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822 50° COl JILSIDIN 512

=
X o
BSEY=ES %S% MOH %%EF 20
D

_,_

o NMR(400MHz,COCl3) 1(ppm) ; 1.21(tt,J=7.5,7.5Hz,2H), 1.35 (tt,J= 7.1,3H),
1.38(tt,J=7.5,7.5Hz,2H), 1.46(tt,J=7.5,7.5Hz,2H), 2.07(s,3H), 2.16 (t,J =7.5Hz,2H),
2.16(s,3H), 2.48(t,J=7.5Hz,2H), 3.54(s,3H), 3.76(s,3H), 4.12 (a.J =7.1Hz,2H),
7.16(dd, J=5.5,7.8Hz, 1H), 7.39(dt,J=1.5,5.5Hz, 1H), 7.45(s,1H), 8.36 (d,J=1.5Hz,1H),
8.39(dd, J=1.5,5.5Hz, 1H)
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[& A0 2]
(E)-3-(2,4,5-E2IHSAI-3,6-CIHEHE)-2-[5-(3-TLcIZ)H L |-2-Z 2 H = &

MeO

Me
OMe .
AAIN 10IM HEE HIAEIZ 1779(0.39mol )= 500mI0l Zdllotl 1 CUS MIFUEE 78 =S
100mI 2 FHOIGIAUCH., 2UHE ZE2 SHAI2ZESCE IR = 23 1L E FHIIGIRO., 20& E&
22 6N GuozZ =SlolUlt. MHAESES WEOIMHOIE 142 28 F=E6IUC. KRIIsSsS 3
LIEE 2302 M=olD A0S Z HAXold SFolt) 220HE MAHGHILCH.

Mool THatetE 159g2 AL
.1H—NMR(4OOMHZ,CDCI3) & (ppm) 1.24(tt,J=7.6,7.6Hz,2H), 1.47(tt,J= 7.6,2H),

1.52(tt,J=7.6,7.6Hz,2H), 2.09(s,3H), 2.17(s,3H), 2.20(
3.57(S,3H), 3.78(s,3H), 3.83(s,3H), 7.23(dd,J=5.0,7.6Hz, 1H),

7.59(s,1H), 8.46(bs,2H)

[&Al0 3]
(1) (E)-3-(2-BISAI-3,6-CIHIE-1,4- | X7 =-5-2)-2-[5-(3-TIcl )

t
7.48(bd, J=,7.6Hz, H),

HE-2-T 2 H - A

MeO

Me

AAI0 201 HIZ=E 3 £ OLMIELIEZ(800ml) /=(400ml)
UCH. Loid SUs JS20HAM W2Astn 1 s Ms (1V)

FRACH 08 =g=S 30=228 uEtotl Eht

SN 7mE A5l HIt =

E 50l =&et= = 3L E EIlotRl. E0d E==S UEOMHOE 642 23 FFotUACH. =I|
E2 ZSHUEE ZE3+BHUC=IT MNHotLD SAMNIAUSUHAM AXStD ZJGIH SWMHE MASHAUCEH
2o 2= A2 UHEOAMHOIEZRH ZZIctH SMEH 11492 2AUAT. 0 2= HES
/2 SESZ2FH MZHotH HEHEEES g2 UL

On.p.:134 £= 135" C

© 'H-NVR(400MHz,CDC15) & (ppm
1.61(tt,J=7.0,7.0Hz,2H) ,
4.01(S,3H), 7.26(s,1H),

8.50(bs, H)

(2)
Zet0l=

) 5 1.26(tt,J=7.0,7.0Hz,2H), 1.50(tt,J= 7.0,7.0Hz,2H),
1

.95(s,3H), 1.96(s,3H), 2.12(t,J =7.0Hz ,2H), t
7.27(dd,J=5.0,8.5Hz ,1H), 7.55(bd,J=8.5Hz,1H), 8.44(bd,

28-11

S =0l Edllo
225 LIEYIOIE 5279(0.96mol) ==
1 B ALIEE ZotEHQZ pH

(E)-3-(2-HISAI-3,6-CIHIE-1,4-H xR =-5-2)-2-[5-(3-T 2l &) HE]-2-Z2H -4 5|EZ

,J=7.6Hz,2H), 2.54 (t,J=7.6Hz,2H),

hdl

2.60(t,J=7.0Hz,2H),
J=5.0Hz, H),

il
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2R

MeO Me - MO

Me Q0
O

AJ] (N0l JI=E ste=22 SIESZ220/E8 Sl et MZoHRAUCH.
®n.p.:138 £= 139" C,

.1H—NMR(400MHZ,DMSO—d6) & (ppm) : 1.18(tt,J=7.2,7.2Hz,2H), 1.37(tt,J =7.2,7.2Hz,2H),

1.54(tt,J=7.2,7.2Hz,2H),  1.82(s,3H), 1.84(s,2H), 2.04(t,J=7.2Hz, 2H), 2.71(t,J=7.2Hz,2H),
3.92(s,3H), 7.04(d,J=1.2Hz,1H), 7.97(dd,J=2.4,8.0Hz ,1H), 8.41(d,J=8.0Hz,1H),
8.76(d,J=5.6Hz, 1H), 8.79(s, 1H).

[&AI0 4]
(E)-3-(2,5-CIGI EEA-4-HI S AI-3,6-CI0IE-HE )-2-[5-(3-TLIcIZ)HE]-2-T 2 I - &t

— [
S N
OH
MeO Me
-
M COOH
OH
AAIO (1A HMXE=E FA= 1.002 OGIEOLAIHOIE 150mI0l &ESD HHE SEHRZS = 50ml 9
SIEZ20EMLIEE 298I 2F3 =EoI/C. RIIS2 2diotl REAMUESHM HZotl
HSHMN =06t HMRISFSEC THSES 660mg=2 L AULCE.

.]H—NMH(4OOMHZ,CDCI3) & (ppm) 5 1.21(tt,J=7.0,7.0Hz,2H), 1.44(tt=7. 0,7.0Hz,2H),

1.51(tt,J=7.0,7.0Hz,2H), 2.06(s,3H), 2.17(s,3H), 2.23(t,J=7.0Hz,2H), 2.54
3.76(s,3H), 5.22(bs=2H), 7.26(dd,J=5.5,7.0Hz,1H), 7.43(s, 1H), 7.51(dd,J
8.40-8.47(m,2H).

[A&AIG 5 WX 22]

t,J=7.0Hz,2H),
.5.7.0Hz, H),

—_

OHIIE 2 WAl 72 tetE 22S AAIN 110 SAE 2HO2 HEoHALH

28-12



£1995-0005198

= 2]
OMe
R® R®
N
(CHy), —
R* — —
OMe COOEt
A ALl R® R RS n A4 |'H-NMR &~¥9Eed y3rgoz
No. TMS, 64 (ppm)
5 n—HePO Me Me 5 F429 0.90(t, J=7.0Hz, 3H), 1.16—1.58(m, 14
: H), 1.26(t,J=7.0Hz 3H), 1.76(tt,]J=17.
v v " 0,7.0Hz,2H), 2.07(s, 3H), 2.08—2.
: 20(m,2H), 2.17(s,3H), 2.48(t,]J=7.0
Hz, 2H), 3.54(s,3H),3.75(s, 3H), 3.
91{t, J=7.0Hz,2H), 4.27(q,J=7.0Hz,2
H), 7.18(dd, J=5.0,8.0Hz, 1H), 7.
40(bd, J=8.0HZ, 1H), 7.46(s,1H), 8.
38(d,J=.5Hz,1H), 8.40(bd, J=5.0Hz,1
H)
6 Me MeO Me 5 F4249 1.21(tt, J=8.0Hz, 2H), 1.35(t,J=7.2Hz,

3H), 1.40{t,J=8.0Hz 2H), 1.48(tt,]J=
8.0,8.0Hz,2H), 2.07(s,3H), 2.15(t,J=
8.0Hz, 2H), 2.21(s,3H), 2.49(t,J=8.0
Hz, 2H), 3.65(s,3H), 3.70(s,3H), 3.
77(s,3H), 4.28(q,J=7.2Hz, 2H), 7.
16(dd, J=4.8,7.6Hz, 1H), 7.39(d, J=8.0
Hz, 1H), 7.44(s,1H), 8.36(d,J=1.6Hz, 1
H), 8.40(dd,J=1.6,4.8Hz, 1H)

7 Me n—BuO Me 5 T4 249 0.97(t, ]=8.0Hz, 3H), 1.22(tt, ]=7.6Hz,
2H), 1.36(t, J=8.0Hz, 3H), 1.38—1.
52(m, 6H), 1.725(tt,J=7.6,7.6Hz, 2H},
2.06(s,3H), 2.15(t,J=7.6Hz, 2H), 2.
20(s,3H), 2.48(t,J=7.6Hz, 2H), 3.65(s,
. 3H), 3.67(s,3H), 3.88(t, J=8.0Hz, 2H),
4.275(q, J=8.0Hz, 2H), 7.17(dd, J=4.8,
7.6Hz, 1H), 7.39(d,J=7.6Hz, 1H), 7.
45(s, 1H), 8.36(s, 1H), 8.41(d,J=4.8Hz,
1H)
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[ 3]
OMe
R?, R®
: N
(CH,), 7\
R — p—
OMe COOEt
A Ao R® R* R* n A4 PH-NMR 293 yirjzos
No. TMS, ¢4 (ppm)
8 Me n— BuO Me 3 429 0.98(t, J=8.0Hz,3H), 1.34(t,J=8.0Hz, 3
H), 1.51(q. J=7.6Hz, 2H), 1.67—1.
80(m, 4H), 2.06(s,3H), 2.20(t,J=7.6
Hz, 2H), 2.23(s,3H), 2.47(t,J=7.6Hz, 2
H), 3.67(s,6H), 3.89(t, J=8.0Hz, 2H),
- 4.27(q, J=8.0Hz, 2H), 7.09(dd, J=4.8,7.
6Hz, 1H), 7.32(d,J=7.6,1H), 7.48(s, 1
H), 8.31(s,1H), 8.37(d, J=4.8Hz, 1H)
9 Me n—HepO Me 5 F424 0.89(t,J=7.0Hz, 3H), 1.21(tt,J=.0,8.0
Hz,2H), 1.25—1.52(m, 12H), 1.35(t,J=
7.5Hz, 3H), 1.74(tt,]=8.0,8_.0Hz.2H).
2.07(s,3H), 2.15(t,J=8.0Hz,2H), 2.
21(s,3H), 2.48(t,]=8.0Hz, 2H), 3.66(s,
3H), 3.68(s,3H), 3.88(t, J=6.5Hz 2H),
4.27(q,J=7.5Hz,2H), 7.16(dd, J=4.8,7.
5Hz, 1H), 7.39(d, J=7.5Hz, 1H), 7.45(s,
1H), 8.36(d,J=1.2Hz 1H), 8.41(dd,J=
1..4.8Hz, 1H)
10 MeO Me Me 3 2499 1.34(t,J=7THz 3H), 1.70(tt,J=7.6,7.6
Hz,2H), 2.06(s,3H), 2.16(s,3H), 2.
20(t, J=7.6Hz, 2H), 2.48(t,J=7.6Hz,2
H). 3.54(s,3H), 3.78(s,3H), 3.86(s 3
H), 4.27(q,J=7.1Hz2H), 7.11(dd,J=
4.8,8.0Hz, 1H), 7.33(d,J=8.0Hz, 1H),
7.49(s,1H),. 8.32(d,J=2.0Hz 1H), 8.
37(dd, J=2.0, 4.8Hz, 1H)
[E 4]
OMe
R* R*
N
{CH.) 7 N
R — —
OMe COOEt
A A)e] R* R* R® n 43 |'H—-NMR A9E3] Wir|2roz
Na. TMS, 542 (ppm)
1 Me Me MeO 5 FA24 1.30(tt.J=7.6,7.6Hz,2H}, 1.42—1.
57(m,4H), 2.15(s,3H)}, 2.19(s,3H). 2.
28(t, J=7.6Hz, 2H), 2.64(t.J=7.6Hz,2
H), 3.56(s,3H), 3.72(s,3H), 3.76(s.3
H), 7.24(m.1H), 7.49(d, J=7.2Hz.1H),
7.64(s,1H), 8.43(bs, 2H)
12 MeO Me Me 4 FA =29 1.33(,1=7.2Hz. 3H), 1.41{tt, J=7.2. 7.
2Hz, ZH), 1.49(t,J=7.2,7.2Hz 2H). 2.
06{s, 3H}, 2.17(s, 3H), 2.21(, =7 2Hz,
2H), 2.47(t,1=7.2Hz, 2H), 3.52(s, 3H),
3.77(s3H), 3.84(s,3H), 4.27(g.J=7.2
Hz zH), 7.15(dd,]1=4.8,8.0Hz, 1H}, 7.
37{(d, J=8_0Hz 1H), 7.47(s.1H). 8.
364d, J=1.6H=z, I1H), 8.39{€.0Hz, 1HI,
7.47{s, 1H), B8.35(d, J=1.6Hz,1H), 8.
39(dd, J=1.6, 4.BHz, 1K)
13 MeO Me Me [} F42Y

1.194t, J=3.2Hz 4H}, 1.35(t, §=7.0Bz5
H), 1.514{t, J=8.0Hz 2H).
2.16(t. ) =8.0Hg, 2H),
52(t, J=8.0H=z, 2H), 3.55(s, 3H), 3.78(s,
3H), 3.85(s,2H). 4.27(q.]J=7.0Hz 2H},
7.19(dd, J=4.8,7 .6Hz, tH), 7. 44ld.J=7.
6Hz, 1H}, 7.46(s,1H), 8.40(s 1H), B8,
42(d, J=4.8Hz, 18}

2.08{s, 3IH),
2.17{s,3H), 2.

28-
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[E 5]
DMe
R* Rs
N R
NS | ‘CH,) -’FI‘:!\
R \::(;-\ 2 ﬁ—-—{\‘ 7
4 Ny
OMe \CDOEt
A Aol R? R¢ R® l n | 4% |H-NMR 29E3 W%7Zez B
No. i TMS, 843 (ppm)
14 Me MeO Me 6 499 0.71—-1.23(m, 4H), 1.33(t, J=B.0Hz.5

H), L1.51(t, J=8.0, 8.0Hz, 2H)}, 2.
07(s,3H), 2.12{t,J=8.0Hz, 2H), 2.21(s,
34, 2,514, F=8.0{1z, 2ZH!, 3.66(s, 3Hi,
3.690s,3H), 3.80(s,3H), 4.27(q,)=8.0
Hz. 2H), 7.18(dd, J=4.8,7.6Hz, 1H), 7.
43(d, J=7.6Hz, 1H), 7.46(s,1H), B.38(s,
1H), 8.41{a, }=4.8Hz 1H)

15 Me NMe MeD 6 F42 1.21—-1.250m,451), 1.34(t, J=8.0Hz, 3H),
1.414tt, 1=8.0. 8.0Hg 2H), 1.55(tt,J=
8.0,8.0Hz), 2.15{s,3H}, 2.20(s,3H}, 2. |
27(t, J=8.0Hz,2H), 2.53(t,J=8.0Hz, 2
H)Y, 3.57{(s,3H). 3.72(s,3H), 3.77(s,3
H), 4.28(q, J=8.0Hz, 2H}, 7.20(dd,]1=
4.8, 7.6Hz 1H), 7.46(d, J=7.6Hz, 1H},
7.51(s, 1H), 8.40(s,1H), 8.43(d,J=4.8
Hz, 1H}

16 H Me MeO 5 FAe9 1,250t J=8.0Hz2H), 1.35(1,J=5.0Hz,3
H), 1.40-1.53(m, 4H}, 2.24(s5,3H), 2.
270t J=8.0Hz,2H), 2.50(4,J=8.0He,2
H), 3.56(s,3H}. 3.68(s,3H), 3.83(3
H). 4.28(g,)=9.0Hz 2H), 6.70(s, 1H),
7.160dd, J=5.0, 9.0Hz, 1H], 7.42(bd,J=
9.0Hz, 1H), 7.5k(s 1H), 8.36(bs _H).
& 40(bd, J=5.0Hz, 111)
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[E 6]
N
7 N\
Al Ao R? R* RS n 43 |'H-NMR A¥9E8 W¥rFoa
No. TMS, d9-# (ppm)
17 Me Me Me 5 S99 1.17—1.52(m, 6H), 1.33(t, J=7.2Hz,3

H), 2.00(s,3H), 2.15(s,3H), 2.19(s.3
H), 2.12-2.22(m,2H), 2.46(t,J=7.0
Hz, 2H), 3.53(2,3H), 3.63(s,3H), 4.
26(q, J=7.2Hz 2H), 7.16(dd,J=4.0, 7.6
Hz, 1H), 7.38(dt, J=1.6, 7.6Hz, 1H), 7.
50(s, 1H),  8.35(d,J=1.6Hz,1H), 8.
40(dd, J=1.6,4.0Hz, 1H)

18 Me O/\" Me 5 ¥424 1.12(dq,J=4.0, 12.0Hz 2H), 1.16—1.
30(m, 4H),  1.34(t,J=8.0Hz 3H), 1.
40(t,J=8.0, 2H), 1.48(tt,J=8.0, 8.0
Hz, 2H). 1.66—1.80(m,5H), 1.88(bd,
J=12.0Hz, 2H), 2.07(s,3H), 2.15(t,J=
8.0Hz, 2H), 2.21(s,3H), 2.48(t,J=8.0
Hz, 2H), 3.66(s,3H), 3.67(d,J=16Hz,2
H), 3.68(s,3H), 4.28(q, J=8.0Hz, 2H),
7.16{dd, ]=4.8, 7.6Hz, 1H}, 7.39(d,]J=
7.6Hz, 1H), '7.45(s,1H), 8.37(d,J=1.6
Hz, 1H), 8.41(dd,]J=1.6, 4.8Hz, 1H)

19 EtO Me Me 5 429 1.20{m, 2H), 1.30—1.40(m, 10H), 2.
06(s,3H), 2.14—2.20(s, 5H), 2.46(t,J=
8.0Hz,2H), 3.53(s,3H), 3.74(s, 3H), 4.
00(q, J=7.0Hz, 2H), 4.26(q,J=7.0Hz, 2
H), 7.13(s, 1H), 7.37(d, J=8.0Hz, 1H),
7.48(s, 1H), 8.35(bs, 2H)
[E 7]
OMe -
R 5
N
{(CH.)u 7 A\
Rl — e
Me ~OOEt
4] A] s R* R* -~ R® n A4d ]'H-NMR 2% eg Wir|Fo s
No. TMS, 42} (ppm)
20 Me MeO~ Me 5 F4=2a 1.19(t6,J=7.5,7.5H2,2H), 1.30—1.

35(m,5H), 1.45(tt, J=7.5Hz, 2H), 1.
73{t. J=8 0Hz, ZH), 2.08(s,3H), 2.15(t,
J=7,5Hz 2H). 3.33(s,3H). 3.40(t, J=8.
OHz, 2H), 3.55(s,3H), 3.63(s,3H), 4.
27(q, J=7.5Hz, 2H), 7.16(dd, J=4.8, 8.0
Hz,1H), 7.37(d,J=8.0Hz, 1H), 7.50(s,1
H), 8.35(s, 1H), 8.40(d, J=4.8Hz, 1H)

3 5 g 1.22(tt, J=7.5, 7.5Hz, 2H), 1.32(t, J=8.0
21 Mes Me Me Hz, 3H), 1.39(tt, J=7.5,".5Hz 2H), 1.
47(tt, J=7.5,7.5Hz, 2H), 2.11{s,3H), 2.
14(t, J=7.5Hz, 2H). 2.38(s,3H), 2.42(s,
3H), 2.49(t, }=7_5Hz, 2H), 3.55(s,3H),
3.78(s,3H), 4.27(q.J=8.0Hz,2H}, 7.
v 17{dd, J=4.5,7.5Hz, 1H), 7.39(d,J=7.5
Hz, 1H), 7.46(s, 1F)., 8.37(s,1H), 8&.
40(d, J=4.5Hz, 1H)

) Qg 1.20{tt, ]=8.0,8.0Hz, 2H), 1.32(t.J=8.5
% MOMO e Me ® s_t Hz, 3H), 1.33(tt,]J=8.0,8.0Hz,2H), 1.
' 48(1tt, J=B,0,8.0Hz, 2H), 2.05(s,3H), 2.
16(t, J=8.0Hz, 2H), 2.22(s, 3H), 2.49(,
J=8.0Hz 2H), 3.53(s, 3H), 3.60(s 3H),
3.72(s,3H).  4.26(t, J=8 5Hz,2H), 5.
08(s, H), 7.16(dd.)J=4.5. 7.5Hz, 1H),
7.40(bd, F=7.5Hz,1H), 7.46(s,1H), 8.
35(bs, 1H), 8.40(d, J=4.5Hz. 1H)

[& A0 23]
e (E)-3-(2-HISAI-3,6-CIIIE-1,4-H X7 =-5-2)-2-[6-(3-T2|L )& A ]-2-Z2H -0l E dIE
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- HCl

AAIO 130IA MZEE OE(E)-3-(2,4,5-ECIHISAI-3,6-CINHEHY )-2-[6-(3-LlcIg )&l |-2-
LHILOHOIE 0.60g2 OIMIELIEZ (20ml)/=S(10m I)EE%OH SolotUCH. LA SHE IS0z Y

FSHOI WEHSt &, HIE(IV) L2SLIEHOE 1.66082 =xtdl USs0 ZIISISC. 20E =828
SAIZF SOt g38o=2 WH2okol weEtst & e OtMIEIOIE 100mIE & IIoHRALE.
AR ES2SE EHMSALIEE Zx2MOR 25 HHGID HSHLUEE E3Lx2U02 AIHGID
ENHOF WIS A ﬁi&ﬂ I UotRUCEH. U222 10mlZ2 ==otd A2t ZEHMH S==A2112
MIE'OPHIEHOIE/n IAH(1:1) EE22 SSoI0. 2= gs2s glole =2Es 2210 24 &
Se=AdtAZ 1228 HEY S0, S0E IS0AM SHRMIoHRC. M 2ol HIsE=2
0.4092 AL
.1H—NMR(DMSO—d6 ) &(ppm) ; 1.07-1.33(m,6H), 1.23(t,J=7.0Hz,3H), 1.45-1.57 (t,J=8.0Hz,2H),

1.80(s,3H), 1.81(s,3H), 2.03(t,J=8.0Hz,2H), 2.49(t,J= 8.0Hz,2H), 3.91(s,3H),
4.18(qg,J=7.0Hz,2H), 7.03(s,1H), 7.93(bt,J=8.0Hz,1H), 8.37(bd,J=8.0Hz, 1H),

8.73(d, J=8.0Hz, 1H), 8.76(s, 1H).
[AAION 24 LHXI 41]

SHIIE 8 WAl 132 Stef=S 282 AAIG 22t S Ae 2E KNI Zot AL
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[E 8]
OMe
R R®
)\‘ / .
- ACH,), 7/ N\
R :& =
OMe COOH 1
A Ao R? R¢ R® n A4 'H-NMR 498 W27 &0z
No. TMS, ¢4 (ppm)
24 MeO Me Me 5 429 1.24(tt, J=7.6,7.6Hz, 2H), 1.47(tt, J=7.

6.7.6Hz,2H), 1.52(tt,J=7.6,7.6Hz, 2
H), 2.09(s,3H), 2.17(s,3H), 2.20(t, J=
7.6Hz,2H), 2.54(t,J=7.6Hz 2H), 3.
57(s.3H), 3.78(s,3H), 3.83(s, 31D, 7.
28(dd, J=5.0,7.6Hz, 1H), 7.48(bd, J=7.6
Hz, 1H), 7.59(s,1H), 8.46(bs, 2H)

25 Me MeO Me 5 F429-1.21(tt, J=8.0,8.0Hz,2H), 1.35(t,J=7.2
Hz,3H),1.40(t, J=8.0Hz, 2H), 1.48(tt,
J=8.0,8.0Hz, 2H), 2.07(s, 3H), 2.15(t,
J=8.0Hz, 2H), 2.21(s, 3H), 2.49(t, J=8.
0Hz, 2H), 3.65(s,3H), 3.70(s, 3H), 3.
77(s,3H),  4.28(q, J=7.2Hz, 2H), 7.
16(dd, J=4.8,7.6Hz, 1H), 7.39(d, ]=8.0
Hz,1H), 7.44(s,1H), 8.36(d, J=1.6Hz, 1
H), 8.40(dd,}=1.6,4.8Hz, 1H)

26 Me n—BuO Me 5 #4249 0.96(t,J=8.0Hz 3H), 1.13(bs,2H), 1.

: : 40—1.55(m, 4H), 1.71(tt,J=7.6,7.6Hz, 2
H}, 2.05(s,3H), 2.13(t,J=7.6Hz 2H),
2.19(s,3H), 2.48(t,J=7.6Hz, 2H), 3.
62(bs,6H),  3.86(t, J=8.0Hz 2H), LT,
17(d, J=7.6Hz, 1H), 7.40(d,J=7.6Hz 1
H), 7.51(s, 1H), 8.44(s, 21I)

[E 9]
OMe
R® R®
N
R (CH,) /_\
OMe COOH
A A = R? R R n 44 ['H—NMR ~%ed W¥r|gez
No. ) ' TMS, 64- 2 (ppm)
27 Me n—BuO Me 3 ®A2d 0.98(t, ]=8.0Hz, 3H), 1.51(q,J=7.6Hz,

2H), 1.71—1.85(m,4H), 2.04(s, 3H), 2.
22(bs, 5H),  2.52(t, J=7.6Hz 2H), 3.
66(s,6H),  3.90(t, J=8.0Hz, 2H), 7.
16(bs, 1H), 7.39(d. J=7.6Hz. 1H}, 7.
56(s, 1H), 8.42(bs, 1H), 8.51(bs, 1H)

28 Me n—HepQ Me 5 F42sa] 0.900t, J=8.0Hz,3H), 1.20—1.38(m, 10
H)}, 1.41—1.54(m,4H). 1.76(tt, J=7.6,
7.6Hz 2H), 2.08(s,3H}, 2.18{t,J=7.6

. Hz,2H), 2.21(s,3N), 2.53{t.J=7.6Hz2
. H), 3.67(s,3H), 3.69(s,3H), 3.90(t,J=
8.0Hz 3H), 7.23(t,J=7.6Hz, 1H), 7.
‘47(d. J=7.6Hz,1H), 7.58(s,1H), 8.
- 46 (bs, 2H)

29 Me EtO Me 5  Faies 1.24(tt, J=8.0,8.0Hz, 2H), 1.35(t,J=B8.0
. Hz,3H}, 1.40—1.52(m, 4H), 2.08{s,3
H), 2.18(t. J=8.0Hz, 2H}, 2.21(s 3H),
2.53(t, J=8.0Hz 2H), 3.66(s 3H), 3.
89(s,aH), 3.99(q.J=8 0Hz 2H), 7.
24(dd.J=4.8, 7.6Hz,1H), 7.49(d,J=7.6
Hz, 1H}, 7.58(s, 1H}, 8.43(s,14), &.
46 (s, 111)
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[Z 10]

QMe

£1995-0005198

Al 4] <]
No.

RS

R¢

'H-NMR ~%EY] WEr|Fez
TMS, ¢ (ppm)

30

31

32

MeO

Me

MeQO

Me

Me

Me

MeO

Me

499

A2

1.B4(tt, J=7.6,7.6Hz, 2H), 2.10(s, 3H],
2.23(s, 3H),  2.25{t, J=7.6Hez 2H), 2.
57(t, J=7.6Hz, 2H), 3.56(s, 3H}, 3.80%s,
3H), 3.87(s,3H), 7.21(t, J=7.6Hz 1H),
7.46(d,J=7.6Hz, 1H), 7.60(s,1H}, 8.
46(bs, 1H), 8 58(bs, 1H)

1.30(tt, J=7.6,7.6Hz, 2H), 1.42-1.
52(m, 4H), 2.15(s,3H), 2.19(s,3H), 2.
28(t, J=7.6Hz,2H), 2.64(t,J=7.6Hz,2
H}. 3.56(s,3H), 3.72(s,3H), 3.76(s.3
H}, 7.24(m,1H), 7.49(d, J=7.2Hz, 1H],
7.64{s, 1H), 8.43(bs, 2H)

1.41-1.58(x, 41, 2.08(s, 3H), 2.18(s,3
H), 2.25(t,J=7.2Hz2H), 2.53(t,)J=7.2
Hz, 2H), 3.55(s,3H), 3.78(s,3H), 3.
85(s, 3H), 7.21(t,J=7.6Hz 1H), 7.44(d,
J=7.6Hz, 1H), 7.59{(s,1H}, 8.44(bs, 2H)

[Z 1]

OMe

OMe

R
No.

R)

R*

RS

2 |'H-
TMS, 8455 {(ppm)

NMR ~9es] iy Fezn

33

3

veO

H

MeD

Me

Me‘ﬁ

Me 6

MeO 5

429 1,220, J=3.5Hz 4H),

H),

2.18(s, 3H),

1.41(t, J=7.6Hz, 2
1.53(t, J=7.6Hz,2H), 2.10(s,3H),
2.19(t, J=7.6Hz 2H), 2.

F4¢9 1.20-1.27{m, 4H),

F-424 1.28(t, 1=8.0He, 2H).

550t J=17.61z, 2H), 3.57(s, 3H), 3.79(s,
3H), 3.85(s. 3HD. 7.23(1, J=B8.0Hz 11D,
7.51{d, fJ=8.0Hz,1H]}, 7.58(s,1H), 8.
47 (hs, 2H)

1.42{tt, J=8.0,8.0
Hz 2H}. 1.55(tt, 1=8.0,8.0H0z,2H), 2.
11(s, 3H), 2.19(t,J=8.0Hz,2H), 2.23(s,
3H), 2.58(t, J=8.0Hez 3H), 3.69{s, 3H),
3.71(s. 3H), 3.821s3B), 7.25(d,)=7.6
Hz, 1H). 7.54(d, J=7.6Hz,1H), 7.58(s,1
H), B.50{bs 2H)

1.20—-1.55(m, 4
H}, 2.25(s,3H), 2.30(t, J=8.0Hz,2H),
2.53(t, J=8.0Hz, 2H), 3.58(s,3H), 3.
68(s, 3H), 3.83(s,3H), 6.60(s, 11}, 7.
21(ad, J=50,7.0Hz, 1H), 7.47(dd,J=1.
~0,9.0Hz, 1H), 7.64(s,1H), 8.43(bs 2H}
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[E 12]
OMe
R® R®
‘ N
Cllya—{/ N -
v S Nt
Me A :
OMe Ncoor
A4 ol R® R* R n 47 PH-NMR A%ed Qis|Fez
No. TMS, ¢4-# (ppm}
36 Me . O/\n Me 5 5429 1.08(dq, J=4.0,12.0Hz 210, 1.17-1.
34(m, 4H), 1.42—1.55(m, 411}, 1.67—1.

82(m,5H), 1.90(bd, J=12Hz 2H), 2.
10(s, 3H), 2.18(t, J=8.0Hz, 2H), 2.20(s,
310, 2.54(t, J=8 .01z 2t0), 3.67(s, 31},
3.68(s, 3H), 3.70(d, 7.6Hz, 1H), 7.58(s, 1
H), 8.43{bs,2H)

37 Me Me MeQ 4 42 1.46—1.60(m, 41), 2.15(s,3H), 2.20(s.3
HY, 2.33t, J=8.0Hz,2H), 2.54(t.]=8.0
Hz,2H), 3.53(s,3H), 3.69(s.3H), 3.
75(s.3H},  7.19(d, J=7.5Hz 1H}, 7.
44(4. J=T7.5Hz 1H), 7.63{s,1H), 8.
L Aztbs, 21D

38 EtO Me Me 5 FA24 1.23(m,2H), 1.39(t, J=7.0Hz, 3H), 1i.
46(m, ZH), 1.52{m,2H}, 2.08(s,3H), 2.
17(s,3H), 2.20(t, J=8.0Hz 2H), 2.53(t,
J=8.0Hz,2H), 3.56(s,3H), 3.78(s, 3H},
4.03(t, J=7.0Hz,2H), 7.21(bs,1H), 7.
46(d, J=8.0Hz, 1H}), ~ 7.58{s, 11}, 8.

43(bs, 2H)
[E 13]
OMe
R
(CHy g/ N
R* _
P N\,
' OMe NCOOH
A Ao Rr? R* R® n 42 P'H-NMR A% E3 WY Foa
No. . TMS, ¢4A (ppm)
9 o\ Me Me 5 #4929 1.20(tt,J=7.5,7.5Hz,2H), 1.40—1.

55(m, 4H), 1.74(tt,J=7.5,7.5Hz, 2H),
2.11(s,3H), 2.18(t,J=7.5Hz, 3H), 2.
24(s,3H), 2.51(t, J=8.0Hz, 2H), 2.66(t,
J=7.5Hz, 2H), 3.34(s,3H), 3.41(t,J=8.
0Hz, 2H), 3.57(s,3H), 3.64(s,3H), 7.
22{dd, J=4.8, 8.0Hz, 1H), 7.47(d,]=8.
0Hz, 1H), 7.62(s, 1H), 8.44(bs,2H)

40 MeS Me Me 5 s 1.21(tt, J=7.5,7.5Hz,2H), 1.42~1.
29 65(m, 4H),2.13(s, 3H),2.19(t, J =7 .5Hz, 2

H), 2.39(s,3H), 2.43(s,3H), 2.53(t,]=

7.5Hz,2H), 3.58(s,3H), 3.79(s,3H), 7.

22(dd, }=4.5, 7.5Hz,1H), 7.47(d,J=7.5

Hz, 1H), 7.58(s, 1H), 8.40—8.51(m, 2H)

41 MOMO Me - Me 5 A8k 1.24(tt, J=7.5,7.5Hz, 2H), 1.45(tt,J=7.

2 57.5Hz 2H), 1.52(t,J=7.5,7.5Hz,2
H), 2.08(s,3H), 2.20(t, J=7.5Hz 2H),
2.21(s,3H), 2.53{t.J=7.5Hz,2H), 3.
56(s.3H), 13.60(s,3H), 3.72(s5,3H), 5.
11{s,2H). 7.11{dd,]=4.5,7.5Hz 1H},
7.47(d, J=7.5hz, 1H}, 7.57(s, 1H), 8.
40—8.48(bs, 2H)

—~

[& Al 42]

28-20



£1995-0005198

N |
N
OMe
HO\ Me
Me COOH
OMe
A AN 410l HZE Ste= 1.85g2 OtMIE 15ml0l oSt =, &lst Sa 2.5m2 EIGOIUCH &
HEl =22 A20A 10AI2F WEtetd, EdALIEE Z3agdoz Z3otd WEOHMIEIOIE
2 FEOIR0. RII=ES JSUEE =2 HOZ MHEGD EAH0IOUISHA AXs6tD o)
Ct. =2 S30t0 Z0HE N HGHUCH. A F2|2E 2| EXNSES 7.5992 UL

.1H—NMR(CDCI3) 8 (ppm) ; 1.21(tt,J=7.5,7.5Hz,2H), 1.49(tt,J=7.5,7.5Hz, 2H), 2.12(s,3H),
2.17(s,3H), 2.02(t,J=7.5Hz,2H), 2.50(t,J=7.5Hz,2H), 3,56(s,3H), 3.74(s,3H), 7.18-7.28(m,1H),
7.24(d,J=5,5Hz, 1H), 7.39(s,1H), 8.35-8.50(m,2H).
[&AlGH 43]

(E)-3-(2-GIE=AI-3,6-CIHIE-1,4-H xR =-5-2)-2-[6-(3-LIIcIZ)HE |-2-Z2H - & FIEZ2

My
H

ctolE

- HCI

AAIG 4200 RMIZEE (E)-3-(4-0lE=A-2,5-CIHSEAI-3,6-CINEHY )-2-[5-(3-LI2E)HE]-2-2

ZHSA 1.2602 OLMELIEZ(60ml)/S(30m)EE S0 SoHotAC. 20 EBUs Ldg 25N

4215t &, Ms(1V)225 LIEMOIE 3.63g2 =% 20mIS A3 HIIGHALE.
A

B &b S oH HEZHN HIIotH pHE 601 ZEHotALH
OIEZ ==otLt. RIISS =22 MEotn 40 JUIsE0A AX6tD 0 dtotALCH
6N &b 1.6ml R OOES S

.1H—NMR(DMSO—d5 ) &(ppm) 5 1.05-1.18(m,2H),  1.20-1.38(m,2H),  1.40-1.54(m,2H),1.73(s,3H),

1.80(s,3H), 2.00(bt,J=7.0Hz,2H), 2.66(t,J=7.0Hz,2H), 7.04(bs, 1H), 7.91(dd, J=5.0, 8.0Hz,
1H), 8.35(bd, J=8.0Hz, 1H), 8.65-8.80(m, 1H), 8.75(s,1H)

i
OIS ; 370(MH).
[&AIG 44 LHXI 62]

CkS = 14 WX 202 3tefE 22S A0 31 [AE ZEHOZ MEGHALH
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[E 14]
0
R R*
. N
(CHJ.A@
R‘ —— —
o COOH
4 A o« Rr? R* Rs n 43A PH—-NMR £8x# Wis)1ZEc e TMS,d
Nao. 3 (ppm)
44 n—HePO Me Me 5 &AM 0.76(t [=7.0Hz 3H), 1.20—1_40(m, &

H), 1.40—1.55¢m.4H], 1.60(tc, J=7.0,
7.0Hz 2H), 1.74(tt,§=7.0,7.0Hz, 2H)
1.95(s, 3H), 1.99(s, 3H), 2.13(t, J=7.0
Hz, 2H), 2.60(t,]=7.0Hz, 2ZH), 4.20(t,
J=7.0Hz 2H}, 7.23(s,1H), 7.25(dd, J=
$.0,8.0Hz 1H), 7.53(bd, J=8.0Hz, 1H).
8.43{(d, J=5.0Hz, 1H), 8.49(hs, I1H)

45 MeO Me Me 5 47 1 264y, J=7.0,7 .0He, 2H), 1.50{it, 1=7.
m.p. . 0,7.0Hz 2H), 1.61(tt, J=7.0,7,0Hz, 2
134—  H), 1.95(s,3H), 1.96(s,3H), 2.12(t,J=
135°C  7.0Hz,2H), 2.60(t,J=7.0Hz 2H), 4.
01(s, 3H), 7.26(s,1H), 7.27(dd, J=5.0,
8.5Hz, 1H), 7.55(bd, J=8.5Hz 1H), &.
44{bd, J=5.0Hz, 1H), %.50¢bs, 1H)

46 Me MeO Me 5  AAEA 1.27(et, J=7.6,7.6Hz 2H), 1.51(tt, J="7.
m.p.® 6,7.6Hz,2H), 1.61(tt.J=7.6,7.6Hz 2
128— H), 1.97{s,3H}, 1.9B(s.3H), 2.13{t,J=
130°C  7.2Hz, 2H), 2.61(t, J=8.0Hz 2H), 3.
98(s, 3H), 7.23(s,1H), 7.28(dd, J=2.4,
7.2Hz,1H}, B.45{(d,)=4.8Hz,1H)., 8.
90(s, 1H)

Q4] o R? R*
No.

'H—NMR A~ e3 Wi7|5ee TMS. &
<2} (ppm)

47 Me n-BuDQ Me

W

YA 0.95(t, J=7.4Hz, 3H), 1.26(tt, J=7.6,7.6"
m.p, . Hz.2H), 1.40—1.52{(m,4H), 1.60(tt,J=
97—100C 7.6,7.6Hz.2H), 1.70{tt,)=7.6,7 .6Hz, 2
H), 1.99(s 3H), 2.00(s, 3H), 2.13(t.J=
8.¢Hez, 2H), 2.60(t, J=8.0Hz. 2H), 4.
20{t, J=8.0Hz 2H), 7.24(s,1H), 7.
28(dd, J=2.4,7.6Hz, 1H), 7.55{d, J=6.4
Hez, 1H), 8.45(d, J=4.0Hz, 1H), 8.49(s, 1

H;
48 Me n—BuG Me 3 ¥4-H 0.95(t. J=6.8Hz, 3H), 1.45(q.T=7.2Hz,
m.p, © 2HI,  1,70{m, J=4_8, 4 8}z, 2H),
92—95°C 80(bs, 2H), 1.95(s, 3H), 1.99(s, 3H), 2.
13~2.27{m, 2H), 2.53—2,66(m, 26}, 4.
7.
8.

-

12({t, J =7.6Hz, 2H), 7.25(bs, 2H),
53(d.i=6.0Hz, tH), 8.43(bs, 1H},
61(Dbs. 1H1)

49 Me n— HepQ Me 5 #BMed 0.87(t, J=8.0Hz, 3H), 1.22—1.36(m.8
HJ), 1.39(tt,J=7.6,7.6Hz 2H), 1.49(tt,
J=7.6,7.6Hz,2H}, 1.60(tt,J=7.6,7.6
Hz, 2H), 1.70{g, J=8.0Hz, 2H), 1.97(s, 3
H). 1.99(s,3H), 2.14{(t,J=7.6Hz, 2H),
2.60(t, J=7.6Hz, 2H), 4.08(t, J=8.0Hz, 2
H), 7.24(d, J=4.8Hz,1H), 7.28(s. 1H),
7.54(d,J=7.6Hz,1H), 8.44(d, J=4.8Hz,
1H). B.48(s, 1H)
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[Z 16]

£1995-0005198

N
(CH,),, 7 N\

COOH

A Al o
No.

R® R* R® n | 44 ['H-NMR 2953 Jy¥7)Fez TMS, s
4] (ppm)

50

51

52

Me EtO Me 5 #9744 1.26(tt,]J=7.6,7.6Hz,2H), 1.34(t,]=6.8
m.p. . Hz3H), 1.50(tt,]=7.6, 7.6Hz 2H), 1.
105—  59(tt, J=7.6,7.6Hz, 2H), 1.97(s, 3H), 1.
108C  98(s, 3H), 2.13(t, J=7.2Hz, 2H), 2.59(t,
J=8.0Hz, 2H), 4.26(q, J=7.2Hz, 2H), 7.
24(s, 1H), 7.29(dd,]J=2.8,7.6Hz, 1H),
7.561(d, J=7.6Hz, 1H), 8.46(d,J=4.8
Hz, 1H), 8.48( 1H)

MeO Me Me 3 2474 1.90(tt, ]=8.0,8.0Hz, 2H), 1.95(s, 3H),
m.p. ! 1.97(s,3H), 2.17(t,J=8.0Hz, 2H), 2.
140— 63(t, J=8.0Hz, 2H), 4.04(s, 3H), 7.26(s,
142C  1H), 7.28(dd.J=4.5,7.5Hz, 1H), 7.
56(bd, ]=7.5Hz, 1H), 8.47(bd, J=4.5Hz,
1H), 8.64(bs, 1H)

Me ' Me MeO 5 R4 1.28(tt,]J=7.57.5Hz,2H), 1.51(tt,J=7.
: m.p. . 5 7.5Hz, 2H}, 1.60(tt, J=7.5,7.5Hz, 2
148— H), 2.03(s,3H), 2.04(s,3H), 2.18(t,J=
149°C  7.5Hz,2H), 2.59(t,J=7.5Hz 2H), 3.
96(s, 3H), 7.27(dd,J=5.0,8.0Hz, 1H),
7.30(s,1H), 7.55(bd, J=8.0Hz, 1H), 8.
45(dd.]=1.5.5.0Hz.1H), 8.48(d,J=1.5
Hz, 1H)

R? R®

* N,

0 COOH

4 4

No.

A

R R* R* n 472 |'H-NMR &% EJ W¥7T22 TMS, ¢
<+ (ppm)

53

55

MeO Me Me 4 3423 1.42-1.63(m, 4H), 1.95(s,6H), 2.17(;,
m.p. > J=7.0Hz,2H), 2.62(t,J=7.0Hz,2H) 4.
124— 03{(s,3H), 7.25(s,1H), 7.31(dd, )=5.0,
125C  8.0Hgz,1H), 7.60(d.J=8.0Hz 1H), 8.
46(bd, J=5.0Hz, 1H), 8.48(bs, 1H)

MeO Me Me 6  FA4HA 1.15-1.34(m; 4H), 1.44(tt,J=7.5,7.5
m.p. . Hz2H), 1.58{tt,J=7.5,7.5Hz,2H), 1.
119— 95(s,6H), 2.12(t, J=7.5Hz 2H), 2.60(t,
121'C  J=7.5Hz, 2H), 4.03(s,3H), 7.25(s,1H),
7.32(dd, 1=5.5,8.0Hz, 1H), 7.60(d, J=8.
0Hz, 1H), 8.47(dd,J=1.0,5.5Hz, 1H), 8.
50(d, J=1.0Hz, 1H)

Me MeO Me 6 424 1.19-1,33(m, 4H), 1.45(tt,J=7.2,7.2
m.p. . Hz, 2H}. 1.58(tt,]=6.8,6.8Hz, 2H), 1.
108— 97(s,3H), 1.98(s,3H), 2.13(t,]=7.6Hz,
110C  2H), 2.60(t, J=8.0Hz 2H), 4.99(s,3H),
7.24(d, J=1.2Hz, 1H), 7.29(dd,]J=2.4,7.
2Hz,1H), 7.57(d,)=8.0Hz,1H), 8.
46(d, ]=4.8Hz, 1H), 8.49(s 1H)
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[E 18]
R? R®
N
(CH,) o/ N
—~ R‘ . o —
0 OOH
A A of R® R* R® n A" ['H-NMR A9E3 Wir|Foz TMS, s
No. 4] {ppm)
56 Me Me MeO 6 34744 1.20—1.31(m, 4H), 1.43(tt,J=7.5,7.5
. m.p. . Hz2H), 1.56(tt,]J=7.5,7.5Hz, 2H), 2.
64—66C 01(s, 3H), 2.15(t, J=7.5Hz, 2H), 2.55(t,
J=7.5Hz,2H), 3.94(s,3H), 7.25(t, J=8.
0Hz, 1H), 7:27(s,1H), 7.53(d, J=8.0Hz,
1H), 8.46(bs, 2H)
57 H Me MeO 5 A7 A 1.14(tt, J=8.0,8.0Hz, 2H), 1.34(tt, J=8.
- m.p. . 0,8.0Hz, 2H), 1.45(tt, ]=8.0,8.0Hz, 2
110~ H), 1.93(s,3H), 2.03(t,J=8.0Hz, 2H),
112C  2.48(t,J=8.0Hz,2H), 3.91(s,3H), 6.
67(s,1H), 6.99(s,1H), 7.24(dd, J=4.90,
7.0Hz, 1H), 7.53(dt,J=1.0,4.0Hz, 1H),
8.34 (bs, 2H)
58 Me Me Me 5  #M74 1.18—1.31(m, 2H), 1.40(m, 4H), 1.97(s,
m.p. . 3H), 2.03(s,3H), 2.05(s,3H), 2.12(t,
152— J=7.2Hz,2H), 2.60(t, J=8.0Hz, 2H), 7.
154°C  22-7.35(m, 1H), 7.27(s,1H), 7.58(d,
J=7.6Hz, 1H), 8.38—8.60(m, 2H)
[E 19]
—N
(Cl;zganh{/ \.)
Q CooH
*é"'il"q_[ R® R* 5 n A ['"H-NMR 2%e3 J¥71F22 TMS, ¢
No. i' ] 53 ippm)
59 Me Me 5 #4199l ] 02(dp.]=4.0,12.0Hz, 2H}, 1.20—1.
30{m, 411}, 1.49(tt, ]=8.0,8.0Hz, 28),

1.59(tt, J=8.0,8.0Hz, 2H}), 1.65—1.
85(m, 7TH), 1.95(s,3H), 1.98(s,3H), 2.
12(t, J=8 0Hz, 2H), 2.59(t, J=8.0Hz, 2
HY, 3.994d, ]=8.0Hz 2H), 7.237s, 1H),
T 2T V=T 21z W}, 7.53(d, J=7_2lIz,
1), 8.451bs, 111), 8, 49(bs, 1H)

60 Me Me MeQ 4 ®94 1.360et. [=8.0.8.0Hz, 201), 1.46¢tt, J=3.
m.p. . 0,8.0Hz.2H), 1.92{s.3H), 1.96(s, 3H),

64— 2.090L J=8&.0132 211}, 2 50(t, I=B.0Hz, 2

166C M), 3.86{s, 3H), 7.01(s,1H), 7.25(dd,

J=4.87.6Hz, 11, 7.52(d, ]=7.61z 1

H), 8.33{s,1H), 8.35(d, J=4 .8Hz, 1H)

61 EtO Me Me 8§ oA 1 260m, 20,  1.38(1,}=7.0Hz 3H), 1.
m.p. . 50(m,2H], 1.60{m,2H!, 1.95(s, 3H), 1.
16— 96(s,3H}. 2.12{t.)=8.0z 2H), 2.60(t,
118C  ]=8 gHz 2H), 4.28(q,J=7.0Hz 2H),
7.25—7.260m, 21},  7.55(dt, J=8.0,1.0
Hz,1H), 8.45(dd,J=5.0,1.0Hz, 111}, 8.

50(d, J=1.0Hz 1H)
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[Z 20]
(CH,) ﬁ< )
e}
\\COOH
4 A o R® R RS n 44 ['H-NMR 2"z W271252 TMS, ¢
No. & {ppm}
62 Me a0 Me 5 #4299 1150, J=7.57.5Hz 2H), 1.31(4¢, §=7.
5 7.5Hz,2H),  1.43—1.58(m,4H!, 1.
‘83(s,3H), 1.96(s,3H), 1.99(t, J=7 5Hz,
2H1, 2.45t 7=8.0Hz,2H), 7 57(t I=7. -
5Hz, 2H), 3.161s 3H), 3.24(t, J=B.0Hz.
2H), 7.05(s,1H), 7.93{t, J=7.5Hz, 1H),
8.35(d, J="7.5Hz, 1H}, 8. 27ibs. 2H)
[&AlOI 63]

U= 3-(2-DISAI-3,5-CIBIE-1,4- X7 =-6-2 )-2-[5-(3-LI2I ) HE ]|-Z2H 0| E 5lE2 22
o=

M
AA o st ok 0.7mlE EIoIUOH. 2 &
=g 2 OLMIEIOIEZ Z=Z=0otRULt.
RIIESS SSHUEE E3+SHC=Z Mot R4t OIOUsSHA AXotD AS0AM s=otd
Ct.

SFESS Aot Z¥ AZ0EIDHLI[NEZOLMEIOIE(0—30%) /A ]0IM  HKSHACH. HFRESS
Aol OEFS20 oot XS A 0.25mE FHIGIQULH. 2UHE 2EEg M30AM =560 &
Mool Bl stetssS 2AUCH

.1H—NMR(4OOMHZ,DMSO—d6) & (ppm)

1.17(tt,J=8.0,8.0Hz,2H), 1.27(t,J=6.4Hz,3H), 1.36(tt,J=8.0,8.0Hz,2H), 1.55
(tt,J=8.0,8.0Hz,2H), 1.85(s,3H), 1.88(s,3H), 2.07(t,J=8.0Hz,2H), 2.73(t,J= 8.0Hz ,2H),
88(s,3H), 4.20(q,J=6.4Hz,2H), 7.06(s,1H), 8.00(dd,J=1.6,8.0Hz,1H), 8.45 (d,J=8.0Hz,1H),

3.88(s
8.78(d,J=5.2Hz, 1H), 8.81(s, 1H).
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[& Al 64]

A0 4601 M= 2= 1.492 CISZZ20E 200ml 0l SoiotACt. 201 &
LIEE 10% == 100mE 23 MEGAL. CS==Z2HEHSS 2

OlA ==otUCt. NN-CIHEZSO0I0IE 20ml ¥ O0IEMUEE 1g2 &F=20 EIoHRO. A
SSE28 0° MK Y2s & OHY ZAZLOIN0IE 1.1g, 22Z2 0.32g 2 Ez/0gotel
0.38g2 =AUZ HoIIIRULCEH. LA SSEE2S A20H & - ¥ SO ubtst £ 28 HIIoIALH

A& EZSH2E2 UHEOIMHIOIER F==5IUCH. SIIES 2A2F SO ZI|I2 HEZGHA wWestn
LIUES L2 HOZ HEHGLD 44 OHOUSHA AX6tD BN s=6HALCH

AREES APt ZLHEIAZOIEIDNII(MEOCIMEHOIE)Z HHMol QXM QU9 IDXSIES
0.71g8 &ApATt

® 'H-NVR(400MHz,CDC15) & (ppm)
1.27(tt,J=8.0,8.0Hz,2H),1.36(tt=8.0,8.0Hz,2H), 1.55(t t, J=8.0,8.0Hz, 2H) , 1.98(s,6H),2. 10(t, J=8.0

Hz,2H),2.55(t,J=8.0Hz,2H),3.65-
3.80(m,8H),3.96(s,3H),5.97(d,J=1.2Hz, 1H) ,7.18(dd, J=3.6,8.0Hz, 1H) ,7.44(dt,J=3.6,8.0Hz, 1H) ,8.39
(d,J=1.50Hz, 1H), 8.42(dd,J=1.5,3.6Hz, 1H)

SHHAE(T)

FIOA 42t Et=H0 HIAEN HAE

<gre>
AACH 30M 2OIA BHEES 30 L 100mg/kgS M4F 7EE 2, S|, :SDH(LII 5022 RAE 1
E)0 472 ZRSOGHALY.

Ol BE2S HLLS22A 0.50.% +BUN SEotD 12 15 SOIGHACH

SO0 Dl SO S2Ol LUXOl NEHE 2IGIUCH ME L SMS SHE SJoIAUC. IHB
SOt ZZE B, SN ZA, FMHSM XA, LA Y MAWES MAGID JlBo FS
SHOIQCH. E8 2 ¥ MBS B HOIFP0A HHSEOZ AAGHAC

<Z >

—| o

JHOIA 42+ BEER0 ARE0N HAE

g >

A0 30 2HE FEES 30 & 100mg/kg2 ME GIHEE 231 HI0I20 42 2H ZERE0N o
GCH. O] SIS ESS HERLAZ Aslolt] 12 18 S0 ot L

S012F SOl S22 LENQl MEHE ZESILD MBS, SA2 HF7E =HoI™UC. Mt1,7 € =SB
S0t BZE =, SN MStA HAAE A AMOHACH

M7 & 2B FOHIH SZE =, €8s A & ZZAME AAISHAUCEH. E£8 £HE FOHZ= Mol
28 dAlotn JI&ASe S =FGIUC. 2F, ME & BAS 2SS H0Elz EIEENHoz &
AFSHA CH

<Z>

30 2 100mg/kg SHENAM= HMS s 2FEZX AUCH. O2tA AAIU UM SHE SHEE
= 2]
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o
23g 8

M1l UOA, R 2 MIY=AIDIQ
H3e 9

MIBH0I UOIM, X= SIS=AD Ei=
25t 529

=78 10

MIB0 QUOIA, Y= SIS=AID E=
25t 52

He 11

HAZO UAOTA, B Ft2=a
H78 12

£1995-0005198

ZEAJIQ HE SEHL=Z ot FA= ==H E= dAY &

M1Z0l A0A, R 2 Delgsall €= I2gHgllel #2 STOR sts A= |EH E= 1
210 o2|stx B8,

378 13

HIZ0l AOTH, A2 HEAD = HEle S SO e = SEH ©= 209 o2ls
= 58y,

Y78 14

RIS A0A, R = HIEI = HSADIY 22 SIO2 sts A= |EH = 129 %2/s
N 589,

Y7 15

HIZ0l AOIH, R s HEI £5 HSADIY S SHO2 ste A= SEH €= 1209 %28
X 5By

H78 16

M1l AOIA, X= BISZAI = HSADIQ 242 SO g A= |EH L= 1209 o
2letx 58y,

Y78 17

HIOl AOA, Y= BISZAD = HEADIQ 202 STO2 s A= SEH L= 1200 %
SN 5By

78 18

M1 AOH, F= REME

® (£)-3-(2-0I S AI-3,5-CIHI 2 -1, 4-¥I X 7 =-6-2 ) -2-[5-(3-T/ 2] 2 ) BIE | -2 T 2 H| e

® (£)-3-(2-I S AI-5,6-CIO 2-1,4-#1 X 74 =-3-21 )-2-[5-(3-T 2| 2 ) M= | 2T 2 F| = &

® (£)-3-(2-HI S AI-3,5-CIBI 2 -1, 4- M Z 7 =-3-2 ) -2-[6-(3-I 2| 2 ) HIZ | -2 T 2 H| Lo &

® (£)-3-(2,4,5-E2IHIS AI-3,6-CIH 2B )-2-[5-(3-Tl2l 2 ) M |- T2 H| - o

®  (£)-3-(2,3,5E2IHSA-46-CIHEHL-2-[5-(3-T2Y)HE]-2-TRH A SO H=RCH2
THEE RORSH MEEE A4S SHOR e A= REH Fe 129 %2IHH 58

H78 19

RISH  QUOM, FA= SREHE (E)-3-(2-HSA-3,6-CIHZ-1,4- X7 =-5-2)-2-[5-(3-TI 2|2 H
Y]-2-D2H L A0 HE STOR ot A= KA £= 129 %2sN FHEY
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