.35(5H, m). 7.45(2H, d, J=8.8Hz). 7.89(2H,
d, J=8.8Hz)

BEH 18

4= [ (1 =RUYIN=-4-FuFxYERYY V-4 —-A)) PEFL] 7
=N M) 7V FaBEEgE

N=t=-T7hrFVANF=ZN-4- [ (1 =-RUY-4-kRuFiEAy
VV=4—-AN) TEFL] TZYV2., 0T gllruukia30nlEili.
PN OBFEE8nlz SEICAWTINA, EETE#LE. 0%, BEL2H
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EEEL. BohBEEZY VA NVATLAIUS IS5 7 4 =T L, EBELL

a1, 14 g REERKL L TR,

Mass(CI); m/z =3 25 (M*+1)

NMR( &, CDCfs); 1.88-1.96(2H, m). 2.01-2.16(2H, m), 3.03(2H, s). 3.13-
3.36(4H, m). 4.19(2H, s). 5.01(2H, br), 6.63(2H, d, J=8.8Hz). 7.38- 7.55
(5H,‘ m).7.73(2H, d, J=8.8Hz). 12.07(1H, br)

BEZH 19

(a) N—-t—-7bFXVUANRZN=-4- [ (1-RUVV—4-ERYY
=VFY) TeFN] T2V URT (b)) N=-t-ThFV AR -4 -
[ (1-R"YPN=-1, 2, 5, 6=FhbIeRuyvv-4-4)L) 7&
V] 7=y

N-t—-TrFIVANK=ZN—-4- [2- (1 =-RUP-4-Ruxr
RNNVIV=4=4N) 7EFIL] 7=V 14, 9gikzuufrlal 00nl%
MA. K@BFIKFF=N2rus4F3. InlMiizk, FYVZFLT7I
11. 8ml%z@ Tl ZRTIREERULE. kEMX ookl s Tl
Ufeo BEOKHREES MY D ATHRL, BEABEREL. Bon-BEE2Y )2
TNAZ AU IS5 T 4 =L, EBILLEAYEZLFNET.

(a) Oit&Y

SRR

Mass(CI); m/z =4 0 7 (M*+1)

NMR(&, CDCZs); 1.57(9H, s). 2.38-2.49(2H, m). 2.49-2.67(4H, m). 2.86-
3.00(2H, m), 3.56(2H, s). 6.61(1H, s). 6.66(1H, s). 7.23-7.39(5H, m).
7.44(2H, d, J=8.5Hz), 7.90(2H, d, J=8.5Hz)

(b) O{L&H

SRERIE S

Mass(CI); m/z =40 7 (M*+1)

NMR(&, CDCAs); 1.52(9H, s), 2.11-2.22(2H, m). 2.22-2.54(2H, m). 2.95-
3.04(2H, m), 3.57(4H, s). 5.50-5.56(1H, m). 6.76(1H, s, br). 7.19-7.39
(5H, m) . 7.43(2H, d, J=8.8Hz). 7.92(2H, d, J=8.8Hz)
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HEZH 2 0

4= [ (1 =RYIN=-4-EXNVVZYFV) TEFN] T2V

N-t=TF;FVANRZN =4 = [ (1=RUI)=-4-¥ERYD=Y
TY)T7EFN] 7= V4. 12gh2700KVA50nliZIIZ. (RVWT Y
VA OBEEE 1l OnlaNA., ERTA4BEERLL. RICEBBRET CEMEL.
BREZ2I7ODTORNLALEDPU. RNT28BF MY TARFS— « X% )—)L
%ﬁ%mit¢wbtoﬁE%%bT%%ﬂtﬁéévvﬁ¥»ﬁ5A7nvb
7274 —FL, ZELAY2. 33 g&BFREMEKL LTEL,

Mass; m/z =3 0 6 (M*)

NMR(S, CDCAs); 2.29-2.69(2H. m). 2.69-3.05(2H, m). 3.31-3. 86 (4H, m).
4.22(2H, s). 6.64(2H, d, J=8.6Hz). 6.7L(1H, s). 7.73(2H, d, J=9.2Hz)

Z2Z62 1

N=t=-7rXxVANE=N-4- [ (1=-TLFL-4-bRuFyExy
VV=4-AN) TEFL] TV |

1 =RUYIN-4-EXRYFVORDYR L =T LF -4 -EXY V%R
Wizfitid, 2261 7T LRARCRIES Y, EELLAYEBEEK L LTER,

Mass (SIMS); 3 7 7 (M*+1)

NMR( &, CDCLs); 1.37-1.62(2H, m). 1.53(9H, s). 1.75-1.95(2H, m). 2.10
(3H, s). 3.06(2H, s). 3.47-3.67(2H, m), 4.32-4.47(2H, m). 7.07(IH, s,
br). 7.50(2H, d, J=8.8Hz). 7.88(2H, d, J=8.8Hz)

ZEH|2 2

N-t-T7FFVINEZN-4- [ (1-FTEFL-4-ERYY=Y
FV) TEFLN] FZYYRUN-t—T rX VAR V-4- [ (1-T¢
Fh=1, 2,5, 6=-FrbSLRubyov-—4—-4)) 7F1L] 7=
AV
ZER2 1 THONAAMERNT, B[ 1 4 LABICRGE Y, EE/L
EYORENZ BT,

BEHEHRR

Mass(CI); m/z =3 5 9 (M*+1)

1 06
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NMR(&, CDCLs); 1.53(9H, s). 2.12 FTf2.16 (&E3H, WThdbs ) . 1.98
-2.30 , 2.38-2.57 , 2.85-3.01 . 3.38-3.82 K 1r3.82-4.13 (&&S8H, W¥h
bm ) . 5.45-5.64 RTFT.01 (AEFIH, &4m KRTs). 6. 75K CT.01 (&EF1H,
£ &s)., T.47(2H, d, J=8.8Hz). 7.91(2H, d, J=8.8Hz)

BEH 2 3

N-t=-7bFVANEZN-4- [ (1 =TEFLERYYY-4-1))
TEeFN] T=YY

ZEH22THSHREAMERAVWT, 261 5 LABRRIGE Y, EE/(L
aMEEERERL LTER,

Mass(CI); m/z =2 6 1 (M*-99)

NMR(&, CDCfs); 1.11-1.32(2H, m), 1.53(9H, S). 1.72-1.90(2H, m). 2.08
(3H, s). 2.15-2.34(1H, m), 2.53-2.66(1H, m), 2.82-2.90(2H, m). 3.02-3.17
(I1H, m). 3.73-3.85(1H, m). 4.57-4.68(1H, m). 6.79(1H, s, br). 7.46(2H,
d, J=8.8Hz).7.90(2H, d, J=8.8Hz)

BEH| 2 4

4= [ (1 =7EFLERYYY=-4-4)) PEFNL] 7=V

N=t-ThrFVANKRZN= [4=- (1 =TELFLERYDU—4-4))
TEFN] 7=V 6. 90gikrzunR A 0nlENL. RABES L2
HETERTHMY 7UAOBEBEEMA. BEEZBEZEL. KEMA. KREEK
RTPYDLATHNE, 200 RNV ATHE L. BKEEF MY Y ATERL
Tk, BEZEEBEL. BohlREBERZV IV AFVAS AU IS5 T 4 —
KL, BELEM3. 56 gxBBEAKLL THR.

Mass(CI); m/z =26 1 (M*+1)

NMR(&, CDCfs); 1.10-1.30(2H, m), 1.68-1.91(2H, m). 2.08(3H, s). 2.12-
2.34(1H, m), 2.48-2.68(1H, m), 2.68-2.93(2H, m). 3.00-3.17(1H, m). 3.72-
3.85(1H, m). 4.54(1H, n). 6.66(2H, d, J=8.8Hz). 7.80(2H, d, J=8.8Hz)

2ZH]25

N-t—T7rXFVANKRZN=-4- [4- (1 =RUINERYYY -4 —4
V) =3-kkuxyr7s/)40] 729 v
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N-t—-TrFVANR=ZN—-4-TLFNLT=Y) 3. 80giXTFILFR
U755 0nAMA. TATVRRTIR-T8CTL. TH t-TFLYFY
LheRVYIVEKRLY. Onlz@HTLRE, (1 -RVILVERYYY -4 -
AN) PEb7ANTER3. 50g% T Ru75V1 0nliZED» L TEK
EMA. ZREFTHEBUL. KWTRIELTY vE= Y AKkEKREML., i
FUTHEL., BKEES MY ATEELE, BEEZEEZEL. Bohr
BEZYVATSNATLAZOT NS T7 4 —=fFL. EBLLEY4. 5T g%
iR e LTHE1,

Mass(CI); m/z =4 5 3 (M*+1)

NMR(&, CDCls); 1.15-1.42(4H, m).1.42-1.72(4H, m).1.53(9H, s).1.72-
1.86(1H, m).1.86-2.08(2H, m).2.84-2.95(2H, m).3.50(2H, s).4.23-4.38(1H,
m).6.86(1H, s, br),7.13-7.40(5H, m).7.45(2H, d, J=8.8Hz).7.89(2H, d,
J=8. 8Hz)

BEH|2 6

4-[4- (1 =-RUYINVERNYY=-4=-4)) -3 -k FRuxvyTs /)4
V] 7=V v M7V FaEiE

N=t—-TrFVANKR=ZN—4 = [4- (1-RXRUINERYY Y -4 -4
V) =3-ekuaxy7s/)40] 7=) V4. 55gkkyruuirsv50nl
ZiA. ERTREVPECORSLZ2ETIM) INF uBiBi %2 INX 2. I(RVWTHE
BeBEREL. BohhkREAZIVAXNVAS LU T ST 4 =12 L.
BELEM1. 21 g2BEMKLLTER,

Mass(CI); m/z =3 5 3 (M*+1)

NMR(&, CDCfs); 1.22-2.08(7H, m), 2.62-2.84(2H, m). 2.94(2H, d, J=5.9
Hz) . 3.42-3.62(2H, m). 4.20(3H, m, br). 6.63(2H, d, J=8.8 Hz),7.36-7.55
(5H, m).7.73(2H, d, J=8.8Hz)
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%%%27—42
ZZB5 LAKRICLTLUTOLaYZEL.
2 E it & % (R Mass NMR(&, CDCYs)
E5 5 (m/z)
27| (E) —4—- {3 - 368 | 1.54-1.67(2H, m).1.77-1.86(2H, m).
[1= (2=70NFa | M*) |2.08-2.18(2H, m).2.22-2.37(1H, m).
RYVL) ERY DY 2.92-3.01(2H, m).3.62(2H, s).6.82
—4-4)L] Far) | (1H, d, J=15.6Hz).7.00-7.17(3H,
AN} = paxrRyELY m).7.21-7.30(1H, m).7.35-7.43(1H,
(Bt imik) m).8.03(2H, d, J=8.8Hz).8.31(2H,
d, J=8.8Hz)
28| (E) —4- {3- 384 | 1.46-1.71(2H, m).1.75-1.89(2H, m).
[1—- (3=Zoux| (M) |[2.00-2.19(2H, m).2.22-2.39(1H, m).
VIUL) ERY DY - 2.85-3.04(2H, m).3.52(2H, s).6.83
4—-4N] Tuaxk)A (1H, d, J=15Hz).7.09(1H, dd, J=15
LV} =fuxyvBy Hz, 6Hz).7.15-7.41(4H, m).8.04(2H,
(f8Ek&) d, J=9Hz). 8.32(2H, d, J=9Hz)
29| (E) —4- {3 - 381 | 1.53-1.67(2H, m).1.75-1.85(2H, m).
[1= (3=XFFY| (CI) |2.01-2.13(2H, m).2.24-2.37(1H, m).
RUPN) EXRYT Y[ (M*+1) | 2.93-3.01(2H, m).3.51(2H, s).3.82
—4-40L] Fuary (3H, s).6.82(1H, d, J=15.6Hz).6.80
AL} = pruxRvEy -6.84(1H, m).6.86-6.95(1H, m).7.08
(EBEER) (1H, dd, J=15.6Hz, 8.7Hz).7.22-
7.28(1H, m).8.03(2H, d, J=8.8Hz).
8.31(2H, d, J=8.8Hz)
30| (E) —4- {3- 380 | 1.52-1.70(2H, m).1.70-1.85(2H, m).
[1— (2=-XbF¥| (M) |2.05-2.20(2H, m).2.20-2.38(1H, m).
RVYIUN) ERYD Y 2.94-3.06(2H, m).3.59(2H, s).3.82
—4 A4)N] FTax) (3H, s).6.81(1H, d, J=15.3Hz).6.84
AL} =pruxyEy -6.99(2H, m).7.08(lH, dd, J=15.3
(REEER) Hz, 6.7Hz).7.19-7.29(1H, m).7.35
‘ (14, d, J=7.3Hz). 8.03(2H, d, J=
8.5Hz).8.31(2H, d, J=8.5Hz)
31| (E) —4- {3- 364 | 1.47-1.71(2H, m).1.71-1.89(2H, m)
[1 = (3=XFAX]| (M) |1.96-2.13(2H, m).2.21-2.40(1H, m)
VUL) ERYY Y - 2.35(3H, s).2.88-3.03(2H, m). 3.49
4—-4)NV] Tuax) 4 (2H, s).6.82(1H, d, J=16.9Hz).7.02
L} = ruxRyEy -7.29(5H. m).8.03(2H, d, J=8.8Hz).
(BEER) 8.31(2H, d, J=8.8Hz)

10
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32| (E) —4- {3- 418 | 1.49-1.70(2H, m).1.70-1.87(2H, m)
[1=(3=FYUZHh| M) |[2.00-2.16(2H, m).2.22-2.40(1H, n)
FTURAFLURYYL) 2.85-2.97(2H, m),3.57(2H, s).6.83
EXRYVY YU -4-+4 (14, d, J=15.9Hz).7.09(1H, dd, J=
LVl Tax) 4N} = 15.9Hz, 6.7Hz).7.37-7.48(1H, m).
haxvEy (Bgik 7.48-7.58 (2H, m).7.60(1H, s).8.04
1K) (2H, d, J=9.2Hz).8.31(2H, d, J=9.2

Hz)

33| (E) —4- {3- 375 | 1.48-1.70(2H, m).1.75-1.87(2H, m).
(1= (4-vy7/7X| (M) |2.03-2.17(2H, m).2.23-2.40(1H, m).
VIUNL) ERY VY - 2.82-2.97(2H, m).3.56(2H, s).6.83
4-4)]) Tar)A (1H, d, J=15.4Hz),7.08(1H, dd, J=
LV} = puxRvyBy 15.4Hz, 6.6Hz).7.46(2H, d, J=8.1
(BEEER) Hz).7.61(2H, d, J=8.1Hz).$. 04 (2H,

d, J=8.8Hz).8.32(2H, d, 8.8Hz)

34| (E) —4- {3- 375 | 1.47-1.70(2H, m).1.75-1.89(2H, m)
[1=-(3=¥7 /X | (M) |2.02-2.18(2H, m).2.22-2.44(1H, n)
VIUN) ERYT Y - 2.82-2.96(2H, m).3.59(2H, s).6.84
4—-4N] Tar) A (1H, d, J=15.4Hz).7.09(1H, dd, J=
LY = buRyBY 15.4Hz, 6.6Hz).7.37-7.50(1H, m)
(B&ikK) 7.50-7.62(2H, m).7.66(1H, s).8.05

(2H, d, J=8.8Hz).8.32(2H, d, J=8.8
Hz)

35| (E) —4- {3- 400 | 1.46-1.66(2H, m).1.71-1.85(2H, m).
[1=(1—=F7FN | M) |2.04-2.22(2H, m).2.22-2.40(1H, m).
XF)IN) ERYY Y - 2.93-3.07(2H, m).3.91(2H, s).6.80
4—-A)V] Tar)4 (IH, d, J=16.3Hz).7.07(lH, dd, J=
LV} = fuxyBY 16.3Hz, 6.6Hz).7.37-7.55(4H, m).
(f5aimIx) 7.74-7.89(2H, m).8.02(2H, d, J=8.8

Hz)..8.30(3H, d, 8.8Hz)

36| (E) —4- {3- 364 | 1.39(3H, d, J=6.6Hz).1.43-2.13(6H,
[1=-(B=-7=xxF| (M) m),2.13-2.32(1H, m).2.81-2.93(1H,
V) ERYY Y -4 - m).3.04-3.17(1H, m).3.46(1H, q,
S OANALYEIN J=6.6Hz).6.79(1H, d, J=15.4Hz).
—huxvey (FiE 7.06(1H, dd, J=15.4Hz, 6.6Hz).7.17
BiwiR) -7.39(5H, m).8.02(2H, d, J=8.8Hz).

8.30(2H, d, J=8.8Hz)

37{ (E) —4- {3- 352 | 1.49-1.68(2H, m).1.74-1.88(2H, m).
[1=-(3=EYYi| (CI) |2.01-2.16(2H, m).2.22-2.39(1H, m).
AFI) ERY Ty = | (M*+1) | 2.83-2.99(2H, m).3.54(2H, s).6.83
4 -4 )] Tar)A (1H, d, J=15.9Hz).7.08(1H, dd, J=
LV} = bfurRyBY 15.9Hz, 6.7Hz).7.21-7.30(1H, m).

(FRBEESE

7.63-7.72(1H, m).8.04(2H, d, J=9.2
Hz).8.31(2H, d, J=9.2Hz).8.46-8.58
(2H, m)

11
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38| (E) —4- {3~ 366 | 1.53-1.72(2H, m).1.74-1.86(2H, m)
[1=(6=XFN—| (CI) |2.09-2.24(2H, m).2.24-2.39(1H, m)
2-EYTYAFI) | (M*+1) | 2.55(3H, s).2.93-3.03(2H, m).3.65
ERYY Y -4 -4 (2H, s).6.83(1H, d, J=15.3Hz).7.03
V] TaxrR) 4 )} = (1H, d, J=7.9Hz).7.09(1H, dd, J=
haxRvBY (HER 15. 3Hz. 6. THz). 7.55(1H, t, J=T7.9

&) Hz).8.04(2H, d, J=9.2Hz).$.31(2H,

d, J=9.2Hz)

39| (E) —4- {3- 357 | 1.54-1.66(2H, m).1.76-1.85(2H, m).
[1-(2-Fx=)| (CI) |{2.03-2.15(2H, m).2.23-2.36(1H, m).
AFIN) ERYI = | (M+1) | 2.96-3.04(2H, m).3.75(2H, s).6.82
4-4)L] Tur)A (14, d, J=15.6Hz),6.99-7.03(1H,
LV} —ruxyBy m),7.03-7.06(1H, m).7.08(1H, dd,
(BEEEE) J=15.6Hz, 6.4Hz).7.24(1H, d, J=

6.4Hz). 8.02(2H, d, J=8.8Hz).8.31
(2H, d, J=8.8Hz)

40 (E) —4- {3- 394 | 1.48-1.67(2H, m).1.74-1.87(2H, m).
[1- (3, 4—XF| (M) |1.96-2.11(2H, m).2.20-2.37(1H, m).
Lyt xyvRvy 2.88-3.00(2H, m).3.43 (2H, s).5.94
V) ERYVY V-4 - (2H, s).6.74(2H, s).6.82(1H, d.
AN] Tar) 4L} J=15.9Hz).6.85(1H, s).7.08(1H, dd,
—buxRvEy (%E J=15.9Hz, 6.7Hz). 8.03(2H, d, J=
Bt 9.2Hz).8.31(2H, d, J=9.2Hz)

41| (E) —4- {3- 409 | 1.49-1.72(2H, m).1.72-1.84(2H, m)
[1- (3, 4—x%| (CI) |1.95-2.11(2H, m).2.20-2.36(1H, m)
LYy UAFIRYY | (M41) | 2.89-2.99(2H, m).3.41(2H, s).4.25
V) ERYY Y -4 - (4H, s).6.81(1H, d, J=15.3Hz),6.79
AN] TaR) A= -6.84(3H, m).7.08(1H, dd, J=15.3
baxvey (B&iK Hz, 6.7Hz).8.03(2H, d, J=9.2Hz)
%) 8.31(2H, d, 9.2Hz)

42| (E) —4- {3- 410 | 1.46-1.66(2H, m).1.73-1.85(2H, m).
[1- (2, 3=UX| (M*) |2.02-2.18(2H, m).2.18-2.37(1H, m).
FFIRVYL) ER 2.94-3.03(2H, m).3.57(2H, s).3.83
NOY—4—-4N] T (3H, s).3.87(3H, s).6.80(1H, d, J=
axX/)4 L} =pax 15.9Hz) . 6.80-6. 86 (1H, m).6.95-7.00
vV (BRiEiK) (2H, m).7.07(1H, dd, J=15.3Hz,

6.7Hz).8.03(2H, d, J=9.2Hz),8.31
(2H, d, J=9.2Hz)

11
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2Zhl43-56
ZEH 1 0 LARICLTLTOLAY RSB,

PCT/JP93/01412

ZER | kA& (ER) Mass NMR(&, CDCls)
x5 (m/z)
43|4-{3-[1- (2 340 | 1.19-1.40(3H, m).1.54-1.78(4H, m)
—-7hFuxyyN) (M*) | 1.91-2.09(2H, m).2.77-2.96(4H, m)
ERYY Y -4 -4 3.57(2H, s).4.09(2H, s, br).6.63
MV Tanx)4ny 7 (2H, d, J=8.8Hz).6.95-7.13(2H, m).
=)V (REEER) 7.16-7.29 (1H, m).7.34-7.43(1H, m)
7.80(2H, d, J=8.8Hz)
44| 4-{3-[1- (4 356 | 1.23-1.42(3H, m).1.63-1.75(4H, m).
—zau}Nvyil) €| M) |1.85- 2 04(2H, m).2.81-2.95(4H, m).
RNV y—4-4)] 3.39-3.54(2H, br).4.09(2H, br),
Tan) 4N} 7= 6.64(2H, d)., 7.23-7.33(4H, m).7.80
v (BEER) (2H, d)
45| 4- {3-[1- (2 352 | (CDCs-DMSO-des) 1.38-1.59(1H, m).
—AMFIURVUN) (M*) | 1.59-1.90(6H, m).2.38-2.62(2H, m).
ERYY V-4 -4 2.86(2H, t, J=7.3Hz).3.16-3.33(2H,
WVl Fan)4 iy 7 m).3.85(3H, s).4.01(2H, s, br).
—Z) v -HCLIE (& 4.69(2H, s, br).6.64(2H, d, J=8.6
BEkE) Hz).6.90-7.03(2H, m).7.30-7.40(1H,
m).7.54-7.63(1H, m).7.74(2H, d,
J=8. 6Hz)
46 |4-{3-[1- (3 428 | 1.20-1.39(3H, m).1.59-1.74(4H, m).
—RUINFFIRY | (M) [ 1.85-2.00(2H, m).2.79-3.01(4H, m).
V) ERYTU-4 3.46(2H, s).4.09(2H, s, br).5.06
-4 N] Tun,)4 (2H, s).6.64(2H, d, J=8.6Hz).6.82-
Wy 7= v (BaE 6.91(2H, m).7.18(1H, s).7.19-7.27
x) (14, m),7.31-7.48(5H, m).7.80(2H,
d, J=8.6Hz)
474~ {3- [1— (3 336 | 1.19-1.40(3H, m).1.53-1.77(4H, m)..
—xat)uf\‘y ) E | (M) | 1.84-2.01(2H, m).2.34(3H, s).2.76-
RYYy—-4-40] | 2.96(4H, m).3.44(2H, s).4.11(2H,
Tan) 4N} 7= s, br).6.63(2H, d, J=8.8Hz).7.00-
VY (EEES) 7.26(4H, m),.7.80(2H, d, J=8.8Hz)
48 14— {3-[1- ( 390 | 1.17-1.42(3H, m).1.56-1.80(4H, m).
-k ')7)wrnf\y~‘) (M*) | 1.88-2.04(2H, m).2.79-2.94(4H, m).
V) ER) Yy -4 - 3.51(2H, s).4.12(2H, s, br).6.64
AN] Tan,) 4} (2H, d, J=8.6Hz).7.37-7.45(1H, m).
TV (EEER) 7.45-7.56 (2H, m).7.57(1H, s).7.80
(1H, d, J=8.6Hz)
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49 4-{3-[1- (4 347 | (CDCZ3-DMSO-de) 1.13-1.40(3H, m).
-YT7I)RVYN) | (M) | 1.51-1.78(4H, m).1.87-2.05(2H, m).
RYTy—-4—-4)I] 2.69-2.92(4H, m).3.52(2H, s).4.98
Jan) 4} 7= (2H, s, br).6.63(2H, d, J=8.8Hz).
v (BB EER) 7.46(2H, d, J=8.1Hz).7.60(2H, d, J

=8.1Hz). 7. 74(2H, d, J=8.8Hz)

50| 4-{3-[1- (2 372 | (CDCZs-DMSO-ds) 1.28-1.50(1H, m).
—FT7FIUAFIN) E] (M) | 1.50-1.81(6H, m).2.10-2.50(2H, m).
RNV y=—4—4)] 2.83(2H, t, J=7.3Hz).2.93-3.27(2H,
Jan)4 )} 7= m).3.81-4.27(2H, br).5.29(2H, s).
v-HCoiE (BEE 6.61(2H, d, J=8.8Hz).7.40-7.59 (4H,
$EE) m).7.69(2H, d, J=8.8Hz).7.76-7.92

(2H, m).8.23-8.34 (1H, m)

51(4-{3-[1- (2 323 | 1.20-1.45(3H, m).1.50-1.80(4H, m)
—EVILAFN) B M) | 1.95-2.15(2H, m).2.80-3.00(4H, m),
RYT -4 -4)] 3.64(2H, s).4.09(2H, s, br).6.64
Tan) ANy 7= (2H, d, J=8.8Hz).7.10-7.20(1H, m)
v (HEE&) 7.38-7.47(1H, m),7.60-7.69(1H, m)

7.81(2H, d, J=8.8Hz).8.52-8.60(1H,
m)

52| 4- {3-[1- (3 323 | 1.13-1.40(3H, m).1.54-1.78(4H, n).
~EYINAFN) €| M) | 1.84-2.03(2H, m).2.75-2.93(4H, m).
RYYY=—4-4)\] 3.48(2H, s).4.19(2H, s, br).6.64
Tan/) 4Nt 7= (2H, d, J=8.8Hz).7.19-7.30(1H, m).
v (REEER) 7.62-7.71(1H, m),.7.80(2H, d, J=8.8

Hz).8.45-8.58 (2H, m)

53|4-{3—-[1- (4| 323 |1.18-1.41(3H, m).1.50-1.79 (4H, m)
—EYINAFI) E| (M) | 1.89-2.07(2H, m).2.73-2.93(4H, m).
RYTy—4-4)1] 3.48(2H, s).4.10(2H, s, br).6.64
Tan)4 )N} 7= (2H, d, J=8.8Hz).7.27(2H, d, J=5.9
v (KEBESR) Hz).7.81(2H, d, J=8.8Hz).8.52(2H,

d, J=5.9Hz)

54|14~ {3-[1- (6 338 | 1.26-1.46(3H, m).1.62-1.76(4H, m).
—AFN-4-EYT| (CI) |1.97-2.13(2H, m).2.54(3H, s).2.83-
WRAFIV) EXY T | (M*+1) | 2.95(4H, m).3.61(2H, s).4.10(2H,
—4—-4)] Fan) s, br).6.64(2H, d, J=9.2Hz).7.00
AN} 7)Y (BEE (1H, d, J=7.3Hz).7.21-7.30(1H, m).
EE) 7.49-7.58 (1H, m).7.81(2H, d, J=9.2

Hz) :
113
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55{4 - {3 - [1- 380 | 1.24-1.38(3H, m).1.61-1.74(4H, m).
(3, 4—xzFL vy | (M) |1.83-1.97(2H, m),2.81-2.93(4H,m).
FTFIRYYUNL) ER 3.37(2H, s).4.10(2H, s, br).4.24
VWov—-4-4)1 7 (4H, s).6.64(2H, d, J=9.2Hz).6.78-
an 4Ny 7=y 6.82(3H, m).7.80(2H, d, J=9.2Hz)
(RERIK)

564 - {3-[1- 382 | 1.20-1.37(3H, m).1.62-1.74(4H, m).
(2, 3=UXAPFF¥ | (M) |1.94-2.07(2H, m).2.82-2.97(4H, m)
RVYUN) ERY DY 3.54(2H, s).3.82(3H, s).3.86(3H,
—4—-4)1] Fun) s).4.12(2H, s, br)6.64(2H, d, J=
AN} 7=V (RE 8.6Hz).6.82(1H, d, J=7.3Hz).6.94-
wR) 7.05(2H, m).7.80(2H, d, J=8.6Hz)

BEFST-66

ZZH13, 14, 1516 LEBICLTUTOILAYAET,

ZEH it &% (ERK) }?E?)S NMR(&, CDCLs)
EF 5 (m/z)

57| N-FY7turyt 403 | 2.39-2.49(2H, m).2.49-2.66(4H, m).
Fl—4— [ (1=~ (M*+1) | 2.87-3.00(2H, m).3.54(2H, s).6.63
VIN=-4-ERYD (1H, s).7.17-7.41(5H, m).7.69(2H,
=UFV) 7EeFIN] d, J=8.5Hz).7.97(2H, d, J=8.5Hz).
T2y (KEEE 8.38(1H, br)

&)

58 | N—hF)7)lFuyt 405 | 1.25-1.47(2H, m).1.63-1.79(2H, m)
F—4—=[ (1 -=~X] (M*+1) | 1.87-2.08(3H, m).2.76-2.94(4H, m)
VUNLERYD Y -4 3.49(2H, s).7.18-7.37(5H, m).7.70
-4N) PEFA] T (2H, d, J=9.1Hz).7.97(2H, d, J=9.1
=)V (RERER) Hz)

59| N-7tF -4 - 397 | 1.56-1.90(4H, m).2.23(3H, s).2.40-
[ (1 =RVYT—4 | (M*+1) | 2.69(4H, m).3.09(2H, s).3.52(2H,
-t RuFvExRyyY s).3.96(3H, s).4.10(1H, s).6.93
vV—4-4)) TEF (1H, d, J=8.5Hz).7.17-7.40(5H, m).
V] =2 =X pbFV7 7.67-7.80(2H, m).8.99(1H, d, J=2.4
=)V (REEER) Hz)

60 | N—-7+tFI -4 - 379 | 2.22(3H, s).2.37-2.48(2H, m),2.48-
[ (1 =RYUI—4 | M*+1) | 2.65(4H, m).2.88-2.99(2H, m).3.53
—ERYD=ZYFY) (2H, s).3.94(3H, s).6.65(1H, s).
TEFN] —2-=X} 6.93(1H, d, J=8.5Hz).7.20-7.39(5H,
FUTZY) Y (BEE m).7.67-7.80(2H, m).8.97(1H, d, J
&) =2. 4Hz)
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81| N=-7€F )N —4-| .381 |1.30-1.44(2H, m).1.60-1.78(3H, m).
[ (1 =RYYNLER] (M*41) | 1.93-2.06(2H, m).2.22(3H, s).2.79-
NYV) —4-4)) 2.91(4H, m).3.49(2H, s).3.94(3H,
TEFIN] —2-=-X} s).6.92(1H, d, J=8.8Hz).7.20-7.36
¥V7=) v (EBE (5H, m).7.72(1H, dd, J=8.8Hz 2.0
HAR) Hz).7.76(1H, s, br).8.98(lH, d, J=
2. 0Hz)

62|4—-[ (1=xXYY)L| 339 | (CDCLs-DMSO-de) 1.66-1.72(2H, m).
: ERY v‘/ 4 — A | (M*+1) | 1.72-1.96(2H, m).2.09-2.23(1H, m)
V) 7eFN] -2 - 2.88-3.07(4H, m).3.29-3.40(2H, m).
ArFyy=)v. 3.99(3H, s).4.27(2H, d, J=4.9Hz),
2HC 218 (KEBEELE 7.20(1H, d, J=8.8Hz).7.39-7.46(3H,
e m).7.60-7.72(2H, m).7.92(1H, dd,
J=8.8Hz, 2.0Hz).T7.98(1H, d, J=

2.0Hz).10.82(1H, br)

63| N=-F7LFI—-4- 382 | 1.58-1.87(4H, m).2.82(3H, s).2.40-
[(1=RVYYL—-4 | W 2.71(4H, m).3.05(2H, s).3.52(2H,
—bRuFvExRy Y| -18)| s).3.80(1H, s).7.20-7.36(5H, m).
V=4 —-4N) TEF 7.78-7.90(2H, m).7.98(1H, d, J=1.8
V] —-2-suur= Hz).8.56 (1H, d, J=9.1Hz)

VY (REEIRE)

64| N=-7LFIh—-4- 383 | 2.08-2.22.2.40-2.65.2.88-3.04 RO

[ (1 =XYYL —4 ]| (M*+1) | 3.3.-3.64 (&EF10H).2.28(3H, s).
-ERNVYZYF U~ 5.33% U*6.6. (&&H1H).7.17- 7.39
7EFN-2-200 (5H, m).7.73-7.91(2H, m).7.96-8.03
TZYVEN-TtF (1H, m).8.49-8.57(1H, m)
= 4—{(1—&&
Yy-1, 2, 5, 6
-FhSkFuryy
V=4-4)) TEF
V] —=2-=-7uauyp=
N VOREY (KEE
k)

65 | N=-F7¥F -4 - 385 | 1.81-2.03(2H, m).2.03-2.35(3H, m).
[ (1 =RYDIER| M*+1) | 2.28(3H, s).2.59-2.80(2H, m).2.88-
VYoV —4-4)\) T 299(2H m).3.34-3.53(2H, m).4.14
tFNL] —-2-2uu (2H, s).7.40-7.50(3H, m).7.57-7.68
7=Y v .«HCS&ig (2H, m). 777788(2H, m). 7.95(1H,
(REERESR) d, J=1. 8Hz).8.55(1H, d, J=9.1Hz)

66 |4—[(1=-XXYY)| 343 | (CDCLs-DMSO-de) 1.82-2.00(2H, m).
ERYY Y —4-—41| (M+1)|2.00-2.32(3H, m).2.61-2.90(2H, m),
V) 7EFIL] -2 2.84(2H, d, J=6.1Hz). 3.33-3.53(2H,
-sguy=yy. m).4.15(2H, d, J=4.9Hz).6.89(1H,
2HC 218 (GRBEE d, J=8.6Hz).7.35-7.52(3H, m).7.52-
%) 7.74(3H, m).7.83(1H, d, J=2.4Hz).

12.22(1H, br)
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67| N-7tFNL—-4- 397 | 1.61-1.78(4H, m).2.24(3H, s).2.39-
[ (1 =RYyYl—4 | (N+1) | 2.91(4H, m).3.08(2H, s).3.53(2H,
-t RuFyvEExRyY s).3.81(1H, s, br).3.88(3H, s).
V—4-4)) TEF 6.60(1H, dd, J=9.2Hz. 2.4Hz),7.16-
V] =3 =AbFFV7 7.40(54, m).7.80(1H, d, J=9.2Hz).
=N (REEHK) 8.43(1H, d, J=2.4Hz).11.95(1H, s,
br)
68| N=7LFN—-4- 381 |[1.27-1.46(2H, m). 1. 64-1.78(2H,
[ (1 =RYINEXR]| (M*+1) | m),1.83-2.09(3H, m).2.23(3H, s).
VYV —-4-4)) 2.75-2.94(2H, m).2 84(2H d, J=6.7
TEFN] —3-XF Hz), 3.49(2H, s).3.87(3H, s).6.60
FUTZY Y (KEE (1H, dd, J=9.2Hz. 2.4Hz).7.13-7.40
k) (5H, m).7.81(1H, d J=8.6Hz). 8. 42
(1H, d, J=2.4Hz).12.15(1H, s, br)
69 4—-[(1=_yUIL| 339 | (CDCPs-DMSO-ds) 1.84-2.33(5H, m).
ERYY Y =4 =41 (M*+1) | 2.74-2.98(2H, m).2.87(2H, d, J=
V) 7EFNL] -3 - 6.1Hz).3.31-3.50(2H, m).3.82(3H,
AMFTFT=) Y. s).4.21(2H, d, J=4.9Hz).6. 8m
2HC ¢ (FEEE dd, J=9.2Hz. 2.4Hz).6.52(1H, d, J=
%) 2.4Hz).7.28-7.52(3H, m).7.52-7.83
(3H, m).11.70(1H, br)
EEEDOHER

AFHEOR (1) 2BT2E0E,. 7EF L) VAT I5—ERUARE
T IVAXRVI—CORMARENLERNZAEERLEL, #i5 2ERU
EANERREBBEEL L TEBOTHERTH %,

ZOENDOROOHEEHEL L TiE, BIXIEHEE. 27 LVEL BRI,
HEL. voy TE2EIKAZRBOEE. 2N ITEIRAESE. HRMNEHHE
PRI ERLBERO/EBITONS. ZORSBRER. KE, ERLEVR
BEMERVREEHELZ LN L >TELSY, BFEBALHLTIENLBE
1, 000mg#% 1 BIXIGHENCH I THRE T S,

HEBIL. 7EeFNa) VAT 5—EHEEHR

BRELLTOy PARHEYF 7 MY —LABES 2BV, Y+ T MY —AE
SiE. Iy P RBEO. 32N YV aBBRFTREYF A XL, BLODEHBEED
%y 0. 1N ) VEERERICHEEBE TS LICL VAR L.
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T2FNAY) VAT I —CEEREL. Ellmand O A% (Ellman, G. L.
et. al., Biochem. Pharmacol., 7, 88 (1961)) %#BEIX—HPHREL TiT» 2,
TRbb, 0. 1IN ) UVEBEEHRTESKHERLEZS y PAREYF T Y —A
BEoIT. #EBILAYLS, 5 -VYFAER (2~-=buRBEEE) . (LUT
DTNB&W?) RUBEEL LTT7FUF4aY) vEHFMNL., 25 CT—ER
Bl Y% an—hfg, 7LFLFFIYVEDTNBEORSI &V ERT 3
BETFVOENEEY4 1 Ot B AIEEL LTHEL, 725y Y
IATI—EEERD.

EERNFET RISV RBEORNEERZT SV L., BBR{ILAMAREFETT
DEAERNT 2ZREOHBRLLANEFET TORXE» SRRERMEREL
BHU. HILIBBIC L D I CsofEXEH LU 12,

HBHI2. 7FYLY VAT S —EHEEER

BRELLTSy FOEZHW .

TFYNAY VEAT S —LEEREIX. BiitEllnans DA E%Z S EII—HK
ELUTiTolke $R2bb. 0. IN Y VEBBERTEARFRLLS vy MIE
. HERILEMEDTNBRUEBELELTTFIYANFAIY VZRML, 25T
T—EBEA VY a2RX—= . 7FUNFF2Y) VEDTNBORIGIZ & AR
THEERT7 A VOERE.R4 1 OnmiTBIFBRHIEEL LUTHEL. 7FY 2
VYVIATI—EEREERD T,

BEERFETTRICULARBEORNEEZT S V7L L. BRILAMARTEFEETT
DEEELINT 2EREOKRULGHFET TORAE» OBRREUMERZ
BEHU. HILVEICK D I CoofE2EH U T2,

HEBI3. ARMBLUBRIE/7I V¥V —CHEER

BRELLTO. IM ) VEEEBRPTKREYFA ARSIy PKiK%E
AWz,

T)T7IVFFVY—LERAEIL. Da Prada® D FiE (Da Prada, M. et
al., J. Pharmacol. Exp. Ther., 248 (1), 400 (1989)) %#BEi —HHZL
LTiTole $RbDL, 0. 1IN Y VEERBHR TEIXFERL I v PRIXKE
Vix— b eEBR{LEYME. 3TCTI0ONMT LA V¥ aR—bLHK. “CT
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EHULREE (AR ) 7IVAFVI—CERBETEIREE200uM O
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