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(57) Abstract Rl z
An Q-substituted ‘ "
phe;lu);lacetic acid dqriv]ative]
use. as an agricultura s a—
bactericide, reg;:'esemed c H C Y
by general formula (I), or (I)

a salt thereof, a process Y

for producing thef same,

an intermediate for the

production thereof, and ( CH’ ) n —-M— Q

an agricultural bactericide

containing the same as the

active ingredient, wherein R! represents halogen, alkyl, OH, alkylthio, alkylsulfinyl, alkylsulfonyl, amino or nitro;
Q represents aryl, heterocycle, mono- or disubstituted methyleneamino, (substituted amino-)methyl, alkyl, alkenyl,
alkynyl, substituted carbonyl or substituted sulfonyl; X represents hydrogen, halogen, alkyl or OH; Y represents OH,
alkylthio or amino; Z represents oxygen or sulfur, M represents oxygen, S(O)i (i being 0, 1 or 2), NR? (R being
hydrogen, alkyl or acyl) or a single bond; and n represents 0, 1 or 2.
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e 121~122C

NMR( ¢ ppm TMS/CDCI3 ): 4.11(1H,brs), 5.46(1H,s), 5.57(1H,brs),

6.58(1H,brs), 6.88(1H,dd,J=7.9,1.2), 7.03(2H,dd,}=7.9,1.2), 7.13-7.20(2H,m),
7.23-7.27(1H,m), 7.29-7.40(2H,m), 7.58(1H,dd,}=7.9,1.2).

Ehafl 2
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LNTBRYE S ) A SNV H T 20T ST 74— (n~"FH o —Fele
IFNVTHEL) THEL, BHD2-[2— (2,5 AFNT72/FY
AFNV) 72=N]—2—- FOFS—N—-AFLT7EF73IF0.85¢
(9 1% xHBEFERL LTEL

Mo :86~87T

NMR( & ppm TMS/CDCly): 2.16(3H,s), 2.35(3H.5), 2.78(3H,d,J = 4.9),

4.35(1H,d,J=3.7), 4.94(1H,d,J=11.0), 5.34(1H,d,J=11.0), 5.35(1H,d,J=3.7),
6.49(1H,brs), 6.78(1H,d,J=7.3), 6.87(1H,s), 7.06(1H,d,J=7.3), 7.32-
7.48(4H,m). |

E B 3

ERBI1I TR 2EARICLT, =i (1-7) TRINBEREHL
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38 -o—@—ocwz NHCH,
OCH,CH=CH;
39 -0 NHCH3
40 'O'O'OCH'zCH:CHZ NHCH3
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U = .
L& —(CHz)n-o—@ v | s = A
E5 Y 'H-NMR(CDCl3) § ppm
OCH2C=CH
41 -o-@ NHCHj

OCHLLECCH3
42 -o-@ NHCH;

43 ‘O-O—OCchECH NHCH3

4 4 NHCH,4
-0

45 —o-@-o—@ NHCH,

2.34(3H, s), 2.833H, d, ] =

CHa 4.9), 4.20(1H, brs), 5.36
NHCH. st s, | (1H, ), 6.41(1H, brs), 6.76-
46 -0 cl 3| ER 6 903H, m), 7.17-7.31 (3H.,
m), 7.56(1H, dd, J=7.3,
1.8).
Cl
47 'OOCHa NHCH,
CFs
48 -o-@ NHCH,
cl
CHa
49 'O'C}'OCHa NHCH,
OCH3

50 -O-Q-CH3 NHCH;
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U B
L&t —(CH»n—o-@v v | Bl E 7o id
5 ¥ 'H-NMR(CDCl5)  ppm
CH3
51 -o-<i>-ocn-n=2 NHCH,
OCHF,
52 -O-Q-CHS NHCH;
OCHg
53 -o—@m NHCH3
cl
OCHF
55 o o NHCH,
cl
56 | -0 ocHF, |NHCHs
OCHg
57 -0 CHj NHCH,4
cl
OCH,CH=CH>
58 | —o CHa NHCH,
CHq
59 -O-@-OCHZCECH NHCH;
OCH,CH=C H,
60 | -0 o NHCH,
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{}U TR
{L&%| —(CHyn-0 T RIS E 7
vl Y| R 1 NMr@epcy) 8 ppm

Cl

61 -O@'OCHZCECH NHCH;

62| —CH0-) NH,

2.81(3H, d, J=4.9),
5.02(1H, d, J=11.0),
5.26(1H, s), 5.30 (1H, d,
63 ‘CHzo@ NHCH; | 78R4 |J=11.0), 6.73(1H, brs),
6.97(2H, d, J=7.9), 7.05
(1H, t, J=7.3), 7.31-7.50

(6H, m)
CHs
64 CH,0 NHCHy | # 8, 104.6~105.7 C
CHg
65 CHQO-@ NH,
CH3j
66 CH,0 _@ NHCH,OH
CH3
617 cmo-@ N(CH3),

6 8 CH,0 _@ NHC,H;
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U
—-(CHz)n—o-C’J(
\

YN A
'H-NMR(CDCl3) § ppm

69

CH3

-CHQO-Q

NHCH,

{HIRY

2.36(3H, s), 2.75(3H, d,
J=4.8), 4.55(1H, brs), 4.97
(1H, d, J=11.0), 5.20(1H,
s), 5.21(1H, d, J=11.0),
6.73-6.84(4H, m),
7.19(1H, t, J=7.6), 7.28-
7.44(4H, m)

70

NHCH;

R

2.30(3H, s), 2.77(3H, d,
J=4.8), 4.55(1H, m), 4.97
(1H, d, J=11.0), 5.23(1H,
s), 5.24(1H, d, J=11.0),
6.83(1H, brs), 6.85(2H, d,
J=8.8), 7.13(2H, d, J=8.8),
7.29-7.48(4H, m)

71

NHCHj

{HIRYY

2.76(3H, d, J=4.8),
4.60(1H, brs), 5.11(1H, d,
J=11.0), 5.12(1H, s), 5.16
(1H, d, J=11.0), 6.61(1H,
brs), 7.09-7.18(2H, m),
7.27-7.44(6H, m)

72

NHCH;
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U _
I —(CHo)n=- . :[Q,‘.J-i F 703
1%:!:’% ( 2)n O-@V Y ,L&L;U: 1 Fa
=l W H-NMR(CDCl5) d ppm
73 -CH,0 cHs | NHCH;
2.12(3H,s),2.33(3H,s),4.40
CHs (1H, d, J=4.3), 4.93(1H, d,
J=11.0), 5.27(1H, d, J=11.0),
74 -CHzo-Q NH, [ik#)|5.34(1H, d, J=4.3), 6.06(1H,
CHa brs), 6.63(1H,brs),6.75(1H,d,
J=7.3), 6.83(1H,s), 7.03(1H,
d, J=7.9), 7.29-7.47(4H, m).
CHs
75| —CHO NHCH;3 | i & 86~87 C
CH,
CHs
76 -CH0 NHCH,OH
CH,
CH;
77| -CHO NCHj), | 45k 144~145 C
CHj3
0.99(3H, d, J=7.3), 2.17(3H,
CHg s), 2.32(3H,s), 3.13-3.27(2H,
—CH.O NHCH. |sstsporr|m),4.45(1H,d,J=4.3),4.96
78 2 2Ms [ERYI| 131 "4 1=11.6), 5.24(1H, d,
CH3 J=11.6),5.28(1H, d, J=4.3),
6.62(1H, brs).
CHa
79 -CHzO-Q-CHg NHCH;
CHj
80 —CHQO‘Q NHCH,
CH;
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U = -
L5 —(CH2>n_o-@(V v | RS
i T 'H-NMR(CDCL3) & ppm
CHj CHs
81 -CHQO—©—CH3 NHCH,
CH;
8 2 —CHQO—Q-CH:; NHCHj
CH3
CHs
8 3 —CH20 CH3z | NHCH4
CHs
cl
8 4 —cmo-@ NH,
2.80(3H, d, J=4.9),4.99(1H,
. d, J=10.4), 5.28(1H, s),
o en |542(1H, d, J=10.4), 6.62
- NHCH ;
85 CH2°@ 3R 1 brs), 7.0001H, 1,
J=7.3), 7.16(1H, d, J=7.9),
7.28-7.50(6H, m)
cl
86 —CH,0 _@ NHCH,OH
cl
87 —cmo-@ N(CHz)
ci
88 -CH20-© NHC,Hy
cl
89| -cmoCy | MHOH
90 —CHQO-Q—CI NH,
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U = -
e8| —omm-o G |y | g LA
5 T * | 'H-NMR(CDCl,) 8 ppm
91 | —oroL o | NHeH; | gm | g8~70T
92 —CH20-©-0| NHCH,OH
93 'CH20-©-CI N(CHy),
9 4 —CHQO-Q-CI NHC,Hs
Br
95 -cmo-@ NHCH,
96 —CHzo-@—Br NHCH;
97 -CHQO—Q-F NHCH,
98 —CH20-©—| NHCH,
2.80(3H, d, J=4.9),
5.00(1H, d, J=11.0),
cl 5.26(1H, s), 5.38(1H, d,
99 -CH20-©-C| NHCH3 | 713k47 |J=11.0), 6.50(1H, brs),
7.07(1H, d, J=8.5), 7.25-
7.29(1H, m), 7.31-7.50
(5H, m)
cl
100 —CHgO-@-CI NHCH;

- —87—
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U =) -
et —crn-oG, |y | LR
E5 T 'H-NMR(CDCl3) § ppm
cl
101 —CHQO-@ NHCHjZ
(o]
CH30,
102 —omo-@ NHCH3
OCH34
103 -CHQO-@ NHCH;
2.76(3H, d, J=4.8),
3.76(3H, s), 4.50(1H, brs),
04| ~omo-Tyrooms el |95, 1110,
: 5.24(1H, s), 6.83-6.88(5H,
m), 7.30-7.43(4H, m)
OC,Hs
105 -CHQO-@ NHCH,
OCH,CH=CH,
106 -cH0 NHCH3
107 ‘CHZO-O'OCHzc._—.CH NHCH,
CHF20
1038 -cwo-@ NHCH;
1009 —CHQO-Q-OCHFZ NHCHj
aYa
110 —CHgO-@ 3
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U = ~
L&t —<CH2>n-o-@{V v | s BRE T 704
E5 Y TH-NMR(CDCl) & ppm
OCHs

111 -CHzO-C>-00H3 NHCHy

CHg
112 -CH?_o@.C. NH, | #& 151~152C

CH3
113 -CHQO-@Q NHCHy | #& | 142~143T

(9]
I
(=)

NHCH,0H

—
—
L
I
O
I
N
o:
o

CH3
N(CH3), | #5& 125~1277TC

—

p—t
(93]
|

O

I

nN

O:

o

0.99-1.17(&h<< 3H),
2.19G3H, s), 3.15-3.31(& b
+C 2H), 4.48(1H, br),
CHs 5.02(1H, d, J = 11.8), 5.18
116 —chy0 NHCHs |V iiik# |(1H, d, J=11.6), 5.21(1H,
s), 6.61(1H, brs), 6.83(1H,
d,J =8.5), 7.08(1H, d, J =
8.5), 7.12(1H, s), 7.31- .

Y

7.43(4H, m).
CHj
117 _CH2O'©'Br NHCH3
Cl
118 _CH20'©-CH3 NHCH,
CH3
119 -CHzo@'CI NHCH,4
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u B
A4 —(CHg)n- : A E 72
feom —cnamokXy | v | g |, F
2 W H-NMR(CDCl5) & ppm
CH3 CH3
120 —CHzo-G—m NHCH;
Cl
121 -CHQO-Q-CHQ, NHCH,
(o]
cl
122]| =—CH0 NHCH,
CF3
Ci
123 —CH20—©-OCH3 NHCH,
Br
124 -CI-IQO-@-OCH;; NHCH,
ci
125 --C|-|20-C>-oc;|-|3 NHCHj
OCH3
126 —cmo-@-m NHCH;
cl
127 —c&w-(jé—ow3 NHCH,
ci
ci
128 ‘CHzo@'OCHFg NHCH;
ci
129 'CH20-©-OCHF2 NHCHj
CHg
130 -CHQO-QE>-QCH3 NHCH;
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u - N
g —ern-oGL |y [y BTN
5 ¥ 'H-NMR(CDCI5) 8 ppm
CH30
131 _CHZO_@CH3 NHCHj
CHs;
132 'CHzo@-OCHF2 NHCHy
CHs
133 'CH20'®'OCHF2 NHCH3
CHg
134 ‘O‘G'CHs N2
CHg

135 _g -@—CHg NHCH,OH

CH3
136 'O‘Q NHj
CHs
CHj
137 -O-Q NHCH,OH
CHg

E 151 4

2—[2—= (2,5—TVAFNT2/)FIVAFN) 72ZV]—2—-X+F
VEEBR ATV (LEWEFT139) DEK

2—[2— (2,5=VAFNT2)FIAF)N) 72Z)V]—2—k KO
FUBEBRAFNV(0.7 2g,2. 4mmol). I 7{LAF V(0.6 8¢g,4.8 mmol)
DN, N=TVXAFNVENVLT I F(6m)EHY 0 CTHEET., 205z
6 0 %IHIRAKFILF PY74(0.13g,3.3mmol)EHIZ 7, 3 0474, K,
KWMKMi%&I%»Tm&L\i\%ﬂﬁﬁmwmu%w‘ﬁmmﬁ
TV LATERL, BEZEER, RELX VIS VATL0T b



WO 95/27693 PCT/IP95/00663

7974 — (n—~"FH /BEEIFNV=0,1) THHEL. BBy 2
—[2— (2,5—=VXFNT2/)FIXFN) 7z2=0]—-2—-k FoFd
BEEE A F1(0.6 98,9 2% 2 {MIkE L TB7,

NMR (¢ ppm, TMS/CDCly): 2.21(3H,s), 2.33(3H,s), 3.40(3H,s), 3.70(3H.s),

5.10(1H,d,J=12.2), 5.14(1H.s), 5.28(1H,d,J=12.2), 6.71(1H,d,J=7.3),
6.76(1H,s), 7.04(1H,d,J=7.3), 7.33-7.40(2H,m), 7.50-7.56(2H,m).

EMB 5

2—[2— (2,6=VRAFN T /FIAFI) T2 W]—2—XbF
V-N—-XAFVEEEET I F (LEWES140) OB

2—[2— (2,5-VAFNT2)FYRAFN) 7z N]—2—A b ¥
VEEEEAF V(0.4 4g,1.4 Ommol)D X ¥ ) — (5m)EHlr ZiRT T
BL, ZOFIC40%RAFVT IV A ) —ViEH0.3 3g,4. 2mmol) %
A7, 2 2Bk, MERMEL, REX VAV ATLIUR TS
T74— (n—~"FHy /EETF V=2 /1) THEL. EHPD 2 —[2
— (2,5=VRXAFNT2/)FIVAFN) 722V]—2—AbFI—N-—
XFVEEERT I F(0.36g,8 2% HEERL LTHE.,

Ao :86—-88T

NMR (¢ ppm, TMS/CDCl,): 2.19(3H,s), 2.32(3H,s), 2.83(3H.d,J=4.9),

3.36(3H,s), 5.04(1H,s), 5.07(1H,d,)=11.6), 5.47(1H,d,J=11.6),
6.70(1H,d,J=7.3), 6.79(1H,brs), 6.79(1H,s), 7A.03(1H,d,J=7.9), 7.33-
7.43(3H,m), 7.49-7.54(1H,m).

£kl 6

2-[2— (2,5=—"URAXAFNT2/)FIAFN) 722NV]—2—-X b F
V=N—-XFVEEEEF AT IF (LEWEF170) OAMK

2-[2= (2,5—UAFNT /) FIRXFN) 72=20V]—2—-X b X
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Y—N—XAF)VEEEET I F(0.1 2g,0.3 8mmol), O — »E¥F(0.1 4
g,0.3 5mmoh® VT > (5m)E# % 8 0 CT 2 BMMAER L, EiR
CEEE, RIBEREFOT I IS VAS L UL 574 — (n

—AFH¥ Y EEBIFV=4,1) THEHEL, B2 —[2— (2,5~

SRAFNT L) FYAFN) T22h]—2— A h&EY—N—AFVEEBRF
73 F(0.13g,100%%imkinE LT,

NMR (6 ppm, TMS/CDCl3): 2.20(3H,s), 2.32(3H,s), 3.23(3H.d,J=4.8),

3.35(3H,s), 5.12(1H,d,J=11.6), 5.40(1H,s), 5.58(1H,d,J=11.6),
6.70(1H,d,J=7.3), 6.81(1H,s), 7.03(1H,d,J=7.3), 7.28-7.38(3H,m), 7.48-
7.52(1H, m), 8.78(1H,brs).

L6l 7

2=TEbFT—2—-[2— (2,56-VAFLT2/FYAFN) 7z
ZN]—2-N—AFVEBRT7 I F (LAWES144) OBEK

2—-[2— (2,5=VAFNVT2 /)X AFN) 7z=N]—2— KO
¥V —N—AFVEEERT I F(0.5 7g,1. 9mmol), MAFEER(0.4 3g.4.
2mmo)D ¥ ¥ L (3m)EHAZIRT SHREEH L, REZER, RE
VANV TL2URITT T4~ (n—~"FH L HEBEIFV=1
/1) THREL, BHO2-TE M2 —-2—[2- (2,5-YRAFN7
2 )FVAFN) 72 NV]-N—XAFVEEET 2 F(0.53g,82%)%H
iR L LTB%,

i 114-115TC

NMR (¢ ppm,TMS/CDCly): 2.18(3H,s), 2.19(3H.s), 2.34(3H,s),

2.76(3H,d,J=4.9), 5.02(1H,d,J=11.6), 5.45(1H,d,J=11.6), 6.19(1H,brs),
~ 6.35(1H,s), 6.75(1H,d,J=7.3), 6.85(1H,s), 7.05(1H,d,J=7.3), 7.36-7.58(4H,m).
EHsl 8
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2—700-2—[2— (2,5=VRXAFNT72/FIAFN) 72V
BEER ATV (ILEWES149) OERK

22— (2,5=YAFNT2/F I AFN) 72=)V]—2—k KO
FOBEBEAFL(0.50g,1.6mmo)D 1,2 -2 7001 (2 0m)isil
BERTTHIEL, TOFRIENLFA=1(0.6 1¢,5. Immo)ZIMZ ., —
REMPLER L7z, MEBER, REZ VAT VATLUR NS ST
4— (n—~F¥> /BEBIFV=97/3) THEL. B2 — 7~
ODO0—[2— (2,5 —VAFNT 2/ FIAFN)T7 2=V EEEEX F V(0.
35g,6 6% xR E L TR,

NMR (¢ ppm, TMS/CDCl5): 2.20(3H,s), 2.35(3H,s), 3.76(3H,s), 5.14(2H.s),

5.84(1H,s), 6.73(1H,d,J=7.3), 6.77(1H,s), 7.05(1H,d,J=7.3), 7.38-7.48(3H,m),
7.66(1H,d,J=7.3).

E B 9

2-[2— (2,5 =TUAFNT72)FTVAFN) J2V]—2—=}1
BEBR X T (LEWEFT439) OEMR

2—700—-2-[2— (2,5—=-TJAFN72/FYXF)I) 7x2)V]
BEBRX F1(0.3 5g,1. 1 mmol), FEEEEF M) 7 4(0.1 3g,1.9mmol).
7aa vy /=n(0.145g,1. 1mmol)®N,N—T A F)IVKRIVALT I
F(1 Om)yEB 2 ERBT 6 FMHEELZ, KENA, T—FTVTHEL,
K, BSFIEIEKDIEIC eV, BKERERF M) S A TR L, BETEE
%, BEEX VISV AT LU0 TT T4 — (n—~FH > /HEA
FLry=1/1) THREL. HYPDO2-[2— (2,5-VAFL Tz
FUAFIV) J2ZN]—2—= b OFEEEA F V(0.0 8g,2 2 %)% iRy
ELT#HR7,

NMR (¢ ppm,TMS/CDCl,): 2.09(3H,s), 2.34(3H,s), 3.85(3H,s),
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5.05(1H,d,J=11.0), 5.10(1H,d,J=11.0), 6.68(1H,s), 6.74(1H,d,J=7.3),
6.75(1H,s), 7.03(1H,d,J=7.3), 7.48-7.53(2H,m), 7.61-7.66(1H,m).

£kl 0

2—[2= (2,5—VAFNT2/)FIAFN) 7J2ZN]—2—AF)
FAEBRATFV (LEWEFT162) OEK

2—700—-2—[2— (2,5 AFN T /FILAFN) 722
BEEEAF V(0.2 1g,0.6 6mmol), T F) Y AFF A PFT F0.06g,
0.8 6mmo)ON,N—T AFIVHRILVALT I F(3m)BHEZRT 2 4 H/H
ERLZ, KeMa, T—7VTHE L., K, BHEEROIBICHE:, £
IKBEERF DU T A TRIR L, BREAEERR BREX VISV AT LY
e bZ574— (n—~FH> BEBIFL=9/1) THEL. B8
WD2—-[2— (2,5-TVAFNT72/)FIAF)N) 722 V]—2—FF
AFVEEEEAF V(0.1 3g,6 0%) %k E LTHE,

NMR (¢ ppm,TMS/CDCl3): 2.10(3H,s), 2.20(3H,s), 2.34(3H,s), 3.71(3H.s),

4.95(1H,s), 5.13(2H,s), 6.72(1H,d,J=7.3), 6.77(1H,s), 7.04(1H,d,J=7.3), 7.30-
7.40(2H,m), 7.46(1H,dd,J=7.3,1.8), 7.68(1H,dd,J=7.3,1.8).

sl 11

2—[2— (2,5=VAFNT2/)FIAFN) T2 V]—2—-XFN
ANT 4 ZVEEBRX TV ((bEWEFEF3 5 8)BLU2-[2— (2,5—-¥
AFNVT 2 /)X AFNV)T22NV]— 2 — AFIVANFZIVEEEE A F IV (b
EWMES359) DAK |

2—[2— (2,5=VAFNVT2/)F L AFIN) 722V]—2—AFN
FAEEEEAF V(0.1 3g,0.3 9mmol)DIEIL A F L > (5mhiEH % 0 CT
HEHEL, TOFIZ8 0% Ay — /70 BLREERK0.1 2¢,0.5 6 mmol) %
Mz 7z 0TT2HEMMEHME, DL FAHET M) Y 20KER. 1IN
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—KBRIL T+ B U 7 LK TRVEARGEE T ) 7 LA CER L, BiE
BEH, BEXVI)IFNITLIUOT NS T T4 — (n—~FH B
BRI FN=3/120wT1 /1) THEL. B¥Pn2-12—- (2,5
—VAFNT 2 ) FIAFN) T22WV]—2 —AFNLVANKZI)IVEEEE X F
W(0.08g,56% efEdE LT, 2—[2— (2,5-YXFVT7x/)%
YAFIN) TxZN]— 2= AFNVANT 4 Z)VEEEEX F V(0.0 3g,2 2
%)% R & LTIz,

ftemES3I59 ;AMN122-124TC

NMR (¢ ppm,TMS/CDCl5): 2.17(3H,s), 2.34(3H,s), 3.03(3H,s), 3.81(3H,s),

5.02(1H,d,J=11.6), 5.39(1H,d,J=11.6), 5.67(1H,s), 6.72(1H,d,J=7.3),
| 6.79(1H,s), 7.03(1H,d,J=7.3), 7.40-7.55(3H,m), 7.81-7.85(1H,m).

{LEWES 3 5 8;NMR (6 ppm,TMS/CDCl,): 2.17(3H,s), 2.34 £ 2.36(&

H¥T3H), 2.44L2.63(5 ¥ T3H), 3.78£3.81(A b+ T3H), 4.98-5.22(&
H¥T3H), 6.71-7.81(& £ TTH).

EHEBI1 2

2=[2—= (2,5-YRXAFNTx/FYRAF)N) 7xZM]7FO= Y
WVOEHE

22— (2,56=VAFNT2/)FVAFN) J2ZV]T b= Y
V(2.00g,8.0mmoDDON,N—=J XAFILFNVLT I F(2 0m)iEH%E 0
CTTHEEEL, £2OFIT6 0 BIMRAFEILF P 7 24(0.3 8g,9.5mmol)%
Mz, 22VWTI 7T FN(1.37g,8.8mmo)% 5B TIHT L. 1
BRI, K MRAEERR T F L THE L. koD T AEEKDIEIZ B,
HEKRERF b T LATEBRL, B2 EE%. BREFVIVASVAT L
U b7 74— (n—"FH Y/ BEBEIFLV=19/1) THERL,
BEYID2~[2— (2,5-YAFN T2/ FVAFN) 7220V]7F0
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ZhYM(1.91g,86 % EMIRME L THRL,

NMR (8 ppm, TMS/CDCly): 1.10(3H,t.J=7.3), 1.97(2H 5E#£,J=7.3),

2.16(3H,s), 2.34(3H,s), 4.05(1H,1,J=7.3), 4.96(1H,d,J=11.0),
5.05(1H,d,J=11.0), 6.73(1H,d,J=7.3), 6.76(1H,s), 7.04(1H,d,J=7.3), 7.31-
7.44(3H,m), 7.55(1H,d,J=7.9).
EREBI1 3
2=[2— (2,56 —VAFNT2/)FIAFN) 72=2VTFNVTIF
(tewES159) DERK
2—[2—= (2,5=UAFNT72/)FYAFN) 7xZN])7Faz b))
N (1.00g,3.6mmol), 96 %KER{LF P 7 AL(0.44g,10.6mmol)
DAF )=l OmBEH % 4 4 BEMBER L7, BHEEEER, K%
Mz, BEEET ST L. SMEEK THRVEKEEERF b YU v A TR
Lizo BT BRYE, REZ VATV IITL 705774~ (n—
~FY L BB FV=3/1) THHEL, B8O 2-[2—- (2,5~
SRAFNT ) FUAFN) F2ZNTFLT IR0.28g,26%%H
BRERL LTHR
e 100—-101C
NMR (& ppm, TMS/CDCly): 0.89(3H,1,J=7.3), 1.78-1.89(1H,m), 2.15(3H.s),
2.15-2.28(1H,m), 2.36(3H,s), 3.73(1H,t,J=7.3), 4.84(1H,d,J=11.0),
5.20(1H,brs), 5.26(1H,d,J=11.0), 5.86(1H,brs), 6.77(1H,d,J=7.3),
7.30(1H,d,J=7.3), 7.38-7.43(2H,m), 7.49(1H,d,J=7.3). |
Ehahl 1 4
2—[2— (2,5=YAFNT 2/ FIAFN) 7J2=V]-N—-2AF)
TFLTIF (LAHWEST146)BLUNN-VAFV—-2-[2-(2,

5—VAFNT /) FYRAFN) 72V TFNVT IR (LEHES 16
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2—[2—(2,5—YAFNTz)FIAFN) 72V TFNVTIF
(0.19g,0.6mmo)Z N, N=UAFIVANLLT I F5m)ZED»L, 0C
THE L2, £0OFI, 6 0 %HRAKFE/LF Y7 4(0.0 5g,1. 3 mmol)
MR 7. 53%IVAEAFN(0.1 8g,1.3mmo)ZMZ, FDHRERT
T2REEE L, 0CTTK, KDIEIZIZ ., BEEET 7V CTHIE L7,
B K, SRMEEKDONEIZHEVEKGEERF b)Y A TEHE L, B
Bith, RiEXVVATSNVATLZUR N7 4~ (n—~"FH Y /B
BRIFN=4/1D200nT3 /1) THEL, BHPYON,N- I XF N —
2-[2— (2,5=YAFNT2/FYAFN) 72V TFILT I RO
06g,29%)&2—[2— (2,5—YAXAFNT2/)FIXF)N) 72V
—“N=XFNVTFNVTIFO0.11g,55%2FNFhBEatELe LTH
2o

ItEWES163 ;MR :62-62.5C

NMR (¢ ppm, TMS/CDCl3): 0.94(3H,,J=7.3), 1.62-1.77(1H,m), 2.09-

2.26(1H,m), 2.14(3H,s), 2.36(3H,s), 2.85(3H,s), 2.95(3H.s),
3.93(1H,dd,J=9.1,4.9), 4.96(1H,d,}=11.0), 5.15(1H,d,J=11.0),
6.73(1H,d,J=7.3), 6.80(1H,s), 7.05(1H,d,J=7.9), 7.23-7.46(4H,m).

ItewES146 ,@a:108-110C

NMR (& ppm, TMS/CDCI5): 0.86(3H,t,J=7.3), 1.77-1.88(1H,m), 2.16(3H.s),
2.16-2.29(1H,m), 2.35(3H,s), 2.67(3H,d,J=4.9), 3.63(1H,1,J=7.3),
4.84(1H,d,J=11.0), 5.24(1H,d,J=11.0), 5.80(1H,brs), 6.76(1H,d,J=7.3),
6.84(1H,s), 7.06(1H,d,J=7.3), 7.27(1H,t,J=7.3), 7.38(2H,1,]=7.3),
7.49(1H,d,J=7.3).

EHBI1 5
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2—[2— (2,56=VRXFNT2/)FVAFN)7 2= V]EEEE A F IV (1L
EWMES145) OB

2=[2— (2,6=VRAFNT2/)F L AFN) ZxoN)7Fa= b))
V(0.6 7g,2. 4mmol). 9 6 %/KEEILF M) L4(0.7 3¢g,1 7.5mmol)
DIY /= (8m)EH« 4 IEFRIMBER L 7o, BELYERE, K2l
Z. I N—3EEETpH 312 L TEEEET F LV CHILE L 720 IR % EXFEE
FTRUYLATERE, BEEAEELL, MEWENN-UAFLVKRILAT
IFGOm)ICESL, BRTTHELL, £20HI, I3 VEAFV(0.50
g,3. 5Smmol), KEEA ) 7 L(0.50g,3.6mmol)DIEIZHNR 7z, 1R
KREMZ ., BERRTF OV CHIE L7, B 2K, SAAEROIEIZ BV E
KEREET MUY ATER L, BEYEE%. RERVIITSNVIT LY
OvF7774— (n—~FH> /B FL=9 /1) THEL. BH
MD2—[2—(2,56—TVRAFNT2)FIAFN)T7 2 VIEEEEA TV
(0.6 2g,8 3%)xBEHERL LTHEL,

ME:162-65T

NMR (¢ ppm, TMS/CDCl3): 0.91(3H,t,J=7.3), 1.78-1.89(1H,m), 2.07-

2.21(1H,m), 2.18(3H,s), 2.34(3H,s), 3.64(3H,s), 3.84(1H,t,J=7.3),
5.02(1H,d,J=11.0), 5.19(1H,d,J=11.0), 6.71(1H,d,J=7.3), 6.78(1H,s),
7.04(1H,d,J=7.3), 7.27-7.44(2H,m), 7.44-7.47(2H,m).

EHBl 1 6

a—APFTY-N—-—XFNV—(2,3,5— M) RXAFNTz/)FILXF))7
TZNVTERNTIF (ILEWEFTL465) OBK

2=700XFN—g—RA+F Y —N-—RXAFNVT72=ZVTEIFTIF
(0.25g,1.1mmol)& 2,3,5—FJAFVT72/—)(0.18¢g,1.3
nmmwNN¥§X§w*WA7sM&m@ﬁ%otfﬁ#L\%®¢
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26 0%DMIRAFEILFT M) 7 4(0.08¢g,2. 0ommo) %Mz 72 0CTT7
047, DOWVWTEERTT1RHERE. K KON, BBRZFV
T L. SfIEBK Citidik, MKBERT M) 7o CEBL L, HiET
BEL, BRERXVIIISVATLIUOTRNT T T4 — (n—~FH > B
BIFN=7/3) THEL, BEWO«— A 53— N—2F1L—(2,
3,5—MIAFLT 2/ FYAFV) 720 TEFTIR0.17g,50
%) &R & L TR,

NMR (8 ppm, TMS/CDCly): 2.11(3H,5), 2.23(3H.s), 2.29(3H.,5),
2.81(3H,d,J=4.9), 3.35(3H,s), 5.03(1H,s), 5.03(1H,d,J=11.6),
5.44(1H,d,J=11.6), 6.64(1H,s), 6.68(1H,s), 6.80(1H,brs), 7.32-7.43(3H,m),
7.50-7.53(1H,m).

ErBl1 7

(3—7800—=5—=F)T7NFOARXFN—-2-EYINFFIRAFIN)-
a=—APFYV-N—AFL—T2ZVTEITIF (LEWES427)
DER .

2 FOFIRFN—g—RAPFT—N-—AFNT72=VTEIT3I
F(1.00g,4.8mmo)®N,N—TY AF I ENVLT I F(5m)BE#HE 0TCTT
HHL, 20OFIT6 0 %OMWKKENLF F YT 4(0.1 9¢g,4. 8mmol)Z N
2l 0CT3 0FMBHEE, 2,3-Y70u0—-5-b) 7N FOXFN
YT r(1.24g,5. Tmmo) %Mz, 0CT2EREHE#ERZ, X, 7KAUDJ|]E&C
MR 7ze T—T IV THIE L, SEMIEEKTHIER., EXGE~ 72V T 4
TER L, BRZPEEL, BELZ VIS NATLIOINT T T4 —

(h—~FH > BRI FV=1/1) THEL. BEYDO(3 -roo-
S5—M)INFEAFN-2-EYINTFFIAFN)—a—X bFT—N
—AFN=TxZVTEFTIN(1.40g,75%%HRWE LTHL,

—100—
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fie:133~135C

NMR (& ppm, TMS/CDCly): 2.83(3H.d.J=4.9), 3.38(3H.5), 5.19(1H.5),
5.60(1H,d,J=12.2), 5.92(1H,d,J=12.2), 6.80(1H,brs), 7.28-7.40(3H,m), 7.55-
7.538(1H,m), 7.84(1H,s), 8.32(1H,s).

Erfl1 8

PEDERHI4~1 7 ERBIILT, — X (1) TRINLHTEL DL
EME AR LT, BONTILEMB LU FORERNYE T — ¥ 2 LT IR
To B, U, VBIUOWRQTREINE A (XX) TRENSHEI
BUILBBRELERT S, T/, RPICEERFI4~1 7 THEONLE
WMELUZOWET -5 LHET %,

- —101—
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feeh R} Z, Y |M U VoW
&

1 39| H|OCH;y 0|OCH3 | O 2-CH5 | 5-CHy | H
140|H OCH3 o) NHCH3 0 2-CH3 5-CH3 H
141|H|OCH,0CH; | 0|OCH; |0 2-CH4 | 5-CH; | H
14 2|H|OCH,0CH; | O|NHCH;| 0| 1|2-CHy|5-CH; |H
1 4 3| H|OCOCH; 0|OCH; | o 2-CH3 | 5-CHy | H
144|H OCOCH3 0) NHCH3 0) 2-CH3 S-CH3 H
14 5| H|CyHg O|OCH; | 0O 2-CHz | 5-CH3 | H
1 46| H|CH; 0| NHCH3| o 2-CH;3 | 5-CH;3 | H
147|H|NH, O|OCH; | O 2-CH3 | 5-CH3 | H
148|H|NH, O | NHCH;3| O 2-CH4 | 5-CH3 | H
149|H|C 0|OCH; | | 1|2-CHy|5CH; |y
150|H|C O|NHCH;| 0| 1 |2-CHy |5-CH; |H
15 1| H|OCyH; 0|OCH; | O 2-CH5 | 5-CH3 |H
152| H|OC4Hg 0|OCH; | o 2-CH5 | 5-CH3 | H
1 53| H|OCHy,CH=CH,| 0|OCH; | O 2-CH3 | 5-CH; | H
154| H|CF; 0jOCH; |0 2-CH3 | 5-CH; | H
1 55| H|OCyHs o0 | NHCH;3| o 2-CH5 | 5-CH3 | H
156|H|OC4Hg 0| NHCH3| 0 2-CHy | 5-CHy |H

—102—
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e | X Rl Z Y M| n U vV (W
159 H C2H5 0 NH2 Ol 1 2-CH3 5-CH3 H
16 0] H|SCHy O|NHCH3 | 0| 1 |2-CHy |5-CHy |H
16 1| H OCH3 0 NH2 Ol 1 2-CH3 5—CH3 H
16 2| H|SCHy O|OCH; | 0| 1|2-CHy |5-CH; |H
16 3] H|CyHs O|N(CH3)y| 0| 1|2-CHy |5-CHy |H
16 5| H|OCH;y O|N(CH3),| 0| 1|2-CHy |5-CH; |H
16 6| H|OCyHs N(CH3),| 0| 1|2-CHy |5-CH; |H
167|H|CHg O | OH O| 1|2-CHy |5-CHy |H
16 9| H|OCH,y $|OCHy; | 0| 1|2-CHy |5-CH; |H
17 0| H|OCHy S |NHCH; | 0| 1|2-CH; |5-CH; |H
171 H|OCOCHy | 0| NHCH3 | 0| 0 |H H H
173 H OCOCH3 0 NHCH3 0! 0 2-CH3 H H
17 4| H|OCH; 0 | OCH4 0| 1]4-Q H H
175|H|CHs O | OH O| 0|4O0CH;3 | H H
17 6| H|OCHy 0| SCHy O| 1|2CH; |5CH; |H
17 7| H|CyHs O | NH, O| 0|4O0CH; | H H
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{%{5%% X Rl Z Y M| n U vV oW
178! H OCOCH3 O | NHCH;y | 0| 0| 3-CHg 4-CHy | H
179 H OCH3 0 N(CH3)2 Ol 1 2-CH3 H H
180|H|CHg O | OCHg O| 0|4OCH;3 | H H
18 1| H|OCOCH;| 0| OCHy O|0|H H H
182|H|OCH; | o|OCH; O|0|H H H
183 H|OCHg | 0[OCHy | 0| 0|H H H
184 H|OCHy | O|NHCH; | 0| 0|H H H
185 H|OCH; | 0|OCHs | 0| 1|2CHy |4C |H
18 6| H|OCHg O|NHCH;y | 0| 1|2-CH3 |4.C1 |H
188 H|OCHg | O|NHCH3 | O| 0|H H H
189|H|OCH; | o|NHCH; | 0| 1]|4-Cl H H
193|H|OCHy | 0|OCH; | 0| 1]|2C H H
194|{H|OCH; | 0|OCH; | 0| 1|2CHy |H H
195|H|OCH; | 0|OCHy | 0| 1|H H H
196 H|OCHy | O|NHCH; | 0| 1|2-Cl H H
197|H|OCH; | O|NHCH; | 0| 1|2-CHy |H H
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T%—"%% X| RrR! |2 Y M| n U vV | W
198 H|OCHy | O|NHCH; | O | 1 |H H H
205/H|OCHy | 0|OCH3 | 0| 1 |3-Cl 5-Cl H
206 H|OCH; | 0|OCHy; | O} 1 |2C 4-Cl H
207|H OCH3 0) OCH3 Ol 1 3-CF3 H H
208|H|OCH3 | 0| OCHg O|1|40CH; |y H
209|H|OCH; | 0| OCH;q O|1|4CHy |H H
210/ H|OCH; | 0|OCH; | 0| 1|3CHy |H H
211|H|OCH3 | O NHCH3 | 0 | 1 |4-CHg H H
212|H|OCH; | OfNHCHy | O | 1 |3-CHy H H
213|H|OCH3 | O|NHCHy | 0| 1 |3-Cl 5-Cl H
214|H|{OCHy | o|NHCH3 | 0| 1 |3-CF4 H H
215|H OCH3 0) NHCH3 Ol 1 4-OCH3 H H
216! H OCH3 (o) OCH3 Ol 1 2-CH3 3-CH3 H
217|H|OCH; | 0| NHCH3 | 0 | 1 |2-CHg 3-CH3 | H

—105—



WO 95/27693 PCT/JP95/00663

{%%%% X| Rl |Z Y M|{n| U \Y W
2181 H OCH3 0 OCH3 Ol 1 2-CH3 4-CH3 H
219|H|OCH; | 0| NHCH;y | 0| 1 2-CH3 | 4-CH3 | H
2 20| H|OCH; | 0| OCHy 0| 1]3-CHy |4-CH; | H
221{H|OCH; | O|NHCH; | 0| 1|3-CHy |4-CH; |H
2 22| H|OCHy | o|OCH; 0| 1|3-CHy | 5-CH3 |y
223|H|OCHy | O|NHCH; | 0| 1|3-CH; |5-CHy | H
224|H|OCH; | 0| OCH; 0| 1|2-CHy | 3-CH3 |4-CH4
225|H|OCHy | 0| NHCH; | 0| 1 |2-CHy | 3-CHy | 4-CH,4
226|H|OCH; | 0| OCH; O| 1|2-CHy | 4-CHy | 5-CHy
227|H|OCHy | O|NHCH; | 0| 1 |2-CHy | 4-CH; | 5-CH4
228|H|OCH; | o|OCH, 0| 1|3-CHy | 4-CHy | 5-CH,y
229|H|OCH; | O|NHCH; | 0| 1|3-CHy | 4-CHy |5-CH,
230|H|OCH3 | 0| OCHy O|1|3C |H H
231|H|OCH3 | o|NHCHy | 0| 1(3-c1 |H H
232|H|OCH; | 0| OCHg O|1/2Br |H H
233|H|OCH; | O|NHCH; | O| 1|2-Br |H H
234|H|OCHy | 0| OCH; O|1|4Br |H H
235|H|{OCHy | O|NHCH; | 0| 1|4Br |H H
236|H|OCH3 | 0| OCHg O| 1]|4F H H
237|H|OCH; | o|NHCH; | 0| 1| 4-F H H
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ta

e | X Rl |z Y |[M|n U V |W
238 H|OCHy | 0|OCHy | O 1|41 H |H
239|H|OCH;y | 0| NHCH3 | 0| 1|41 H |H
240|H|OCHy | 0|OCHy | Of 1]3<Cl 4Cl |H
24 1| H|OCHy | O|NHCH3 | 0| 1 |3-Cl 4Cl |H
242|H|OCHy | 0|OCHy | 0| 1|2-CI 5-Cl |H
243|H|OCH3 | 0| NHCH;3 | 0| 1|2CI 5Cl |H
244|H|OCHy | 0|OCH3 | 0| 1|2-OCH,4 H H
245|H|OCHy | 0| NHCH; | 0| 1 {2-OCH4 H H
246 H|OCHy | 0|OCH; | O| 1|3-OCH, H H
247 H OCH3 0 NHCH3 Ol 1 3-OCH3 H H
2 48| H|OCH; | 0| OCH, Ol 1|3-0CyH; H H
24 9| H|OCH; | 0| NHCH3 | 0| 1 |3-OC,Hs H |H
250|H|OCH; | 0|OCH; | 0| 1|3-OCH,CH=CH, |H |H
251|H|OCH; | 0| NHCH3 | 0| 1 |3-OCHCH=CH, |H |H
252|H|OCH; 1 0|OCHy | 0| 1[40CH,C=CH |H |H
253|H|OCH3 | 0| NHCH3 | 0| 1|40CH,C=CH |H |H
254|H|OCHy | 0| OCH;g 0| 1 | 2-OCHF, H H
255|H|OCH; | 0| NHCH3 | 0| 1 | 2-OCHF, H |H
256|H OCH3 0O OCH3 Ol 1 4-OCHF2 H HI
257|H|OCH; | 0| NHCH; | 0| 1 | 4-OCHF, H |H
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te

e | X R! | Z Y |M|n U \% W
258 H|OCH;y | 0|OCHy | O| 1|3-0Pph |H H
259|H|OCHy | 0| NHCH; | 0| 1|3.0Ph |H H
260|H OCH3 0) OCH3 O| 1|3-OCHy | 4-OCHy | H
261|H|OCHy | 0| NHCH; | 0| 1 [3-OCH; |4-OCH4 | H
262|H|OCHy | 0| NHCH3 | 0| 1|2-Cl 4-Cl H
263 H|OCH; | 0|OCH; | 0| 1|2CHy |4C1 |H
264 H|OCH; | 0|OCHy | 0| 1|2CHy |4-Br H
265 H|OCH; | 0| NHCH3 | 0| 1|2-CH; |4.Br H
266|H|OCH3 | 0| OCH, O 1(2Ci 4-CHy |H
267 H|OCH3 | O|NHCH; | 0| 1 |2-Cl 4-CHy |H
268 H|OCH; | 0|OCHy | 0| 1|3CH; |4.q H
269 H|OCH; | O|NHCH3 | 0| 1|3-CHy |4l H
270| H OCH3 0) OCH3 O 1 2-CH3. 3-CH3 4-Cl
271|H|OCH3 | 0| NHCH3 | 0| 1 |2-CH; 3-CHy | 4-Cl
272|H|OCH3 | O|NHCH; | O] 1 |3-ClI 4-CHy | 5.Cl
273|H|OCH; | O|NHCH3 | 0| 1|2c1 |5CF3 |H
274|H|OCH; | 0| NHCH3 | 0| 1| 2-CI 4-0OCH; | H
275 H|OCH; | O|NHCHy | O| 1 |2.Br | 4OCH;|H
276|H|OCH; | O/ NHCH3 | 0| 1 |3-Cl 4-OCH; | H
277|H|OCHy | 0| NHCH; | 0| 1 |3-OCH;3 |4 H

—108—



WO 95/27693 PCT/IP95/00663

fLe® x| gt 1z| v |[M/n| U \Y W
&5

278 H|OCHy | 0| NHCH3 | O] 1]3-CI 4-OCH;z | 5-Cl
279|H|OCH3 | O NHCH; | 0| 1 |2-Cl 4-OCHF, | H
280|H|OCHy | 0| NHCH3 | 0| 13-Cl 4-OCHF, | H
281 H|OCHy| O|NHCH3 | 0| 1 2-CH5 |4-OCH; | H
282|H OCH3 o) NHCH3 Ol 1 2-OCH3 4-CH3 H
283|H|OCHy | 0| NHCH; | 0| 1|2-CHy |4-OCHF, | H
285|H|OCHy | 0|OCHy | O] 0]4-Cl H H
286|H|OCH; | 0| NHCH3 | 0| 0| 4-Ci H H
288|H|OCH;  0|OCH; | 0O} 0 4CHy |H H
289|H OCH3 0 NHCH3 0Ol 0 4-CH3 H H
29 1| H|OCH; | 0| OCHy O 0|3-CHy |4-CHy H
292 H OCH3 0 NHCH3 O 0 3-CH3 4-CH3 H
293|H|OCH; | O NHCH; | 0] 0 2-CHy |H H
204|H|OCH; | 0|OCH; | 0| 0[3-CHy |H H
295{H|OCH; | O NHCH; | O} 0 3-CH3 H H
296 H OCH3 o) OCH3 0Ol 0 3-CH3 5-CH3 H
297|H|OCH; | 0| NHCH3 | 0| 0 |3-CHy |5-CHj H
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feat rR! | Z Y [M|n U \Y% w
5

298|H|OCHy | O|NHCH; | 0| 0 |3-CH;y |4-CHy | 5-CHjy
299|H|OCH3 | 0| NHCHy | 0] ¢ 4-CoHs | H H
300|H|OCH3| 0| OCHy 0| 0| 3-CF; H H
301|H|OCH; | O|NHCH; | 0| 0 | 3-CF; H H
302 H|OCH3| 0|OCH; | 0] 0|3-l H H
303|H|OCH3 | 0| NHCH;3 | O] 0| 3-Cl H H
304H|OCH3 | 0|OCH3 | O| 0|3-Br H H
305|H|OCH3 | 0| NHCH3 | 0| 0 | 3-Br H H
306|H|OCH3| 0|OCH; | 0| 0|4-Br H H
307|H|OCH3| O|NHCH;y | O| 0|4-Br H H
308|H|OCHy| 0|OCHy | 0| 0] 4-F H H
309|H|OCH; | O|NHCH3 | O| 0 | 4-F H H
310|H|OCH; | 0| NHCH3 | 0] 0| 4-1 H H
311|H|OCH3 | 0| NHCH3 | 0| 0| 3-Cl 4Cl |H
312|{H|OCH3 | O|NHCH; | 0| 0]|2-Cl H H
313|{H|OCH3 | O|NHCH; | 0| 0 3-OCH; | H H
314|H OCH3 0 NHCH3 ol o 3-OC3H7 H H
315|H|OCH; | 0|OCHy | 0] 0|4O0CH; | H H
316|H|OCH; | 0| NHCH; | 0| 0|4-OCH; |H H
317|H|OCH;y| 0| NHCH; | 0| o | 4-OCyHs5 | H H
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ze | X R |Z] Y [M|n U vV W
318 H OCH3 O | NHCH3| 0| 0 | 3-OCH, 4-OCH; | H
31 9| H|OCH; 0| NHCH;| 0| ¢ | 3-OCHF, H H
32 0| H|OCH;| 0| NHCHz| 0| 0 | 4-OCHF, H H
321/H OCH3 o) NHCH3 ol 0 3-OCH2CH=CH2 H 1 H
3 22| H|OCH;| 0| NHCH;| o| ¢ | 4-OCH,CH=CH, | y H
323 H|OCH; 0| NHCH3} O] 0|3-OCHy)C=CH |H H
324 |H|OCH3| 0| NHCH3| 0| 0 |3-OCH,C=CCH; | H H
325|H|OCH;) 0| NHCH3| O| 0| 4-OCH)C=CH | H H
326|H|OCH;| 0| NHCH3| O| 0| 3-OPh H H
327|H|OCH; 0| NHCH;| 0| 0| 4-OPh H H
328|H|OCH;l 0|OCH; | 0| 0 |3-CH;q 4-Cl H
32 9| H|OCH3| 0| NHCH3| 0| 0| 3-CH;q 4-Cl H
330|H|OCH;} 0| NHCH3| 0| 0 |3-Cl 4-CHy; |H
33 1|H|OCH3| 0| NHCH3| 0| 0| 2-CI 5CF3 | H
332|H OCH3 o) NHCH3 Ol 0 3-CH3 4-OCH3 H
333|H OCH3 o) NHCH3 0| 0| 3-OCH4 4-CH, H
334|H|OCH;| 0| NHCH;3| 0} o | 3-CH; 4-OCHF,| H4
335 H OCH3 O NHCH3 ol 0 El-OCHF2 4-CH3 H
336|H|OCH;| 0| NHCH3| 0| 0 | 3-OCH; 4-Cl H
337|H OCH3 0 NHCH3 o! 01l3-C1 4-OCH3 H
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fbet
%;% X R! Y | M U \% W
338 OCH, NHCH, 3-OCHF, 4-Cl H
3309 OCH4 NHCH, 3-Cl 4-OCHF, H
5-
H OCH NHCH - 4-CH
340 3 31 O 2-Cl 3 OCH5
3-CH,CH
H OCH NHCH:| o 2 4-CH
341 3 3 ~CH, 3 H
342 H OCHj4 NHCH; | 0 3-CHy 4-0CH,C H
=CH
3-CH,CH
H OCH NHCH.| o 2 )
343 3 3 o, | O
4-OCH,C
344| H OCHj NHCH3| o 3-Cl CH7- H
34 5| 4Cl OCHg NHCHy| O 2-CH, 5-CHg
4
5.
| ocH
5-
35 0|ocH, OCH; NHCH;3| 0 2CHy | 5CHy | H
. OCH,C
351 H Cfl NHCH; | 0 2-CHg 5-CHj H
3509 ~ OCHF, NHCH3| 0 2-CHy | 5-CHy
353 OCOSCH, NHCH;| 0 2CH; | 5-CHg
0S0Ph- NHCH 2CH, | 5C
H - -CH
355 4-CH, 31 0 3 3 H
356 OCONHCH; NHCH;3| 0 2CH; | 5-CHs
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“5/5\:, X| R |2z2| Y M n| U vV | W
£S5

358|H|SOCH; | 0| OCHy |0 1|2-CHy | 5-CHy| H
359 H|SO,CHy| 0| OCH; |0 ] | 2-CHy | 5-CH3| H4
36 0| H|SOCH; | 0| NHCH;| 0 1|2-CHy | 5-CH3 | H
36 1| H|SO,CHy| 0| NHCH;| 0 1 |2-CHy | 5-CH3 | H
36 2| H|NHCH; | o| NHCH;| o | | 2-CH; | 5-CH3| H
36 3| H|N(CHz),| 0| NHCH;| 0 1|2-CHy | 5-CH3 | H
364|H|NO,y O | NHCH4| 0 1|2-CHy | 5-CH3| H
365|H|NO,y 0| NHCH3| 0 0|H H H
366|H|OCHg 0| NHCH;| § 1|2-CHy | 5-CH3 | H
367|H OCH3 0) NHCH3 NH 1 2-CH3 5-CH3 H
36 8| H|OCH; | o|NHCH;3| NCH, ] | 2-CH; | 5-CHs | 4
369|H OCH3 0 NHCH3 NCHO 1 2-CH3 5-CH3 H
370|H|OCH; | O|NHCH;| NCOCH;| | |2-CHy|5-CHy | H
371|H|OCH; | s |NHCH; 0 1|2-CHy | H H
372|H|OCH; |Ss|NHCH;|0 1(2-CH3|4Cl |H
373|H|SCHy 0 NHCH3 6] 1|2-CH3 | H H
374|H|SCH; | o|NHCH;| o 1|2-CH3|4C1 |H
375|H|O0CH;s | 0| NHCH3| O 1[2-CHy | H H
376|H|0CH; | 0| NHCH3| O 1/2-CH3 | 4.Cl |H
377|H|SCHy | o| NHCH;3| 0 0|H H H

—113—



WO 95/27693

PCT/JP95/00663

1%%_% X R} z Y M U vV o |W
37 9|H|SCH,y O |NHCH;3 | O 4-CHz H H
38 0|H |OCH; o |NHCH;3 | o 4-SCHq H H
381|H OCH3 0 NHCH3 S 2-CHq H H
382|H|OCH; O|NHCH; | s 2-CH, 4-Cl |H
38 3|H|OCH; o0 |NHCH; | o 4-SCH4 H H
384|H CH3 O NHCH3 0 2-CH3 5-CH3 H
38 5|H | OCOCyHs| 0| NHCH; | O 2-CHs 5-CH; | H
38 6|H|OCH; 0 | NHGHg| o 2-CHy 5-CH3 | H
387|H|OCH; |O|NH) |o0|1{2CHy |H |H
38 8|H|OCH; O | NH, o 2-CHq 4-C1 |H
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acx 1
38 9|H | OCHs| O|NHCH3) O| 0|6-Cl-E ) 34100
390|H|OCH;| 0| NHCH;| 0| 0| 4.6(CHyy- K1) 35 2.4 0
391|H|OCHy| 0| NHCH3{ 0| 0 35-Cly-E ¥ r-2-1
392|H|OCH;| O|NHCH3| O| 0|5-Cl-¥) ¥ v2-4 0
393|H|OCHy| 0| NHCH3| 0| ¢ |5-CF3-EU Y v-2-10
3904|H OCH3 O|NHCH3| 0| 0 5-CF3-6-C1-E'} Jr2-4V
395{H|OCH3] O|NHCH3| O| 0| */V>v-4-14n
396 H|OCHy| 0| NHCH3| 0| 0| *#+ V)44
397|H|OCH3| O|NHCH3| O| 0| xvvF7v—n-2-40
398|H|OCH3| O|OCHy | O 1 |RvVFT7V—n-2-4N
399|H|OCHy| o|NHCH3| 0| 1| xv/FT7V—n-2-4 1
400/H|OCH;| O|OCHy | O| 1|%/yv4-41
401|H|OCHy| O|NHCH3| O| 1| %/ v-4-40
402|H|OCHy| 0|OCHy | O 1|{*F+V)r-4-11
403|H|OCH3| O|NHCH3| O 1| %+ v-d-1 0
1,3-(CH3)4-4-CO,CH,-
404 H|OCH;| 0|OCHy | g 1| > (CHI2+COCHs
7= NV-5-14N
1,3-(CH,)»-4-CO,CH,-
405|H|OCH;| O|NHCH3| 0| 1| ' 327~ "27"3
Yo = -5-1 v
1-CH,-4-CHO-E 7 V' — -
406|H|OCH;| 0|OCHy | O] 1 3
5-4 v
1-CH»-4-CHO-E 5 V'— v~
407HOCH30NHCH30 1 3
5-1)
4081 |0CH| o|ocH, | o 1|00 aHs6Cols
E)3IPv-4-4 0
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409|H|OCH; | 0| NHCH;| 0] 1 5:C92f2H5'6'C2H5‘

EIvv-4-4)1

410! H OCH3 0 OCH3 Ol 1 4,6-(CH3)2-E'} IT2-4 0
411|H|OCH; | O|NHCH;| 0| 1 |[4.6-(CHg)y-E ) 3 ¥ ¥-2-4 1
412 H|OCH; | 0O|OCHy | O| 1|6-Cl-¥y3¥>-4-10
413 H|OCHy | 0| NHCH3| 0| 1 |6-Cl-E€) 3¥ 440
414|H OCH3 0) OCH3 Ol 1 5-Cl-6-CH3-t“ VI v-4-4 N
415|H|OCH; | O|NHCH3| 0] 1 5-Cl-6-CH3-l¢°‘) IVV4-4 N
416|H|OCHy| 0| OCH; | 0| 1|5-CF3-6-Cl-¥') ¥ -2-4w
417{H|OCH3 | O|NHCH3| 0] 1 5-CF3-6-C1-1:’ VT U240
418 H|OH o) NHCH3 Ol 1 3-CF3-6-C1-1:°') Tr2-4 N
419|H|OCH; | 0|OCH;y | 0| 1|3-CF3-6-Cl-tY) v >-2-1
420|H OCH3 0] NHCH3 0Ol 1 3-CF3-6-C1-1¢") To2-4N
421|H!|OH o) NHCH3 Ol 1 3-CF3-1:‘ VT v2-4 0
422 H OCH3 0 OCH3 ol 1 3-CF3-I:") Tr2-4N
423{H|OCH; | O|NHCH3| O 1 3-CF3-€1 v >-2-4 1
4 25|H|OH O|NHCH3| 0] 1 3-Cl-5-CF3-t"') Tr2-4N
426|H|OCHy | 0| OCH3 | 0| 1]|3-CI-5-CF3-€y ¥ >¥-2-4 )
427l H OCH3 (0) NHCH3 Ol 1 3-Cl-5-CF3-E°') Tr2-4N
4 28| H|OH 0] NHCH3 Ol 1 S-CF3-1:")-‘/“>-2-4)1/
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429|H OCH3 0) NHCH3 Ol 1 5-CF3-E') Fr2-14n
4 30| H|OCHy| 0| OCH;g 0| 1|5CF3-EV¥r-2-4
431 H|OH O|NHCH3 | O] 1 3,5-C12-l:°')~‘/“‘/-2-'r)1/
432|H OCH3 0) OCH3 Ol 1 3,5-C12-E')~‘/“>-2-4w
433|H|OCHy| | NHCH;3 | 0| 1|35-Cly-¥V ¥ >-2-40
434|/H|OH | O NHCH; | O| 1|2Cl-¥yy>-3-11
436|H|OCHy| O|OCH3 | O| 1[2Cl-¥yvyr-3-140
437|H|OCHy} 0| NHCH3 | 0| 1|2-Cl-EY ¥ >3-4
{gﬁ” X| Rl Y M| n U vV | W
438 OCH; | O|NHCH; | 0| 1 |4-CH,0CH; | H H
439|H|NO, | ofOCH, 0| 1 |2-CHy 5-CHs | H
1%5’\;% x| Rl | Z Y |[M|n Q
441|/H|OH | O|NHCHy| 0| 1|5-CF3-6-Cl-¥) o240
443|H|OCHy| 0| NHCH3 | 0| 1 |5-Cl-E) ¥ v-2-4 0
446|H|OH 0 NHCH3 0|1 3-CF3-5-C1-1:°1)-‘/° v-2-4 W
447|H|OCH;| 0|OCH; | Of 1]|3-CF3-5-Cl-Ey ¥ v-2-1
448|H|OCHy| 0| NHCH; | 0| 1 |3-CF3-5-Cl-¥) ¥ -2-4
451|H|OH O|NHCH;z | 0] 1 6-CF3-1:°'J~‘/*‘/-2-4)v
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452|H OCH3 o) OCH3 Ol 1 6-CF3-I:‘")~‘/>-2-4')1/
4 53| H|OCHy| 0| NHCH;| 0| 1| 6-CF3-¥1 ¥ >-2-4 0
454 H|OCH3] 0|OCH3 | O 1|5Cl-¥)¥y2-40
455/ H|OH | O|NHCH3| O] 1|5Cl-€yv>-2-4
457|H|OH | O|NHCH3| 0| 1 |5-CF3-3,6-Cly-t') ¥ v-2-1 01
458|H OCH3 0 OCH3 01 S-CF3-3,6-C12-E )Y r-2-4 N
459|H OCH3 O|NHCH3| 0] 1 5-CF3-3,6-C12-1:‘ )Y r2-4 N
1%/5%% X R} Z| Y |[M{n| U \Y W
46 0| H|OCH; S|NH, | 0| 1]|2CHy|5CH;y |H
461|{H|OCHg |s|NHCH3| o| 1|2-CHy|5-CHs |4
46 2| H|NH, HCl| O| NHCH;| 0| 1 |2-CHy|5-CH3 | H
463|H|NHyHCl| 0| OCH3 | 0| 1|2-CH3|5-CH; | H
465|H|OCH; 0| NHCH;| 0| 1 | 2-CHs | 3-CH; | 5-CH,4
1%{5%% X! rl |z Y |[M!|n Q
466|H|OCHy| 0| NHCH3| O| 1 |3-CL-EY Y Y24V
46 7| H|OCH;| 0| NHCH3| 0| 1 |3-CHg-EVJ ¥ ¥ 2-4 0V
468|H|OCH;| O|NHCH3| § | 1|35-Cly-¥') ¥ ¥2-4
T%é%% X| Rl |z Y M n| U vV |W
469|H|OCHy| O|N(CH3)CHs | O| 1|2-CHy |4-C1 |H
470|H|OCH3| 0| OH 0| 1{2CHy |5-CHy | H
47 1|H|OCHy| s |N(CHy), 0| 1|2CHs|H H
472|H|OCH3| 0| NCHy O| 1(2-Cc1 |5CH3 | H
473 H OCH3 0 NCH3 Ol 1 2-CH3 6-CH3 H
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A1 % 7213 TH-NMR(CDCl,) & ppm

2.21(3H, s), 2.33(3H, s), 3.40(3H, s), 3.70(3H, s), 5.10(1H, d,
J=12.2), 5.14(1H, s), 5.28(1H, d, J=12.2), 6.71(1H, d, J=7.3),

139 6.76(1H, s), 7.04(1H, d, J=7.3), 7.33-7.40(2H, m), 7.50-7.56
(2H, m)

140 86—88TC
2.23(3H, s). 2.32(3H, s), 3.36(3H, s), 3.71(3H, s), 4.67(1H, d,

141 J=6.7), 4.75(1H, d, J=6.7), 5.17(1H, d, J=12.2), 5.23(1H, d,
J=12.2), 5.49(1H, s), 6.71(1H, d, J=7.9), 6.75(1H, s), 7.04(1H, d,
J=7.3), 7.34-7.40(2H, m), 7.53-7.57(2H, m)

142 81-82T

143 77-80TC

144 114-115%TC

145 62—65T

146 108—110TC
2.20(3H, s), 2.35(3H, s), 3.76(3H, s), 5.14(2H, s), 5.84(1H, s),

1 4 9 |6.73(1H, d, J=7.3), 6.77(1H, s), 7.05(1H, d, J=7.3), 7.38-
7.48(3H, m), 7.66(1H, d, J=7.3)

150 111~1137C
1.26(3H, t, J=7.3), 2.21(3H, s), 2.32(3H, s), 3.42-3.67(2H, m),

151 3.70(3H,s), 5.12(1H, d, J=12.2), 5.23(1H, s), 5.28(1H, d, J=12.2),

6.70(1H, d, J=7.3), 6.75(1H, s), 7.04 (1H, d, }J=7.3), 7.32-

7.38(2H, m), 7.49-7.58(2H, m)
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fee gb 7 3 7212 'H-NMR(CDCl,) &

= AL X 72 - ( 3) ppm
0.89(3H, t, J=7.3), 1.32-1.45(2H, m), 1.57-1.68(2H, m), 2.22(3H,
s), 2.33(3H, s), 3.39-3.47(1H, m), 3.52-3.60(1H, m), 3.703H, s),

15 2|5.12(1H, d, J=12.2), 5.20(1H, s), 5.27(1H, d, J=12.2), 6.71(1H, d,
J=7.9), 6.75(1H, s), 7.04(1H, d, J=7.3), 7.34-7.39(2H, m), 7.52-
7.55(2H, m)

155 98-100C

156 58—60C

159 100-101C

161

2.19(3H, s), 2.32(3H, s), 3.36(3H,s), 5.02(1H, s), 5.07(1H, d,
J=11.6), 5.40(1H, d, J=11.6), 5.88(1H, brs), 6.70(1H, d, J=7.3),
6.71(1H, brs), 6.78(1H, s), 7.03(1H, d, J=7.3), 7.32-7.40(2H, m),
7.42-7.48(1H, m), 7.50-7.53(1H, m)

162

2.10(3H, s), 2.20(3H, s), 2.34(3H, s), 3.71(3H, s), 4.95(1H, s),
5.13(2H, s), 6.72(1H, d, J=7.3), 6.77(1H, s), 7.04(1H, d, J=7.3),
7.30-7.40(2H, m), 7.46(1H, dd, J=7.3, 1.8), 7.68(1H, dd, J=7.3,
1.8)

163

62—-62.5C

165

2.17(3H, s), 2.33(3H, s), 2.87(3H, s), 3.00(3H, s), 3.44(3H, s),
5.02(1H, d, J=11.6), 5.26(1H, d, J=11.6), 5.32(1H,s), 6.71(1H, d,
J=7.3), 6.79(1H, s), 7.03(1H, d, J=7.3), 7.30-7.40(3H, m), 7.50-
7.54(1H, m)

166

80—817C
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B4 ¥ 7213 TH-NMR(CDCL3) & ppm

2.20(3H, s), 2.32(3H, s), 3.23(3H, d, J=4.8), 3.35(3H, s), 5.12(1H,
d, J=11.6), 5.40(1H, s), 5.58(1H, d, J=11.6), 6.70(1H, d, J=7.3),
6.81(1H, s), 7.03(1H, d, J=7.3), 7.28-7.38(3H, m), 7.48-7.52(1H,
m), 8.78(1H, brs)

171

2.10(3H, s), 2.78(3H, d, J=4.8), 6.18(1H, brs), 6.34(1H, s),
6.87(1H, dd, J=8.2, 1.0), 6.97-7.00(2H, m), 7.11-7.16(2H, m),
7.26-7.36(3H, m), 7.58(1H, dd,J=7.8, 1.7)

173

2.15(3H, s), 2.25(3H, s), 2.74(3H, d, J=4.9), 5.10(1H, d, J=11.9),
5.44(1H, d, J=11.9), 6.29(1H, brs), 6.36(1H, s), 6.91(1H, t, J=7.3),
6.98 (1H, d, J=7.3), 7.14-7.19(2H, m), 7.34-7.40(2H, m), 7.46-
7.56(2H, m)

174

3.39(3H, s), 3.70(3H, s), 5.05(1H, s), 5.09(1H, d, }J=12.0),
5.25(1H, d, J=12.0), 6.86-6.92(2H, m), 7.22-7.26(2H, m), 7.35-
7.38(2H, m), 7.45-7.49(2H, m)

175

1.11(3H, t, J=7.3), 1.99(2H, SE#%, J=7.3), 3.81(3H, s), 4.24(1H, t,
J=1.3), 6.74(1H, dd, J=7.9, 1.2), 6.87-6.97(4H, m), 7.11(1H, ddd,
1=7.9, 7.6, 1.2), 7.21(1H, ddd, J=7.9, 7.6, 1.8), 7.49(1H, dd,
J=7.6, 1.8)

176

2.20(3H, s), 2.23(3H, s), 2.32(3H, s), 3.46(3H, s), 5.05(1H, d, J=
12.2), 5.15(1H, s), 5.34(1H, d, J=12.2), 6.70(1H, d, J=7.3),
6.76(1H,s), 7.03(1H, d, J=7.3), 7.32-7.40(2H, m), 7.47-7.57(2H,
m)

177

65—-67C

178

2.12(3H, s), 2.23(6H, s), 2.78(3H, d, J=4.9),.6.26(1H, brs),
6.36(1H, s), 6.72(1H, dd, J=7.9, 1.8), 6.80(1H, s), 6.82(1H, d,
J=1.9), 7.09(2H, t, J=7.3), 7.25(1H, dt, J=1.8, 7.9), 7.56(1H, dd,
J=7.3, 1.8)

179

98—-99.5C

180

0.91(3H, t, J=7.3), 1.65-1.92(1H, m), 2.04-2.17(1H, m), 3.61(3H,

s), 3.78(3H, s), 3.98(1H, t, J=7.3), 6.78(1H, dd, J=7.9, 1.8), 6.82-
6.93(4H, m), 7.05(1H, t, J=7.3), 7.15(1H, dt, J=7.9, 1.8), 7.35(1H,
dd, J=7.3, 1.8)

39-417C

1181
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B4 % 713 TH-NMR(CDCI,) & ppm

3.41(3H, s), 3.66(3H, s), 5.24(1H, s), 6.90(1H, d, J=7.9), 6.99(2H,
d, J=7.3), 7.10(1 H, t, J=7.3), 7.25-7.36(3H, m), 7.52(1H, dd,
J=7.9, 1.8)

183

1.21(3H, t, J=7.3), 3.44-3.65(2H, m), 3.64(3H, s), 5.35(1H, s),
6.88(1H, t, J=7.9), 6.98(2H, d, J=7.9), 7.08(1H, t, J=7.3), 7.14(1H,
t, J=7.3), 7.23-7.34(3H, m), 7.55(1H dd, J=7.9, 1.8)

184

2.82(3H, d, J=4.9), 3.35(3H, s), 5.03(1H, s), 6.82(1H, brs),
6.88(1H, d, J=7.9), 7.04(2H, d, J=7.9), 7.12(2H, t, J=7.9), 7.23-
7.42(4H, m)

185

1.20(3H, d, J=7.3), 2.24(3H, s), 3.40(3H, s), 4.08-4.27(2H, m),
5.06(1H, s), 5.14(1H, d, J=12.2), 5.29(1H, d, J=12.2), 6.83(1H, d,
J=17.9), 7.08-7.13(2H, m), 7.33-7.39(2H, m), 7.47-7.55(2H, m)

186

111-1137T

188

1.16(3H, t, J=7.3), 2.82(3H, d, }J=4.9), 3.50(2H, q, J=7.3),
5.15(1H, s), 6.86(1H, d, J=7.9), 6.90(1H, brs), 7.03(2H, d, J=7.9),
7.09(2H, t, J=7.9), 7.20-7.37(4H, m)

189

87—-887TC

193

3.42(3H, s), 3.70(3H, s), 5.15(1H, s), 5.20(1H, d, J=12.0),
5.39(1H, d, J=12.0), 6.93(1H, dt, J=1.8, 8.0), 7.03(1H, d, J=8.0),
7.21(1H, dt, J=1.8, 8.0), 7.36-7.40(3H, m), 7.51-7.59(2H, m)

194

2.26(3H, s), 3.40(3H, s), 3.70(3H, s), 5.13(1H, s), 5.13(1H, d,
J=12.0), 5.30(1H, d, J=12.0), 6.89-6.94(2H, m), 7.10-7.20(2H, m),
7.35-7.40(2H, m), 7.50-7.52(2H, m)

195

3.40(3H, s), 3.70(3H, s), 5.11(1H, s), 5.11(1H, d, J=12.0),
5.30(1H, d, J=12.0), 6.90-7.00(3H, m), 7.25-7.38(4H, m), 7.47-
7.51(2H, m)

196

86—-87T

197

91-927C

198

2.81(3H, s), 3.35(3H, s), 5.00(1H, s), 5.08(1H, d, J=12.0),
5.48(1H, d, J=12.0), 6.80(1H, brs), 6.93-6.97(3H, m), 7.25-
7.49(6H, m)

205

69-727C
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206

3.41(3H, s), 3.72(3H, s), 5,10(1H, s), 5,18(1H, d, J=12.0),
5.34(1H, d, }=12.0), 6.92(1H, d, J=8.6), 6.17(1H, dd, J=9.0, 2.4),
7.36-7.40(2H, m), 7.50-7.56(2H, m)

207

3.41(3H, s), 3.71(3H, s), 5.06(1H, s), 5.16(1H, d, J=12.0),
5.34(1H, d, J=12.0), 7.17(1H, m), 7.22-7.30(2H, m), 7.38-7.42(3H,
m), 7.47-7.52(2H, m)

208

3.39(3H, s), 3.70(3H, s), 3.77(3H, s), 5.04(1H, d, J=12.0),
5.11(1H, s), 5.24(1H, d,J=12.0), 6.80-6.88(2H, m), 6.90-6.95(2H,
m), 7.30-7.40(2H, m), 7.45-7.55(2H, m)

209

2.29(3H, s), 3.39(3H, s), 3.70(3H, s), 5.07(1H, d, J=12.0),
5.11(1H, s), 5.27(1H, d, J=12.0), 6.89(2H, d, J=18.6), 7.09(1H, t,
J=8.6), 7.30-7.40(2H, m), 7.45-7.51(2H, m)

210

2.34(3H, s), 3.40(3H, s), 3.70(3H, s), 5.08(1H, d, J=12.0),
5.11(1H, s), 5.28(1H, d, J=12.0), 6.89(2H, d, J=8.6), 6.91(1H, s),
7.18(1H, t, J=8.0), 7.32-7.40(2H, m), 7.45-7.55(2H, m)

98—100C

2.33(3H, s), 2.82(3H, d, J=4.8), 3.35(3H, s), 5.00(1H, s), 5.04(1H,
d, J=12.0), 5.48(1H, d, J=12.0), 6.75-6.81(3H, m), 7.17(1H, t,
J=7.3), 7.30-7.46(4H, m)

2.82(3H, d, J=4.8), 3.36(3H, s), 4.94(1H, s), 5.05(1H, d, J=12.0),
5.47(1H, d, J=12.0), 6.80(1H, brs), 6.89(2H, d, J=1.2), 6.96(1H, t,
J=1.2), 7.33-7.47(4H, m)

2.82(3H, d, J=4.8), 3.36(3H, s), 4.98(1H, s), 5.13(1H, d, J=12.0),
5.53(1H, d, J=12.0), 6.81(1H, brs), 7.15-7.26(3H, m), 7.33-
7.50(5H, m)

2.81(3H, d, J=4.8), 3.35(3H, s), 3.76(3H, s), 5.01(1H, s), 5.03(1H,
d, J=12.0), 5.42 (1H, d, J=12.0), 6.81(1H, brs), 6.81-6.84(2H, m),
6.86-6.89(2H, m), 7.30-7.48(4H, m)

2.18(3H, s), 2.28(3H, s), 3.40(3H, s), 3.70(3H, s), 5.11(1H, d, J=
12.2), 5.13(1H, s), 5.28(1H, d, J=12.2), 6.81(2H, d, J=7.8),
7.08(1H, t, J=7.8), 7.35-7.38(2H, m), 7.51-7.54(2H, m)

2.16(3H, s), 2.27(3H, s), 2.82(3H, d, J=4.9), 3.35(3H, s), 5.02(1H,
s), 5.04(1H, d, J=11.6), 5.44(1H, d, J=11.6), 6.80(1H, d, J=7.9),
6.82(1H, brs), 6.84(1H, d, J=7.9), 7.05(1H, t, J=7.9), 7.30-
7.40(3H, m), 7.49-7.52(1H, m)

2.23(3H, s), 2.27(3H, s), 3.39(3H, s), 3.70(3H s), 5.10(1H, d,
J=12.2), 5.11(1H, s), 5.27(1H, d, J=12.2), 6.81(1H, d, J=7.8),
6.95(1H, d, J=7.8), 6.98(1H, s), 7.34-7.38(2H, m), 7.50-7.54(2H,
m)

219

104—-1067C
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221

2.17(3H, s), 2.19(3H, s), 2.81(3H, d, J=4.9), 3.35(3H, s), 5.00(1H
s), 5.02(1H, d, J=12.2), 5.42(1H, d, J=12.2), 6.75(1H, dd, J=7.9,
2.4), 6.80(1H, d, J=2.4), 6.83(1H, brs), 7.02(1H, d, J=7.9) 7.30-
7.50(4H, m)

223

2.29(6H, s), 2.82(3H, d, J=4.9), 3.36(3H, s), 5.00(1H, s), 5.02(1H,
d, J=11.0), 5.44(1H, d, J=11.0), 6.63(3H, s), 6.82(1H, brs), 7.29- .
7.48(4H, m)

231

2.82(3H, d, J=4.9), 3.35(3H, s), 4.97(1H, s), 5.04(1H, d, J=12.0),
5.47(1H, d, J=12.0), 6.84(1H, brs), 6.85(1H, dd, J=7.4, 1.8),
6.95(1H, dd, J=7.4, 1.8), 6.99(1H, t, J=1.8), 7.20(1H, t, J=7.4),
7.33-7.45(4H, m)

233

87—88%T

245

2.81(3H, d, J=4.9), 3.37(3H, s), 3.85(3H, s), 5.06(1H, s), 5.20(1H,
d, J=12.2), 5.37(1H, d, J=12.2), 6.85(1H, brs), 6.96-7.03(4H, m),
7.30-7.35(2H, m), 7.44-7.49(2H, m)

262

121-1237C

263

2.23(3H, s), 3.40(3H, s), 3.70(3H, s), 5.08(1H, s), 5.12(1H, d, J=
12.2), 5.27(1H, d, J=12.2), 6.83(1H, d, J=7.9), 7.10(1H, dd, J=7.3,
2.4), 7.33-7.39(2H, m), 7.42-7.55(2H, m)

267

97-997T

282

2.30(3H, s), 2.80(3H, d, J=4.9), 3.36(3H, s), 3.83(3H, s), 5.06(1H,
s), 5.17(1H, d, J=12.2), 5.32(1H, d, J=12.2), 6.73-6.80(2H, m),
6.87(1H, brs), 6.89(1H, d, J=7.9), 7.30-7.35(2H, m), 7.42-7.48(2H,
m)

285

3.40(3H, s), 3.64(3H, s), 5.18(1H, s), 6.87-6.93(3H, m), 7.11
(1H, d, J=7.3), 7.26-7.33(3H, m), 7.51(1H, dd, J=7.3, 1.8)

286

2.81(3H, d, J=4.9), 3.33(3H, s), 4.99(1H, s), 6.85(1H, brs), 6.86
(1H, d, J=8.6), 6.94-6.98(2H, m), 7.14(1H, t, J=7.3), 7.26-7.36
(4H, m)

288

2.33(3H, s), 3.41(3H, s), 3.68(3H, s), 5.26(1H, s), 6.83-6.91(3H,
m), 7.11-7.15(3H, m), 7.23-7.28(1H, m), 7.48(1H, dd, J=8.0, 1.8)

289

2.32(3H, s), 2.82(3H, d, J=4.9), 3.35(3H, s), 5.04(1H, s), 6.82
(1H, brs), 6.84(1H, d, J=8.6), 6.91-6.94 (2H, m), 7.08-7.15(3H,
m), 7.20-7.26(1H, m), 7.34(1H, dd, J=7.3, 1.8)

291

2.23(6H, s), 3.4 (3H, s), 3.68(3H, s), 5.26(1H, s), 6.71-6.74(1H,
m), 6.80-6.86(2H, m), 7.05-7.13(2H, m), 7.22-7.28(1H, m),
7.48(1H, dd, J=7.3, 1.8)
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2.22(6H, s), 2.83(3H, d, J=4.9), 3.36(3H, s), 5.04(1H, s), 6.73-
6.86(4H, m), 7.05-7.10 (2H, m), 7.20-7.25 (1H, m), 7.34 (1H,
dd, J=7.3, 1.8)

293

3.40(3H, s), 3.71(3H, s), 5.19(1H, s), 5.49(1H, d, J=12.2), 5.67
(1H, d, J=12.2), 6.85(1H, d, J=8.6), 7.35-7.39(2H, m), 7.49-7.53
(2H, m), 7.79(1H, dd, J=7.3, 1.8), 8.46(1H, s)

294

2.32(3H, s), 3.40(3H, s), 3.67(3H, s), 5.23(1H, s), 6.76-6.90(4H,
m), 7.11-7.30(2H, m), 7.49(1H, dd, J=7.3, 1.8)

295

2.32(3H, s), 2.82(3H, d, J=4.9), 3.35(3H, s), 5.03(1H, s), 6.80-
6.91(5H, m), 7.10-7.28(3H, m), 7.34(1H, dd, J=7.3, 1.8)

296

2.27(6H, s), 3.40(3H, s), 3.67(3H, s), 5.23(1H, s), 6.61(2H, s),
6.74(1H, s), 6.88(1H, d, J=8.6), 7.13(1H, t, J=8.0), 7.24-7.28(1H,
m), 7.49(1H, dd, J=7.3, 1.8)

297

2.27(6H, s), 2.83(3H, d, J=4.9), 3.35(3H, s), 5.02(1H, s), 6.65(2H,
s), 6.73(1H, s), 6.75(1H, brs), 6.86(1H, d, J=8.0), 7.06-7.09(1H,
m), 7.21-7.28(1H, m), 7.34(1H, dd, J=7.3, 1.8)

328

2.28(3H, s), 3.40(3H, s), 3.67(3H, s), 5.18(1H, s), 6.73-6.77(1H,
m), 6.86-6.89(2H, m), 7.19(1H, d, J=7.3), 7.25-7.30(2H, m),
7.51(1H, dd, J=7.3, 1.8)

329

2.33(3H, s), 2.82(3H, d, J=4.9), 3.34(3H, s), 4.99(1H, s), 6.77-
6.93(4H, m), 7.12(1H, t, J=7.3), 7.24-7.36(3H, m)

358

2.17(3H, s), 2.34-2.36(&bH+ T 3H), 2.44-2.63(£b+& T 3H), 3.78
-3.81(&b+¥ T 3H), 4.98-5.22(&h+¥ T 3H), 6.71-7.81(&b+T TH)

359

122-1247T

362

2.16(3H, s), 2.35(3H, s), 2.39(3H, s), 2.82(3H, d, J=4.9), 4.36(1H,
s), 5.13(1H, d, J=11.0), 5.25(1H, d, J=11.0), 6.73(1H, d, J=7.3),
6.84(1H, s), 7.04(1H, d, J=7.3), 7.07(1H, brs), 7.29-7.49(4H, m)

366

2.26(3H, s), 2.28(3H, s), 2.79(3H, d, J=4.9), 3.36(3H, s), 4.06(1H,
d, J=12.2), 4.69(1H, d, J=12.2), 5.18(1H, s), 6.84(1H, brs),
6.91(1H, d, J=7.3), 7.04(1H, d, J=7.3), 7.14(1H, s), 7.18-7.28(3H,
m), 7.36 ( 1H, d, J=7.3)

372

1.56(3H, s), 2.22(3H, s), 3.23(3H, d, J=4.9), 3.35(3H, s), 5.15(1H,
d, J=12.2), 5.36(1H, s), 5.58(1H, d, J=12.2), 6.88(1H, d, J=7.9),
7.11(1H, d, }=7.9), 7.13(1H, s), 7.29-7.37(3H, m), 7.45-7.48(1H,
m), 8.75(1H, brs)

413

2.83(3H, d, J=4.9), 3.36(3H, s), 5.09(1H, s), 5.50(1H, d, J=13.0),
5.86(1H, d, J=13.0), 6.80(1H, s), 6.85(1H, brs), 7.32-7.38 (3H, m),
7.45-7.49(1H, m), 8.57(1H, s)

—125—




WO 95/27693 PCT/JP95/00663

L&

5 B A % 7213 TH-NMR(CDCl3) 8 ppm

417 115-117C

420 131-133%C
2.84(3H, d, J=4.9), 4.99(1H, brs), 5.39(1H, s), 5.57(1H, d,

4 2 1 /=122), 5.67(1H, d, J=12.2), 6.50(1H, brs), 7.00(1H, dd, J=6.7.
6.1), 7.31-7.37(3H, m), 7.49-7.51(1H, m), 7.90(1H, dd, J=6.1,
1.8), 8.27(1H, dd, J=6.7, 1.8)

422 63-647T

423 105-107%C

427 133-1357T

429 79—-817C

3.40(3H, s), 3.71(3H, s), 5.19(1H, s), 5.49(1H, d, J=12.2),
4 3 0[5.67(1H, d, J=12.2), 6.85(1H, d, J=8.6), 7.35-7.39(2H, m), 7.46-
7.52(2H, m), 7.80(1H, dd, J=8.6, 1.8), 8.46(1H, s)

3.42(3H, s), 3.70(3H, s), 5.25(1H, s), 5.49(1H, d, J=12.2),
4 3 2 |5.66(1H, d, J=12.2), 7.34-7.38(2H, m), 7.52-7.56(2H, m), 7.65(1H,
d, J=2.4), 8.01(1H, d, J=2.4)

433 114-115%C
434 58—60T
436 102—-104°7C

2.82(3H, d, J=5.5), 3.39(3H, s), 5.03(1H, s), 5.22(1H, d, J=12.0),
4 3 75.64(1H, d, J=12.0), 6.82(1H, brs), 7.19(1H, dd, J=8.0, 4.8), 7.33-
7.49(5H, m), 8.01(1H, dd, J=4.8, 1.8)

2.09(3H, s), 2.34(3H, s), 3.85(3H, s), 5.05(1H, d, J=11.0),
4 3 9|5.10(1H, d, J=11.0), 6.68(1H, s), 6.74(1H, d, J=7.3), 6.75(1H, s),
7.03(1H, d, J=7.3), 7.48-7.53(2H, m), 7.61-7.66(1H, m)

443 89—-90T
448 80-82T
453 83—-85T

3.39(3H, s), 3.70(3H, s), 5.19(1H, s), 5.38(1H, d, J=12.2),
4 5 4 {5.58(1H, d, J=12.2), 6.73(1H, d, J=9.1), 7.30-7.37(2H, m), 7.47-
7.55(3H, m), 8.11(1H, d, J=2.4)
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103-105%C

461

0.87(3H, t, J=7.3), 1.26-1.40(2H, m), 1.51-1.62(2H, m), 2.20(3H,
s), 2.31(3H, s), 3.22(3H, d, J=4.9), 3.44(2H, t, J=7.3), 5.14(1H, d,
J=11.6), 5.46(1H, s), 5.59(1H, d, J=11.6), 6.69(1H, d, J=7.3),
6.80(1H, s), 7.02(1H, d, J=7.3), 7.31-7.34(3H, m), 7.47-

7.51(1H, m), 8.82(1H, brs).

462

205—-2107C

463

105-1107C

465

2.11(3H, s), 2.23(3H, s), 2.29(3H, s), 2.81(3H, d, J=4.9), 3.35(3H,
s), 5.03(1H, s), 5.03(1H, d, J= 11.6), 5.44(1H, d, J=11.6), 6.64(1H,
s), 6.68(1H, s), 7.32-7.43(3H, m), 7.50-7.53(1H, m)

466

§1-82C

467

91-92%C

468

2.83(1H, d, J=4.9), 3.38(3H, s), 4.47(1H, d, J=12.2), 4.88(1H, d,
J=12.2), 5.14(1H, s), 6.82(1H, brs), 7.20-7.30(2H, m), 7.32-
7.38(1H, m), 7.42-7.49(1H, m), 7.56(1H, d, J=1.8), 8.35(1H, d,
J=1.8)

469

091 & 1.13( &€ T 3H, FNFs), 2.21(3H, s), 2.85 & 2.95(
EbET3H, FNFis), 3.26 & 348 GbET2H, FNFHI
m), 3.43(3H, s), 5.05(1H, d, J=12.2), 5.22(1H, s), 5.25(1H, d,
J=12.2), 6.86(1H, d, J=9.1), 7.12(1H, d, J=7.3), 7.13(1H, s), 7.33-
7.41(3H, m ), 7.49-7.55(1H, m)

470

2.18(3H, s), 2.32(3H, s), 3.41(3H, s), 5.05(1H, d, J=11.6),
5.17(1H, s), 5.31(1H, d, J=11.6), 6.71(1H, d, J=7.3), 6.76(1H, s),
7.02(1H, d, J=7.9), 7.35-7.41(2H, m), 7.48-7.54(2H, m)

471

2.27(3H, s), 3.22(3H, s), 3.49(3H, s), 3.54(3H, s), 5.09(1H, d, J=
12.2), 5.26(1H, d, J=12.2), 5.72(1H, s), 6.86-6.94(2H, m), 7.15-
7.20 (2H, m), 7.25-7.39(3H, m), 7.56(1H, d, J=7.3)

472

110-1127C

473

2.28(6H, s), 2.80(3H, d, J=4.9), 3.33(3H, s), 4.87(1H, d, J=12.2),
5.06(1H, s), 5.27(1H, d, J=12.2), 6.77(1H, brs), 6.98(1H, dd,
J=8.5, 6.1), 7.02(2H, d, J=7.3), 7.30-7.43(3H, m), 7.60-7.63(1H,

m)
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EhEFl1 9

(E) —2-RUVIVVFUITIV)FFVAFN—ag—APFL—N-2A
FUT2ZVTERTIF (LEWES480) DA

2 PFOFIAFN—g—APMFI—N-AFN T2V TEIT3
Fm@gzmmmwfbatFn7iymm@m%otf%#L\%@*
ZIE(EF A = V(0.17ml, 2.4mmol) . N, N=Y A FAHRLLT I F1iEEM
Z12. BiRT T 2REMBRE. Kelz -7V THE L, fafakEk
THER, BB/ AV 7L TER L, BRYEEL. HERY
038g MR & L TR ZFOMERDON,N- TV AFIVEVLATIF
Em)EFHIC, N> XT VT N+ F 3 4037, 3.1mmol) . KEEH Y ¥ 4
(0.55g, 4.0mmol) % X . FET T3 HEEHEL ., KEMAL, T—F1LT
ML, KRB AT LATER L, BEZEEL, BELZ VU Y
TVAS LRI 5T74— (n—~FH > /BB FNV=13,/7)
THEL, BBWD (E) —2—-RUVYFUTI)FFIAFNV—g—
AMFY-N—=—AFLT2ZVTE M7 I F(032g 51%) 2EEESEL
TH1 |

miE . 75.0-75.5C

NMR (¢ ppm, TMS/CDCly) : 2.84(3H,d,J=4.9), 3.34(3H,s), 5.13(1H,s),

5.23(1H,d,J=12.2), 5.65(1H,d,J=12.2), 6.80(1H,brs), 7.27-7.40(6H,m), 7.41-
7.48(1H,m), 7.53-7.58(2H,m), 8.10(1H.s).

ER/EB2 0

(E) —2-RUIVVFUTI/FXEVAFV—g—LFOFL 722
VEEBR A F L (L&YW HES 4 83) DA

2= (2=7HEXAFIL) 72— 2 —F % VEEEE AT 1(0.51g,

2.0mmol)D X ¥/ — M (10m)BEWIKFIL A TEF MY 7 4(0.04g,
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1.0mmoD) % WX 720 84374, BEERAMABEORELIEL. KEMR THE
i T F VT L7z, EAKEIER S M) 7 A TERE, B2 ERRL, &
BEVI)ATSVAITILIOYNT T 74— (n—~"FH 2/ BEEIF L=
4/1) TREL., BMYO2—T7OEAFL—g—b FOFY 7220l
BEBR A 51 (0.41g, 80%) & ilR & L TH72,

DOVWT, 2—7OEXAFN—ag— FOF I 7z VEREEXA TV
(0.40g, 1.5mmol) N7t b (6m)BFWIZNY XTIV T N4 F ¥ L(0.28g,
2.3mmol). KEEH Y 7 4L(0.43g, 3. immol)EINZ ., FRT T 1 8BHEIEHEL
7o KEMA., T—FNTHH L., BRI/ 4A 27 ATERELL, &
FEigfEL. BEZ VIS NVITILIUTINS T 74— (n—~"FH 2/
Bk FV=3 /1) THEL, B®YD (E) -2 -V J7FTU T3
JAFYRAFN —a—k FOF T 7z 2 )VEEEE A F V(008 g, 17%) % {4k
e LTE:,

NMR (8 ppm, TMS/CDCIy) : 3.74(1H.d,)=5.5), 3.75(3H.s),
5.31(1H,d,J=12.2), 5.42(1H,d,J=12.2), 5.59(1H,d,J=5.5), 7.34-7.39(6H,m),

7.41-7.50(1H,m), 7.52-7.66(2H,m), 8.11(1H,s).

EmF 2 1
(E) —2— (2= RUDIVFUVTI!?FFIVAFIN) J722V—2—
* & VEEBRAFLVOER

2= (2-7HEAFN) 72— 2 —FF VEERA T (3.00g,
11.7mmol)® 7 % b Y A0m)EHIZN Y A7 VT Kt ¥ ¥ 4(2.13g,
17.6mmol), KEEH 1 77 L (2.90g, 21.0mmol) % M2 EiRT T 7 BFE#EL 72,
KEZ, T—FVTHEB L, KR~ 7 L TEELL, BEE
BEh, BEL VISV IT LU NI 74— (n—~"FH 2/
BrrF=17,/3) THEL. BH®O (E) —2— (R¥IYFrT3
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JAFTUAFIN) —2—FF V7 2 IVEEEE X FIV(2.39g, 69%) % 1577,

NMR (¢ ppm, TMS/CDCI5) : 3.89(3H,s), 5.32(1H,d,J=12.2),

5.40(1H,d,J=12.2), 7.32-7.59(8H,m), 7.70(1H,d,J=6.7), 8.16(1H,s).
EHEB) 2 2
(E) —a—FOFLY—2— (a—AFN—4—20UuxRYI)FT¥
TI/AFVAFN) 72 VEEEEAF NV (LEWES479) OEK
2—7OFEAFINV—q—k FOF 7z )VEEER X F 1 (30.53g,
0.118mol) & 3,4 — Yk FOo— 2 H— ¥ 5 > (17.84g, 0.212mol) DAL X F L
Y (Q30m)EHE 0 CTHIEL, ZOHIINT— VI ANFVBEY Y
=7 L (2.96g, 0.012mo) ¥ X, FBIRT T2 BRI L -, K&z, EL
XFL U THIM L7z BARBEEE~ 7 % A TERE, BREEEL,
BRiEX VATV ATLIOINTTT 4 — (n—~FH L BRI F N
=17/3) THEL. BHDO2—TJOEAFV—g— (FrSLFO¥
v —=2—=4N) 7z VEEEE A FV(33.58g, 83.0%) % ik & L TR/,
DONT, 2=7HEXFNV—a~ (FFFLFOKET -2 —-1))
7 2 ZVEEEE X FV(4.00g, 11.7Tmmol)& 4 — 70O Tk b7 /) A F Y
5(2.97g, 17.5mmo)D N, N— T X F VRNV LT I FEOm)BEE % 0 CTHE
HL, 20HI26 0 %HEIKRAKEZELF MY 7 L(0.70g, 17.5mmol) 2 N 2. 72,
2EERIAREIMA, IN-SEBTpH7 & L%, T—FLVTHE L7,
EABREE~ 7 4 ATERG, BEPEEL, MAERW6.280 B,
FOMERDERAY /- VEmD)IZERL, N7 — MV Ak B
Y1) Y= 4(0.29g, 1.2mmol) 2 % 72 3 0 FRIMBEME. KT % &
FEEFL, KeMR -7 IVTHE Lz, EXFEE< S &2 7 L TEERRE,
BETEELL, BERVUASVAS L2059 74— (n—AF
/BRI FV=3/1) THEL., B#® (E) —«—bFOFI~
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2= (a=AFN—4—0uNLIYFrT7I/FFY) 7z = VEEER
A FIV(2.75g, 68%) = HIRW & L TH7,

NMR (¢ ppm, TMS/CDCl3) : 2.23(3H,s), 3.75(3H,s), 3.77(1H,d,}=5.5),

5.34(1H,d,J=12.2), 5.42(1H,d,J=12.2), 7.29-7.38(5H,m), 7.43-7.48(1H,m),
7.56(2H,d,J=8.6).

bl 2 3

(E) —a—AbFV=2— (a—AFNV—4—20uxvIJYFr7
I)FFY) Tz VBB ATV (LEMEE LT T) OAK

(E) —a—kFOFI—=2— (¢a—AFN—4—2pnuxsJy) 57U
TI)FFY) 7x 2 VEEEE X F)V(1.59g, 4.6mmol). T 7L A FIV(1.95g,
13.7mmol) O N, N =T AF IV ENV LT I FASm)iE#R LY 0 CTHEET., 60
%HIRAKFEIL T MU 7 L(0.20g, 5.0mmol) MR 72 4 501, KEMZ.
IN-SEEBTpHIIC LB - T VCHE L, SBRMAERKTIREL.
KRR AV LTEBL, BREBER, REXVIVATVAT
L2U0 b ST 74— (n—=~"IHV /B xXFL=9,1) THHEL,
B8O (E) —a—AbF¥—2— (¢ —AFNV—4—ruuxrJyY
FUTI)FFY) T VEEEEA TV (1.19g, 12%) 2 MR & L TiB7,
NMR (8 ppm, TMS/CDCI5) : 2.23(3H.s), 3.39(3H.s), 3.71(3H,5),
5.24(1H,s), 5.27(1H,d,J=12.2), 5.51(1H,d,J=12.2), 7.30-7.54(6H,m),
7.58(2H,d,J=8.5). |

bl 2 4

(E) —a—AFFY=N—RAFL—2— (¢—AFNV—4—2uN
YUVUFVTIOFAXY) T VEEEET I N (bAWEF 47 4) OF
59

(E) —¢—APFL=2— (¢g—AFN—4—-200RIJYFUT
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I/AFY) T2 ZIVEEER A FV(0.48g, 1.3mmol)k 4 0 %E S AFILT 3
Y= XE 7 = VEB(m)EREHEF 8 0 CT1 SERHEIELL, ZiB
CIEENR, BECREREL. KEMA, IN-EBTpH1ICL2%E
fEXFL o T L7z, EAMBEY /AL L ToR%, BRPEEL,
BEEZVIVATNVATLIORMNTTT 4~ (n—~FH /FRBRIFV
=3/2) THEL. BOYWD (E) —a— XA PFT-N—-RAFN—2-
(a=AFN—4—20uXVI)FUTI/FFY) 722 VEEBET 3
F(0.41g, 86%) % MR & L TH7=,

NMR (& ppm, TMS/CDCl,) : 2.22(3H.s), 2.83(3H,d,J=4.9), 3.32(3H,9),
5.13(1H,s), 5.26(1H,d,J=12.2), 5.66(1H,d,}=12.2), 6.77(1H,brs), 7.29-
7.47(6H,m), 7.57(2H,d,J=8.5).

KB 2 5

(E) —a—AMFI=N—=-RAFNV—-2— (¢—AFN—4—2010UR
PUVFYTIOARERY) T VEEEEF AT I F (IL&WES6 0 3)
DA

(E) —a=APFL—-N—-AFN—2— (g—AFN—4—200TN
YUVTFTYTI/AFRY)T 2 = VEEBET X F(73mg, 0.2mmol)® k VLY

GmERIZ, T— ¥ HFE@Omg, 0.lmmol) % A1Z, 8§ 0°CT1. 58/

BRE L, BRICHER, KEMNA, Z—F U TiliE L, EXEEBE~ Y

AVLTEBE L, BELEER, RELX UV ISL v+ 5

74 (n—~F¥y BEBEIFV=4,/1) THEL. BBYO (E) —

a = APFY=N—-AFLV=2— (a0 —AFNV—4—0auxRyIJ)F

TI/)AXY) 7z I)VEEEET 7 3 F(50mg, 66%) % ik & L TB 7,

NMR (¢ ppm, TMS/CDCl3) : 2.23(3H,s), 3.25(3H,d,J=4.9), 3.33(3H,s),

5.29(1H,d,J=12.2), 5.51(1H,s), 5.80(1H,d,J=12.2), 7.25-7.36(5H,m), 7.42-
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7.47(1H,m), 7.58(2H,d,J=9.2), 8.77(1H,s).
Ei5 2 6

a—kFOFL—2— (FFFLFOUESTY—2—ANLAF I AFN)
T VEEBE T F L DA

2—FFV-2—-[2— (FFI7FOUET LV —2—-ANF XL AFN)
7z Z)VIEEEE T F 1(22.60g, 77.3mmol)D X ¥ / — L (20ml)iEH % 0 'C T
HL, #FOHICKFEILFTESF M) 7 L1468, 38.6mmol) %R 72, 10
%, K(Q00mN) Z N EEER T F )V CHIM L. HKBRER~ 7 4 ¥ 7 L TEAR
%, BIEPEEL, BBEY VYISV T LU ST T4 — (n—N
UL /ERIFNV=4/1) THREL. BRPD« - FOF T -2 —
(F P FOET Y —2—ANTFTAFN) 72 VEEBRZF IV
(20.47g, 90.0%) = {HIRP & L TIH7,

NMR (¢ ppm, TMS/CDCl,) : 1.19-1.22(3H,m), 1.50-1.73(6H,m), 3.52-

3.57(1H,m), 3.80& 3.87(A b+ TIH,Z N ¥ hd,J=5.5), 3.81-3.88(1H,m),
4.09-4.30(2H,m), 4.65 & 4.69(&H4 T1H,Z N ZNhd, 1=12.2), 4.69(1H,m),
4.89L4.92(A ¥ TIH,ZN ¥Nd,J=12.2), 5.48(1H,m), 7.30-7.41(4H,m).
ER5 2 7

a—APFT—2— (FFSRFUOETY—2—ANVFFIAFI) 7
L VEEBE T F VDA

e—FOXFY—-2—- (FFFFOET =2 VT Z I XF))
7 = Z VEEBE T F)1(14.00g, 47.6mmo) DN, N— ¥ X FILR VLT I F
(A0ml)B I 2 7L X F1(20.25g, 143mmol) & N2 0 CTHEL 720 #0
HIZ6 0 %IHIRAKE/LF MY 7 4(1.90g, 47.5mmol)E N2 720 3 0 4.
KA00m) Z IR T —7 W CHIM L. BKEEER~ 7 % V7 L TEHRE, B
¥EEL, BREEZVVATSNATLITRITTT 4~ (n—AFHF Y/
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FERRTFL=4/1) THEL, BEWPYO .~ X FL—2—- (FF5¢k
FOES D —2—ANVFFIAF)V) 72 ZVEEEE T F)L(14.00g, 95.5%)
IR E L TB,

NMR (& ppm, TMS/CDCl5) : 1.20(3H,t,J=6.8), 1.50-1.90(6H,m), 3.38 &
3.39(6 ¥ T3H, £ N £ 1s), 3.50-3.60(1H,m), 3.89-3.95(1H,m), 4.10-
4.302H,m), 4.56 £5.01(& ¥ TIH,# N #Nd,J=12.2), 4.62(1H,m), 4.74%
4848 ¥ TIH,FNFNd,J=12.2), 5.17L5.23(& ¥ TIH, #NFhs),
7.30-7.51(4H,m).

ERif 2 8

4—RA+F—3—-4vru</ 0ERk
Ca—AFEV—2— (FFFEROETL—2—ANFFIRAFN) T
= = )VEEER T F )V (14.00g, 45.4mmol)®D A ¥ / — L (50mI)iE#H T, 785 — b
VIY ZNECBREY =0 5(030g) 3 INA 1 BRREMEER L7, EiRiC
WEME, K5 OmEMALELAFL U CHB L EARRET 2Ty A
TER%, BREZEEL, REXERERE (n—~F4 > /EEIF V=1
/1) THEL, BHD4 -2 X2 -3 -1V 707/ 2 (6.00g, 74.2%)
YEEERL LTE,

Aie:82-86T

NMR (& ppm, TMS/CDCI5) : 3.73(3H.s), 4.75(1H,s), 5.28(1H,d,J=14.0),
5.38(1H,d,J=14.0), 7.24-7.27(1H,m), 7.37(2H,m), 7.56(1H,d,J=7.3).

Rl 2 9

2-EFOF I RAFN-q- X MEFVNAFLT 2 2 VEEEET X FOARK

=X MFV=3—-4V20</ (150g, 42.1mmo)D X ¥ / — L (40ml)
B4 0BAFANT IV — X% ) — VIEH9.80g, 126mmol)¥ M 770 2
T T1RERER. BELEELTEND2 - FOF I AF N — o —
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APFTY-N—-—XF)IV7 = )VEEEET I F(8.50g, 96.5%) % BfaiEi & LT
15725
Bigi:80—-827T

NMR (¢ ppm, TMS/CDCl3) : 2.86(3H,s), 3.35(3H,s), 4.47(1H,d,J=11.6),

4.88(1H,d,J=11.6), 5.08(1H.5), 6.98(1H,brs), 7.32-7.41(4H,m).

EHiFI 3 0

(E) —a—APF¥—2— (a—RAFN—4—270uxYIYFUT
I/AFRVAFN) T VEERE (ILaWEF637) OB

(E) —a—AbF¥=2— (¢ —XFN—4—700OXRYTIYFVT
I/FRVAFN) T2 2 VBRI FV(0.70g, 1.9mmo)D X &/ — )b
(10mEHIZ 1 N—KERLF b ) 7 A HaomhE L. EiET 2 BERE
L7o IN—EBTpH4 & LT, HELAFL T L. EAKHBRY
TRV LTERE, BREEERL. BAYD (E) —a—APF -2
— (@a=AFN—4—=20ORVVYFUVTIIFFIAFIN) 722V
EEEE(0.50g, 77%) % Mk & L THR72,

NMR (¢ ppm, TMS/CDCl3) : 2.20(3H,s), 3.39(3H.s), 5.25(1H,s),

5.25(1H,d,J=12.2), 5.52(1H,d,J=12.2), 7.30-7.57(8H,m).

sl 3 1
PEoERF19~30LEKBIILT, — KK (1) TRENLELD
L& r R L, Bonhi{tewd I 2oRENILEDOWHET -5
EUTICRT, ShORIZIERBI1 9~3 0 THRONZALEMBIUZE
OYET— 7 bR T 5o

T, B, ALEWEES 47 4~93513MA0, QAR (a) TRE

NBETH ALY, {LEWEE036~98 01MANRZ, Q7 (a)
TRINLETHAHILEYW. LEWESFI81~1010Q4K (b)
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TREINDETHHIULEYTH S,
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1 %37’%% x | gl Yy |z|a] g2 R13
474 H |OCHy |[NHCH3 | 0] 1 |CHy [4Cl-7z=)
475 H |OH NHCH; |0} 1 |CHy |4Cl7z=0
476| H |OCHy | NH, Of1|CHy [4C-7=z=
477 H |OCHy | OCHy 0|1 |CHy [4Cl-7z=W
478 H|OH [|NH 0|1 |CHy |4Cl7z=n
479 H |OH OCH,4 O 1 |CHy [4Cl-7z=
480| H |OCHy [NHCH; | 0| 1 |H eV
481| H |OH NHCHy | o| 1 |H JrZIb
482| H|OCHy |[OCH;. | 0| 1|H 7=l
483 H|[OH |OCHy O|1|H Tz

4 84| H |OCH;y | NH, o|l1]|H Tzl
485 H|OH |NH, ol 1|H yERY Y
486| H |OCHy [NHCH; 0| 1 |CHy |7z=n
487| H |OCHy |NH, ol 1|CHy |7z
488| H |OCH; | OCHy O|1|CHy | 7z=n
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1%6%% X R! Y Z| n| Rr12 r13
489 H |OH NHCHy | 0] 1 |CHy [7z=0

490| H |OH NH, o|1|CHy 72z

491 H |OH OCH; 1 0] 1|CHy |7z=

492| H |OCHy [NHCH;y [ 0| 1 |CHy [4OCH;-7x =)
493| H |OCH; |NH, 0| 1 |CH3 |4-OCH;-7 = =)V
494 H |OCHy |OCH; |0 1 |[CHy [40CH;-7x=)
495| H |OH NHCH; | 0] 1 |CH3 |4-OCH3-7 ==
496| H |OH NH, 0| 1 |CH3 |4-OCH3-7 x =)
497 H |OH OCH; | 0of 1 [CHy |4-OCHs-7 ==k
498| H |OCHy [NHCH; | O 1 [CHy |4-CHy-7 zZ)b
499 H |OCH; |NH, of 1 |CHy |4CHy-7 =0
500| H |OCH; |OCH; |oOf 1|CH; [4-CHy-7x=0b
501 H |OH NHCH; | 0] 1 |CH3 |4-CH3-7xz =)V
502| H |OH NH, of 1 |CH; |4-CHy-7x =0
503| H |OH OCH; | 0| 1 |CHy [4CH3-7 2=
504| H |OCHy |NHCH; | O 1 [CH; [24-Cl,-7z =)
505| H |OCH; |NH, 0| 1 {CHy |24-Cly-7x =)V
506 H |OCHy |OCHy | 0| 1|CH; [24-Cly-7x=0
507! H |OH NHCH3 ol 1 CH3 2,4-C12-7 =)
508| H |OH NH, o| 1 |CHy [24-Cly-7 ==
509] H |OH OCH; | 0| 1|CHg |24-Cly-7 =)
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1 %{5%% Rl y n| ri2 Rr13
510 OH NHCH; 1|(CHsy |2-Cl-7==)
511 OH NH, 1|CHy |2Cl7x=n
512 OH OCH,4 1|{CH3 |2-Cl.7 ==
513 OCH; | NHCH, 1 |CHy |2-CL7 ==
514 OCH; | NH, 1 [CH; |27 2=
515 OCH; |OCH, 1 |CHy |2-CL7x=)
516 OH NHCH4 1|(CHy |3Cl-7xz=
517 OCH; | NHCH4 1|CH; [3Cl7z=
518 OCH; | OCH4 1|CH; |3Cl.7z=0
519 OH NHCH3 1 CH3 2-CF3-71:-)I/
OCH3 NHCH3 CH3 2-CF3- Tz
521 OCH, | OCHy 1|{CHy 2-CF3-71:)1/

OH |NHCH,
OCH; |NHCH,4

1 [CHy [3-CFy-7z=W
1 |CHy |3-CFi-7z=0

ul
)
o
janlll Busll e ofll ol e ol B ol e ol Baoll Beoll ool Busll Naolll Haofl Besll Raol laoll Banill Baol Je ol Haoll Rasll B
ol kol fo]l Nol [ol [o} Rol fo) o] Hol lol o) Rol Iol lol f ol [ol Jol Nol Rol RoN B

524 OCH; | OCHy 1 |CHy |3-CF3-7 ==
525 OH NHCH3 1 CH3 4-CF3-7;:)1/
526 OCH; | NHCH, 1 [CH;y [4-CFy-7z=0
527 OCH3 | OCHy 1|{CHy [4-CF3-7 =)
528 OH NHCH,4 1 |CHy |4NOy-7 =)V
529 OCH; | NHCH, 1 [CHy [4NO,-7 z=)
530 OCH;3 | OCHj 1|CH; |4NOy)-7z =)
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e « | g y |z|a| g2 R13
5

531| H |OH NHCH3 Ol 1 CH3 2-CH3-7 =)
532| H |OCHy {NHCHy | 0| { [CHy |2-CHy-7 x=)
533| H |OCHy |OCH; |o0f 1|CHy |2-CHy-7 ==
534| H |OH |NHCHy | 0] 1|CHy |3-CH3-7 =)
535| H OCH3 NHCH3 ol 1 CH3 3-CH3-7 =)
536| H |OCHy | OCHq O| 1|CHy [3-CHy-7 z =0V
537 H |OH |[NHCH3 | 0| 1|CHy |4CN-7z=)
538 H [OCH3 [NHCH; | 0| 1 |CHy |4.CN-7 =
539 H |OCH3 |OCH3 | 0| 1|CHy |4CN-7z=)
540 H|OH |NHCH3 | oO| 1]|CHs|4Cl7z=
541| H |OCH3 |[NHCHy | 0| 1| CHs |4Cl-7 =0
542| H |OCH; | OCHy O 1| CHsl4Cl-7=0
543| H |OH NHCH3 Ol 1 C2H5 4-OCH3-7 =W
54 4| H [OCH3 |NHCH; | 0| 1 | CoHg | 4-OCH53-7 = =)V
545] H OCH3 OCH3 ol 1 C2H5 4-OCH3-7 =
546/ H |OH |NHCH;| Q| 1|CHy |CHy

54 7| H |OCHy |[NHCH; | 0| 1 |CH; [CH,4

548| H |OCH; |OCH; | 0| 1 |CH; |CHs

549| H [OH |NHCHy | 0| 1| CHj CjHg EZREY
550| H |OCHy [NHCH; | 0| 1| CH; C4Hy EZREM
551| H {OCHy |OCHy | 0| 1| CHy, C4Hg EZREY
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ﬂ:/ég X | Rr! Y zZ| n | RI2 13

E5 R R

552 H [OH |NHCH;y | Of 1 |CH3 |2-OCH3-7 x =)k

553| H |OCHy |NHCH3 | 0| 1 |CHy |2-OCHy-7 = =0V

554| H [OCH3|OCH3 | 0| 1 |CHy |2-0CH3-7 = =)

555 H|OH |[NHCH3 [ O 1 |CH3 |3-OCH3-7 x=)b

556| H [OCH3 |NHCH; | of 1 | CHy [3-OCH3-7 = =)V

557 H |OCH3|OCH; [ O} 1 |CH; |3-OCHs-7 = =)V

558| H|OH |NHCH; |0| 1 [CH; [3,4-(CHy)y-7 z =V
559| H |OCHy [NHCH3 | 0| 1 |CH3 |3,4-(CHg),-7 z =V
560} H OCH3 OCH3 Ol 1 CH3 3,4-(CH3)2-7 I =)
561 H |OH NHCH; [ 0| 1 |CHy [34-Cly-7 2 =)V

56 2| H |OCHy |NHCH; | 0| 1 |CH; [34-Cly-7 = =0

56 3| H [OCH;|OCH;4 O| 1 |CHy |34-Cly-7 = =)

564 H|OH |NHCH3 | O0f 1 |CHjy |3-CH3-4-OCH3-7 = =)V
56 5| H |OCHy [NHCH; [ 0| 1 [CHj |3-CH3-4-OCHs-7 = =)V
56 6| H |OCH; | OCH, O| 1 [CH3 | 3-CH3-4-OCH,y-7 = =)V
56 7| H|OH |NHCH; [O| 1 |CH; |3-Cl-4-CHy-7 =)V
56 8| H |OCH3 |NHCH; | o 1 |CH; |3-Cl-4-CHg-7 = =)V
56 9| H | OCHz| OCH, O| 1 |CH; |3-Cl-4-CH3-7 = =)V
570 H|{OoH |NHCH; [ 0| 1 |CHj; |COCH,

57 1| H |OCH3|NHCH; | 0| 1 | CH3 | COCH,4

572 H OCH3 OCH3 0| 1 |CHy [ COCH4
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1%6%% x| gr! Yy |z|an| gi2 r13
573| H |OH NHCH3 | 0| 1|{CH3 |CO-7 =
574| H |OCH3 |[NHCH; | 0| 1|CHy |CcO-7z=n
575| H |OCH; [ OCHj O 1|CHy |CcO-7==w
576| H |OH NHCH; [O| 1|CHy |4-¥ 7=
577 H|OCH; INHCHy | 0| 1|CHy |47z
578| H |OCH3 |OCHy | O 1|CHy [4E7x=)N
579| H|OH |[NHCH;|Of1|CHy [1-+7FW
580| H |OCHy [NHCH3 | 0| 1|{CH;y |1-+7F N

58 1| H [OCHy |[OCHy 0] 1|CHy |1-+7F
582| H|OH NHCH3 f o 1|CHy [2-79 W

58 3| H |OCHy |[NHCH3 | of 1 |CH; |2-79

584| H |OCH3 |OCH3 | 0O} 1|CHy |27

585| H|OH |NHCH3 Ol 1|CHy |2-Fz=)
58 6| H|OCHy INHCH3 | 0| 1 [CHy |2.#x =1
58 7| H |OCHy |OCHy; | O 1|CHy |2.-Fxz=)
588| H|OH |[NHCH;|of1|CHy |2-¥yTn
589 H [OCH; [NHCH3 | of 1|CHy [2-¥y o
590 H|OCHy |OCHy [of 1|CHy [2-¥y T
591| H |OH NHCH, | O 1 CHy |2-¥5Y=)
592| H |OCH3 [NHCH; [ 0| 1|CHy |2.¥5v =0
593 H|OCHy |OCHy |o0O|1|CHy |22¥5Y =)
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1%%% x| R! Y [z|n| R R13

5941 H|OH NHCH;3| O 1 | CH3 2-¥1) 3 V=

59 5|H|OCH; |NHCH;3| o 1 | CH3 2-¥) 3V

596|H|{OCH3 |OCHy | 0| 1|CH; 2-¥Y 3=

597|H|0H NHCH;| 0| 1 |CHj S-CF3-I:°‘) Vr2- 4NV

598|H|OCH; |NHCH;| o 1 |CH;q 5-CFy-E1 U ¥ 2-1 b

59 9|H|OCHy; |OCH; |0 1|CHy S-CF3-I:°')“/".‘/-2-4}I/

600lnulon NHCH;| 0| 1| cH, 4-0C,Hs-E'Y I >-
2-1 )

601|1|0cH, |NHCH;| o 1 |cH, 4-0CHHg-E1) 3T -
2-4 )

602|u|ocH, |ocH; |o|1]|cH, 4-0CyHs-¥') IV »-
2-4

6 03| H|OCHy |NHCH3| s | 1|CH; 4-Cl-7 = =)V

6 04| H|OCHy NHCH3| o 1 [CF; 4-Cl-7 = =)

6 0 5| H|OCHF,[NHCH3| O 1 | CF; 4-Cl-7 = =V

606|H|OCH; [NHCH;| s | 1|CH, 4-OCH4-7 x =)

607|H|OCHy {SCHy | of 1|CH;s 4-OCH4-7 . =)V

6 08|H|OCH; [SCH3 | 0| 1|CH; 4-Cl-7 = =)V

6 09|H|OCH; [NHCH;| S | 1|CH, 4-CHy-7 2 =)

610|H|OCH; [NHCH;| s | 1 |CH, 4-CF3-7 = = )b

611|H|OCH; |SCHy |Of 1|CH,y 4-CHy-7 = =

612|H|OH NHCH;| 0| 1 [ CH,OCH3| 4-Cl-7 = = v

6 13| H|OCHy |NHCH3| o 1 | CHOCH3|4-.Cl-7 = =V

614|H|OCHy |OCHy | Of 1|CHyOCH3|4-Cl-7 ==V
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1%/5% X | Rl Y |z|n| RrI2 R13
615|H |OH NHCH; (0|1 C2H5 4-CH3-71:.)1/
616(H [OCHy |[NHCH; |0 |1 [CHg [4-CHy-7 =)V
617|H |OCHy |OCHy [0 |1 [CyHg |4-CH3-7 =)k
618{H |OH |NHCH; 0|1 |C4Hg |[4-CHy-7x=)b
619|H |OCHy |INHCHy o |1 |C4Hg |4-CHy-7 z =)V
620[H |[OCHy |OCH; |0 |1 [C4Hg |4-CH3-7x=)
621|H [OH |NHCHy; |o|1 |C4Hg [4-Cl7z=)
622H |OCHy INHCH3 |0 |1 |C4Hy [|4-Cl7z=n
623|H [OCH3 |OCHy 10O |1 [CHg [4ClL7 =
624{H [OH [NHCHy |0 |1 |CHg |4-OCH3-7x =)l
625|H [OCH3 |[NHCH; |o |1 |C4Hg [4-OCH;-7 z=0
626[(H [OCHy |OCH; [0 |1 |C4Hg |4-OCHy-7 ==
1%"3% X| gl Y |Z]|n =C<2:z

627|H OCH3 NHCH3 Ol1

QO

6 2 8|H |OCHy | OCH; 0|1

629|H |OCHy |[NHCH; |0 |1

7 N\

g .

6 30|H |[OCH; | OCH; o]1
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1%{‘%% X|{ =Rl Y |z|n| rI2 R13

6 3 1| H|OCH;, OC,Hs4 O| 1|CHy |4ClL-7==)

6 3 2| H|OCH;y NHCHs [ 0| 1 |CHy |4Cl-7 =0

6 3 3|H|OCyHs |OCH;y O 1|CHy [4Cl-7z=N
634|H OC2H5 NHCH3 Ol 1 CH3 4-Cl-7 = =)
635[H|OC4Hg |NHCH3 | of 1|CHy [4Cl7z=n

6 36|H|0C4Hg |OCH,y O 1|CHy [4Cl-7 =)V
637|H|[OCHy |OH 0| 1|CHy |4CL-7 =)

6 3 8| H|OCH;y N(CH3)» | 0| 1 |CH3 |4Cl-7 =0V

6 39| H|OCOCH; | NHCH; | 0| 1|CHy |4CL-7 =0V
640{H|OTHP |[NHCH; | 0| 1|CHy |4C-7=z=)
641|H|otHP |OCH3 [0 1|CHy |4Cl-7xz=0

6 4 2| H|OCH, NHCH; (0| 1|CHg [3-Cl-7 ==V

6 4 3| H|OCH; NHCH; | of 1 |CHs |2-Cl-7 ==
64 4| H|OCH; NHCH; [ of 1|CoHs [2-CHy-7 z =)V
645(H|OCH; |NHCH; | 0| 1|CoHg |3-CH3-7 =0V
646|H|OCH; |NHCH; [0o| 1|CHy |2-0CHy-7 2=V
647|H|OCH; |NHCH; || 1|CoHs |3-OCHs-7 ==
6 4 8| H|OCH; NHCH;y |0 2|CHy |4Cl-7 =0V
649{H OCH3 NHCH3 0Ol 2 CH3 4-CH3-71:-)1/
650|H|OCH; |NHCH; || 2|CH;y |4OCH;-7 ==
6511H OCH3 NHCH3 ol 2 CH3 4-CF3-71:‘-)1/
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A
652]|5Cl OH | NHCH, 1|CHy f4Cl.7z=)

6 5 3|5-CHy OCH4 NHCH4
6 5 4 | 5-OCHg | OCH; [ OCH4
65 5]5-Cl OH NHCH4
65 6|5-CHy | OCH; | NHCH,4
6 5 7 |5-OCHy | OCHq OCH4
65 8(5-Cl OH NHCH,4
6 59(5-CHy | OCH,4 NHCH,4
6 6 0 [5-OCHy | OCH3 | OCH,4
66 1]5Cl OH NHCH;4
6 6 3 [5-OCHy | OCH3 | OCH,4
6 6 4]5-Cl OH NHCH4
6 6 5|5-CH; | OCH3 | NHCH,4
6 6 6|5-OCH; | OCH,4 OCHj,4

1|CHy l4c72=0
1|CHs 47220

1 |CHy |4-OCHy-7 = =)V
1 |CHy |4-OCHs-7 = =)L
1 |CHy |4-OCHz-7 = =)V
1|CHy 2.y o)
1|CHy vy
1|CHy |2.¥y o
1|CH; |2-¥5v=
CH; 12.¥5v=n
1|CH3 [2.¥5 =
1|CHy [4-CHy-7 =z =)
1|CHy [4-CH3-7 =)V

1 CH3 4-CHy-7 = =)V

C|O|O]O|OC|O|O|Oo|o|o|lo|olo|o|o|olo|olojo]|lo] N

66 7]5-Cl OH NHCH3 1 CH3 CH3

670|H OH |NHCH, 1| CHj, CHs EZREM
671|H OCH3 | NHCH,4 1| CHsy CHg EZREYW
672[|H OCH3 OCH3 1 CH3, C2H5 EZ{REY

—146—



WO 95/27693 PCT/JP95/00663

{%{3%% X Rl Y AR R12 R13
67 3|H|OCH; |{OCH; | 0] 1 |CHj [2-Cl-4-OCH3-7 = =)V
67 4|H|OCH; |[NHCH; | 0| 1 [ CHj | 2-Cl4-OCH4-7 = = )b
675|H|OCH; |OCH; | 0| 1 |CHy|2-Cl-4-CHy-7 = =)V
676|H|OCH; |[NHCH; [ 0| 1 |CHj |2-Cl-4-CHy-7 = =)L
67 7|H|OCH; {OCH; || 1 |CH; [3-Cl4-OCH5-7 = =)V
67 8| H|[OCH; |NHCH; | 0| 1 | CHj [3-Cl-4-OCH;-7 = =)V
67 9|H|OCH; [OCH; | 0| 1|CHy [3-CHy-4-Cl-7 = =)V
68 0| H|OCH; |[NHCH; | o 1 | CHy [ 3-CH3-4-Cl- 7 = =)
6 81| H|OCH; |[NHCH; | 0| 1 |CH;y |4-CH,0CH;-7 = =)V
6 8 2| H|OCH; | NHCH; | 0| 1 | CH3 |4-OCHF,-7 = =)L
6 8 3| H|OCH; [NHCH; | 0| 1 | CH; | 24-(OCH3),-7 = =)V
68 4|H|[OCH; [NHCH; | 0] 1 | CH; | 3.4-(OCH),-7 = =)V
6 8 5| H|OCHy | NHCH; | 0| 1 | CHy |2,5-(OCHg),-7 = =)V
6 8 6| H|OCH; [NHCH; | o 1 |CH; [2.4-(CH3),-7 = =0V
68 7|H|OCH; |OCH; | O 1 |CH;3 [24-(CHy)y-7 =20
6 88| H[OCHy INHCHy | 0| 1 [CH3 [4-7 /%7220
68 9|H|OCH; [OCH; || 1 |CH; |2-F4-OCHs-7 x =)V
69 0|H|OCH; |[NHCH3 | 0| 1 | CHy | 2-F-4-OCH;-7 = =)V
69 1|H|OCHy [OCH; | 0| 1 |CHy |3-F4-0CHy-7 z=)V
69 2|H|OCH; [NHCH; | 0| 1 [ CH; | 3-F-4-OCH;-7 = =)V
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1%{5%#@ x| r! y |zl|na| g2 r13

6 93| H|OCH; [NHCH3| 0] 1 |H [4-OCH;-7z=
694|H|OCH; [INHCH; | 0| 1 |H 4-CHy-7 x = )b
695|H|OCH; [NHCH; [ 0] 1|H [4CFy-7xz=n

6 96| H|OCH; |[NHCH3 | 0| 1 |CH3 | 2-Br-7 =)L

69 7|H|OCH; INHCH3 | 0| 1 |CH3 |3.Br-7z =

6 98| H|OCH; |[NHCH3| 0| 1 |CH3 |[4-Br-7x =)

6 99| H|OCH; {NHCH3 | Of 1 |CH3 |2-F-7z =)L
700|H|OCHy |INHCH3 | 0| 1 |CH; [3. .7z =

701 H|OCHy |OCHy O] 1|CH;y [4F-7z=)
702|H OCH3 NHCH3 0|1 CH3 4-OC2H5-7:L:—)1/
70 3| H|OCH; |[NHCH; | 9| 1 | CH; [4-0CqH,-7 x =)
70 4| H|[OCHy NHCH3| 0] 1 CH3 4-0C4Hg-7 = =
70 5| H|OCH; [NHCH; [ o 1 [CH; [4-OCH,CH=CH,-7 = =V
706(H|OCH; INHCH3 | 0| 1 [CHj3 |4-OCH,C=CH-7 = =)V
707|H|OCH; |OCHy | 0] 1][CHy [4CHs-7 =0

7 08| H|OCH; [NHCH; | 0] 1 [CH; [4CiH,-7 =0
709|H|OCHy [OCH; |0 1|CH; [4CHg-7z=n

7 10| H|OCHy NHCH; | 0] 1 CH3 4-C(CH3)3-7:_:_}I/
711|H|OCH; |OCHy | 0] 1|CH; [235-(CHy)y-7 =0
712 H|OCHy [NHCH; | 0| 1 | CH3 [3.4,5-(CHy)y-7 2 =01
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{%/E’%% x| R Y |z|n| R RI3

7 13| H|OCH; NHGCHs | 0] 1 CHy [4F-7xz=)
714| H OC2H5 NHCH3 ol 1 CH3 4-F-T7 =)
715|H|OCH; [NHCHs | 0| 1 {CHy |4Br-7xz=)
716|H|OCHs|NHCH; | Of 1 |CHy |4Br-7xz=)
717| H|OCH; |NHC)Hs | 0| 1 |CHy |[4-CH3-7 ==
718|H|OCHs|NHCH; | 0| 1 |CHy |4CHy-7 =0
719|H|OCHy [NHC,Hs | 0| 1 |CoHs [4-CHy-7 =z =0V
72 0| H|OCHs [NHCH; | 0| 1 |CyHg |4-CHy-7 = =0V
721|{H|OCH; [NHC,Hs | 0| 1 |[CHy |4-OCH3-7 =)V
722|H|OCHs |NHCH; | 0| 1 [CHy [4-OCH;-7 x=)b
72 3| H|OCH; |NHCHs | 0| 1 |CyHg |4-OCH;-7 2 =0V
72 4| H|OCyHs |NHCH; | 0| 1 |CyHg [4-OCH3-7 = =0V
725|H|OCH; [NHCHs [0} 1 [CHy [4-CF-7 =0
72 6| H|OCHs[NHCH; | o| 1 [CHy [4-CF3-7x=)
727|H|OCH; |NHC)Hs | 0| 1 |CyHg |4-CF3-7 = =0
72 8| H|OCyHs |NHCHy | 0| 1 |CyHg |4-CF3-7 x =20
72 9| H|OCHy [NHCHs | 0| 1 |CHy |4-0CHs-7 x =)V
73 0| H|OCHs|NHCH; | 0| 1 [CHy [4-0CHs-7 ==V
73 1| H|OCH; [NHCyHs | 0| 1 [CoH5 [4-OCHs-7 x =0V
73 2| H|OCyHs |[NHCH; | o | 1 |CyHg |4-OCHs-7 = =00
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fta

K 1 12 13

E ) X| R Y Z|n R R

73 3[H|OCH; [OCH; | Of 1]CsHy 4-Cl-7 2 =)V

73 4|H|OCHy [OCH; | Of 1|2-Fxz=|CH;y

73 5|H|OCH; | NHCH3 | Of 1 |2-Fx=)/| CH;

736|H|OCH; | NHCH; | 0] 1| C3H4 4-Cl-7 = =)V

737|H|OCH; |OCHy || 1|CHyOCH; | 7 2=n

738|H OCH3 NHCH3 ol 1 CH20CH3 T

73 9| H|OCH; | NHCHs| 0| 1 | CoHg 4-Cl-7 = =)V

7 4 0| H|OCyHs| NHCH; | 0| 1 | CHy 24-(CHy)y-7 = =)V

7 4 1| H|OCyHs NHCH; [ O 1 | CHy 3,4—(CH3)2-71:)I/

74 2| 1| OC,Hs| NHCH; | 0 1|CH;, 2'2”3'4"OCH3'71
=)
2-OCH,-4-CH,-7 =

7 4 3| H|OCyHg[ NHCH; [ o 1 | CHy L 3 3

74 4| u|0C,Hy|NHCH, | 0| 1|CH, 2-Cl-4-OCH5-7 x =
¥

74 7|1 |OCH; |NHCH; | 0| 1|CyHs 2-CH3-4-OCH3-7 =
=N

7 4 8| 1| OCH; |NHCH; | 0 1| CyHs 2'(1‘7‘*3'4'(3‘*3"71
=)

75 1| H|OCH; |NHCH; | o] 1| C3H, Q'Cbﬂs“‘OCHaJI
=)

752 u|ocH; |NHCH, | of 1 |Cqu, | PO Hy 7=
=N
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{%/E’%% X R} Y Z|n| rI2 r13
753| H|OCHs |[NHCH; | 0| 1 [CHy [4-CHy-7z=)
754|H|OCHs [NHCH; | o 1 |CHy [4-0CH;-7 ==V
755|H|OCHs |NHCH; | 0| 1 [CHy [4-CFy-7 ==
756| H|OC3H7 INHCHy [ O 1 |CHy [4-Cl7 =0
757| H|OC3H; [NHCH; | o 1 [CHy |4CHy-7 =)
75 8| H OC3H7 NHCH3 Ol 1 CH3 4-OCH3-71::)I/
759|H|OCH, [NHCH; [0 1 |CHy [4-CFp-7z=0
76 0| H|OCH; |NHCH; | o 1 |CyHs [4-CF3-7 ==k
76 1| H|[OCH3 | NHCH, Of1|CHy laCl-7z=0
762|H|OCH; |NHCHy |0 1 |CsHy |4-CHy-7 =0V
76 3| H|OCH; |NHCH; [ o 1 [C3Hy [4-OCH3-7 ==
76 4| H|OCHy |NHCH; |o0f 1 |C3Hy |[4CFp-7 220
765|H|OCHg|NHCHy; | s |1 |CHy |4C-7=z=n
766|H|OCHs |NHCH; | s| 1 [CHy |4-CHy-7 =0
76 7| H|OCHs |[NHCH; | s| 1 |CHy [4-OCHy-7x=0V
76 8| H|OCHg |[NHCH; | s | 1 |CHy [4-CFy-7 ==
76 9| H|OCHs [NHCH; | 5| 1 |CHs |4.cl-72z=0
77 0| H|OCyHs |[NHCH; | s | 1 |CyHg [4-CHy-7 = =)V
7711 H 0C2H5 NHCH3 Sl C2H5 4-OCH3-71:-)1/
77 2| 3|O0CHs |NHCH; | g | 1 [CHg [4-CF3-7 x =0
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1%‘3% x| Rl Y |z|af r12 RI?
77 3| H|OCH; |NHCH; | 0| 1 |CH; |25-(CHg)y-7 2=V
77 4| H|OCHs|NHCH; | 0| 1 |CHy | 25-CHg)y-7 = =10
77 9| H|OCH; [NHCH; [ S| 1 |CH; |35(CHgy7 ==/
78 2| H|OC,Hs|NHCH, | O| 1 |CH; |3-CH3-4-OCH,-7 = = b
78 4| H|OCH; [NHCH; | § | 1 |CHy |3-CHy4-OCHy 7 = = b
78 5|H|OCH; |NHCHy | 0| 1 |CHy |2+ 7F 0
786 |H|OCH; {NHCHy | 0| 1 |CHs |2-+7F 0
78 7|H|OCH; {NHCH; | S| 1 |CHy |2-F7FW
78 8| H|OC)Hg{ NHCH; | 0| 1 |CHy |2-+7F W
78 9|H|OCHy |SCHy | 0| 1 [CHs |4cl-72=0
790|H|OCH; |SCH; | 0| 1 |CoHs |4-CHs-7 = =11
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SCH4 NHCH4
NHCH3 NHCH4
Cl NHCH3
SCH3 NHCH3
SCH3 NHCH3
NHCH3 NHCH3
SCH3 NHCH3
NHCH3 NHCH3

] [CHy [4-OCHRy-7 ==

1| CH; [4-OCHF,-7 = =1

1 CH3 4-N02- Tz
CHy |4-NOy-7 z =)
CHy [34-(CHyy-7 2=
CHy |3,4-(CHg)y-7 ==
CH3 3,4-C12- Tz
1|CHy [34-Cly-7 =)V

p— bt |

—

f%é%% x| gl Y Z|n| gi2 R13
793/ H|C NHCHy | 0| 1 |CHy [4.cl.7z=n
79 4| H|SCH; [NHCH3 | O| 1|CHy |4Cl-7xz=)b
795| H|SCH; [NHCH; [0} 1 CHg l4-Cl-7 2=
79 6| H|NHCH3|NHCH; [ 0| 1 |CH3 [4.cl-7z=n
7971 H SCH3 NHCH3 ol 1 CH3 4~CF3-71:-)1/
79 8| H|NHCH3|NHCH; | 0 1 |CHy [4-CFy-7 = =)V
79 9| H|SCHy [NHCH;|q| 1 |CHy [3-CF3-7 ==V
8 00| H|NHCH; |NHCH; | 0| 1 |CHy [3-CFy-7 ==
80 1| H|SCHy; [NHCH;|0|1|CH;y |[4-CHy7 =0
8 02| H|NHCHy|NHCH; | 0| 1 |CH; [4-CHy-7x =)V
8 03| H|SCHy |NHCH;|of 1[CHy [4-OCH;-7 ==
8 0 4| H [NHCHy | NHCH; [ 0| 1 |CHy [4-OCH;3-7 ==

H o)

H o)

H o)

H 0

H 0

H 0]

H o)

H o)
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1%%% X| Rl Y |z|n| rRI2 R13
8 13| H|OCH; |NHCH; [ 0| 1|SCHy [4.Cl-7xz=)
814|H|OCHg |NHCH; [ 0f 1 [SCH3 [4.cL-7 =1
8 15| H|OCH; |NHCH; [0 1|SCHg {4.Cl-7 2=
8 16| H|OCH; NHCH; | 0| 1 |SC4Hg |4-Cl-7 ==V
817|H|OCH; |OCHy |of1]|SCHy [4Cl-7xz=0
8 18| H|OCH; NHCH; [ s |1 SCH3 |4-Cl-7 2=
8 19| H|OCH; NHCH; | O 1 |SCHy |4-CH3-7 = =)V
8 20| H|OCHg |NHCH;3 | o 1 |SCH3 |4-CH3-7x =)
82 1| H|OCH; |OCH; O| 1|SCHy |4-CHy-7 = =)V
822|H|OCH; |NHCH; {0 1|SCyHg [4-CHy-7 = =0V
8 2 3| H|OCH, NHCH;3 | s [ 1 |SCH3 [4-CHg-7 ==
824|H|OCH; [NHCH; o 1|SCHy [4-CFy-7 ==
825 H|OCHg [NHCHy | 0| 1 [SCHy |4-CF3-7 =0V
826|H|OCH; |NHCH;y |0 1|SCyHg [4-CF3-7 =z =0
82 7|H|OCH; [NHCH3 |s| 1|SCHy |4-CF3-7 =)V
8 2 8| H|OCH;y OCH3 Ol 1 SCH3 4-CF3-71:-)I/
829 H|OCHy |NHCH; | of 1|SCHy |3-CF3-7 x =)
8 30| H|OCHg |NHCHy | 0| 1 [SCHy |3-CF3-7 ==
8 31| H|OCH; |[NHCH; | 0| 1|SCyHs |3-CF3-7 = =)
8 32| H|OCHy |NHCH3 | g 1|SCH3 |3-CF3-7xz=W
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feam o w1 y |z|a| g2 13

E5 R

8 33| H|OCH; |NHCH;y [ 0| 1 |SOCH; 4-Cl-7 = =)

8 34| H|OCH; |NHCH3 | 0| 1 |SO,CHy |4Cl-7 =0
835|H OCH3 NHCH3 ol 1 SOC2H5 4-Cl-7 = =)V

8 36| H|OCH; |NHCH3 | 0| 1 |SO)CyHs | 4-Cl-7 = =
837|H|OCH; [NHCH; | of 1 |SCHy 4-OCH3-7 = =)
8 38| H|OCH; |NHCH; | S| 1|SCHy 4-OCH3-7 = =)V
8 39| H|OCH; |NHCH; 0] 1{SCyHs 4-OCH;-7 x. =)V
84 0| H|OCHs [NHCH; | 0| 1 |SCHy 4-OCH3-7 x =)V
84 1| H|OCH; [NHCH; [ 0| 1 |SCHy 4-OCHF,-7 = =)V
84 2| H|OCH; [NHCH; | O] 1 |SC,Hs 4-OCHF,-7 x. =)V
8 4 3| H|OCH; |NHCH; | 5| 1 |SCHy 4-OCHF,-7 = =)V
84 4| H|OCyHs | NHCH; | 0| 1 | SCH4 4-OCHF,-7 = =)V
84 5|H|OCH; [NHCH; [ 0| 1|SCHy 3-Cl-7 =)
846|H|OCHy [NHCH; | 0| 1|SCHg |3.cl7z=)
847 H|OCH; |NHCH; | O} 1 SCH4 2-Cl-7 = =)

8 48| H|OCH;3 |NHCH; (O] 1 [SCyHq 2-Cl-7 = =)

84 9| H|OCH; [NHCH; | of 1 |SCH; 4-CHg-7 2 =)V
8 50| H|OCyHs | NHCH; | 0 1 |SCHy 4-CoHg-7 2 =)V
851|H|OCHy; |NHCH; | 0| 1|SCyHs 4-0CyHs-7 x =)V
852|H|OCH; [NHCH; | of 1 |SCHy 4-0CyHs-7 = =)V
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1%6%% x| g! Y z|n| g12 13
8 53| H(OCH; |NHCH; | 0] 1 SCH3 | 3,4-(CHg),-7 = =)V
854|H|OCH; |NHCH; | o] SCyHs 13,4-(CHy),-7 z =01
8 55| H|OCHy |NHCH3 | 0| 1|SCH; [3-C-4-OCH;-7 x =)
8 56| H|OCHy |NHCH; | 0] 1 [SCyHy |3-Cl-4-OCH,-7 = =) |
8 57| H|OCHy |NHCHy || 1|SCH; [34-Cl,-7x=0
8 58| H|OCH; |NHCH; [0] 1 SCyHs |3.4-Cly-7 2 =)l
8 59| H|OCH; |NHCH; | 0| 1|SCHs [4-NOy-7 x =1
86 0| H|OCH3 |NHCH3 | o] 1 SCHy |4-NOy-7 = =)
8 6 1| H|OCH; NHCH; 0] 1 SCHy |4-7x/%v 7220
86 2| H|OCHy |NHCH; | 0] 1 SCGHs 147z /7%y 7220
86 3| H|OCHy [NHCH3; (0| [|SCHy [2.7y5
864|H|OCH; |NHCH; [0 1[SCHy [2-7z=n
86 5|H[OCH; [NHCH; |0| 1|SCHy [2.¥) U
866|H|[OCH; |NHCHy |of 1[SCH; [3.eyon
86 7| H|OCH; |NHCH; | Of1|SCHy [4-¥) T
86 81 H OCH3 NHCH3 ol 1 SCH3 2-¥) =
86 9[H|OCH; [NHCHy | o| 1|SCH; [2.¥) 3=
8 70[H|OCH; [NHCH; |0} 1 SCHy |s5-¥)3zv=n
8 71| H|[OCH; |NHCH; |o0]1 SCHy |1-+7F 0
872|H|OCH; [NHCH; [of 1[SCH; [2577
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fLa® 1 o y |z|a] g2 13
5 R
87 3| H|OCH; |NHCH; | o] 1 CH;, SCHy
87 4| H|OCH; [NHCH; | o 1 CH,, SC,Hs
87 5| H|OCH; [NHCH; | 0] 1 CHj. SC4H
876[H|OCHy |NHCH3 | O} 1 CyHs, SCHy
877|H|OCH; |[NHCH;| of 1 CyHs, SCyHs
878 H OCH3 NHCH; [ Of 1 C,Hg, SC4Hg
8 79| H|OCH; |NHCH; | O] 1 C4Hg, SCHj4
880|H OCH3 NHCH3 ol1 C4H9, SC2H5
881|H|OCH; |[NHCH; | o] 1 C4Hg. SC4Hg
88 2| H|OCH; |[NHCHy| 0| 1 |CHs _NCO
~
8 8 3| H|OCH; |NHCH3 | 0| 1 |CHg _N\"%H
' 3
~
88 4| H|OCH; [NHCH; | o] 1 |CHy -N_©
*CH3
885|H|OCH; |NHCH, | o] 1 |CHy —~_woHs
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L&t
I\
OCH, | NHCH C,H -
886 3 3 1| %285 N_P
/_éDHa
887|H|OCH [NHCH; [ of 1 |CHs | =N ©
CHg
/—(C "
“CH3
I\
7\
OCH, | NHCH C,H -
8390 3 3 1 | C4Hg N_ o
/—é: "
CHj
/_<p s
CH3
I\
8 93| 1 |OCH; | NHCH, 1 [CHg | =N_wCHy
™\
/—€ "
89 5| 1 | OCH; | NHCH, 1 | CF -9
CHgj
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A
1%::%% X Rl Y AR R12 R]3
/—(C s
80 6| H|OCH; [NHCHy | of 1 |CFy -N_9
CH;
I\

898 H|OCH; [NHCH3| 0| 1|-N ©O |4Cl-7z=)

899|H|[OCH; [INHCH3 | o| 1 |=™N O |4C-7z=n

900|H|OCH; [NHCHy| 0] 1 [ =N 3.Cl-7 = =)

901|H|OCHy [NHCH3| O} 1 |—N 8 3-Cl-7 = =)

CHj
§H3
‘ CHs
H3
903|H|OCH; [NHCH; | 0| 1 | CH, -N
CH3
904|n|OCH; |[NHCH;| 0] 1 —NCo 4-CHg-7 = =1
,__(c s
905|H|OCHy |NHCH3| 0] 1 —N\_é) 4-CH3-7 = =
CH3
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A
f%:,%#@ Rl v 0 R12 e
90 6| 1 |OCH; | NHCH, 1 _NCo 4-CFy-7 = =
/—(C s
907 OCH; | NHCH; 1 —N\_é) 4-CF3-7 = =)V
CHa
908 OCH, [ NHCH,4 1 —NCO 3-CF3-7 = =
/—(c s
909 OCH; | NHCH; 1| =N \_8 3-CF3-7 x =)l
CHa
910]|H|OCH; |NHCH, I _NCO 4-OCH;-7 = =V
911|H|OCH; |NHCH, 1| N 0 |40CH;7x=w
\—‘CHg '
9 12| 1 |OCH; |NHCH, 1 —NCO 4-OCHF,-7 x =)
9 13| H|OCH; |NHCH, 1| NP |+OCHRy T ==
CHy
7\ _
014 OCH3 | NHCH4 1 —N\_/o 4-NOy-7 = =)V
915|H|OCH; | NHCH, 1| =N ©  |4NOy7z=n
e,
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P X R! Y VAR R12 R13
016|H OCH3 NHCH3 ol 1 NHCH3 4-Cl-7 = =
917|H|OCHs|NHCH; [ 0} 1 [NHCH3 l4.cl7 =0
918|H|OCH; | NHCH3| 0| 1 [NHC)H5 | 4-Cl-7 2 =)L
019|H OCH3 NHCH3 ol 1 NHC4H9 4-Cl-7 = =)
920|H|OCH; [NHCH3| 0| 1 | NHCH; |4-CF3-7 z =)
92 1|H|OCH; |NHCH;| 0| 1 | NHC,Hg |4-CF3-7 = =)
922|H|OCH; |NHCH3{ O 1 |NHCHy }3-CFy-7 z =)V
9 23| H|OCH3 |NHCH3| 0 1 | NHCyHg |3-CF3-7 = =)V
924|H|OCH; |OCHy [0 1 |NHCHy [4-CHy-7 =)
925|H|OCH; |NHCH;| 0| 1 | NHC)Hg [4-CHy-7 = =
926|H|OCH; |NHCH3| 0| 1 |NHCH3 |4-OCH3-7 = =)
92 7| H|OCH; |NHCH;| 0| 1 |NHC,Hg |4-OCH3-7 = =)V
92 8| H|OCH; |NHCH3| 0| 1 | NHCH; [4-OCHF,-7 = =)V
92 9| H|OCH; |NHCH;| 0| 1 |NHC,Hj5 [ 4-OCHF,-7 = =
930(H|OCH; |NHCH3| 0| 1 |NHCH; |4-NOy-7 = =)V
931|H OCH3 OCH3 ol 1 NHC2H5 4-NO,-7 = =
9 32| H|OCH; |NHCH3| 0} 1 | NHCH3 |34-(CH3)y-7 = =)
93 3|H|OCH; |NHCH;| 0| 1 | NHCyHg |34-(CHy)y-7 = =0V
934|H|OCH; |NHCH3| Of 1 | NHCH3 |34-Cly-7z =0V
H Oof1

OCH; | NHCHq NHC,H;5 | 3,4-Cly-7 = = )%
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f%ﬁ% x| gl v lzla R2 R12 r13
~
936|H|OCH; |NHCH;| 0| 1 | COCH, CHy | =N ©
\—‘CH3
e
93 7|H|OCH; | NHCH3[ o 1 | COCHy CH, —N\_/O
CH3
Ha
9 3 8{H|OCH; |NHCH3| 0| 1 | COCH;4 CHy —Ncg
CH3
H3
'93 9| H|OCH; [NHCH;| o j | COCH, CHy —NCS:
CH3
940(H|OCH; | NHCH3| O 1 |CH; CHy |4-Cl-7 ==V
94 1|{H|OCH; |NHCH3| 0| 1 | COCH; CHy |4-Q-7z=n
94 2| H|OCH; [NHCH;| o] 1[COC,Hs | CHy [ac7==1
94 3|H|OCH; |[NHCH3| s | 1 COCH,4 CH; {4Cl-7 =N
94 4{H|OCHy INHCH3| 0| 1|(CO-7z=n|CH3 |4Cl.7 =
94 5|H|OCyHg| NHCH3| 0| 1 | COCHy CH; (4Cl-7 =W
946|H|OCH; |[NHCH;| 0] 1 COCH,4 CHslaCl-7 =0
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Ery x| Rrl Y Z | n R2 r12 r13

94 7{H|OCH;| OCHg 0| 1|COCHy [CHy [4.Cl-7 ==
94 8| H|OCH;|SCHy 0| 1|COCHy |CHy l4.Cl.7z=)
949 |H|OCH;|NHCH3 | 0| 1 |CHy CH; |4-CH3-7 x = )%
950|H|OCH;|NHCHy| 0| 1 | COCH3 | CH; |4-CHy-7 =)0
951|H|OCH3|NHCH3 | 0| 1 | COCHg | CyHg | 4-CH3-7 = =)V
952 |H|OCH;| OCHg O| 1 |COCHy [CHy [4-CH3-7 == W
9 53| H|OCH;|SCHy O| 1|COCHy [CHy [4-CHy-7 x = )7
954 |H|OCH;|NHCH; | 5| 1 | COCHy | CH3 |4-CH3-7 = =)
955|H OCH3 NHCH3 ol 1 CH3 CH3 4-CF3- 7 =)
956|H OCH3 NHCH; [ 0| 1 |COCHy |CHy | 4-CF3-7 x = )7
957|H|OCH;|NHCH; [ 0| 1 | COCH; | CoHg | 4-CF3-7 2 =)V
958 |H|OCH;| OCHg O| 1 |COCHy [CH; |4-CF3-7 x =0V
959|H|OCH;}SCH, 0| 1|COCHy | CHy |[4-CF3-7 x =)k
96 0|H|OCH3|NHCH; | s | 1 | COCH3 [CHy |4-CF3-7 = =)V
96 1|H|OCH;|NHCH; | 0| 1 |CHg CHy |4-OCHy-7 == )7
96 2|H|OCH;|NHCH; [ 0| 1 |COCH; | CHy |4-OCHs3-7 = = %
96 3|H|OCH3|NHCH;| 0| 1 | COCH5 | CoHg | 4-OCH4-7 = = %
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P x| R | v |z R2 R12 R13

96 4| H|OCH;|OCH; | o[ 1 [COCH;| CHy 4-OCH,-7 = =V
96 5| H|OCH;|SCH; | 0| 1 | COCH,|CH, 4-0CHy-7 = =)V
96 6| H|OCH;|NHCH;| s | 1 |COCH;| CH, 4-OCH,-7 = = b
9 6 7| H |OCH,|NHCH, | o 1 | COCH, | CHy 3-CFy-7 = =

9 6 8| H |OCH3|NHCH; [ o[ | | COCH5]| CH, 34-Cly-7 2=
9 6 9| H |OCH;|NHCH; | o 1 [COCH,| CH, )1’4'@“3)2'71:
9 7 0| H |OCH3|NHCH, | o 1 | COCH;| CH, 4-OCHF,-7 = =
9 7 1| H |OCH,|NHCH; | o 1 |cocH;,| cH, SIS FY T
9 7 2| H |OCH3|NHCH; [ o 1 | COCH;| CH, CH,

9 7 3| H |OCH,|NHCH, | 0| 1 [COCH;| CH, C,H,

9 7 4| H |OCH5|NHCH; | o[ 1 [COCH;| COCH, 4ClL7 x =

9 7 5| H|OCH3INHCH3| o COCH3| CO-7 = =] 4-Cl-7 = =)V

9 7 6| H |OCH5|NHCH, | 0| 1 | COCH,| SCH, 4Cl-T ==

9 7 7| H |OCH,|NHCH, | s | 1 | COCH;| SCH, 4Cl-7 ==

9 7 8| H |OCH3|NHCH;| o[ 1 [COCH;| SCH, 4-CHy-7 = =
9 7 9| H|OCH5|NHCH,| o[ 1 [COCH;[ sCH, 4-CFy-7 = =)V
9 8 0| H |OCH5|NHCH,| 0| 1 | COCH, | SCH; 4-OCHy-7 ==V
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1%%%% x| gl y |z M rl14 R1S

98 1|H|OCH; | NHCH3| O 0 |CHg 4-Cl-7 = = v
9 8 2 |H | OCH; [ NHCH3} o O |v7uso¥n|acl7z=
9 8 3|H [OCH3 | NHCH3| O S | CH,y 4-Cl-7 = =)V
9 8 4 |H | OCH; | NHCH5| O S |v7u7uti|4Ql-7 =)
9 8 5|H | OCH3 | NHCH3| o s |SCH3 4-Cl-7 = =)
986 |H|OCH; [NHCH3| O| 1|S |7==W 4-Cl-7 = =)V
9 8 7|H|OCH; |[NHCH3{ O| 1 |[NH| ¥ 7T 70¥E)V]|4C-7 =)V
98 8|H|OCH3|OCHy | 0] 1{s |CHj 4-Cl-7 = =)
98 9|H|OCH; |OCHy | O S |Y7u7u¥n|4Cl-7z=)V
990(|H|[OCH;|OCH3 | O S | SCHy 4Cl-7 x =V
991|H|OCH;|SCHy |0} 1|s |CHj 4-Cl-7 z =V
99 2|H|OCHy [SCHy |oO| 1S |¥7o7/uEn|4C-7z=0
99 3|H|OCH;|SCH3 | O S | SCH4 4-Cl-7 = =
9 9 4 |H | OCHz | NHCH;3| O s | CHj 4-CH3-7 = =)V
995 |H |OCH; | NHCH3} O S |Yr7uso¥n 4-CH3-7:_:-)I/
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f%é%% x| rRI| Y |z|olm Rl4 R15
99 6| H|OCH;[NHCH3 | 0| 1 | S | SCH4 4-CHy-7 = =)V
99 7| H [OCH;|NHCH; | 0| 1| s | CHjy 4-CF3-7 = =L
99 8| H|OCH3|INHCH3 | Of 1| S| 07O¥)|4-CF-7 2=k
99 9| H [OCH;|NHCH; [ 0| 1| s | SCH, 4-CF3-7 = =V
100 0|H|OCH3INHCH; | 0| 1| s |CHg 4-OCH3-7 = =)V
1001} H|OCH3INHCH3| 0| 1|S |27 a7 o¥n|40CH;-7 ==l
100 2|H|OCH;|NHCH;| 0| 1| S | SCH, 4-OCH3-7 = =)V
100 3| H|OCH3|NHCH; | of 1 | s |CH; CH,4
1004|H|OCH3|NHCH;| O 1S |>2usu¥n CHy
100 5|H|OCH;|NHCHy| 0| 1| s [SCH,4 CH,
10061 H OCH3 NHCH3 oli1ls CH3 C4H9
1007|H|OCH3INHCH3| O 1| S |7 u7uEi|CsHy
100 8| H|OCH;|NHCH; | 0| 1 [ s |SCHq4 C4Hg
1009|H|OCH3|NHCH3| 0| 1| S| 2 m7uEn|40CHs-7 ==l
1010[H|[OCH;|NHCHz| 0| 1|s|vrmymen|d/=/F¥7=
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Let

ze | X Rl Y Z|ln| M Q
1011|H|OCH3 |NHCH; [ 0| 1|0 |C4Hg

101 2|H|OCH; [NHCH; | 0| 1|0 |CHyCH,CH,CH,ClI
1013|H OCH3 NHCH3 oli11lo0 CH2CH20C2H5
1014|H|OCH; [NHCH; | 0| 1|0 [CHyCH,SC,Hy
1015|H|[OCH; [NHCH; [ 0| 1|0 |CHyCH,NHC,H,
1016[H|OCH; [NHCH; 0| 1]0 |~>¥n
1017|H|OCH; [NHCH; | 0| 1]0 |2-CHg-"¥ ¥
1018[H|OCH; [NHCHy | 0| 1|0 |3-CHy3-N> T
1019|H|OCH; [NHCH; | 0| 1|0 |4CHy3-~N¥ Y
1020|H|OCHy [NHCH3 | 0] 1|0 | 7z25F0
1021|H|OCH3 |NHCHy O] 1|S |[~x>TW
1022|H|OCH; INHCH; [ O] 1 [NH| XY TN
1023|H|OCH; [NHCH; [0 1|0 |3-EuvnarFu
1024|H|OCH; [NHCH; [ 0| 1|0 |CH,CH=CH,
1025|H|OCH; |[NHCH; | 0| 1{0O |CH,CH=CCl,
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1%{5; X{ Rl Y Z|n| M Q

s

1026|H|OCH;|NHCH; | 0| 1|0 [CH,CH=CH-7 = =)V
102 7|H|OCH;|NHCH; [ 0| 1|0 |[CH,C=CH
1028|H|OCH; NHCH3 | O| 1|0 |CH,C=C-CH,4
1029|H|OCH;NHCH3 | 0] 1|0 [CH,C=C-7 2z =0
1030|H|OCH; NHCH3 | 0 1|0 |~R¥v 1N
1031|H|OCH3|NHCH; [ O| 1|0 |4-Cl~RYY AL
1032|H|OCH3{NHCHy | 0| 1|0 [4-CHg-R> YV A
103 3|H|OCH;|NHCH; (0| 1|0 [4-CFy-~¥ VAL
1034|H|OCH;|NHCH; | 0| 1|0 [4-OCHy-~> /1L
1035|H|OCH;|NHCHy | 0} 1|0 |CO-RVTN
1036(H|OCH3]NHCHy| O] 1|S |CORUTIN
1037|H|OCH;| NHCH; | O 1 [NH|CO-R> VW
1038|H|OCH;|NHCHy | 0} 1|0 [4-FrxrrNK=N
1039|H|OCH;|NHCH; | O 1|0 [N T NANFZY
1040|H|OCH;|NHCHy | O| 1 |[NH|4- PV > ZNhR= N
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L&
5

/4

474

8§4—-87C

475

105-106%C

476

117-118%C

477

2.23(3H, s), 3.39(3H, s), 3.71(3H, s), 5.24(1H, s), 5.27(1H, d, J=
12.2), 5.51(1H, d, J=12.2), 7.30-7.54(6H, m), 7.58(2H, m)

478

120-122%C

479

2.23(3H, s), 3.75(3H, s), 3.77(1H, d, J=5.5), 5.34(1H, d, J=12.2),
5.42(1H, d, J=12.2), 7.29-7.38 (5H, m), 7.43-7.48 (1H, m), 7.56 (2H,
d, J=8.6)

480

2.84(3H, d, J=4.9), 3.34(3H, s), 5.13(1H, s), 5.23(1H, d, J=12.2),
5.65(1H, d, J=12.2), 6.80(1H, brs), 7.27-7.40(6H, m), 7.41-7.48(1H,
m), 7.53-7.58(2H, m), 8.10(1H, s)

481

2.80(3H, d, J=4.9), 4.66(1H, brs), 5.25(1H, d, J=12.2), 5.41(1H, d,
J=12.2), 5.42(1H,s), 6.60(1H, brs), 7.32-7.57(9H, m), 8.06(1H, s)

482

3.40(3H, s), 3.72(3H, s), 5.25(1H, s), 5.25(1H, d, J=12.2), 5.50(1H,
d, J=12.2), 7.31-7.65(9H, m), 8.12(1H, s)

483

3.74(1H, d, J=5.5), 3.75(3H, s), 5.31(1H, d, J=12.2), 5.42(1H, d,
J=12.2), 5.59(1H, d, J=5.5), 7.34-7.49(6H, m), 7.41-7.50(1H, m),
7.52-7.66(2H, m), 8.11(1H, s)

484

144—-145%TC

486

123-1257C

487

111.5-112.5C

488

2.26(3H,s), 3.39(3H,s), 3.71(3H, s), 5.27(1H, s), 5.28(1H, d, J=12.2),
5.52(1H, d, J=12.2), 7.32-7.40(5H, m), 7.43-7.56(2H, m), 7.61-
7.69(2H, m)
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i

2.24(3H, s), 2.65(3H, d, J=4.9), 4.83(1H, brs), 5.23(1H, d, J=12.2),
5.43(1H, d, J=12.2), 5.45(1H, s), 6.59(1H, brs), 7.31-7.40(6H, m),
7.44-7.48(1H, m), 7.52-7.58(2H, m)

490

93-947C

491

2.26(3H, s), 3.75(3H, S), 5.35(1H, d, J=12.2), 5.42(1H, d, J=12.2),
5.59(1H, s), 7.32-7.41(6H, m), 7.45-7.50(1H, m), 7.58-7.65(2H, m)

492 99-101.5C
493 141.5-142.5TC
494 74-74.5T

495

2.21(3H, s), 2.68(3H, d, J=4.9), 3.82(3H, s), 4.95(1H, brs), 5.20(1H,
d, J=12.2) 5.40(1H, d, J=12.2), 5.45(1H, s), 6.64(1H, brs), 6.89(2H,
d, J=8.5), 7.31-7.48(4H, m), 7.50(2H, d, J=8.5)

496

2.20(3H, s), 3.82(3H, s), 5.21(1H, d, J=12.2), 5.39(1H, brs), 5.43
(IH, d, J=12.2), 5.48(1H, s), 6.79(1H, brs), 6.88(2H, d, J=8.5), 7.28-
7.46(4H, m), 7.49(2H, d, J=8.5)

497

72.5-73.5C

498

2.22(3H, s), 2.35(3H, s), 2.81(3H, d, J=5.5), 3.33(3H, s), 5.15(1H, s)
5.26(1H, d, J=12.2), 5.63(1H, d, }J=12.2), 6.77(1H, brs), 7.15(2H, d,
J=1.9), 7.28-7.48(4H, m), 7.52(2H, d, J=7.9)

499

122-1237T

500

2.23(3H, s), 2.36(3H, s), 3.39(3H, s), 3.71(3H, s), 5.26(1H, d, J=
12.2), 5.27(1H, s), 5.38(1H, d, J=12.2), 7.16(2H, d, J=7.9), 7.32-
7.51(4H, m), 7.54(2H, d, J=7.9)

501

2.22(3H, s), 2.35(3H, s), 2.66(3H, d, J=4.9), 4.91(1H, brs), 5.21
(1H, d, J= 12.2), 5.41(1H, d, J=12.2), 5.45(1H, s), 6.62(1H, brs),
7.17 ( 2H, d, J=7.9), 7.31-7.47(6H, m)

502

105-1067C
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A
{%ﬂ%% %,ri
5 0 4 [22(3H, 5), 2.83(3H, d, J=4.9), 332(3H, s), 5.11(1H, 5), 5.26(1H,

d, J=12.2), 5.63(1H, d, J=12.2), 6.78(1H, brs), 7.23-7.46(7H, m)

505

118-120.5C

506

2.22(3H, s), 3.38(3H, s), 3.71(3H, s), 5.22(1H, s), 5.26(1H, d, J=
12.2), 5.50(1H, d, J=12.2), 7.24-7.65(7H, m)

507

2.21(3H, s), 2.66(3H, d, J=4.9), 5.23 (1H, d, J=12.2), 5.39 (1H, d, )=
12.2), 5.39(1H, s), 6.55(1H, brs), 7.15-7.47(7TH, m)

510

2.23(3H, s), 2.56(3H, d, J=4.9), 4.72(1H, d, J=3.1), 5.22(1H, d, J=
12.2), 5.41(1H, s), 5.42(1H, d, J=12.2), 6.58-6.68(1H, m), 7.19-7.49
(8H, m)

513

2.24(3H, s), 2.81(3H, d, J=4.9), 3.32(3H, s), 5.12(1H, s), 5.28(1H,
d, J=12.2), 5.62(1H, d, J=12.2), 6.78(1H, brs), 7.21-7.48(8H, m)

515

2.25(3H, s), 3.39(3H, s), 3.71(3H, s), 5.24(1H, s), 5.27(1H, d, J=
12.8), 5.51(1H, d, J=12.2), 7.22-7.65(8H, m)

516

2.22(3H, s), 2.72(3H, d, J=4.9), 4.62(1H, brs), 5.26(1H, d, J=12.2),
5.43(1H, s), 6.48(1H, brs), 7.27-7.65(8H, m)

517

87—-88C

518

2.23(3H, s), 3.40(3H, s), 3.72(3H, s), 5.24(1H, s), 5.28(1H, d, J=
12.2), 5.52(1H, d,J=12.2), 7.25-7.66(8H, m)

520

2.21(3H, s), 2.80(3H, d, J=4.9), 3.31(3H, s), 5.09(1H, s), 5.25(1H, d,
J=12.2), 5.59(1H, d, J=12.2), 6.76(1H, brs), 7.29-7.57(7TH, m),
7.67(1H, d, J=7.3)

523

2.27(3H, s), 2.83(3H, d, J=4.9), 3.33(3H, s), 5.13(1H, s), 5.29(1H, d,
J=12.2), 5.70(1H, d, J=12.2), 6.78(1H, brs), 7.29-7.50(5H, m),
7.60(1H, d, J=7.9), 7.82(1H, d, J=7.9), 7.89(1H, s)
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2.26(3H, s), 2.84(3H, d, J=4.9), 3.33(3H, s), 5.12(1H, s), 5.29(1H, d,
J=12.2), 5.70(1H, d, J=12.2), 6.80(1H, brs), 7.29-7.48(4H, m),
7.60(2H, d, J=7.9), 7.75(2H, d, J=7.9)

527

2.27(3H, s), 3.40(3H, s), 3.72(3H, s), 5.24(1H, s), 5.30(1H, d, J=
12.2), 5.54(1H, d, J=12.2), 7.32-7.57(4H, m), 7.61(2H, d, J=8.5),
7.76(2H, d, J=8.5)

529

2.28(3H, s), 2.84(3H, d, J=4.9), 3.33(3H, s), 5.11(1H, s), 5.32(1H, d,
J=12.8), 5.74(1H, d, J=12.8), 6.84(1H, brs), 7.29-7.41(3H, m), 7.42-
7.47(1H, m), 7.80(2H, d, J=8.6), 8.18(2H, d, J=8.6)

532

2.19(3H, s), 2.26(3H, s), 2.76(3H, d, J=4.9), 3.31(3H, s), 5.13(1H, s),
5.26(1H, d, J=12.2), 5.57(1H, d, J=12.2), 6.75(1H, brs), 7.10-
7.28(4H, m), 7.29-7.38(3H, m), 7.42-7.47(1H, m)

535

2.23((3H, s), 2.36(3H, s), 2.82(3FH, d, J=4.9), 3.32(3H, s), 5.14(1H,
s), 5.27(1H, d, J=12.2), 5.63(1H, d, J=12.2), 6.76(1H, brs), 7.10-
7.45(8H, m)

541

1.10(3H, t, J=7.3), 2.74(2H, q, }J=7.3), 2.83(3H, d, J=4.9), 3.32(3H,
s), 5.12(1H, s), 5.25(1H, d, J=12.2), 5.65(1H, d, J=12.2), 6.78(1H,
brs), 7.32(2H, d, J=8.5), 7.35-7.53(4H, m), 7.56(2H, d, J=8.5)

542

1.11(3H, t, J=7.9), 2.75(2H,q, J=7.9), 3.39(3H, s), 3.71(3H, s),
5.24(1H, s), 5.25(1H, d, J=12.2), 5.50(1H, d, J=12.2), 7.33(2H, d,
J=8.5), 7.36-7.65(4H, m), 7.57(2H, d, J=8.5)

544

1.10(3H, t, J=7.6), 2.73(2H, q, J=7.6), 3.32(3H, s), 3.81(3H, s), 5.14
(1H, s), 5.24(1H, d, J=12.2), 5.61(1H, d, J=12.2), 6.75(1H, brs),
6.84(2H, d, J=8.6), 7.30-7.40(3H, m), 7.45-7.50(1H, m), 7.56(2H, d,
J=8.6)

547

1.86(6H, s), 2.82(3H, d, J=4.9), 3.33(3H, s), 5.09(1H, s), 5.11(1H, d
J=12.2), 5.43(1H, d, J=12.2), 6.72(1H, brs), 7.30-7.40(4H, m)

5438

1.87(6H, s), 3.38(3H, s), 3.70(3H, s), 5.08(1H, d, J=12.2), 5.22(1H,
s), 5.32(1H, d, J=12.2), 7.31-7.39(3H, m), 7.46-7.48(1H, m)

550

0.89(3H, t, J=7.3), 1.23-1.35(2H, m), 1.40-1.50(2H, m), 1.83(3H, s),
2.14 £ 235 (BbE T 2H, £h £y, J=7.3), 2.83(3H, d, J=4.9),
3.33(3H, s), 5.08(1H, s), 5.09 & 5.11 (¥ T IH, ThEhd,
J=12.2),5.42 £ 543 (BbE T IH, FhEN 4, J=12.2), 6.80(1H,
brs), 7.31-7.39(4H, m).
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0.87-0.92(3H, m), 1.25-1.40(2H, m), 1.45-1.55(2H, m), 1.85 & 1.86
(BEbHHT3H, FNFhs), 216 & 235 (EHET2H, #nFht,
J=7.3), 3.37(3H, s), 3.70(3H, s), 5.07 & 5.10 (¥ T IH, #FNF
d, J=12.2), 5.21(1H, s), 5.33 & 534 (¥ T IH, FhFN d,

J=12.2), 7.31-7.39(3H, m), 7.42-7.44(1H, m)

553

2.19(3H, s), 2.78(3H, d, J=4.9), 3.32(3H, s), 3.80(3H, s), 5.14(1H, s)
5.25(1H, d, J=12.2), 5.57(1H, d, J=12.2), 6.76(1H, brs), 6.87-6.95
(2H, m), 7.25-7.40(5H, m), 7.45-7.50(1H, m)

556

2.23(3H, s), 2.82(3H, d, J=4.9), 3.32(3H, s), 3.82(3H, s), 5.13(1H, s)
5.27(1H, d, J=12.2), 5.65(1H, d, J=12.2), 6.85(1H, brs), 6.90-6.92
(1H, m), 7.20-7.26(3H, m), 7.30-7.45(3H, m), 7.48-7.52(1H, m)

559

2.22(3H, s), 2.26(3H, s), 2.27(3H, s), 2.81(3H, d, J=4.9), 3.33(3H, s)
5.14(1H, s), 5.27(1H, d, J=12.2), 5.63(1H, d, J=12.2), 6.74-6.75(1H,
m), 7.10(1H, d, J=7.9), 7.28-7.49(6H, m)

56 2

2.21(3H, s), 2.84(3H, d, J=4.9), 3.33(3H, s), 5.11(1H, s), 5.27(1H, d,
J=12.2), 5.68(1H, d, J=12.2), 6.78-6.79(1H, m), 7.28-7.49(6H, m),
7.73(1H, brs)

571

1.93(3H, s), 2.35(3H, s), 2.85(3H, d, J=4.9), 3.32(3H, s), 5.50(1H, s),
5.30(1H, d, J=12.2), 5.79(1H, d, J=12.2), 6.82 (1H, brs), 7.29-
7.43(4H, m)

572

1.94(3H, s), 2.36(3H, s), 3.39(3H, s), 3.72(3H, s), 5.15(1H, s), 5.34
(1H, d, J=12.2), 5.56(1H, d, J=12.2), 7.33-7.65(4H, m)

575

2.16(3H, s), 3.33(3H, s), 3.67(3H, s), 5.15(1H, s), 5.31(1H, d, J=
12.2), 5.55(1H, d, J=12.2), 7.33-7.55(7H, m), 7.79-7.83(2H, m)

577

2.28(3H, s), 2.83(3H, d, J=4.9), 3.34(3H, s), 5.16(1H, s), 5.30(1H, d ,
J=12.2), 5.68(1H, d, J=12.2), 6.77(1H, brs), 7.31(7H, m), 7.57-7.62
(4H, m), 7.71(2H, d, J=8.5)

580

2.38(3H, s), 2.75(3H, d, J=4.9), 3.30(3H, SO, 5.18(1H, s), 5.34(1H,
d, J=12.2), 5.68(1H, d, J=12.2), 6.75(1H, brs), 7.33-7.55(8H, m),
7.81-7.93(3H, m)

581

2.38(3H, s), 3.39(3H, s), 3.69(3H, s), 5.31(1H, s), 5.32(1H, d, J=
12.2), 5.56(1H, d, J=12.2), 7.36-7.60(8H, m), 7.83-7.95(3H, m)

583

2.17(3H, s), 2.83(3H, d, J=4.9), 3.34(3H, s), 5.10(1H, s), 5.29(1H,
d, J=12.2), 5.62(1H, d, J=12.2), 6.43(1H, dd, J=3.7, 1.8), 6.62(1H, d,

J=3.7), 6.79(1H, brs), 7.28-7.47(5H, m)
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2.18(3H, s), 3.40(3H, s), 3.71(3H, s), 5.23(1H, s), 5.28(1H, d, J=
12.2), 5.52(1H, d, J=12.2), 6.44(1H, dd, J=3.7, 1.8), 6.64(1H, d, J=
3.7), 7.32-7.55(5H, m)

586

2.25(3H, s), 2.84(3H, d, J=4.9), 3.35(3H, s), 5.13(1H, s), 5.23(1H,
d, J=12.2), 5.62(1H, d, J=12.2), 6.79(1H, brs), 6.99(1H, dd, J=4.9,
3.7), 6.98-7.47(6H, m)

587

2.26(3H, s), 3.40(3H, s), 3.71(3H, s), 5.24(1H, d, J=12.2), 5.25(1H,
s), 3.47(1H, d,J=12.2), 7.00(1H, dd, J=5.5, 3.7), 7.21-7.53(6H, m)

589

2.35(3H, s), 2.84(3H, d, J=5.5), 3.33(3H, s), 5.14(1H, s), 5.30(1H,
d, J=12.2), 5.73(1H, d, J=12.2), 6.80(1H, brs), 7.21-7.49(5H, m),
7.65(1H, dt, J=1.8, 7.9), 7.90(1H, d, J=7.9), 8.56-8.59(1H, m)

590

2.36(3H, s), 3.40(3H, s), 3.71(3H, s), 5.25(1H, s), 5.31(1H, d, J=
12.2), 5.55(1H, d, J=12.2), 7.22-7.56(5H, m), 7.65(1H, dt, J=1.8,
7.9), 7.89(1H, d, J=7.9), 8.59(1H, dd, J=4.9, 1.8)

592

81-83T

593

2.33(3H, s), 3.41(3H, s), 3.73(3H, s), 5.24(1H, s), 5.35(1H, 4, J=
12.2), 5.58(1H, d, J=12.2), 7.32-7.56(4H, m), 8.49-8.53(2H, m), 9.15
(1H, d, J=1.2) ‘
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2.23(3H, s), 3.25(3H, d, J=4.9), 3.33(3H, s), 5.29(1H, d, J=12.2),
6 0 3 [5.51(1H, s), 5.80(1H, d, J=12.2), 7.25-7.36(5H, m), 7.42-7.47(1H,
m), 7.58(2H, d, J=9.2), 8.77(1H, s)

606 105-107%C

609 94. 5-95. 5T

2.27(3H, s), 3.26(3H, d, J=4.9), 3.33(3H, s), 5.32(1H, d, J=12.2),

6 1 0|5.51(1H, s), 5.84(1H, d, J=12.2), 7.27-7.48(4H, m), 7.60(2H, d, J=

7.9), 7.75(2H, d, J=1.9)

1.103H, t, J=7.6), 2.34(3H, s), 2.76(2H, q, }=7.6), 2.81(3H, d, J=

4.9), 3.32(3H, s), 5.14 (1H, 5), 5.26(1H, d, J=12.2), 5.63(1H, d, J=

12.2), 6.76(1H, brs), 7.14(2H, d, J=7.8), 7.30-7.40(3H, m), 7.45-

7.50(1H, m), 7.51(2H, d, J=7.8)

1.55-1.68(6H, m), 2.19(2H, t, J=6.1), 2.44-2.49(2H, m), 2.83(3H, d,

6 2 7|3=4.9), 3.33(3H, s), 5.09(1H, s), 5.10(1H, d, J=12.2), 5.42(1H, d,

J=12.2), 6.75(1H, brs), 7.28-7.42(4H, m)

1.55-1.69(6H, m), 2.08(2H, t, d=6.1), 2.40-2.52(2H, m), 3.38(3H, s),

6 2 8 |3.70(3H, s), 5.07(1H, d, J=12.2), 5.22(1H, s), 5.33(1H, d, J=12.2),
7.28-7.62(4H, m) ‘

629 137. 5-138. 5T

2.88-2.93(2H, m), 3.01-3.05(2H, m), 3.41(3H, s), 3.72(3H, s), 5,26(
6 3 0|1H, d, J=12.2), 5.30(1H, s), 5.49(1H, d, J=12.2), 7.24-7.37(5H, m),
7.45-7.54(2H, m), 7.69(2H, d, J=7.3)

1.20(3H, t, J=7.3), 2.23(3H, s), 3.39(3H, s), 4.14-4.22(2H, m), 5.22
6 3 1|(1H, s), 5.27(1H, d, J=12.2), 5.52(1H, d, J=12.2), 7.30-7.40(4H, m),
7.41-7.43(1H, m), 7.51-7.56(1H, m), 7.58(2H, d, J=8.6)

1.16(3H, t, J=7.3), 2.22(3H, s), 3.28-3.32(2H, m), 3.32(3H, s), 5.10
6 3 2 |(1H, s), 5.25(1H, d, J=12.2), 5.66(1H, d, J=12.2), 6.72(1H, brs),
7.29-7.38(5H, m), 7.43-7.46(1H, m), 7.58(2H, d, J=8.6)

616
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1.22-1.28(3H, m), 2.22(3H, s), 3.45-3.65(2H, m), 3.70(3H, s), 5.27
(IH, d, J=12.2), 5.32(1H, s), 5.50(1H, d, J=12.2), 7.29-7.38(4H, m),
7.41-7.43(1H, m), 7.53-7.55(1H, m), 7.57(2H, d, J=8.6)

634

1.23(3H, t, J=7.3), 2.21(3H, s), 2.83(3H, d, J=4.9), 3.45(2H, q, J=
7.3), 5.21(1H, s), 5.25(1H, d, J=12.2), 5.67(1H, d, J=12.2), 6.80(1H,
brs), 7.29-7.32(4H, m), 7.37-7.42(2H, m), 7.57(2H, d, J=8.6)

635

0.87(3H, t, J=7.3), 1.29-1.35(2H, m), 1.53-1.58(2H, m), 2.21(3H, s),
2.83(3H, d, J=4.9), 3.40(2H, t, J=7.3), 5.19(1H, s), 5.25(1H, d, J=
12.2), 5.68(1H, d, J=12.2), 6.80(1H, brs), 7.29-7.43(6H, m), 7.57
(2H, d, J=8.6)

636

0.87(3H, t, J=7.3), 1.23-1.45(2H, m), 1.56-1.63(2H, m), 2.22(3H, s),
3.39-3.58(2H, m), 3.69(3H, s), 5.27(1H, d, J=12.2), 5.30(1H, s),
5.49(1H, d, J=12.2), 7.29-7.39(4H, m), 7.41-7.43(1H, m), 7.52-7.59
(3H, m)

637

102-1037C

638

2.20(3H, s), 2.83(3H, s), 3.00(3H, s), 3.46(3H, s), 5.25(1H, d, )=
12.2), 5.38(1H, s), 5.45(1H, d, J=12.2), 7.30-7.35(5H, m), 7.44-7.47
(1H, m), 7.58(2H, d, J=8.6)

639

2.15(3H, s), 2.22(3H, s), 2.62(3H, d, J=4.9), 5.33(1H, d, J=12.2),
5.52(1H, d, J=12.2), 6.22(1H, brs), 6.47(1H, s), 7.31(2H, d, J=8.6),
7.34-7.39(2H, m), 7.42-7.53(2H, m), 7.56(2H, d, J=8.6)
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1.06(3H, t, J=7.3), 1.84(3H, s), 2.16 & 2.35(&bH¥ T 2H, FNFh
q, J=7.3), 2.82(3H, d, J=4.9), 3.33(3H, s), 5.09 & 5.11(&H+ T1H,
Fh#FNd, J=12.2), 5.11(1H, s), 5.40 & 5.42(EH¥TIH, FNF
L d, J=12.2), 6.80(1H, brs), 7.30-7.39(4H, m)

672

1.04-1.10(3H, m), 1.84 ¥ 1.85(& ¥ T3H, FNFs), 2.16 &
2.34(EHE T 2H, #NFh q, J=7.3), 3.38(3H, 5), 3.70(3H, s), 5.07
& 5.12(8hE T 1H, #NFN d, J=12.2), 5.27(1H, s), 5.34 &
5.36(& 4T 1H, FNLFh d, J=12.2), 7.30-7.38(3H, m), 7.42-
7.45(1H, m)

678

2.20(3H, s), 2.83(3H, d, J=4.9), 3.33(3H, s), 3.91(3H, s), 5.13(1H, s
), 5.25(1H, d, J=12.2), 5.65(1H, d, J=12.2), 6.77(1H, brs), 6.89(1H,

d, J=8.5), 7.29-7.46(4H, m), 7.50(1H, dd, J=8.5, 2.4), 7.69(1H, d, J=
2.4)

680

2.21(3H, s), 2.38(3H, s), 2.83(3H, d, J=4.9), 3.33(3H, s), 5.12(1H, s)
5.27(1H, d, J=12.2), 5.65(1H, d, J=12.2), 6.78(1H, brs), 7.29-7.51
(7H, m)

682

2.23(3H, s), 2.81(3H, d, J=4.9), 3.32(3H, s), 5.12(1H, s), 5.27(1H, d,
J=12.2), 5.66(1H, d, J=12.2), 6.51(1H, t, J=73.8), 6.81(1H, brs),
7.08(2H, d, J=8.6),7.30-7.39(3H, m), 7.42-7.47(1H, m), 7.63(2H, d,
]=8.6)

684

2.22(3H, s), 2.82(3H, d, J=4.9), 3.33(3H, s), 3.89(3H, s), 3.91(3H, s),
5.14(1H, s), 5.26(1H, d, J=12.2), 5.65(1H, d, J=12.2), 6.76-6.78 (1H,
m), 6.83(1H, d, J=8.5), 7.13(1H, dd, J=8.5, 2.4), 7.29(1H, d,

J=2.4), 7.29-7.49(4H, m)

686

2.18(3H, s), 2.23(3H, s), 2.30(3H, s), 2.78(3H, d, J=4.9),
3.32(3H, s), 5.13(1H, s), 5.25(1H, d, J=12.2), 5.58(1H, d, J=12.2),
6.75(1H, brs), 6.97-7.47(7H, m)

6838

2.22(3H, s), 2.78(3H, d, J=4.9), 3.31(3H, s), 5.14(1H, s), 5.27(1H, d,
J=12.2), 5.66(1H, d, J=12.2), 6.80(1H, brs), 6.93-7.01(4H, m),
7.10(1H, t, J=7.3), 7.28-7.39(5H, m), 7.41-7.67(1H, m), 7.60(2H, d,
J=9.2)

690

2.23(3H, d, J=3.1), 2.81(3H, d, }J=4.9), 3.33(3H, s), 3.80(3H, s),
5.13(1H, s), 5.25(1H, d, J=12.2), 5.62(1H, d, J=12.2), 6.60(1H, dd,
J=12.8, 2.4), 6.66(1H, dd, J=8.5, 2.4), 7.29-7.47(5H, m)

692

2.20(3H, s), 2.83(3H, d, J=4.9), 3.33(3H, s), 3.90(3H, s),
5.13(1H, s), 5.25(1H, d, J=12.2), 5.64(1H, d, J=12.2), 6.77-6.79(1H,
m), 6.92(1H, ¢, J=8.5), 7.29-7.49(6H, m)

698

2.21(3H, s), 2.82(3H, d, J=4.9), 3.32(3H, s), 5.12(1H, s), 5.26(1H, d,
J=12.2), 5.66(1H, d, J=12.2), 6.75(1H, brs), 7.28-7.40(3H, m), 7.42-

7.55(5H, m)
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2.22(3H, s), 2.82(3H, d, J=4.9), 3.32(3H, s), 5.13(1H, s), 5.25(1H, d,
J=12.2), 5.65(1H, d, J=12.2), 6.73(1H, brs), 7.00-7.05(2H, m), 7.27-
7.36(3H, m), 7.43-7.45(1H, m), 7.58-7.62(2H, m)

702

1.41(3H, t, J=7.3), 2.21(3H, s), 2.81)(3H, d, J=4.9), 3.33(3H, s),
4.05(2H, q, J=7.3), 5.15(1H, s), 5.25(1H, d, J=12.2), 5.62(1H, d, J=
12.2), 6.75(1H, brs), 6.86(2H, d, J=8.5), 7.30-7.48(4H, m), 7.56(2H,
d, J=8.5)

704

0.97(3H, t, J=7.3), 1.492H, 6 E#7, J=7.3), 1.772H, 5 E#&, J=
7.3), 2.21(3H, s), 2.81(3H, d, J=4.9), 3.33(3H, s), 3.97(2H, t, J=7.3),
5.15(1H, s), 5.25(1H, d, J=12.2), 5.62(1H, d, J=12.2), 6.75(1H, brs),
6.86(2H, d, J=8.5), 7.28-7.48(4H, m), 7.56(2H, d, J=8.5)

707

1.31(%9H, s), 2.23(3H, s), 2.80(3H, d, J= 4.9), 3.32(3H, s), 5.14(1H,
s), 5.26(1H, d, J=12.2), 5.63(1H, d, J= 12.2), 6.75(1H, brs), 7.30-
7.38(5H, m), 7.42-7.47(1H, m), 7.56(2H, d, J=8.6)

710

1.22(3H, t, J=7.6), 2.22(3H, s), 2.65(2H, q, J=7.6), 2.81(3H, d, J=
4.9), 3.32(3H, s), 5.14(1H, s), 5.26(1H, d, J=12.2), 5.63(1H, d, J=
12.2), 6.75(1H, brs), 7.17(2H, d, J=8.6), 7.30-7.38(3H, m), 7.44-7.47
(1H, m), 7.54(2H, d, J=8.6)

717

1.15(3H, t, J=7.3), 2.22(3H, s), 2.34(3H, s), 3.21-3.40(2H, m), 3.32
(3H, s), 5.13(1H, s), 5.26(1H, d, J=12.2), 5.65(1H, d, J=12.2), 6.77
(1H, brs), 7.14(2H, d, J=8.5), 7.28-7.39(3H, m), 7.44-7.48(1H, m),
7.52(2H, d, J=8.5)

718

1.19(3H, t, J=7.0), 2.21(3H, s), 2.34(3H, s), 2.82(3H, d, J=4.9), 3.47
(2H, q, J=7.0), 5.23(1H, s), 5.26(1H, d, J=12.2), 5.67(1H, d, J=12.2)
, 6.85(1H, brs), 7.20-7.53(8H, m)
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721

1.15(3H, t, J=7.3), 2.22(3H, s), 2.34(3H, s), 3.22-3.36(2H, m), 3.32
(3H, s), 3.81(3H, s), 5.13(1H, s), 5.25(1H, d, J=12.2), 5.63(1H, d,
J=12.2), 6.76(1H, brs), 6.86(2H, d, J=9.2), 7.29-7.38(3H, m), 7.43-
7.48(1H, m), 7.58(2H, d, J=9.2)

722

1.18(3H, t, J=7.0), 2.20(3H, s), 2.82(3H, d, J=4.9), 3.48(2H, q, J=
7.0), 3.81(3H, s), 5.23(1H, s), 5.25(1H, d, J=12.2), 5.64(1H, d,
J=12.2), 6.80(1H, brs), 6.87(2H, d, J=8.3), 7.29-7.46(4H, m), 7.58(2
H, d, J=8.3)

725

1.16(3H, t, J=7.3), 2.26(3H, s), 3.24-3.37(2H, m), 3.33(3H, s),
5.11(1H, s), 5.29(1H, d, J=12.2), 5.71(1H, d, J=12.2), 6.78(1H, brs),
7.29-7.40(3H, m), 7.44-7.47(1H, m), 7.59(2H, d, J=8.5), 7.75(2H, d,
J=8.5)

726

88~907C

733

0.93(3H, t, J=7.3), 1.54(2H, 6 E#R, J=7.3), 2.72(2H, t, J=7.3), 3.39
(3H, s), 3.71(3H, s), 5.24(1H, s), 5.25(1H, d, J=12.2), 5.49(1H, d,
J=12.2), 7.29-7.53(4H, m), 7.32(2H, d, J=8.5), 7.56(2H, d, J=8.5)

734

2.34(3H, s), 3.34(3H, s), 3.67(3H, s), 5.29(1H, s), 5.30(1H, d, J=
12.2), 5.58(1H, d, J=12.2), 7.70(1H, dd, J=5.5, 3.7), 7.32-7.56(6H,
m)

735

2.32(3H, s), 2.79(3H, d, J=4.9), 3.29(3H, s), 5.18(1H, s), 5.31(1H, d,
1=12.2), 5.72(1H, d, J=12.2), 6.74(1H, brs), 7.05-7.08(1H, m),
7.27-7.52(6H, m)

736

0.92(3H, t, J=7.3), 1.53(2H, 6 E#%, J=7.3), 2.71(2H, t, J=7.3), 2.83
(3H, d, J=4.9), 3.32(3H, s), 5.12(1H, s), 5.25(1H, d, J=12.2), 5.65
(1H, d, J=12.2), 6.75-6.78(1H, m), 7.28-7.53(4H, m), 7.31(2H, d,

J=8.5), 7.55(2H, d, J=8.5)
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737

3.29(3H, s), 3.39(3H, s), 3.71(3H, s), 4.62(2H, s), 5.22(1H, s), 5.28
(1H, d, }J=12.2), 5.53(1H, d, J=12.2), 7.30-7.36(5H, m), 7.39-7.44
(1H, m), 7.45-7.50(1H, m), 7.62-7.67(2H, m)

738

2.81(3H, d, J=4.9), 3.29(3H, s), 3.32(3H, s), 4.62(2H, s), 5.11(1H,
s ), 5.27(1H, d, J=12.2), 5.57(1H, d, J=12.2), 6.78(1H, brs), 7.30-
7.45 (6H, m), 7.56-7.59 (1H, m), 7.65-7.67(2H, m)

739

1.10(3H, t, J=7.3), 1.16(3H, t, J=7.3), 2.74(2H, q, J=7.3), 3.22-3.35
(2H, m), 3.32(3H, s), 5.10(1H, s), 5.26(1H, d, J=12.2), 5.66(1H, d,
J=12.2), 6.78(1H, brs), 7.27-7.39(3H, m), 7.31(2H, d, J=8.6), 7.42-
7.47(1H, m), 7.56(2H, d, J=8.6)

(740

1.11(3H, t, J=7.3), 2.76(2H, q,J=7.3), 2.82(3H, d, J=4.9), 3.32(3H,
s), 5.12(1H, s), 5.25(1H, d, J=12.8), 5.65(1H, d, J=12.8), 6.51(1H, t,
J=73.9), 6.77(1H, brs), 7.09(2H, d, J=8.6),7.28-7.39(3H, m), 7.40-
7.48(1H, m), 7.63(2H, d, J=8.6)

741

2.51-2.89(7H, m), 3.31 & 3.35( &b¥ T 3H, FNFhs), 3.50 &
3.79( ¥ T 2H, #NF1s), 5.08-5.20(2H, m), 5.44-5.55(1H,
m), 6.75(1H, brs), 7.09-7.20(4H, m), 7.25-7.45(4H, m)
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0.89(3H, t, J=7.3), 1.56-1.63(2H, m), 2.21(3H, s), 2.84(3H, d, J=4.9)
» 3.36(2H, t, J=7.3), 5.20(1H, s), 5.25(1H, d, J=12.2), 5.69(1H, d, J=
12.2), 6.85(1H, brs), 7.29-7.44(6H, m), 7.58(2H, dd, J=8.6, 1.8)

757

0.88(3H, t, J=7.3), 1.56-1.63(2H, m), 2.21(3H, s), 2.34(3H, s), 2.83

(3H, d, J=4.9), 3.37(2H, t, J=7.3), 5.22(1H, s), 5.24(1H, d, J=12.2),

5.67(1H, d, J=12.2), 6.80(1H, brs), 7.14(2H, d, J=8.0), 7.29-7.43(4H
, m), 7.52(2H, d, J=8.0)

758

0.88(3H, t, J=7.3), 1.56-1.64(2H, m), 2.21(3H, s), 2.83(3H, d, J=4.9)
, 3.37(2H, t, J=7.3), 3.81(3H, s), 5.22(1H, s), 5.24(1H, d, J=12.2),
5.67(1H, d, J=12.2), 6.80(1H, brs), 6.86(2H, d, J=8.3), 7.29-7.46(4H
,_m), 7.56(2H, d, J=8.3)

759

0.88(3H, t, J=7.3), 1.56-1.63(2H, m), 2.25(3H, s), 2.84(3H, d, J=4.9)
, 3.36(2H, t, J=7.3), 5.20(1H, s), 5.28(1H, d, J=12.2), 5.73(1H, d,
J=12.2), 6.85(1H, brs), 7.29-7.46 (4 H, m), 7.59(2H, d, J=8.0), 7.73(
2H, d, J=8.0)

773

2.18(3H, s), 2.21(3H, s), 2.30(3H, s), 2.78(3H, d, J=4.9), 3.32(3H,
s), 5.13(1H, s), 5.26(1H, d, J=12.2), 5.58(1H, d, J=12.2), 6.76(1H,
brs), 7.00-7.08(3H, m), 7.30-7.48(4H, m)

7T

2.22(3H, s), 2.32(6H, s), 2.81(3H, d, J=4.9), 3.33(3H, s), 5.14(1H, s)
5.28(1H, d, J=12.2), 5.64(1H, d, J=12.2), 6.77(1H, brs), 6.99(1H, s),
7.24-7.48(6H, m)

781

2.21(3H, s), 2.22(3H, s), 2.81(3H, d, J=4.9), 3.33(3H, s), 3.83(3H, s)
5.14(1H, s), 5.26(1H, d, J=12.2), 5.62(1H, d, J=12.2), 6.75(1H, brs),
6.79(1H, d, J=8.5), 7.28-7.49(6H, m)
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2.35(3H, s), 2.80(3H, d, J=4.9), 3.33(3H, s), 5.17(1H, s), 5.33(1H, d
, J=12.2), 5.73(1H, d, J=12.2), 6.79(1H, brs), 7.29-7.40(3H, m), 7.43
-7.51(3H, m), 7.78-7.86(3H, m), 7.91(1H, dd, J=8.8, 1.8), 7.97(1H,
S)

813

2.05(3H, s), 2.81(3H, d, J=4.9), 3.34(3H, s), 5.15(1H, s), 5.30(1H, d
, 1=12.2), 5.68(1H, s, J=12.2), 6.75(1H, brs), 7.30-7.47(8H, m)

819

2.02(3H, s), 2.37(3H, s), 2.78(3H, d, J=4.9), 3.35(3H, s), 5.16(1H, s)
5.30(1H, d, J=12.2), 5.63(1H, d, J=12.2), 6.73(1H, brs), 7.18-7.58(8
H, m)

824

2.06(3H, s), 2.82(3H, d, J=4.9), 3.34(3H, s), 5.15(1H, s), 5.31(1H, d
, J=12.2), 5.71(1H, d, J=12.2), 6.75(1H, brs), 7.29-7.47(4H, m), 7.54
(2H, d, J=7.9), 7.67(2H, d, J=7.9)

837

2.05(3H, s), 2.78(3H, d, J=4.9), 3.35(3H, s), 3.82(3H, s), 5.16(1H, s
), 5.30(1H, d, J=12.2), 5.63(1H, d, J=12.2), 6.73(1H, brs), 6.92(2H,
d, J=8.6), 7.27-7.48(6H, m)

873

2.12(3H, s), 2.32(3H, s), 2.81(3H, d, J=4.9), 3.36(3H, s), 5.11(1H,
s), 3.17(1H, d, J=12.2), 5.51(1H, d, J=12.2), 6.74(1H, brs), 7.26-
7.42(4H, m)

879

0.91(3H, t, J=7.3), 1.33(2H, 6E 4%, J=7.3), 1.56(2H, SE#, J=7.3),
2.31(3H, s), 2.40(2H, t, J=7.3), 2.81(3H, d, J=4.9), 3.36(3H, s), 5.10
(1H, s), 5.18(1H, d, J=12.2), 5.50(1H, d, J=12.2), 6.73(1H, brs),
7.26-7.42(4H, m)

882

134~135T

883

1.18(6H, d, J=6.7), 1.95(3H, s), 2.27-2.36(2H, m), 2.83(3H, d, J=4.9
), 3.34(3H, s), 3.45-3.49(2H, m), 3.59-3.67(2H, m), 5.00(1H, d, J=
12.2), 5.09(1H, s), 5.30(1H, d, J=12.2), 6.75(1H, brs), 7.28-7.43(4H,
m)
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0.88(3H, t, J=7.3), 1.18(6H, d, J=6.7), 1.26-1.44(4H, m), 2.28-2.44(
4H, m), 2.83(3H, d, J=4.9), 3.33(3H, s), 3.42-3.46(2H, m), 3.58-3.64
(2H, m), 4.98(1H, d, J=12.2), 5.09(1H, s), 5.29(1H, d, J=12.2), 6.75
(1H, brs), 7.27-7.43(4H, m)

898

2.76(3H, d, J=4.9), 2.99(4H, t, J=4.3), 3.04(3H, s), 3.68(4H, t, J=4.3
), 4.90(1H, s), 4.97(1H, d, J=12.2), 5.33(1H, d, J=12.2), 6.61(1H,
brs), 7.20-7.43(8H, m)

904

2.34(3H, s), 2.70(3H, d, J=4.9), 3.01(4H, t, J=4.9), 3.04(3H, s), 3.67
(4H, t, J=4.9), 4.91(1H, s), 4.99(1H, d, J=12.2), 5.28(1H, d, J=12.2),
6.51(1H, brs), 7.15-7.36(8H, m)

905

1.12(6H, d, J=6.7), 2.29-2.39(2H, m), 2.35(3H, s), 2.69(3H, d, J=

4 .9), 3.04(3H, s), 3.22-3.30(2H, m), 3.59-3.70(2H, m), 4.90(1H, s),
4.98(1H, d, J=12.2), 5.26(1H, d, J=12.2), 6.50(1H, brs), 7.14-7.39(8
H, m)

906

130~131%C

907

1.13(6H, d, J=6.7), 2.32-2.42(2H, m), 2.77(3H, d, J=4.9), 2.98(3H, s
), 3.15-3.23(2H, m), 3.59-3.71(2H, m), 4.86(1H, s), 4.96(1H, d, J=
12.2), 5.34(1H, d, J=12.2), 6.64(1H, brs), 7.25-7.28(4H, m), 7.47(2H
, d, J=7.9), 7.63(2H, d, J=7.9)

910

2.71(3H, d, J=4.9), 3.01(4H, t, J=4.9), 3.05(3H, s), 3.68(4H, t, J=4.9
), 3.80(3H, s), 4.93(1H, s), 5.00(1H, d, J=12.2), 5.29(1H, d, J=12.2),
6.53(1H, brs), 6.87(2H, d, J=8.5), 7.23-7.39(6H, m)

911

1.12(3H, d, J=6.7), 1.13(3H, d, J=6.7), 2.28-2.38(2H, m), 2.70(3H, d
1=4.9), 3.06(3H, s), 3.22-3.27(2H, m), 3.56-3.70(2H, m), 3.81(3H, s)
, 4.92(1H, s), 5.00(1H, d, J=12.2), 5.28(1H, d, J=12.2), 6.52(1H, brs
), 6.87(2H, d, J=9.2), 7.23-7.34(6H, m)

941

2.21(3H, s), 2.36(3H, s), 2.85(3H, d, J=4.9), 3.36(3H, s), 5.05(1H,
s), 5.34(1H, d, J=12), 5.64(1H, d, J=12), 6.82(1H, brs), 7.33-
7.40(5H, m), 7.48-7.50(1H, m), 7.81(2H, d, J=8.8)

982

0.72-0.74(2H, m), 1.00-1.05(2H, m), 1.61(1H, m), 2.82(3H, d, J=4.9)
, 3.54(3H, s), 4.26-4.31(1H, m), 4.55-4.60(1H, m), 5.07(1H, s), 6.85

(1H, brs), 6.84-6.88(2H, m), 7.30-7.41(6H, m)
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0.68-0.70(2H, m), 1.00-1.05(2H, m), 1.80-1.85(1H,m), 2.30(3H, s)
, 2.81(3H, d, J=4.9), 3.31(3H, s), 4.20(1H, d, J=13.0), 4.60(1H, d,
J=13.0), 5.09(1H, s), 6.60(1H, brs), 6.75(2H, m), 7.00-7.20(2ZH, m)
, 7.30-7.55(4H, m)

1017

2.33(3H, s), 2.68(3H, d, J=4.9), 3.30(3H, s), 4.59(2H, s), 4.67(1H,
d, J=12.0), 4.91(1H, d, J=12.0), 5.01(1H, s), 6.70(1H, brs), 7.10-
7.20(2H, m), 7.29-7.41(6H, m)

1030

2.82(3H, d, J=4.9), 3.35(3H, s), 5.10(1H, s), 5.44(1H, d, J=12.8),
5.74(1H, d, J=12.8), 6.83(1H, brs), 7.30-7.58(7H, m), 8.07(2H, d,

J=7.9)
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BB, 2-FFV-2-[2—- (FrF7eFu¥sr—2—-A4FFIAX
F) 7z VIEEEERERIL, UTOBES 1 ~3DHETERL,
ZE6 1

1—-70F—-2— (FhFOET V-2 —ANF XL AFIN) XY
XL DER

2 —7TENY YT VI —)V(25.00g, 0.134mol)DIEIL A F L > (100ml)
BWIINT — PV AN VEEE) Y 2 L (0.30g) X IR FiR T THREE
L7 #20FI23,4 -V FO—2H—-EJ »(16.86g, 0.200mol) & H R 7,
FBT 2B REEA, SANERET M) Y LKERQOMD L, &1L
AFL U THIE Lz, BAREY 7 A7 A Telktk, BELEXL. B
BYn1—-70F-2— (Fr5eFO¥S =24 NVFFIRXFN)
N> ¥ 2 (36.00g, 99.3%) Mk & L TR,

NMR (& ppm, TMS/CDCl,) : 1.45-1.80(6H,m), 3.45-3.55(1H,m), 3.80-

3.90(1H,m), 4.52(1H,d,J=15.0), 4.80(1H,m), 4.90(1H,d,J=15.0),
7.16(1H,t,J=7.3), 7.31(1H,1,J=7.3), 7.51(1H,d,J=7.3), 7.54(1H,d,J=7.3).
SEB 2

2—FAFV—-2-[(2-— (FFFLFOETFT -2 NFFIAFN)
7z VBRI F VD AR

1-70%F—2— (FFSFOET Y -2 —ANFFIAFN) XV
¥ (27.11g, 0.100mo)D 7 + T & N T 7 F > (SOmhEFHIZ, BERTATH
SETFT< Y 327 L(2.67g 0.110mol), 7HELY »(020mhH%iNIR. il
TTIBERELT, 7oy —VRELRB L, 207 = VYHEE,
— 7 8CTEHELY 2V EEY TF)1(29.23g, 0.200mo)D 7 b T & KO 7
Z »(100mlEHICHE T L7ze — 7 8 CT 1 Bf##H&. KAS0m)Z M.
I—F VT L7z, EAKBEER~ 7 2w LA CoiRik, BHEEEEL, K&
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EEVATGNVAT LU T T74— (n—~"FH o /BB F L=
4,/1) THEL, B8O 2-**V-2—-[2—- (FF5eFOES >
—2—ANFFIRAFN) 7z ZVIEEEET F)L(22.60g, 77.3%) % iHIRY &
L TR,

NMR (& ppm, TMS/CDCI5) : 1.38(3H,t,J=7.0), 1.40-1.85(6H,m), 3.50-
3.60(1H,m), 3.80-3.90(1H,m), 4.32-4.40(2H,m), 4.69(1H,m),
4.85(1H,d,J=14.6), 5.09(1H,d,J=14.6), 7.43(1H,t,J=7.3), 7.58-7.70(3H,m).

4K

2—FFV-N—-AFNV—2—-[2— (FbFeFOEFT L —2—-FF
FUAFN) T VEEEET I FOARK

2=AFV—-2—-[2— (FFILPFOET V=2 NFFIAF)I)
7 x ZV)EEEE T F 1 (2.00g, 6.8mmol)D X ¥ / — L 0ml)iEHIZ. 4 0 %F
JAFNVT Iy —RF /= VQ265g 34.1mmol)iZH &Nz, FETT2H
B L, BR2EEL. REX VIS VAL 70N T T4 —

(n—A~"¥%> BRI F V=4 /1) THEL. B8O 2 -3 F V-
N=—XFN—2—-[2—- (FFFFOET -2 NFFIAFN) 7
x =IV)EEEE 7 I F(1.30g, 69%) FimiR & L TB 7,

NMR (& ppm, TMS/CDCl5) : 1.56-1.80(6H,m), 2.96(3H.d,J=5.5), 3.40-

3.50(1H,m), 3.75-3.85(1H,m), 4.60(1H,m), 4.75(1H,d,J=14.0),
4.97(1H,d,J=14.0), 7.05(1H,brs), 7.35-7.39(1H,fn), 7.51(2H,m),
7.79(1H,d,J=7.9).

RIERHOE 4 OILEMOEERA I & 5 SHENHEBBIRE DL
ToHy MRBRIZ LD BB 5.

BRYFE

RERET S CTFHORRR, Thbb, WREEREEY EBLEL,
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2 AMRICRERCBEET 2 HETIT o 72, BRI ILEW L LED
N—UXFIEVLT I NIIERL. BERLYSUCHEEKTS 0 0ppme
AL IMRLL. BREFEIUTORIZE D KRDI,

PfRER (%) = {(BUEXORERREE - RS - LERORRERE -
FHEESE) T ELEXORFREE - MEHEE X100

HERBI 1

4 20 LR R REER

BE2EMZOR (M, B HEEREImDTIAF v oAy
CBIELSOIC2EBTER. (LeWERT-IBERLEERICEEL
BLC, REROEREIL. (LEWERT 2 IBERLBHELE L - REH
MOERERIZ, FOA—PI—UEHTEELLIFIVLLFEE
(Pyricularia oryzae) DO ERFHEREZEET LI LIZL > TiT2 7%
BERERIIEE (28T, 100%R.H.) 22 4BRHREL, SLIEZET
5 HEifRo o %M 6 HEEER AN LREH AR LKRE 2RO,
FILEWIA A VD BRI LTBOERERERLE, AIISLEDE
575,139,140, 161, 163. 165,166, 170,
175,176, 186, 193, 194, 196, 197, 211,
212,214,217, 219, 221, 223, 233, 267,
372, 423,427, 429, 432, 448. 459, 465.
466, 467, 472, 474, 475,476, 477, 486.
488,491, 492, 494, 495, 499, 500, 501,
503.513,.516, 517,518,526, 529, 532,
535. 544, 553, 556, 559,562, 580. 6009,
616. 639. 678. 680. 682, 684, 686, 688,
690, 692, 698, 701, 702, 704, 707, 710,
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717,718,721, 722,725,726, 733. 736,
739, 740, 773,781, 785, 813, 819, 824.
837. 883, BXU982i13500ppmT9 0 %LUEDFEBREEZRL
AR

HERB) 2

Fa7) ) LA ZHEBBRRERE

BEEOQemDTIAFy 7 Ay FIBEL 2~ 3 EMFEHNES I D
(i HEBWIE) B0 —FEIAYER T 3BE R BELE
Lo MEREOEEL, LEWER T -IIBBHEELE L 2REREY
2. 3w ) NEETREL2F 271 ) & A Z%H (S phaerotheca fuliginea)
DOERFEERELBEET I LILL DTV, BEKIE2 0 COBREITR
o7, HE] O HEEBFEUIRNEROLEERREE AL LHRE
K7z,

AEEWEIF 2T ) ) EATHIIH L THVHRERERL 2 Bl
EWES64. 75, 78. 113, 139, 140, 141, 142,
143, 144,145, 149,151,152, 155, 156,
161, 165, 170,173,174, 176, 179, 180.
183, 185, 186, 189, 193,194, 195, 196,
197, 198, 205, 206, 207, 208, 209, 210.
211, 212,213,214, 215,216,217, 218,
219,221,223, 231,233,262, 263,267,
291, 292, 296, 297, 362, 372, 417, 420,
423,427, 429, 432, 433, 436, 437, 443,
448, 453, 454, 459, 461, 465, 466, 467,
468, 469, 472, 474, 475, 476, 477, 482,
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486, 488, 489, 491, 492, 494, 497, 498,
500. 501, 503.504. 506,513, 515,516,
517, 518,520, 523,526, 527, 529, 532,
535,541,542, 544, 553, 556, 559, 577,
580, 586. 587, 589,590,592, 593, 603,
606. 609. 616, 627, 639,678, 680, 682,
684, 686, 688, 690, 692, 698, 701, 702,
704,707,710, 717, 718,721,722, 725,
726, 733,734,736, 737,738,739, 740,
756. 759, 773. 777,781, 785, 813, 819,
824, BLUBS83IE. 50 0ppmT9 7 %L EDFHBRERT L1
HERDI 3

F o) RETRBERRRNRHER

EZEOmDTIAF v ohy TIHEEL 2 ~3AHFTEHEZEDPE 9D
(mfE ; FUEBWIT) HOE—FREILEWERT LIRS H L EHELE
Lo MEBEDHEREIL, Ew ) NELTEELLF2VINEFHE

( P seudoperonospora cubensis) DHEEFEL BB, LEWEBER T 2138
BRETEELELZZ9) VEOREIIHETTAILIENTo Nk, B
%22 0 COB/ZEIZ] 0 HER- - BEBHEDICRNFRBELAEE R
AELBRERZRD T,

AAEEWEF 27 ) REFITF L TROVEREEZRL 72, FIRIZILEYW
BE74. 113, 139, 140, 156, 161, 165, 170,
176, 186, 189, 193, 194, 196, 197, 206,
207.209. 210, 212, 216, 217, 218, 219,
221, 223, 231, 233.263.267. 291, 362,
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372, 417,420, 423, 427, 429, 432, 433,
443, 448, 453, 459, 465, 466, 467. 468,
472, 474, 476, 477, 478, 482, 487, 488,
489, 491, 492, 494, 495, 496, 497, 498,
499, 500, 501, 503,504, 505,506, 507,
508,509,512, 513, 515,516,517, 518,
523. 526, 527.529,. 535, 541, 542, 544,
553. 556,559, 562, 576, 580. 581, 583,
586. 587,589, 590.606, 609. 616, 627,
639. 678, 680. 682, 684, 686. 688, 690,
692,698,701, 702, 704, 707. 710, 717,
718, 721,722, 725, 726, 733, 734, 735,
736, 737,739,740, 756, 757. 758, 759,
773.777. 781, 785, 813, 819, 824, 837.
8§83. 982, 995, 1016, 1019, 1030, 1031,
1033, BXU'103412500ppmT9O 0%LLEDIEBRELZRL .
RBP4 |
35F) LA CHBBRDRRE
EEIemDT7AF v Ay FICHBEL 2 ~3BAMEHEZEOIE (F
1 BAR6ID) BICILAWEE BB L EELE L, FREOE
M2, MEEETEELLILF) CACHE (Erysiphe graminis fsp.
mitic) DFERT %, (LAWERE - BB 2 BELE L ey b
CHWTEL T I EICE DTV, BRI 2 0 COREIRoT, B0
A% EBEICRNEhO S EEEEE L FAE LBREL RO 7,
REAWITLED PATHIH L TEHVHREL R L, FIIELE
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WES2., 75. 113, 139, 140, 141, 142, 143,
144, 145,151,152, 161,170, 174, 175,
176, 179, 184, 185, 186, 188, 189, 193,
194, 195, 196, 197, 198, 206, 212, 216,
217,218,219, 223,263,297, 362, 372,
417, 420, 423,427,429, 432, 433, 443,
448, 454, 459, 465, 466, 467, 474, 477,
488, 492, 498, 500, 517,518,526, 527,
541, 542,590, 603,627, 686, 701, 726,
739, BXU'8831250 0ppmT9 0 B LDFFBRELRL,

EREOEBY FERPICINT, REABERET A2 HR —BHR 7=

VEEERER RS, FOENEE. TOHEATEABLITERZEYRTEL
TEFRTARFARERFRE SN D,
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Gt RIBNO#FCEF, BRIATVWTLLIVWTAFLE, BiRZA

TWTH LWVKERE, TVFNVFAE, TVFVANLT 4 ZVE TLE
WANKFZVE, BRI TWTHIWT I/EF G o, QIIE
BINTWTHEnT Y —VE, BREATVWTE InATFORE, £/
BRILCETVERAFLOTIVE BRIATHTHL IV (BRI I)
AFNE, BRI THWTHIVT LI LVE, BRI THNTL IWT NV
FovE BRINTVWTDOIWVT I VE, BBRAVEVET G
BRANVEZIVE  XIBKERF. NOF VEF, BRI THTHIw
ThAEFNVEFLIERINLTOTD JWKEEE, YIZEBRIATHWTDH X
VKEREE, TAFVFAETLRBRIATHTOIVWTIVE (2L,

RIDABENES, YETVIFLVETERY) | ZUBEETFE1

BEET ; MEBERT. S(0), (1130, 13722) . NRARATK

FEF, TVFNVETLEIT7IOVERTLEIEES,, BLUnld0, 1F7
222 RTITEENRLILEW T 2T F DA,

2. RIpho# EF. 7LELE, NOTLELE, PLIFLT

VEIVE, KEEE, TVaFIE TUVFrovtF L& 3oL F
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SE oNOTLIFIVE NOTLMASLVEFIE, NOTAFZIVEF
VE.TLVIAFITLIZFVE, TLELINLKRZLFFIE, (TLVF
WFF) ANVKZNVFFIE TULFLAMERZLAFVE, 7Y—IVA
VEZIVAFIE, E/HLVIETTUFVEBRINVNEAS NI F IE,
TIO=NVFFIE TAFVFAE TLVXLVALT 4 ZVE ThEN
ANARZVEE, TUVFVETBRIA TV T IWT I /&, ZbO&ET
7ZRF RS FOES VA X VETHIFERE I RROLEW T 23Z
DI,
3. RIF7Lass %0 2HKE 1 RROLEWE 13 Z DR,

4. RIZAMFVETHHERE L RROILEW T 1212 2D,
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HEKRE1ERBOMEW I 2132 DIE,

6. U. VBIUWHE—-FREL-o T, KEEF. BFET, 27
WEE, P TINATRAFNETLRA N OETHLFRESEHDOLE
WE 7 F DR,
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HBHEKE ] LHOLEW T I FDIE,

8. QPBBINTVTHIVEY Y NVETHH5EKRIE 1 BROILEW
F 723 F DR,

9. QoK (a)

\ . /R12
N_C\ R13

(@)

Gte, REZBIORPBEA—I 7R > TAEEF, BREIATHTD
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KIE 1 B OLEY T 3 F D&,
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NTWTL L WAFOBETHLD, HHVIRRIZERBagES LT, b
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12, RIZBAFNEFEIFVETHSHHEREI DHROLEWE

2 Z DR,
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