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§57) Abstract

A biphenylmethane derivative represented by general formula (1), a salt thereof, and a remedy for circulatory system dis-
eases containing the same, wherein A represents the group (II) or (I1I) wherein R! represents hydrogen, lower alkyl, lower cyc-
loalkyl, optionally substituted phenyl, optionally substituted aralkyl, optionally substituted acyl, or amino acid residue; X
represents oxygen or sulfur; Y represents nitrogen or =CR2-; Z represents oxygen, nitrogen or =CR3- (excluding the case
where both of Y and Z represent nitrogen simultaneously); R2 and R3 represent each independently hydrogen, halogen, op-
tionally substituted lower alkyl, optionally protected carboxyl, lower cycloalkyl, lower alkenyl, lower alkoxy, lower alkylthio
or aryl, or alternatively R2, R3 and the adjacent carbon atoms may be combined together to form an optionally substituted
‘benzene ring; and B represents cyano, optionally protected carboxyl or optionally protected tetrazol-5-yl. This compound
has such potent angiotensin I antagonism and hypotensive effect that it is useful for treating circulatory system diseases
such as hypertension, cardiac diseases and cerebral apoplexy. '
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127N ik S |
3= 195-197C
"H-NMR (0 ppm in CDC £ 5)
7.90(1H,d), 7.06-7.60(7H,m), 5. 34(2H,s), 2.3T(3H, s),
2.24-2,29(1H, m), 1.14-1.18(2H,m), 1.05-1.12(2H, m)
(3) 2-Fubt=43)-5-n-ToEN-3-[2-1-F F 5V =-5-{ W)t
T2 S WA A WIAF-LJAFTYTY Y Y bW (6)) O :
AR EEER
3= 135-138C
"H-NMR (& ppm in CDC £ s)
8.20(1H d), 7.38-7.60(3H,m), 7.44(2H,d), 7.23(2H, d), 5.52(2H,s),
2.80(2H,t), 2.59(2H,q), 1.76(2H m), 1.21(3H t), 1.00(3H,t)
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(4) 2-[N-ToEF=0-N-Q2 -(H-F } 5V —I-5-4 W) ET = =)-4-4 V)
AFNITI)-5-n-T 0 EN-1, 3 4-FTYTV - [{LAW6)]) OEEL :
127N it S
'H-NMR (0 ppm in CDCZ£ s)
8.06(1H,d), T7.04-7.61(TH,m), 5. 46(2H, s), 2.98(2H, t),
2.60-2. T0(2H, m), 1.70-1.90(2H, m), 1.19-1.31(3H m), 1.01(3H, t)
(B) 2-FotEd=i4 3 )-5--TFN-3-[7-(IH-F b 5V =W-5-4 W) ET
2 ZW-A-4 WIAFW-1,3,4-FTITVY Y (ke (1) D& :
27N B
3= 115-117T
"H-NMR (8 ppm in CDC £ )
8.09(1H, d), 7.30-7.62(3H,m), 7.37(2H d), 7.16(2H, d), 5. 47(2H, s),
2.78(2H, t), 2.54(2H, q), 1.62-1 70(2H m), 1.32-1.43(2H, m),
1.16(3H, t), 0.93(3H, t)
6) 2-IN-TeEZ=i-N-Q2-(IH-F + 5V —I-5-4 W) E T 2 =)v-4-4 IV)
AFWITI)-5-n-TFN-1L3,4&-FTVTV = (k& (8)) OAK :
127N mEHxK
"H-NMR (& ppm in CDC £ s)
7.94(1H, d), T7.06-7.58(7H, m), 5.39(2H, s), 2.98(2H, t),
2.62QH @), 1.69-1.78(2H m), 1.35-1.46(2H m), 1. 21(3H t),
0. 94(3H, t) '
(N 2-TFIVNWAL I )-5-2FW-3-[2-(IH-F +} SV —0-5-4 W) ET 2 =)
~4-A WIAF -1, 3 4-FTYTV Y ¥ (LAH9)]) O&K :
R iigech e
9= 183-184T
'H-NMR (& ppm in CDC £ s)
8.21(1K,d), 7.45QH,d), T.22-7.60(5H, m), 5, 51(2H, s), 2.54(2H, 1),
2.52(3H, s), 1.69-1. 76(2H, m), 0.97(3H, t)
8 2-[N-TFVIW-N-Q2 -(IH-F } TV = W-D-4 W) ET 2 =I-4-4 N) X F
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WITI7-0-AFNW-L3{4&-FTYVTV = (ke (10)) O&r :
fER fEEmE
"H-NMR( & ppm in CDC £ s) _
8.12(1H, d), 7.21-7.60(TH, m), 5, 49(2H,s), 2.68(2H, t), 2.61(3H,¢),
1. 71-1. 79 (2H, m), 0. 98 (3H, t)
@ 2-TFUYA43)-5-v7a7aei-3-[2-(IH-F 5V =-5-4 W) E
T 2 ZW-4- A WIAFW-1L,3J 4-FTYTVY Y ke (11)) DA :
27N iigaeh
0= 163-164T
"H-NMR (0 ppm in CDC£ )
8. 11(1H, dd), T7.42-7.68(3H,m), 7.38(2H, d), 7.18(2H d), 5. 45(2H, s),
2.50(21, ), 2.05-2,15(1H,m), 1.66-1,77(2H m), 1. 11-1 18(2H, m),
0. 91-1. 00 (5H, m)
(10) 2-[N-TF YV w-§-(2' -(AH-F } SV =-5-4 W) E T 2 =Ib-4-4 JV) #
FWITI)-5-Y7uFobn-1,3, 4-FT7YVTV = ({b&l(12)]) OAE: :
27N ERE
"H-NMR(J ppm in CDC £ s)
8.09(1H,d), T7.19-7.60(TH,m), 5.44(2H,s), 2.60(2H,t),
2.23-2. 36 (1H, m), 1.73-1.81(2H, m), 0.85-1. 28(TH, m)
(11) 2-TF YA 3 -5-0-TFN-3-[2-(IH-F + 5V —N-5-A WET =z =
W—A-A WIAFW-L34&-FTIVTV YV L 13)) D&
fEAR i)
R 134-135T
"H-NMR (& ppm in CDC£ 5)
8. 10 (1H, dd), 7.41-7.63(3H, m), 7.38(2H, d), 7.17(2H,d), 5. 48(2H, s),
2.80(2H, t), 2.49(2H,t), 1.62-1. 75(4H, m), 1.35-1.43(2H, m),
0.94(3H, t), 0.93(H, t)
(12) 2-INTF Y W-H-(2 -(IH-F b 5V = -5-4 W) E T 2 =)b-4-4 V) #
FNIT I -5-n-TFN-1, 3, 4&-FTYTV = (b&¥ (1)) O&R :
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HER iigzh AP
"H-NMR (& ppm in CDC £ s)
8.04(1H,d), T7.10-7.85(TH m), 5.45(2H, ), 2.92-3.02(2H, m),
2.56-2.62(2H, m), 1.72-1.80(4H, m), 1.38-1. 43 (2H m), 0.89-0. 97 (6H, m)
(13) 2-TF YA 37 -5-tert-TFW-3-[2 -(IH-F + 5V —-5-4 ) E7
2 WAL WIAFW-1, { 4-FTYTVY) ¥ bea¥(10)) O&E :
fEIR mERE
"H-NMR (& ppm in CDC £ s)
8.00(1H,d), T7.12-7.58(TH,m), 5. 47(2H,s), 2.47(2H, t),
1.64-1.72(2H, m), 1.41(3H,s), 0.93(3H. t)
(14 2-[N-TF Y -N-Q2' -(AH-F b SV —I-5-4 W) ET = =b-4-4 JV) A
FWIT S ) -b-tert-TF -1 3, &-F 7Y TV =i (L& (16)) DA :
HER EERE
"H-NMR (& ppm in DMSO-ds)
7.92(1H, d), T7.12-7.56(TH, m), 5. 42(2H,s), 2.45(2H, t),
1.62-1.67(2H,m), 1.48(3H,s), 0.86(3H, t), 0.98(3H, t)
(15) 2-vZ7uruewhif=ivs 3 /-5-2F-3-[2 -(1H-F } 5V —I-5
~AMNET 2 244 WIAFN-L34-FTYTVY Y Ube&¥W(UT)) O :
HER gy
= 221-223T
"H-NMR( & ppm in CDC £ s)
8.16(1H, d), 7.40-7.60(3H,m), 7.41(2H d), 7.24(2H,d), 5. 48(2H,s),
2.50(3H,s), 1.84-1.98(1H m), 1.08-1, 10(2H m), 0.90-0. 92 (2H, m)
(16) 2-[N-¥27u7o b E=b-N- (2 -(I-F + 5/ = -5-4 WET =
W44 W) AFW]T S ) -5-AFN-1, 3 4-FTVTV = (LA 318)]) ©
Bk :
HEIR kK
"H-NMR (0 ppm in CDC £ a)
8.09(1H, d), 7.47-T.67(3H m), 7.41(2H,d), 7.20(2H, d), 5.66(2H, s),
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2.66(3H,s), 1.88-1.98(1H m), 1.19-1.28(2H,m), 1.01-1.09(2H, m)
1N 2-vyuFuenwpwE=w4 3 )-5-zFw-3-[2-(I-F + V=I5
AWET 2 =44 WIAF N1, 3, 4&-FTITVY Y (ke 19)] DA :
R iigech =
= 199-200C
"H-NMR( & ppm in CDC £ 5)
8. 18 (1H, dd), 7.42-7.62(3H m), 7.43(2H d), 7.23(2H,d), 5.49(2H,s),
2. 84(2H,q), 1.88-1 93(1H,m), 1.32(3H t), 1.08-1. 10(2H, m),
0. 88-0. 94 (2H, m)
(18) 2-[N-v 2 uFoEnwhwE=-N-@ -(H-F + 5V =-5-4 W)ET =
Zo-b-4 W) AFW]T 2 )52 F -1, 3 &-F TV TV —v (ke i) O
B
27N g
= 198-199%¢
'"H-NMR (& ppm in CDC £ a)
8. 06 (1H, d), 7.08-T7.60(TH m), 5.64(2H,s), 3.02(2H ), 1.96(1H, m),
1.39(3H, t), 1.22-1.26(2H m), 1.02-1. 04(2H, m)
(19) 2-v7uFabnhR=v4 3/ -b-n-T o EW-3-[2-(-F + V' =
W54 W ET 2 244 WIAFW-1,J4&-FTVTVY ¥ (kEWQCDHI O
B :
127N e
B 135-137C
'H-NMR (8 ppm in CDCZ£ 5)
8. 10(1H, d), 7.42-7.58(3H,m), 7.38(2H,d), 7.18(2H,d), 5. 4T(2H,s),
2.76(2H, t), 1. 87-1 91(1H,m), 1.68-1,88(2H, m), 1.00-1. 06 (2H, m),
0.98(3H,t), 0.88-0.95(2H, m)
00 2-[H-vy o7 nFaenhuE=-N-@ -(IF-F b5V -4 ET =
=44 W) AFWIT L -5-n-Fa EN-1, 3 &-F TV TV v Uka¥(22))]
DER :
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#ER ERER
3= 171-172C
"H-NMR (& ppm in CDC£ s)

8.05(1H, d), 7. 15-7.63(TH, m), 5.62(2H,s), 2.96(2H, t),

1.92-1. 98 (1H,m), 1.75-1.85(2H, m), 1.22-1,27(2H,m), 0.95-1. 04(5H, m)
(20) 2-v 2 uFoEnhR=vL I )--vyyaFab-3-[2-(1F-F + 5
V' =-5-4 W) ET 2 = W=-4-4 WIAFW-13,4&-FTYVTVY ¥ [k (23)]
DE :

TN iigesh
A 201-202T
"H-NMR (& ppm in CDC £ 5)

8. 18(1H, dd), 7. 42-7.64(3H,m), T7.41(2H,d), 7.23(2H, d), 5. 46(2H,s),

2.08-2, 17(1H,m), 1.87-1 94(1H, m), 0. 86-1. 94 (8H, m)

22) 2-IN-v7uFahwR=-N-(2-(I-F F 5V = -5-L W) ET =
EWA-AW)AFN]T I ) -b-¥ 2 uFonEN-1,34-FTYVTV - ({LeW

(24)]) DA :
IR REER
A 201-203T

'"H-NMR (& ppm in CDCZ 3)
T.98(1H,d), T7.06-7.62(TH m), 5.52(2H ), 2.21-2.29(1H,m),
1, 88-1. 96 (1H, m), 0.97-1.21(8H,m)
(23) 2-v7uoFuihwR=wg I )-5-n-TFIW-3-[2-(H-F + 5V =
54 W ET 2 ZW-4-A WIAFW-LL&-FTVTYY v (ke (20)) 04
B :
127N EEER
LR 139T
"H-NMR(& ppm in CDC £ o)
8.17(1H,d), T7.42-7.61(3H m), T7.41(2H, d), 7.21(2H, d), 5. 48(2H, s),
2.80(2H, t), 1.87-1.93(1H,m), 1,68-1. T4(2H, m), 1.33-1. 42(2H, m),
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1.02-1. 11 (24, m), 0. 75-0. 96 (5H, m)
1) 2-N-vZ7uFoedFE=-N-(@ -(-F + 5V —--4 WET =
Zeb-f W) A FWIT $ ) 5T F -1 3, 4-F TV TV —v ket (26))
DERL :
R EERE
'"H-NMR (& ppm in CDC £ 5)
8. 10(1H, d), 7.16-7.62(TH,m), 5. 66(2H, s), 2.95-3.02(2H, m),
0. 97-2. 00 (12H, m)
(25) 2-vruFabwhiF=wd 3)-5-7 2 =0-3-[2-(1H-F + 5V =
S-4 W ET 2 =d-4-A WIAF -3 4-FTYVTVY Y (LE¥QN] O&
B :
R wERK
'H-NMR (& ppm in CDC £ s)
8.04-8. 13 (1H, m), 7.72-7.80(2H,m), T.15-7.59(10H, m), 5.58(2H,s),
1.90-1. 97(1H, m), 1.05-1.13(2H, m), 0. 88-0. 98 (2H, m)
26) 2-IN-¥27uFonhwE=b-N-(2 -(IF-F F 5V —-5-4 W)ET =
ZW-A-A W) AFW]IT 2 ) -5-7 2 =0-1, L &-F TV TV =V L& (28))
DER :
R MEERR
'H-NMR( & ppm in CDC£ 5)
7.78-7.90 (4, m), T.33-7.60(5H,m), 7.16(2H,d), 7.06(2H, d),
5.59(2H,s), 1.91-2.02(1H, m), 1.18-1.29(2H m), 0.97-1.05(2H, m)
@Qn 2=~V Ywd 3 -5-AFN-3-[2-(H-F P SV -4 M) ET 2 =0
A=A WIAF -1, 3 4-FTVTV Y)Y ([Le¥(29)] OAE :
TN piigeih
MR 156-157F
'H-NMR (8 ppm in CDC £ ) |
8. 14(1H, dd), 7.39(2H,d), 7.16(2H,d), T7.41-7.65(3H m), 5. 47(2H, s),
9.51(2H, t), 2.50(3H,s), 1.65-1. T0(2H m), 1.32-1.40(2H, m), 0.91(3H, t)
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(28) 2-[N-NV Y -N-(2 -(IH-F } SV —I=-0-4 W) ET = =Ib-4-4 IV) A
FWIT I =5-2F -1, 4-FTYVTV =V ({L&¥30)] AR :
HEAR AR
B 163-164T
"H-NMR (0 ppm in CDC £ s)
8.05(1H, d), 7.16-7.59(TH,m), 5.45(2H, s), 2.66(3H,s), 2.62(2H, 1),
1. 69-1. 70 2H, m), 1.35(2H m), 0.91(3H, t)
(29) 2-v w4 ) -5-2F-3-[2-(IH-F b 5V —-5-4 ) ET 2 =0
A4 WIAF -1, 3, &-FTETVY Y [bamGl)) OAR :
fER RS
9= 136-139%T
"H-NMR (3 ppm in CDC £ 5)
8.10(1H,d), T7.40(2H,d), 7.18(2H, d), T7.41-7.57(3H, m), 5. 48(2H, s),
2.84(2H, q), 2.53(2H, t), 1.62-1.74(2H m), 1.28-1.41(2H m),
1.32(3H,t), 0.91(3H, t)
(30) 2-[N-XL YI-N-(2 -(IH-F } 5V —=-5-4 W) E T = =)b-4-4 V) #
FWITI-0-2F -1, &-F TV TV = ({b&¥(32)]) DA/ :
BR EEES |
3= 175-1777T
'"H-NMR (G ppm in CDC £ 5)
8.06(1H, d), 7.17-7.59(H,m), T.41(24,d), 5.45(2H,s), 3.03(2H,0),
2.63(2H, t), 1.63-1.T9(2H, m), 1.31-1. 43 (5H, m), 0.91(3H, t)
@B 2-NvywA3/-5-vsuFo t°Jb—3-t2’ ~(IH-F + 5V —-5-4 W)
BT 2 =44 WA FW-1,3,4-FTYTVY ¥ L&A O :
1278 e
AL 164-167T
"H-NMR (O ppm in CDC £ a)
8.18(1H, d), T7.21-7.64(7H,m), 5. 49(2H,s), 2.52(2H, t),
2.09-2, 18 (1H, m), 1.60-1, 84 (4H, m), 0.86-1.52(TH, m)
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(32) 2-[N-XU Y W-N- (2 -(IH-F + 5V =I-5-4 W) E T z =v-4-4 V) #
FWTI)-5-v72a0Fa-1,L,4-FT7VTV = {LA&¥W(34)]) D& :

HER EERER
B 197

"H-NMR (& ppm in CDC £ s)
8. 02(1H, d), T.12-T. 58(7H,m), 5. 40 (2H, s), 3.65(2H, 1),
9.57-2. 68 (21, m), 2.21-2.32(1H m), 1. 63-1.78(2H m), 1.30-1.42(2H, m),
1.09(2H,m, 0.90(3H, t)
(33) 2-v 7 wTFuhK=A ) -5-2FW-3-[2 -(IH-F } TV —I-5-
AWET 2 =W-4-A WIAFW-1L,3J4&-FTYTV Y Y (baY(35)]) O :
127N wEH
3= 181-183T
"H-NMR( & ppm in DMSO-ds)
7.56-7. 75 (4H, m), T7.21-7.26(2H, m), 7.10-7.12(2H, m), 5. 46(2H,s),
3. 40(1H, m), 2.83-2.92(2H,m), 2.06-2.28(4H, m), 1.88-2.00(2H m),
1. 27-1. 30 (3H, m)
349 2-IN-v7aTFuhNE= W@ -(-F V=N METz=
Wd=-4 W) AFW]T I ) -5-TF -1, 3 &-F TV TV = (bA¥@36)) O&
i :
R K
'"H-NMR (6 ppm in DMSO-ds)
7.52-7. 67 (4, m), T7.05-7.13(4H,m), 5. 38(2H, s), 3.57(1H, m),
2.99(2H, @), 1.75-2.29(6H, m), 1.30(3H,t)
SEHEB 3
9-FuEF =4 3 )-5-2FN-3-[2-(I8-F b 5V = -4 ) ET 2 =0
A4 WIAFN-1, R 4&-FTYTV VY (ke @3] OB :
ERM 1 (1) & RRORIBIA L. B—ERY & LTEE LY @GN 2R/,
27N el
B 186-187T
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'"H-NMR(J ppm in CDC£ s)
8.08(1H,d), T7.41-7.62(3H, m), 7.36(2H,d), T7.16(2H,d), 5. 47 (2H,s),
2.82(2H,9), 2.53(2H,q), 1.31(3H t), 1. 15(3H t)
SEHE 4
SEHEPI 3 & k. B—HERYE L TLAY (38) ~ (100) 287z,
() 2-TEFNL 3 /-5-n-TaEN-3-[0-(IF-F } 5V = 0-5-4 WL T =
SWA-A WA FW-L34-FTVTV Y Y ke (38)) O&R :
HER ik A
*H-NMR (& ppm in CDC £ s)
7.95(1H,d), 7.42-7.61(3H,m), 7.28(2H d), 7.12(2H d), 5.44(2H, ),
2.TT(2H, t), 2.19(3H, ), 1.68-1. TT(2H,m), 0.98(3H, t)
@) 2-TEFWAI/)-5-n-TFN-3-[2-(IH-F F SV =54 W)L T = =
Wb~A WA F-L34-FTYTVI ¥ (b2 (9)) DA :
R EEBRE
"H-NMR (8 ppm in CDC £ s)
7.95(1H, d), 7.42-7.61(3H m), T7.40(2H,d), T7.12(2H d), 5.49(2H,s),
2.81(2H,t), 2.25(3H,8), 1.67-1.73(2H, m), 1. 35-1.43(2H,m), 0.94(3H, t)
@) 2-TFYNA I /-5-0-T e EN-F-[2-(I-F F TV = N-5-4 WET =
SWA-AW]AFW-L3J-FTVTYVY ¥ Le0)) D&
R iR AT
'H-NMR (& ppm in CDC £ s)
8. 19(1H, dd), 7. 42-7.63(3H,m), 7.43(2H,d), 7.22(2H, d), 5. 51(2H,s),
2.T92H, t), 2.53(2H, t), 1.65-1.79(4H,m), 1.00(3H, t), 0.96(3H, t)
Q) 2-TFYNA I /-0-EFOFrAFI-3-[2-(H- 5} 5V —-5-4 1)
E7 2 =4 A WIAFW-L3J4-FTYVTV VY L&Y (41)) DK :
fER RERK
"H-NMR( & ppm in CDC 2 )
7.98(1H, d), 7.53-7.59(2H,m), 7.39(1H d), 7.31(2H, d), 7.06(2H, d),
D. 44 (2K, 8), 4.T9(2H, s), 2.52(2H, t), 1.67-1 T6(2H,m), 0.94(3H, t)
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() 2-Yr2uFuewpiE=ivL 3/-5-ToE-3-[2 -(I-F + 5V —I-h
A NET 2 244 WIAFIW-1,3,4&-FTITVV Y (ke (42)) DA :
27N mEhx
‘H-NMR (& ppm in CDCZ 2)
8.21-8. 24 (1H, m), T7.28-7.60(TH,m), 5.51(2H,s), 1.94-1. 97(1H, m),
1. 13-1, 15(2H, m), 0.97-1. 00 (2H, m)
6) -y uFarhiR=)g /-0~ FoFfvrFi-3-[2-(1-F b
S5V =54 INET 2 =44 WA FN-LJ4&-FTIVTVS YV (LW
(43)) DAEL :
27N il
RS 215-217T
'"H-NMR (0 ppm in DMSO-de)
7.52-7. 70 (4H, d), 7. 24 (2H, 'd), 7.10(2H, d), 6.03(1H, brs),
D. 46 (2H, s), 4.62(2H,s), 1.81-1, 83(1H, m), 1.10-1.18(2H, m),
0. 86-0. 93 (2H, m)
(N 2-xXviwg 2 )-5-n-FoEn-3-2-(I-F F SV —0-5-4MET =
=44 WIAF -3 4-FTVTY Y Y (ke 4d)) OArL:
HEIR i)
= 153-156C
"H-NMR (& ppm in CDC £ 5)
8,23 (1H,d), 7.26-7.61(TH,m), 5, 52(2H s), 2.80(2H, t), 2.57(2H, t),
1.65-1. 79 (4H, m), 1.32-1.43(2H,m), 1.00(3H, t), 0.93(3H, t)
(8) 2-XvywAg 3 7-5-n-TFN-3-[2 -(I-F + SV =4 W)ET = =
W= A WIAFN-1L, 3/ 4&-FTYTVY ¥ (k&P 45)]) DAEL :
27N wEHEK
"H-NMR (0 ppm in CDCZ£ 5)
8. 14(1H, &), T.40(H, d),' 7.19(2H, d), T7.41-7.58(3H, m), 5. 49(H, s),
2.T8(2H, t), 2.53(Q2H, t), 1.62-1 T7(4H, m), 1.32-1.38(4H,m), 0.91(6H, m)
@9 2=V YA 35— FNFE-3-[2-(IH-F F TV —-5-4 W) ET =
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ZI-4-4 WIAFW-1,3, 4-FTVTV Y ¥ LW 6)]) D& :
HER i AT
'H-NMR (& ppm in CDC £ s)
8. 10(1H, d), T7.45-7.62(3H m), 7.41(2H,d), T7.18(2H, d), 5. 48(2H, s),
3.10-3. 18 2H, m), 2.54(2H, t), 1.65-1 TO(2H m), 1.31-1. 43 (5H, m),
0. 91(3H, t)
(10 2-ExXvA WA ) -5-2FN-3-[2-(IH-F F 5V —-0-4ET = =
W-A WIAF L3 4&-FTITVY 7 Uba (Ul OBk :
R s
9= 180-181T
"H-NMR (& ppm in CDC £ 5)
8.12(1H, dd), 7.41-7.59(3H,m), 7.48(2H,d), 7.20(2H, d), 5. 49(2H,s),
2.83(2H,q), 1.32(3H, t), 1. 25(9H,s)
(1) 2-2v b 2404 3 7-5-2FW-3-[2-(-F b 5V = N-5-4 W) E T =
W44 WIAFU-LL4&-FTVTV Y v (LAY U8)) DAK :
HELR AR
2= 183-184C
"H-NMR (& ppm in CDC £ s)
8. 16 (1H, dd), 7.42-7.68(3H.m), T.43(2H, &), 7.20(2H, d),
7.08-7. 16 (1H,m), 6.20(1H, dd), 5 52(2H,s), 2.85(2H,q), 1.93(3H, d),
1.33(3H, t) |
(12) 2-70 b 404 37-5-v P aFa-3-[2 -(IH-F + 5V —I-5-4
WET 2 2=-4-4 WA F -1, 4&-FTVTVY ¥ (kA (49)) OAR:
27N ERR
8= 184-185C
"H-NMR( 0 ppm in CDC£ s)
8.16 (14, dd), 7.41-7.68(3H, m), 7.41(2H,d), T7.19(2H, d),
7.05-7.14(1H, m), 6. 18(1H, dd), 5.49(2H,s), 2.11-2.16(1H, m),
1. 92(3H, dd), 1.11-1.15(2H, m), 0.97-1. 00 (2H, m)



WO 94/04516 PCT/JP93/01134

(13) 2-FY7NFRTEFINA S 2 -5-2F-3-[2 -(H-F + 5V —Ib-5-4
WET 2 =-4-4 WIAF -1, 3, 4-FTYTVY ¥ et (B0)) OAR :
BRI T VA ) ICARREDD, BUER, YV ATXVAIF LI 0T}
73574 —ICkOBMET-T,
R EBK
'"H-NMR (& ppm in CDC £ s)
8. 15(1H, d), 7.20-7.70(TH m), 5.56(2H,s), 2.98(2H ), 1.40(3H, t)
(1) 2-A+FvTEFNA I )-5-2FNW-3-[2 -(IH-F F 5V —-H-4 ) E
TT 2 =44 WIAFIW-1,3 &-FTYTVY ¥ (ke (6])]) OAR :
fEdR pigeh
AR 149-150C
'"H-NMR( & ppm in CDC £ s)
8.05(1H, d), T7.03-7.81(TH m), 5. 46(2H, s), 4. 21(2H s),
3. 42(3H,s), 2.85(2H, @), 1.33(3H t)
(15) -z bFvT7EFNA I /-5-2FW-3-[2-(H-F + 5V =--4 W) E
T 2 =44 WIAF -1, &-F TV TV Y Y ({La(52)) D& :
HER EEEE
3= 195-198%C
'"H-NMR (& ppm in CDC£s)
8. 04(1H, d), T7.52-7.60(2H m), 7.38-7,40(1H m), 7.28(2H, d),
7.12CH, ), 545(Hs), 425CH ), 3.61CH ), 2 85CH ),
1.33(3H, t), 1.22(3H, t)
(16) 2-@-v 7 uAFviuFord=in4 3 /)-5-2F-3-[2-(H-F + 5V
—W-5-4 W ET 2 =-4-A W] AFN-1,3,4-FTVTVI Y (ke (I))
DA :
kR HEER
2= 155-158T
'"H-NMR (& ppm in CDC £ s)
8. 17(1H, d), T7.55-7.62(2H, m), 7.45-7. 48(1H,m), 7. 42(2H, d),
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7.22(2H, d), 5.49(2H,s), 2.84(2H o), 2.54(2H, t), 1. 32(3H, t),
0. 82-1. 75 (13H, m)
(A7 2-v 7 uRYFNHNKE=WA $ )52 FW-3-[2 -(IH-F } 5/ =I5
-AIWET 2 =44 W] AFN-1,34-FTVT Y Y (ke ()] Ok :
R iigseh e
B 178-179¢
"H-NMR(d ppm in CDC£ 5)
8. 15(1H d), T7.50-7.62(2H m), T7.40-7.46(1H m), 7. 45(2H, d),
7.22(21, d), 5. 49(2H,s), 2.94(1H, m), 2.82(2H, @), 1.52-1. 92(8H, m),
1. 32 (3H, t)
(18) 2-v 7 m~FyupE=A $ ) -5-TF W-3-[2 -(IH-F + 5V — -5
“AWET 2 =44 W] AFN-L34&-FTYTVY ¥ (LW ()] O&H :
4R i
2= 169-170T
"H-NMR( & ppm in CDCZ£ 5)
8.21(1H,d), 7.21-7.62(7H,m), 5. 52(2H,s), 2.84(2H, q),
2. 45-2. 49(1H, m), 1.30-2.02(10H, m), 1.33(3H, t)
(19) 2-(3-7x=nFovbr=)u)4 3 /)-5-2FW-3-[2-(H-F + 5V —I-5
~AINET 2244 W] AFN-13,4-FTVTVY ¥ bW (56)] DA/
fER mERE
"H-NMR (0 ppm in DMSO-ds)
7.52-7. 71 (4H,m), 7.06-7.23(9H, m), 5. 4T(2H,s), 2.94(2H q),
2.76-2. 90 (4H, m), 1.23(3H, t)
20 2-(4-7==WTFYW)A4 3/ -5-2FW-3-[2 -(IH-F b 5V —)-b-4
WET 2 244 WIAFW-1, 3 &-FTI TV Y ¥ UbAWEN) OAK:
27N fEfaBR
'H-NMR( & ppm in CDC £ 5)
8.03(1H, d), T7.12-7.58(12H,m), 5. 42(2H, s), 2.82(2H, q),
2.65(2H, t), 2.51-2.57(2H,m), 2.00(2H, t), 1. 31(3H, t)
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Q1) 2-YVFEAIWA I -5-TFN-3-[2-(IH- F+ 5V —n-5-4)ET
2 =W-4-4 W] AFW-L3J4&-FTVTV Y Y (LE#(G8)) OB
fEdR mEHK
"H-NMR( & ppm in DMSO-de)
7. 40-7. 76 (100, m), T.30(2H,d), 7.11(2H, d), 6.88(1H,d), 5.59(2H,s),
2.90(2H, @), 1.26(3H, t)
(22) 2-(4-FWwFK Y YHNWK=W) 4 3/ -5-2FW-3-[2-(IH-F + 5V —Iw-h
A IET 2 =44 WA FN-1,3,4-FTVTVY ¥ (k& (69)] OEK :
R il
s 200-203c
'H-NMR (& ppm in CDC £ s)
8.19(1H, d), 7.21-7.59(7H,m), 40(2H,s), 3.62-3. 82 (8H, m),
2.81(21, @), 1.31(3H, t)
(23) 2-RUVAWA4 352 F N3 -(I-F F TV —N-5-ANET = =
A=A WIAFW-L34-FTVTVY ¥ (La60)]) D& :
R EEEER
= 215-216T
"H-NMR( & ppm in CDC £ 5)
8.31-8. 33 (2H, m), 8. 13(1H, d), 7.20-7.56(10H, m), 5.62(2H, s),
2.89(2H, @), 1.36(3H, t) |
Q) 2-(2-# FF YRV AL L) B2 FW-3-[2 -(IH-F + 5V —Iv-5-
AWET 2 =~4-4 WIAF V-1, 3J 4-FTYTVY ¥ UbE¥(61)]) DAL :
R wEREK
'H-NMR (& ppm in DMSO-ds)
7.47-7. 82(TH, m), T.31(2H,d), 7.13(2H d), 7.00-7. 09 (LH, m),
5.53(2H,s), 3.78(3H,s), 2.91(2H ), 1.27(3H t)
(25) 2-(3-A +FyRVYVALWAL L) b2 Fw-3-[2 -(IH-F + TV —I-b-
AMNET 2 =44 W] AFN-1,3,4-FTVT/Y) > (LE&¥(62)] DAL :
R EREK
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'"H-NMR (& ppm in DMSO-ds)
7.17-7.87(8H,m), T7.35(2H, d), 7.15(2H, d), 5. 64(2H, s),
3. 82(3H,s), 2.93(2H, o) 1. 28(3H, t)
(20) 2-(4-2 +F v RUVA W4 2 2-5-2FW-3-[2 -(H-F + 5V — -5
AWET 2 Z)-4-4 WIAFW-1,3,4&-F TV TV ¥ (LEaW(63)) OAK :
R TEBE
"H-NMR (& ppm in DMSO-ds)
8.20(2H, d), 7.50-7.66(3H,m), 7.29-7.34(3H,m), 7.10(2H, d),
7.04(2H,d), 5.62(2H, ), 3.83(3H,s), 2.91(2H, @), 1.27(3H, t)
@7 2-@-7nFexRVSAW)4 )52 FW-3-[2 -(-F + 5V —I-b-
AWET 2 ZW-4-L WIAFNW-1L3,4-FTVTVY ¥ ULeaW(64)) O&EL :
R EmE
"H-NMR( & ppm in CDCZ£ 3)
8.10-8.16 (2H, m), T7,12-7.55(10H, m), 5.58(2H,s), 2. 89(2H, q),
1. 36 (3H, t) |
(28) 2-(B-7wFaxRvsA4M4 ) -5-2FW-3-[2 -(IH-F + 5V —I-5-
AMET 2 24~ A WA FW-L, 3 4&-FTVTV Y Y ULaW 6] O&R :
R mEHE
'"H-NMR (0 ppm in CDC £ 5)
7.96-8. 38 (3H, m), 7.26-7.60(9H, m), 5.63(2H,s), 2.90(2H, q),
1.37(3H, ) |
(29) 2-(4-7nF oYL 4 3 7-5-2F-3-[2 -(H-F + 5V —I-5-
AWMET 22 0-4-4 WIAF -1, 3 4-F TV TV ¥ (L& (66)) DA :
127N MERR
B 165-166C
"H-NMR( & ppm in CDC £ s)
8. 20-8. 38 (2H, m), 6. 85-7.60 (10H, m), 5.58(2H s), 2.87(2H, q),
1. 35 (3H, t)
B0 2-@-¥yTINVVALMA 2D F-3-[2 - (IH-F b 5V~ -5+
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WET 2= -84 WIAF -1, 3 4-F TV TV Y ¥ Ut&W (7)) O&’K :
AR IR
B 199-200c
'H-NMR (0 ppm in DMSO-de)
8.62(1H, s), 8.52(1H d), 8.06(1H,d), 7.52-7.77(5H, m), 7.35(2H, d),
7.11(24, d), 5. 71(2H s), 2.95(2H, @), 1.28(3H,t)
3D 2-@-7muxyvA4n4 3 -5~z Fw-3-[2 -(I-F b 5V —o--4
WNET 2 =44 WIAFN-1L,J4&-FTYTV YV ({LEM(68)) OB :
R R
"H-NMR (& ppm in CDC £ s)
8. 17(1H, d), 8.03(1H d), 7.20-7.65(10H m), 5.61(2H,s), 2.92(2H, ),
1.38GH Y
(32) 2-(3-7uuxyUyAN4 3 -5-2FN-3-[2 -(IH-F + 5V —Iv-0-4
WET 2 =44 WA F -1, 3, 4-FTYTVY ¥ (ta69)] O&HL:
R EmE
"H-NMR (3 ppm in CDC £ s)
8.29(1H, d), 8. 17-8.29(2H, m), 7.27-7.64(9H,m), 5.42(2H,s),
2.92(2H, @), 1.38(3H, t)
(33) 2-(U-ZwmRvvL4 ) -5-2FW-3-[2-(0-F + 5V —-5-4
WET 2244 WIAF V-1, 3 4&-FTVTV )Y ULaWw(T0)) DS :
HEIR mERE |
'H-NMR (& ppm in CDC£ s)
8. 24(2H, dd), 8. 11(1H,dd), 7.20-7.62(%H,m), 5.63(2H,s), 2.91(2H, a),
1,38 (3H, t)
(30) 2-(Q-7muRVYAN4 3 7-0-AFW-3-[2-(IH-F + 5V —-5-4
WET 2244 WIAFW-LL-FTVTV Y Y Ub&¥Wm ()] OBEL:
R SR R
'H-NMR( & ppm in DMSO-de)
7.95(1H, d), T.44-7.68(7H,m), 7.30(2H d), 7.10(2H,d), 5.57(2H, ),
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2. 58 (3H, s) .
(35) 2-Q-Z7wuxyvVL4)4 %) -5-n-T o EW-3-[2-(IH-F + 5V —I-5
—AWNET 2 =44 WIAFW-1,3,4-FTVTVY ¥ (Ube&¥(72)]) OAE :
R EERE
'H-NMR (& ppm in CDC£ 5)
7.93(1H, d), T7.31(2H,d), 7.43-7.67(5H, m), T7.28(2H,d), T7.10(2H,d),
5.58(2H,s), 2.90(2H, t), 1.68-1. 76(2H m), 0.95(3H, t)
(36) 2-(2-Z7wuxRvVy4I)4 %) -5-n-TFI-3-[2 -(H-F + 5V —I-5-
AMWET 22044 W] AFW-L,3J4&-FTIVTVY Y Ube&¥(13)]) DA :
R EERE
'H-NMR (& ppm in CDC £ 5)
8.18(1H,d), 8. 04(1H,d), 7.23-7.60(10H, m), 5. 62(2H, s), 2.92(2H, t),
1. 65-1. 80 (2H, m), 1.36-1. 42(2H, m), 0.94(3H, t) '
@D 2-Q-2vaRyVyAMA43)-5-vreTan-3-[2-(-F 5V~
W-H-A W) ET 2 ZW=4=-A WIAFW-1L,3,4&-FTVTVY 2 k& (1)) O
B :
R gtk A
"H-NMR (& ppm in CDC £ s)
8.13(1H, d), 8.02(1H d), T7.21-7.60(10H m), 5.57(2H,s),
2.04-2, 20 (1H, m), 1. 06-1. 26 (4H, m)
(38) 2-Q-7muRyVA4W)43/-0-700-3-[2-(IH-F } 5V —-5-4
WET 2 =44 WIAFN-1L3,4&-FTVTVY ¥ (L& (75)) OAE :
BR EERS |
R 180-182%C
"H-NMR (& ppm in CDC £ 5)
8.09-8.22(1H, m), 7.28-7.59(11H, m), 5.64(2H, s)
(39) 2-Q2-3—FRYVAWA4 3 J-5-2FW-3-[2 -(IH-F b 5V —s-5-4
WET 2244 WIAFW-L3-FTYTVY Y (LAY (T6)]) OB :
BR EEGE
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'H-NMR (& ppm in CDC £ 5) .
7.06-7. 98 (12H,m), 5.58(2H, s), 2.89(2H, ), 1.36(3H, t)
(40) 2-Q-+ Y 7FurFRYIL4I)4 35— F-3-[0-(I-F + 5
V=54 I ET 2 =44 WA F =13 -FTITVY ¥ LW (D]
DERL :
f 4R ERK
"H-NMR( & ppm in CDC £ 5)
7.18-8. 04 (10H, m), 6.86-6.89(2H, m), 5. 54(2H, s), 2. 89(2H, a),
1. 36 (3H, t) _
4) 2-@-r Y TuFurFuRYIL4N)A L) 5-2FN-3-[2-(I-F + 7
V= =54 WY ET 2 Z)b-4-4 WIAFN-1, 3 4-FTITV N ¥ (ULe¥(18)]
DA :
127N e S
R 193-196C
"H-NMR (& ppm in DMSO-ds)
8.53(1H, d), 8.32(1H,s), T7.51-7.97(6H, m), 7.36(2H d), 7.11(2H, d),
5.67(2H, s), 2.95(2H, q), 1.29(3H, t)
42) 2-(4-F U TNFORAFURYY 4L -5 F-3-[0-(-F + 5
V=54 W ET 2 =44 WIAF -1, 3 &-FTVTVY ¥ (Lew(19)]
DERL -
R EEHRK
'H-NMR (& ppm in DMSO-de)
8.43(2H, d), 7.88(2H,d), 7.49-7.90(4H,m), 7.34(2M, d), T7.11(2H d),
5.67(2H, s), 2.95(2H,q), 1.29(3H, t) |
(43) 2-(-F U TR AFMRIV L)AL L) -5-AF-3-[2 -(I-F } 5
V= -5-4 W) ET 2 244 WIAF -1, &-FTYTYV Y ¥ L&w60))
DA
R wEBR
'H-NMR (& ppm in CDC £ 5)
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8.07(1H, d), T7.87(1H, d), T7.74(1H,d), 7. 46-7.76(5H, m), T.45(2H, d),
7.19(2H, d), 5. 55(2H,s), 2.96(3H, s)
(4 2-@-b YTt RAFURVV LA I ) -b-n-Ta EN-3-[2 - (-7
PSSV =5 W) ET 2 =44 WIAF UL -FTYVTV Y Y (LEW
(81)) DEHL:
R Ehx
"H-NMR (& ppm in CDCZ 5)
8.13(1H,d), T7.88(1H,d), 7.75(1H,d), T7.51-7.76(5H, m), 7.43(2H, d),
7.21(2H, d), 5.57(2H,s), 2.84(2H,t), 1. 76-1. 84(2H, m), 1.03(3H t)
(45 2-@2-F Y TNFarFRYYALN)AL L) -b-n-TF-3-[2 -(1H-F }
FY = W-0-4 W ET 2 =44 WIAF -1 &-FTVTVY ¥ [{La(82))
DERL
fEAR mEhE
"H-NMR (& ppm in CDC£ s)
8.18(1H,d), 7.90(1H,d), 7.75(1H,d), T7.47-7.76(5H, m), T.43(2H, d),
7.24(2H, d), 5. 58(2H,s), 2.89(2H, t), 1.40-1. T9(4H, m), 0.96(3H, t)
(46) 2-Q-FVTNF oA FFIRVSLANA ) -5-2F W3- -(H-F b
GV W5 A W ET 2 2044 WA FW-LLF T TV Y ¥ by
(83)) DAEL :
#ER mEhE
'H-NMR (& ppm in CDC £ s)
8.12-8. 15(2H, m), 7.15-7.60(10H, m), 5.59(2H, s), 2.88(2H, q),
1. 36 (3H, t)
47 2-@-=ruexvV44 37 -5-2F-3-[2 -(1h-F b 7V —Ii-5-4
MET 2 =44 WA FI-LL &-FTY TV Y ¥ (Ubd¥(84)] DA :
HER fEERE
"H-NMR (& ppm in DMSO-de)
8.06(1H, d), T7.53-7.87(TH,m), T7.31(2H d), 7.09(2H, d), 5.55(2H, s).
2.95(2H, q), 1.27T(3H, t)
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(48) 2-(3-=truaRYVLIW)4 3 7-5-2FW-3-[2 -(IH-F + 5V —Iv-5-4
WET 2 =44 WIAF -1, 3 4-FTYTVI ¥ Lat(85)) O :
fER FEERE
'H-NMR (8 ppm in DMSO-de)
8.91(1H,s), 8.64(1H,d), 8. 42(1H, d), T7.19-7.88(4H, m), T7.38(2H, d),
7.12(2H, d), 6.78-6.82(1H m), 5.68(2H, ), 2.96(2H q), 1.29(3H, t)
(49) 2-(4-=raRVV LWL 3 ) -b-2FW-3-[2 -(IH-F + 5V —-D-4
WET 2 =44 WIAFW-1, 3 4&-FTVTVY ¥ (baw86)) O&m :
AR ik AT
YH-NMR (8 ppm in DMSO-de)
8. 48 (2H, d), 8.36(2H, d), 7.23-7.60(4H,m), 7.11(2H, d), 6.81(2H, d),
0. 66 (2H, s), 2.92(2H, ), 1. 30(3H, t)
(B0 2-Q2,4-VA+F */f\“/‘/"ff W43 -2 Fn-3-[2-(H-F + 5V -
B4 IWET 2 =44 WIAFN-LJ4&-FTVTVY 7 (LW @N] O&
B : '
R BIEEBK
"H-NMR (0 ppm in CDC£ 5)
8. 26 (1H, d), 7.92-8.00(1H m), T7.00-7.60(TH, m), 6.49-6.59 (2, m),
5.55(2H, s), 3.88(3H,s), 3.80(3H s), 2.T9(2H, @), 1,29(3H, t)
(B 2-Q,6-Y7muxRvy4I)4 3 )-5-2Fw-3-[2 -(1H-F b 5V —I-H
AWET 2= WA A WIAFW-L,JEFTYTYY V (LAY (88)) OER :
R EEBE
"H-NMR (0 ppm in CDC £ 5)
8. 14(1H, d), 7.20-7.65(10H, m), 5.54(2H,s), 2.93(2H, @), 1.39(3H, t)
(52) 4-[[5-TF W-3-[2 -(1H-F } 5 = -5-4 W) ET z =)b-4-4 W] A F
W-1L,W4-FTITVNVV-0-4 VFV]IT I ANK=W]ZEERIFIVIRT
W [({b&aim(89)] D&k :
27N IEER
AR 238-240C
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'H-NMR (& ppm in CDC £ )
8.37(2H, dd), 8.12(2H,d), T.26-7.62(8H,m), 5. 68(2H,s), 3.95(3H, s),
2.92(2H,9), 1.39(3H, t)
(653) 6-=1ro-N-[[b-2FW-3-[2-(IH-F } 5V —=b-4 W) ET = =IL-4-
AWIAFW-LJ-FTIVTISYV/-2-AVFV]ITINTIFBRIFIIZAT W
(& (90)) OARL :
R EBRxK
"H-NMR (8 ppm in CDC £ s)
8.10-8. 19 (3H, m), 7.22-7,62(8H m), 5, 46(2H s), 4. 24(2H, q),
2.93(2H, q), 1. 40(3H, t), 1. 21(3H,t)
6 2-@-F724W4 352 FW-3-[2-(I-F + TV =4 ET 2
SW-4-A WIAFU-L34-FTIVTV I ¥ ke 01)]) O/ :
R REER
= 192-193.5C
"H-NMR (@ ppm in CDC £ s)
8.14(1H,dd), 7.90(1H,d), T7.53-7. 58 (5H, m), 7.39(1H d), 7.21(2H, d),
7.12(1H, dd), 5. 55(2H,s), 2.88(2H ), 1.36(3H, t)
(55) 2-(Q2-7o 44 2 /-5-2FW-3-[2-(IH-F b 5V = N-5-4 W)E T =
L WA WIAFN-LAFTITY Y Y (BEH92)) DA :
127N WEER
B 212-213T
"H-NMR( & ppm in DMSO-ds)
7.92(1H, brs)), T.53-7.68(4H,m), 7.31-7.35(3H, m), 7.10(2H, d),
6. 67(1H, brs), 5. 57(2H,s), 2.91(2H, q), 1.26(3H, t)
(86) 2-=aF /) A4NWA4 I )-D-2FN-3-[2-(I-F bS5V =-5-4 )ET 2
ZWA-AW]IAFN-1L, 3 4-FTVTYY VERE (a1 03)) O&rk :
f 4k piigeah
3= 224-225C
"H-NMR (&' ppm in DMSO-de)
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9.48(1H,s), 8.86-8.91(2H, m), T7.10-7.85(9H, m), 5. T2(2H, s),
2.97(2H, q), 1,29(3H, t)
(67 2-eaY/A4nA 3 7-5-2FW-3-2-(H-F + 5V = 0-0-4 )T =
SI-A-AWIAF -1, L 4-FTVTYY VERE (baW04)) OAR:
(L2TN il
3= 228-229T
'H-NMR (0 ppm in DMSO-ds)
8.83-8.85(1H, m), 8.57-8.60(1H, m), 8 35(1H, m), T7.85-T.95(1H, m),
7.51-7.67(4H,m), 7.35(2H,d), T7.10(2H,d), 5.76(2H,s), 2.97(2H, q),
1. 29 (3H, t)
(88) 2-4v=aF )44 3)-5-2FW-3-[2-(H-F + 5V —I-5-4 )
BT 2 =~ 4-4 WIAFIW-1, 3 4-FTVTV ) VERE {L&W95)) O :
27N itgaih S
R 233-235TC
"H-NMR (& ppm in DMSO-ds)
8. 80 (2H, d), 8.57-6.08(2H, d), T7.52-7.70(4H, m), 7.35(2H, d),
7.11(2H, d), 5.68(2H, ), 2.96(2H @), 1.28(3H,t)
(89 2-@-FFT7vTEFIMAI/-5-2F-3-[2-(H-F + 5V —I-5-
AIWNET 2 -4 A WA F -1, 4&-FTITVY ¥ {ba¥96)) OEE :
R EmE
'"H-NMR(d ppm in CDC £ 5)
8. 07(1H, d), 6.90-7. 66 (10H, m), 5.45(2H, s), 4.03(2H,s), 2.86(2H, q),
1. 31 (3H, t)
60) 2-@-7wuv-2-F/4)4 3 J)-b-2FW-3-[2 -(IH-F b 5V —-5-4
WMET 2= 0-A4-4 WIAFW-1L,J4-FTVTVI Y (k& ON] D&/ :
fEdk WEER |
3= 179-180T
'H-NMR (& ppm in CDC £ 5)
8. 20 (1H, dd), 7.57-7.60(4H, m), 7.38-7.44(2H, m), 7.23-T7.26(2H, m),
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7.02(1H,d), 5.57(2H,s), 2.90(2H, @), 1.36(3H, t)
(61) 2-(3-7oo-4-A4 YRWF=W-2-F /) 4)4 2/ -5-2F-3-[2 -
(IH-F F SV =-0-4 W ET 2 ZW-A4-AW]AFW-LJ4&-F TV TV Y ¥
(b&¥n(98)) OEKL :
R gy
2= 168-170T
'H-NMR (& ppm in CDC £ s)
8.31(1H, brs), 8.07-8.12(1H, m), T7.26-7.56(TH m), 5.58(2H, s),
3.25(3H, s), 2.92(2H, ), 1.38(3H, t)
(62) 2-(U4-AFW-1,2,3-FTYTY =N-5-HWK=))4 3 ) -5-TFI-3-
[0 -(IH-F F TV =W-5-4WET 2 =244 WA F -1, L 4-F TV TVY
v [ty 99)) Oamk :
fER ERS
0= 198-200c
"H-NMR (0 ppm in CDC £ 5)
8.20(1H, d), 7.26-7.58(7H,m), 5.57(2H s), 3.03(3H s), 2.95(2H, q),
1. 40 (3H, t)
(63) 2-(5-AF WA VEFHY —-3-HwE=)4 3 /-5-2FI-3-[2 -(1H
~F PSSV WS- AW ET 2 A4 WIAFN-L3J&-FTVTVY Y (EE
¥ (100)) DEEL :
27N EEER
= 155-160TC
"H-NMR (& ppm in CDC £ s)
8.06(1H d), 7.51-7.59(2H,m), T7.34-7.37(1H,m), 7.30(2H, d),
7.07(2H, d), 6.54(1H,s), 5.51(2H s), 2.91(2H o), 2.49(3H, s),
1. 37T(3H, t)
SHEBY 5
SERID) 4 TF SNk at (69 B LT 90 % 5 %KBILF + ) v AKEE T
ARBTHEICE D, e 0D BLT(102) =HB 7.
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(1) 4-[[5-2Fw-3-[2 -(IH-F } 5V —-5-4 W) E T 2 =Ib-4-4 V] A F IV
LAAFTVTYN 24 VF VT ) A= V] REER Ubaw(10D))
DER :
HER el
S 233-235C
'"H-NMR( & ppm in DMSO-ds)
8.36(2H, d), 8.04(2H, d), 7.52-T.70(4H, m), 7.37(2H d), 7. 11(2H, d),
5.69(2H, ), 2.94(2H, q), 1.29(3H, t)
(2) 6-=ro-N-[[5-zFW-3-[2-(IH-F } TV —I-5-4 W) ET = =)b-4-4
WIAFW-L3JA4-FTITVY-2-40F V)17 07 3 ¥R (L& (102))
DERL :
fER mERE
"H-NMR (G ppm in DMSO-ds)
8.12-8. 32 (3H, m), T7.03-7.78(8H,m), 5.42(2H, s), 2.93(2H, q),
1. 27(3H, t)
e |
2-(2-7naRYVAL WA I ) -5-2FN-3-(2 -V T/ ET =2 =I-4-4 ) #
FN-L,L4-FTYTVY ¥ (LAY (103)) OEH
FERP B ICENTL -ToEAFI-2-(N-2 ) T 2 ZWWAFITF + 5V =5
AW ET 2 =WDRODICL -TOFEAFN-2-YT I ET 2 = WEHOTHE
RIBEFT BEEALAY (109) 2B f.
R i A
B 117118
"H-NMR (& ppm in CDC £ »)
8.06(1H,d), 7. 77(1H,d), T7.32-7.67(10H m), 5.63(2H s), 2.92(2H, q),
1. 38 (3H, t) '
=y N
(1) 2-TEFNA S -5-TFW-3-[2 -(I-F b 5V =54 W ET 2 =00
A4 WIAFN-1,J4-FTVTV Y v ke (104 ] OEE:
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KBILF Y oA (559 in oil) TOmgZMER S HAN, N-V A FIVKRIVALT 3
FomlC2-TFW-5-TEFINT /-1, 4&F T VTV =, 28 BRETML
THEE LU, KBEVROREMEE R, £ -ToE2AFIV-2-(-FY T ==
WAFIVF 5V = -5-4 W ET 2 =V, 8gDN, N-¥ 2 FIUR WAL T I FIEE
5 mek NSRRI fo, BRTOMREERLAR, KEERLFILVENZ,
HRBADE Lo KEL. BABR7 2V oTERLRER L, #BRE
B L, BEXVVAFVAS LI uT 5T 4 — I L, ER LK 25
O3 BRIOE ARy + 5L HERAEDTERE L

BEICUT3IY Y imlE109%ER | e A TEETER L, 1 KHE&. 5
9% KEALT + ) U AKEEEMATRIBEOHET VA V[llE Lic, T—F AT
Bode Lictk, KBEKHEBTH2RBES L, BRI FUTH L, FlEZ
DR LIt KEUEKBEB /2 vy LATER L. BRL. BELEET S
CEic &k hiEEBER S L TERLEY (104) 8ng kB 7,

fR RERK

"H-NMR (& ppm in CDC £ 5)

8.08(1H, d), 7.51-7.62(2H, m), 7.39-7.45(1H,m), 7. 34(2H, d),

7.17(2H, d), 5.4T(2H ), 2.83(2H,q), 2.21(3H s), 1. 32(3H, t)
@) 2-[2-UH-F F5V —W-5-4 IWET 2 =-4-4 WIAFIT I )-5-1
Fou-1L 3 &-F TV TV —VERE (EEW (100)) OERL :

EHH T (DICERINARBICIDER LA 2RADH B, RIOENZ Ry
FEEZAHDE, FROVIIF VIS LU Y S 5T74— (B : 7o
okRILA) KX OB LA,

BEICVTF4 Y omle10%ER | e MATERTER L, | KR, 5
%6 kEALT + U U AKERAENML TRIGEDpHE TV Y& Lic, 300K
ik, T—FIWVTHE LI, KBIC109%6HE 84 A Toll 2 BEE T 5 LIENT
HLT &R, BRULKTESEVERT S &k hEE LAY (105) 100me=H

2o
R R
A 200-202C
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'H-NMR (& ppm in DMSO-de)
8. 11(1H t), 7.54-7.72(4H,m), 7.28(2H,d), 7.07(2H, d), 4 45(2H, d),
2.81(2H,9), 1.21(3H, 1)
EHEI 8
EHE T (D RT Q) &Rk L TETO/E&Y (106) ~ (109) & o
1) 2-TEFWAII-5-AFW-3-[2-(IF-F b5V —W-5-4 WET =2 =W
44 WIAFW-1L,34-FTVTV Y ¥ (UbeH(106)) DS :
AR WEER
0= 128-133T
'H-NMR (& ppm in DMSO-ds)
7.55-7. 71 (4K, m), 7.22(2H,d), 7.08(2H d), 5. 46(2H,s), 2.50(3H, s),
2. 19(3H, s)
@) 2-[2-(H-F F 5V =W-5-4 W) ET 2 =I-4-4 W] AFIVT $ ) -5-#
F-1, 3, 4-F TV TV —ERE (LAY 07)) OARL:
3TN g
= 196-198%C
'H-NMR (3 ppm in DMSO-de)
8.05(1H, t), 7.54-7,72(4, m), 7.28(2H,d), 7.07(2H,d), 4. 47(2H, d),
2. 45(3H, 8)
@) 2-TEFNAI)-H5-TFNFF-3-[2-(IH-F TV =54 ET =
A4 WIAF -1, 3 4-FTVTVY ¥ (kA (108)] &R :
HEAR RS
= 174-175T
'"H-NMR( & ppm in CDC £ 5)
8.19(1H, d), 7.42-7.63(3H,m), 7.44(2H,d), 7.24(2H,d), 5.52(2H,s),
3. 17T(2H, q), 2.29(3H,s), 1.42(3H,t) -
@ 2-[2-QH-F F 5V =-5-4 W) ET 2 =044 W]AFIT I/ -5-T
FFF-1,3,-F TV TV —ERE (LAt (109)) O :
HER e
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i 184-187C
'"H-NMR (& ppm in DMSO-ds)
8.32(1H, t), T7.56-7.68(4H, m), 7.29(2H,d), T7.08(2H, d), 4.47(2H,d),
3.07(2H,q), 1.28(3H, t)
Ehet 9

2-[2 -(IH-F P IV = W-b-4 W ET 2 =44 WIAFNT I/ -5-v 7|
Tat-1,3, &-F TV TV -IVERE (LA (110)]) OAR :

EHp 2 QTROoOALEM (D%, 5 %KEEF Y O AKBRTRTEF
WETH T EiCk b, ERRbay (110 28/,

TN mEER

9= 203-205T

'"H-NMR (& ppm in DMSO-de)

8.07(1H, t), T.57-7.69(4H, nﬁ), 7.27(2H,d), T.07(2H, d), 4.43(2H,d),
2.15-2. 21 (1H, m), 0.98-1.05(2H, m), 0. 79-0. 83 (2H, m)
S0

-4 3 /-5 FW-3-[2-(WH-F b 5V —I-5-4 W) E T = =)b-4-4 W] A F
W-1L34&-FT7VTVY ¥ ke (lD)] O&5 :

ST () TEONALEY (100) T0ng% T4 J — v 4 ml & 10%K84LF + Y
U LAKEE A mbOREHICHA. MBER L, 2%, SEICEL10%EE
KEH TPHE A TREEL L, BT FUCHI LT, BRBAASE. EARR<
FYULTEELLE, BRUBREEE L, HET R LTER, ¥
AVToENT—F VML THERL., BRTaZEiICL DEBRROELLS
¥ (111) 22me% &7z

gk mEERE

3= 180-182<T

"H-NMR( & ppm in DMSO-de)

7.53-7.68(4H, m), 7.30(2H,d), T7.07(2K, d). 6. 514, m), 4. 02(2H, brs),
2.46(2H, q), 1.11(3H,t)
SEHEBI 1 1
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2-4 3 ) -5-TFWFF-3-[2 UH-F b TV =W-5-4 W) T 2 =)v-4-4 IV]
AFN-L,J4-FTVTYY Y ULAW(112)]) D&/ :

EHEEI 8 3) TE o ke (108) 2EHH 1 0 SFEBRORIBICH L. L4
(112) 287

R EEREK

"H-NMR (& ppm in DMSO-de)

7.04-7. 72 (8H,m), 5. 95(1H m), 3.90(2H, brs), 3.05(2H, q), 1 21(3H, t)
SEREGI 1 2

BEHE— 1ICBVT, BEELTYA YT ENIF AT IVERN, UT
ICRT AR LM EAR LT

9-T 2 =WTEFWAL 3 )-5-ZFW-3-[2-(I-F + IV —W-5-4WET =
ZW-A- A4 WIAF -, J &-FTYTY ¥ (e (113)]) OARL :

NN-YAFIFNATIFomE VAV T ENIFIT I V100ngDREHRK
BIc2-7 2 =W TEFIT I -5-2F -1, 3, 4-F TV TV —180mgR Y -
TREAFIV-2-(N-} VT 2 =IWAFITF + 5V —I-5-4 W)ET = =)v400mg
A, BB LT T 5B L. ERICRLAR, KEFRLFILEZMZ.
HREA DB LTco KL, EXREYI 2y ATERE LR, BRLERE
B Ltc, BEEVIVAFWVASLAIOT Y 5740~ (BME 7oohivl)
KA L. ERDEESUEIZEDTEHE LI,

BEICVTFY Y Amle 10%6ER | e A TEETE®R UK, 208E. 5
96 KBRALF + ) 9 AKIHA A CRISROPHAET v Y |E Lice T—F VT
Yot Lictk, KBENKERTHL, BRI F L THE L. FREZZIL
fott, KELEKHEBR 72V D ATER L, ChEXERLBREREL .
HEBETAEREILLTE R, Y4V TR NI —F LA MATHERL, BI85
T &I & DGR OEELAY (119) 1Tngk Bl |

27N el S

= 149-1517T

'H-NMR (& ppm in CDC £ 5)

8.23(1H, dd), 7.16-7.61(12H, m), 5. 43(2H,s), 3.86(2H, s), 2.83(2H, a),
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1. 32(3H, t)
LRI 1 3
SEREP] 1 2 RIS (114) ~ (116) = &HL L o
(1) 2-@-7vo72=0)TEFIAL 3 )-5-2FW-3-[2-(IH-F + 53V -
SH-AWNET 2 =4 A WIAF -, 3 &-FTIVTVI Y ke (114)) o&
% :
4k ERE
'"H-NMR (8 ppm in CDC £ 5)
8.03(1H,d), 7.16-7.68(11H, m), 5. 34(2H,s), 3.98(2H, s), 2.81(2H, a),
1. 32 (3H, t)
Q) 22T FVTEFINAII-H5-ZFW-3-[2 -(IH-F } TV —I-5-4 V)
ET7 2 20-4-A WIAF -1} 4-FTVTVY ¥ (L& (115)) OAEE :
127N piigash
9= 243-246C
'H-NMR (& ppm in CDC£ 5)
7.91(1H, d), 6.92-7.60(12H,m), 5, 41(2H, ), 4. 85(2H,s), 2.88(2H, q),
1. 34(3H, t)
B 2-Q-7vu7/)FV)TEFINAI)-5-2FN-3-[2-QH-F +5V—
W-b=-A W ET 2 = =44 WA F -1, 3, &-FTVTVY ¥ (LAY 116)]) ©
B
4k mEER
B 210-212%¢
'H-NMR (& ppm in CDC £ s)
8. 22(1H, dd), 6.84-7.63(11H, m), b.42(2H s), 4.93(2H s), 2.88(2H, q),
1. 35(3H, t)
SR 1 4
MEFE—-1IEBVT, EEE LTERBY Y 9220, BTICRT AR
eYEEH LI,
-Q2-TuE'RVYSALW) 4 3 /-5-2FW-3-[2-(I-F b 5V —-5-4 W) E
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T2 =44 W] AFN-L34-FTYTVY Y ke (1T)) O :
BEH ) 9 A100ng BB BN, M-V A FIOUF VAT I F Hmic2-x F V-5
~(-TERYVAW)T -1, L 4-F TV TV —15bngR UL -T ot FIL
D-(N-F Y T 2 ZWAFIF + TV =I-5-4 W) ET 2 = 02T9mg % MNA. W
F80TCT I RERIE®R L, ERICRLAE. KEHERIFVENZ, FREES

WLl AL EARRT I 2Ly ATEHB Lk, BB UEREEE LIS
BEAVVAFWVAS LI 0T 5T 40— (BB : Janfkb/ *8 ) —
=40/ DIE Ly FRDEECEHEEDTREL
BEICTFFSEFRT 5 Y 5meé 20968 | e A TERTERE LI 208
Rk, 5 %KBLS b U v AKEERAENLTRIGEDOMET WA Yl L T
—FWVTRE LB, KBEZAKERTHRL, JookbadFtSEFnT
5 OERETHE L. BREADIM Uk, KELEKFRY 3V Y LTRE
BLico ChAEEBL. EEEEBEL. BETALERILLTE, -7
AMATERL, BT 0 &0k DIRESROEEILAY (117 8ng2 B
HEAR AR
e 125-129%
'"H-NMR( 0 ppm in CDC £ 3)
8. 06(1H, m), 7.96(1H, dd), T7.62(2H,d), 7.55(2H m), T7.35-7.51(4H, m),
7.18 (24, d), 5.58(2H,s), 2.90(2H q), 1 3T(3H t)
SRS 5
WP 1 4 & FERIC L TaY (118)~ (125) 2 &5 L7
(1) 2-(3-TmEXYYAM A 352 FW-3-[2-(I-F } TV =-5-4 1)
BT 224 WIAFN-LLEFTYTYY 7 (ke (118)) O/ :
R igsh e
s 193-194T
'H-NMR (8 ppm in CDC £ o)
8. A4 (1H,d), 8. 19(2H, dd), 7. 48-7.66(6H m), 7.23-7, 42 (3H, m),
5.64(2H,s), 2.91(2H, q), 1.38(3H, t)
O 9-(U-ToERYIAL WA 352 F-3-[2 -(IH-F + 5/ —w-5-4 )
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7 2 =0-4-4 W] AFN-1,3,4-FTVTVY ¥ ke 119)) OB :
27N TEHEK
"H-NMR (0 ppm in CDC £ s)
8.61(1H, d), 8 18(2H, m), 7.55-7.77(6H, m), 7.20-7.42(3H, m),
5. 6621, s), 2.91(2H, q), 1.38(3H, t)
@ 2-@-bPF 44 3 -5-2FW-3-[2-(H-F SV —-5-4 W) ET
2 244 W] AFW-L34-FTITYY v (k& (120)) OAE: :
fdR ik S
s 189-191¢
'"H-NMR (& ppm in CDC £ s)
8.16(2H, m), 7.55(2H, m), 7.45(2H m), 7.36(2H m), 7. 22(4H, m),
5.60(2H, s), 2.89(2H @), 2.67(3H s), 1 3T(3H t)
(4) 2-@-tuF A4 3 7-5-2FW-3-[2-(I1-F + 5V —-5-4 W) E 7
2 =W A WIRAFW-1L, 3 4-FTYTVI v Uka(12)) O_BK :
fEAR i)
RIS 179-180C
"H-NMR (0 ppm in CDC £ s)
8. 10G3H, m), 7.49-7.60(4H, m), 7.33-7.36(3H,m), 7. 18(2H, d),
5.60(2H, s), 2.87(2H,q), 2.42(3H,s), 1.35(3H, t)
(0 2-(4-twFAn)4 3 )-5-2FW-3-[2-(IH-F F 5V —I-5-4 W) ET
24 A W] AFW-LJA-FTYTY) Y (ke (122)) DAL :
gk mERS
= 208-212T
"H-NMR (0 ppm in CDC £ 5+CDs0D)
8.21(2H d), 7.85(1H,d), 7.52Q2H m), 7.42(3H, m), 7.26(2H, d),
7.15Q2H, d), 5.60(2H,s), 2.88(2H q), 2.42(3H s), 1. 36(3H, t)
6) 2-(1-F7rA4W)A 3 /-5-2FW-3-[0 -(-F + 5V = -5-4 W) E T
2 ZWA-AW]IAFW-L34&-FTYTVY Y (L& (123)) OB :
HER TR A
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'H-NMR (0 ppm in CDC £ s)
9. 11(1H, d), 8. 40(1H,d), 8.07(1H, d), 7.97(1H, m), T.85(1H, m),
7.33-7.60 (6H,m), 7.19(2H d), 6.90(2H, brs), 5.61(2H, s), 2.91(2H, a),
1. 39 (3K, t)
M 2-@-F7r4W4 3 7-5-2FW-3-[2-(H-F b 5V —-5-4 ) ET
2 =WA-A WIAF -1 4&-FTITVY ¥ (LEH(124)) DOER :
HEIR EEER
= 213-215T
"H-NMR( & ppm in CDC £ s+CDs0D)
8. 87(1H s), 8.36(1H d), 7.99(1H d), T7.90(2H,d), 7.79(1H d),
7.44-7.60(TH,m), 7.17(2H, d), 5.67(2H,s), 2.89(2H q), 1.38(3H, t)
@) 1-[[5-=Fw-3-[2-(H-F } 5V =W-5-4 W) ET 2 =)-4-4 V] A FIb-
LLA-FTVTY N V-0-4NVFV]IT I ANE= L] 2 nTanxy Ry
BrFzZXFIv ({LE&P(120)) QAR :
fR ik A S
"H-NMR (0 ppm in CDC£ )
7.90(1H, ), 7. 45QH m), 7.24-7. 42(5H,m), 5.47(2H,s), 4.23(2H g)
2.85(2H, q), 1.56(4H,m), L 37QGH t), 1. 29(3H, t)
PIF. EiEH 1 6 ~ERHP 2 3% T, FICARPOFE L0BEERTHLHE -
BE—2IEBFTYTY Y YEERKDARICDONTERE L,
(FTYTVY VEERK) DA
BEP3
9 BT F NI [T (NP Y T 2 ZWAF T F SV =5 W) ET
2 ZIW-A-A WIAF -1, 4-FTVTV Y VDR
kEALF PV A (559 in 0il) 4A3meA BB I HANN-VAFIVHKIAT I
F10meic-+ ) 70 aTeFIVT I ) -5-2F -1, 3, &-F T ¥V TV —v220mg
FEETMATER L, KRV ZROREN LT SR, £ -ToE A FI-2-
(N-F Y 7 2 =WAF VT 5V —-5-4 ) ET = =)v55Tng% RIBER I
Z. WBENCTIRRERER L, SRERLAE, KEEBRIFLENL, F
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BBAENH LI, KEL. MBI v ATEELLR, BB LERER
Bl BEXVIIANWAS LR Y IS5 T 40— (BB 7ookiva)
KA L. FRSEEUERILEDTERE L,

BEICFFSEFDT S V2mld 5 %KERILS Y 9L 2mEMATHE LT
TT6RMEBR L, ZECRLABRRBEREL, K&/ ok simi, §
BWELNE LI, KBEL. EXBB Y2 o TCEELLR. BB LAREE
Wl BEEV VA WVHSLIuT Y574 — (BEER: 7 oofkis/
A% =w=20/1) ERL. EXRDEEVCEHLEDTREL, BETHE
Ic & b I\ R R OEREL &M A0 Ine % B,

fER Rk

'"H-NMR (& ppm in CDCZ 5)

7.91(1H, d), T7.47(Q2H. m), 7.19-7.44(10H,m), T7.12(4H, dd), 6. 88 (6H, d),
4,96(2H,8), 2.56(2H, q), 1. 20(3H,t)

BIBRICL TS 2-4 3/ -0-AFW-3-[2-(-} Y T = 2 AF T+ 5 =0
S-AWET 2 2 WA AW AFW-L3&FTITSY) VL 24 3/ -5-n-F
o ENW-3-[2-(N-F Y T 2= AFIVT TV =N-5-4 ) ET 2 =)-4-4 b ]
AFIW-LJ&FTVTINI, 243 )-5-4VTaEn-3-[2-(N-F) 7=
WRAFIVF b5V =-5-4 W ET 2 =~4-4 W] AFN-1, 3 4-F T TV
YRU-AI/-5-v 2 aFaEn-3-[2 -0 T2 = WA FTF LY -0
S5 INET 2 W44 WA F -1 &-FTVTVY VEER LT
Shfl 1 6

N-[5-2F w-3-[2 -(IH-F } 5V = W-5-4 W) E T = =)b-4-4 W] A F -1, 3,
FTVTIY/-2-4 0T V17407 3 PR (ILEW(126)] OEEL :

94 3 ) -5-ZFW-3-[-(N-}F Y T 2= WAFNUF PSSV = N-5-4)E T
2 W44 WA F-1,3, 4-F TV TV ~60mg. K74 VB 15mg%N, N-¥
AFWFIIAT I P Imlicind, SETAMBRLL, kEEHBIFIVENL,
HFRELDM LI, k¥, REEL. 5 XARBMES b Y U AkiBRE = —F &
Afzo KBELDEM L. 20%EMTHL. 7 oo fWATHB L, EREES
B UK, KELUEKBER 2 v LATER L, ChEERL. EELBE
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L7
BRICTFIEFnT75 Y 3ml20%ER0. I e MATERTRAELR,
20RsREE. D % KMMLT + YU U AKBEREMI TRIBKEOpHE T IVA VHlE LT,
I—FNTEE LS, KEEZABERTHML, 7ok vaTHBLE F
BEEZSM U, kKELEABBY AV LATEEL, COrEBL. B
AR L. BT 5 LItk D EERKOERLLEY (126) 20me%F7,
B EERE |
"H-NMR (8 ppm in CDC£ s)
8.03(1H,d), T7.94(1H, d), 7.80(1H,d), 7. 22-7.60(TH,m), T.06(2H, d),
5. 48(2H,s), 2.86(2H, q), 1.35(3H, t)
ERBILT
B 1 6 &RERRIC L TIhEw (127 ~ (150) &k L,
(D 3-[[0-zFw-3-[2-(IH-F F 5V —=I-5-4 W) ET z =IV-4-4 W] A F I
LG AFTITY V-4 UV F VT I A= ] T o8 ke 12D))
DERK :
TN mEBxK
"H-NMR(d ppm in CDC £ s+CD30D)
7.82(1H,d), 7.41-7.733H,m), 7.36(2H,d), T7.31(1H, s), 7.18(2H, dd),
6.93(1H, d), 5.52(2H,s), 2.90(2H, @), 1.35(3H, t)
() 3-[[5-zFW-3-[2-(UH-F F 5V = W-5-4 W) E T 2 ZI-4-4 W] A F IV
LA AFTITY Y V24 YFV]T ) HR=N]T b or® (bad (128))
DER - ‘
R EEE
'H-NMR (& ppm in CDC £ 5)
7.80(2H,m), T7.32-7.61(8H, m), T7.03-7.20(4H m), 5.46(2H, s),
2.85(2H, @), 1.36(3H, t)
@) 2-[[5-AFw-3-[2' -{i-F } TV = W-D-A W) ET = Zob=-4-4 W] 2 F IV
“LAAFTVTIN -2 A NVFUIT I ANNE=W]-1-Vv 7 aRYFUHN
R B (LAY (129)) DA

— 65—
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gk wERxX
"H-NMR (0 ppm in DMSO-ds)
7.52-7.71(4H, m), T.33(2H,d), 7.09(2H, d), 5. 49(2H, s),
2.74-2. 80 (4H, m), 2.55(3H,s), 1.85-1.91(2H, m)
(4) 2-[[b-TFWw-3-[2 -(IH-F + SV =-5-4 W) E T z =Iv-4-4 W] A F IV
SLLEFTIVTYVNV -4 UFVITI ) ANR=W]-1-YyarRVF/HN
KB (Law(130)) DSk :
tER WERER
e 234-236T
"H-NMR( & ppm in CDC £ a+CDs0D)
7.76(1H,d), 7.35-7.65(3H, m), 7.29(2H d), 7.11(2H d), 5. 52(2H, s),
3.03 (4K, t), 2.94(2H, q), 1.89(2H m), 1.39(3H, t)
0 2-[[5--Fo EN-3-[2-(IH-F + TV = -5-4 W E T = 20-4-4 W] A
FW-L,3J4-FTITIN-2-4A WVFVITI ) ANWK=W]-1-Y a5V
AR B ke 131)) D& :
27N mEHK
'"H-NMR (0 ppm in CDC£ 5)
7.95-7.99 (IH,m), 7.15-T.61(7Hm), 5. 55(2H,s), 3.03-3.09(2H, m),
2.88-2.98 (41, m), 1.76-1.92(4H, m), 1.05(3H, t)
6) 2-[(-¥27vFoEn-3-[2-(1-F + 5V —I-5-4 W) ET = =)-4-4
WIAFW-1L,3J 4-FTVTIYV/-2-AVFUITI ) hNFE=N]-1-VY 7oy
FYANEYR e (132)) O&H :
127N mERER
6= 216-218C
"H-NMR (& ppm in DMSO-ds)
7.56-7.72(4H, m), 7.31(2H,d), T7.09(2H, d), 5.47(2H, s),
2.70-2.85(4H, m), 2,32-2.38(1H m), 1.82-1.92(2H m),
1. 12-1. 20 (2H, m), 0, 95-1, 10 (2H, m)
(M 2-[0-4vFTobN-3-[2-(I-F + 3V —-5-4 W) ET 2 =)b-4-4 )V]
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AFW-1,3 4-FTYVTIVY/-2-A WVFV]TI I ANK=N]-1-Y I urVF
YhwR B {LE&w(133)) DA :

IR REHR
'H-NMR (& ppm in CDC £ s)

7.89(1H, d), 7.40-7.60(3H m), 7.28(2H,d), T7.14(2H d), 5.52(2H,s),
3. 26 (1H, septet), 3.05(2H t), 2.92(2H t), 1.B86(2H, quintet),
1. 42 (6H, d)
(8) trans-2-[[5-TFW-3-[2 -(H-F + 5V —-0-4 W) E T = =Ib-4-4 JV]
AFN-1,3J 4 FTITIY -2 ANVFVITI ) AE=]-1-Y 7o~y
vHhWE VB (ke (134)) D& :
27N mERX
"H-NMR( & ppm in CDC £ 5)
7.90(1H, s), 7.35-7.63(3H, m), T7.08-7.33(4H,m), 5. 45(2H,s),
3.04(1H, m), 2.80(1H, m), 2.86(2H, @), 2.08(1H m), 1.83(2H,m),
1. 44(5H,m), 1.35(Ht)
9) N-[5-AFW-3-[2-(IH-F b TV —W-b-4 W) ET 2 Z)b-4-4 W] A F b~
LL-FTITVY -4V F V17407 I FB (kAW (135)]) DA :
R BB
"H-NMR (0 ppm in CDC£ 5)
8.02-8.05(2H, m), 7.89-7.93(2H, m), 7.82(2H,d), 7.25-7.58 (4H, m),
7.06(2H, d), 5 47(2H,s), 2.53(3H )
(10) N-[5-n-F o EW-3-[2 -(IH-F + SV —I-0-4 W) ET = =I)b-4-4 L] A
FN-L{I4-FTITIYV/-2-4VF V)17 07 I FR L&YW (136)] D& :
27N EEHR
'‘H-NMR(& ppm in CDCL)
7.79-8. 09 (5H, m), T7.18-7.56(5H,m), 7.08(2H, d), 5. 50(2H, s),
2.84(2H,t), 1.79(2H m), 1. 01(3H t)
1) N-[5-¥2uv7oEn-3-[2 -(H-F b SV —I-b-4 W) ET 2 =)-4-4
WIAFW-L,J4-FTVITIYV-2-4 Y F V17407 I FB (k& (13N)]
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DERL :
fHAR R
'H-NMR (& ppm in DMSO-ds)
7.98-8. 01 (1H, m), 7.52-7.75(TH, m), 7.31(2H,d), 7.10(2H, d),
D. 54 (2K, 8), 2.32-2.38(1H,m), 1.12-1.20(2H,m), 0.95-1.10(2H, m)
(12) N-[5-4 v Fow-3-[2-(IH-F b 5V =W-b-4 W) E T 2 =IV-4-4 V]
AFN-L,3J4&-FTITI/V -4 VF V17507 I ¥R (LS (138)) O&
B
fEAR EERE
'"H-NMR (0 ppm in CDC £ s)
7.89-8. 10 (5H, m), T7.18-7.58(7TH, m), 5.55(2H,s), 3.25(1H, septet),
1. 42(6H, d)
(13) 3,6-Y 7t o-N-[5-TFW-3-[2 -(IF-F } 5V —-5-4 W) ET 2 =
WA= A WIAFW-LJA4-FTITISY /-2-A VF V)75 07 I FB {LeW
(139)) DA :
R wERE
'H-NMR (0 ppm in DMSO-de)
7.45-7. 70(6H, m), 7.31(2H,d), T7.10(2H, d), 5. 50(2H, s),

2.94(2H, q), 1.27(3H, t)
(14 3-[[5-zFW-3-[2 -(UH-F + 5V = W-5-4 W) ET x = J=4-4 V] A F
W-LI&-FTITINY-2-ANVFVITI) ANE=W]AL Y 75 IWVBRT2-
[[(5-zFW-3-[2 -(IH-F + 5V —-5-4 W) E T = =)b-4-4 W] A FIb-1, 3,
FFTITSY V24V FVIT I AnR=]F v T2 VBRORAY (ke
¥1(140)) D& :
R EERE

'"H-NMR (& ppm in CDC£ 5)
8.20(2K d), 8. 01(1Hm), 7.833H m), 7.36-7.61(12H,m), 7.15(4H, m)

5. 56 (2H, ), 5.5T(2H,s), 2.93(4H,m), 1.39(6H, m)
(15) 2-[[5-FIW-3-[2 -(IH-F F SV =-b-4 W) E T 2 =I-4-4 W] A F
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W-1,3J & FTVTISY /-2-AUVFVITI ) hk=n]l=aF VB (It
(141)]) D& :
TN EEBR*
‘H-NMR (& ppm in CDC £ 5)
7.81(1H,d), 7.16-7.50(5H, m), T7.13(1H,d), 6.70(4H m), 5.46(2H,s),
2.86(2H, q), 1. 34(3H,t)
(16) 3-[[5-xFW-3-[2-(H-F F Y = -5-4 W E T 2 =-4-4 WA F
W-1, 3 4-FT7VTYN-2-AVFV]TIIAWR=N]L4 VvV =aF VY BRUL-
(-2 FW-3-[2 -(IH-F + 5V = =-5-4 W) E T = =I-4-4 W] A F V-1, 3,
FTVTSY -0-4A VFVIT I AnE=n]=aF YBRORESY (Ldy
(142)] O&ER
R mEhx
"H-NMR(d ppm in CDC £ 5)
9.23(1H,s), 9.00(1H, ), 8. 75(2H m), 7.79-7.87(3H m), 7.40-7.68(TH, m)
7.32(4H,m), 7.14(4H,m), 5. 57(2H s), 5.51(2H,s), 2.92(4H, m),
1. 37 (6H, m)
(AN A-[[5-zFW-3-[2 -(AIH-F b SV =-5-4 W) E T 2 Z)-4-4 WA F
W-L3 &-FTIVTIN/-0-AVFV]ITI ) ANWK=ZW]F £ T 2 V/-3-H UK
B ({ba¥n(143)) D& :

R e
B 202-245T | hY

"H-NMR (& ppm in DMSO-ds)
8.61(1H, d), 8.22(1H,d), T7.50-7.T0(4H, m), 7.36(2H,d), T7.11(2H, d),
5.63(2H, s), 2.98(2H,q), 1.27(3H t)
(18) 4-[[5-¥27uFaEn-3-[2-(H-F } V' =-5-4 W) ET 2 =)v-4-4
WIAFW-L,J&-FTIVTIYV-2-ANFYITI ) ANKZW]F LT 2 /-3
B AE B (LaW(144)) DAL :
fdR ik P
"H-NMR (& ppm in DMSO-de)
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8.61(1H, d), 8.22(1H, d), 7.50-7.70(4H,m), 7. 34(2H,d), 7.11(2H,d),
5.59(2H, ), 2.33-2. 41(1H,m), 1.17-1.20(2H, m), 0.99-1. 04(2H, m)
(19) 4-[[5-ZF-3-[2 -(IH-F b SV = W=-b-4 W) E T 2 Z)-4-4 W] A F
W-1,J &-FTYTV Y V-2 AV FV]IT ) ANWKR=W]T 5 V-3-HWFE /B
k&t (145)]) DA :
4R mERx
'H-NMR (0 ppm in DMSO-de)
8. 82(1H,d), 8.50(1H,d), 7.51-7.70(4H,m), 7.34(2H,d), 7.11(2H, d),
5. 64(2H,s), 2.33-2.41(1H, m), 2.98(2H, @), 1. 2T(3H, t)
200 3-[(5-zFw-3-[2-(H-F } SV =-5-4 W ET = =044 W]AF
W-1,3 4&-FTVTIN /-2 ANVFV]TI)ANK=ZIW]IES Y V/--H WK Y
B ({batn(146)] O&RL :
fi 4R TEHK
'H-NMR(J ppm in DMSO-de)
8.87(1H,d), 8. 81(1H, d), 7.52-7.72(4H,m), 7.31(2H,d), 7. 10(2H, d),
0. b6 (2H, s), 2.95(2H, q), 1.28(3H, t)
@1 3-[[5-n-FmEW-3-[2 -(IH-F F TV = I-5-4 W) ET = =)b-4-4 JV]
AFNWN-LJ4&FTVTIY /-0 AUFVITI ) ANE=NW]ESFTY V-2-H N
T8 (La (147)) O&H -
2N mEER
0= 167-170C
'H-NMR (0 ppm in DMSO-ds)
8.87(1H,s), 8.81(1H,s), 7.52-7.70(4H, m), T7.31(2H,d), 7.09(2H, d),
5.9T(2H,s), 2.91(2H, t), 1.68-1. 76 (2H, m), 0,94 (3H, t)
(22) 3-[[5-¥7uFoENn-3-[2-(IH-F } 5V —I-5-4 W) ET = =i-4-4
WIAFNW-L,J-FTYVTISY /-0 AVFV]ITI ) ANKR=NW]IEST Y /-2-H
R VB (LY (148)] O&R :
27N mERR
= 158-160C
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'H-NMR (& ppm in DMSO-de)
8.87(1H,s), 8.81(1H,s), 7.53-7.72(4H,m), T7.30(2H, d), 7.09(2H, d),
5. 53 2, s), 2.36-2.45(1H, m), 1,18-1. 20(2H m), 0.95-1. 08 (2H, m)
(23) 2-Q-RHERVVL4N)4 3 ) -5z FW-3-[2 -(IH-F + 5V —-5-1
WET 2 ZW=4-4A WIAFW-1L, 3 &-F TV TV ¥ ({LaH(149)) O&R :
R HEERE -
'"H-NMR (& ppm in CDCZ£ s)
7.88(1H,d), T7.23-7.61(TH,m), T7.19(2H, d), 7.13(2H,d), 5. 48(2H, s),
2.86(2H, q), 1.34(3H, t)
(20 3-[[5-zFW-3-[2-(H-F } TV =-5-4 W) E T 2 =d-4-4 W] A F
W-LI4-FTIVTIY)-2-4 U FV]T 37 Rk =]F VB (b&¥ (150) ]
DER .
#EAR EERE
"H-NMR (& ppm in CDC £ 5)
7.85(2H,d), 7.37-7.69(6H, m), 7.09(4H,m), 5. 25(2H,s), 2.82(2H, q),
1. 32(3H, t)
(25) 2-[[5-zFNW-3-[2-(IH-F + SV = W-5-4 W) ET 2 =)b-4-4 W] A F
W-1, W &-FTVTIN-2-A NV FV]T I RNF=] BEFMAFIVIR
Fv (kA (151)) O&R :
B HREERHEK
'H-NMR( & ppm in CDC £ 5)
8. 14(2H, brs), T7.56(6H, brs), T7.33(2H,m), T7.08(2H m), 5.27(2H, s),
3,823, 5), 2.84(2H,0), 1 32(3H,¢) |
BZ6)4
(£)-cis-3, 4, 5,6-F FSEFR T IRE) RY VI ZAFI
cis-3,4,5,6-F7 + 5 £ Fu 75 WBIEKYIL blg. N¥Y Y ITIa—imk%xT
FSEFB TS VIEMA, BEROL-YAFLT I EY Y UERML, 6B
IEER Lico ERICR Licth. BERE L. BEX 7 0 ofvs &55KELS
P YO AKBETAR L. KBEDH LI, KEAKS TEERLISNS0MER
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TRBiEE L. 7o faTHB L, BKRR~Y7 X vy ATERE, BET
BREEEL. EahROER/(LAYL. BexBi.
Shap 1 8

-[[5-F-3-[2 -(1H-F b 5V =I=-5-4 W) E' T 2 =-4-4 W] # F -],
GA-FTIVTSY-2-ANWFVITI ) ANF=n]-1-v 2 o~Fe/HEY
MUY ZRF LEY(152)]) DA :

(£)-cis-3, 4, 5,6-F F FEF O TS WBE ) XY YNI X FIVT8ng% b2
FH U NIMICIA, ERT1 0 08R L (BREMKRTTEET) . EBTHE
ER#EL. RERVTTIRMEEELL. BEEZT VS5 E VY075 VonbicER
L 224 37 -5-2FW-3-[2-(N-F ) T 2 S WA FIF + 5V --5-4 W) ET
2 WA AW AFW-1, 3, 4-FTYVTVY /120mgd b ) TF T I ¥ 3EEM
ATERTHER L, 2HEE. KEHERIFVEMITERL, FREEZIE
L7co KGR~ 3 v 0 ATEER. BRETEREEELL, YIVAF VDS
LZ7OT VTS5 T74— (B : 7uofkivasronRiva /24 ) —w=)
/1) THELR,.

BONHREBEEET FSEFn TS VimlITBR L., 209658 1 0 f5Em2
TEETERL, 2 0KME. 2 0 CUTTREREL. v v T2 EEH
Lico BEX. VIAFWAS LI 5T 40— (BME : 7Jookiva—
pganklVa /A4 ) =v=10/1) i L. EEHEDERZLEY (152) 38me
B

R fEERE

'H-NMR (& ppm in CDC £ s)

8.12(1H,d), T7.58(4H,m), T7.30-7.42(4H,m), 7. 15-7.30(4H, m),
5.40(2H,s), 5.06(2H,s), 2.85(2H, @), 2.34(4H,m), 1.T1(4H, brs),
1. 3T(3H, t)

EREBI1 9

MY 1 § &ERRICLTLEY (153) ~ (156) &Rk LT
(1) cis-2-[[b-zFW-3-[2 -(IH-F } TV —W-5-4 W) ET = =)b-4-4 ] A
FU-1,3J4-FTVTYNVY-2-ANFVITI ) ARV T undHrhiv
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RYBRY YT XTI (LAY (153)] OAEL :
27N s P S
"H-NMR (& ppm in CDC £ 3)
8,06 (2H, d), 7.52(4H,m), 7.10-7.37(TH m), 5. 30(2H m), 5.00(2H, m)
3.06(1H, m), 2.96(1H m), 2.89(2H @), 1.98-2. 22(2H m), 1,82 (2H m)
1. 42 (4H, m), 1.35(3H, t)
@) cis2-[[6-TFw-3-[2 -(H-F + 5V —W-5-4A W) ET 2 =)b-4-4 V] A
FN-1, I 4&-FTVTISY /-2 A VFVITI) ANWEZN] Y I anFH AN
RUBRY VNI ZFIVEREEA (LW (154)]) OS¢
fER EBE
"H-NMR( & ppm in CDC £ 5)
8.06(2H, d), 7.52(4H, m), T7.10-7.37(TH,m), 5, 30(2H m), 5. 00 (2H, m)
3.06(1H,m), 2.96(1H,m), 2.89(2H @), 1.98-2.22(2H m), 1.82(2H, m)
1. 42(4H, m), 1.35(3H, t)
(3) cis-2-[[5-zFW-3-[2 -(IH-F } V' = I-5-4 W) ET = =)b-4-4 V] 4
FU-1L,3J 4-FTITISNV-2-4A UFV]IT I AIR=W] Y FunFHrhn
KB Y VTR IVKSREGS (A% (155) DA :
R EEmE
"H-NMR (8 ppm in CDC £ s)
8. 06 (21, d), 7.52(4H, m), 7.10-7.37(TH, m), 5.30(2H m), 5.00(2H, m)
3.06(1H,m), 2.96(1H, m), 2.89(2H @), 1.98-2.22(2H, m), 1.82(2H, m)
1. 42 (4H,m), 1.35(3H, t)
@ 2-[(5-zFW-3-[2 -(IH-F + 5V =I-5-4 W) E T = Z)b-4-4 W] A F IV
LAAFTIVTVY V-4 VFVIT I/ AR=N]-4-v I u~FE/H IR
YRRV ZFIV [{Le(156)) DAL :
R piigiik 35
'Hi~NMR (0 ppm in CDC £ 5)
8. 12(1H, d), T7.59(4H, m), 7.15-7.43(8H m), 5.69(2H, m), 5. 33 (2H, dd)
5. 16 (1H, dd), 5.04(1H, dd), 3.11(2H, m), 2.86(2H, q), 2.31-2. 68 (4H, m)
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1. 35 (3H, t)
e P

2-[[5-2F W-3-[2 -(IH-F } 5V = -5-4 W) E T = =Jb-4-4 ] # FIb-],
WA-FTIVTIN Y- ANFTV/IT I/ ANE=]-1-v I u~FEHIEY
B (bawm e ) oamk :

EhEpl 1 81baW (152) 32mek 25% RAL KRB /B RES I 2micin X, 8 0T
4 0B R LI, BBk, EETREREL. Rz FLEMITERLY,
DOKEMLF P U Y AKBRT3EME L. KBEEDET/ ok AT]H
Bt Ll KBZ KRG TEBLIENKOAKHERTRMEE L, Z7onkibadT
FEFo75YORETIEME L, MARB~Y X vy ATEER. BET
BEAEE L, BEXA VoI —F L OBFRILL. BREHROET
k& (154 llmg% B/,

127N o DINER I

"H-NMR(J ppm in CDC £ 5)

7.81(1H,d), 7.32-7.53(3H, m), 7.11(2H d), 7.00(2H, d), 5.52(2H, s)
2.88(H, q), 2.38(4H,m), 1. 72{4H,m), 1. 32(3H, t)
KERBI2 1 EHEGI2 0 ZERRIC L TAY (158) ~ (161) 28K Lix.
(1) cis-2-[[5-TFw-3-[2 -(1H-F }F 5V =-5-4 W) E T 2 =Iu-4-4 L] 2
FW-L,J4-FTITS N 24 VFYIT I A=WV I a~FHrh
CRVR (LS (158)) DA :
27N REEHEK
'H-NMR (0 ppm in COC £ s)
7.95(1H, ), 7.41-7.59(3H,m), 7.08-T7.18(4H,m), 5. 47(2H,s)
3.01(1H, m), 2.89(1H m), 2.86(2H ), 2.09(1H m), 1.81(2H, m)
1. 42(5H, m), 1.35(3H, t)
(2) cis-2-[[b-ZFW-3-[2 -(IH-F + TV =W-0-4 W) E T z ZIb-4-4 JV] A
F-1L3J4&FTIVTISY /-4 0F2ITI I AnR=nlvInn:y i
K U/BIEZREEA (LW (159)) D& :
27N mEHR
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'H-NMR (3 ppm in CDC £ 5)
7.95(1H, 8), T7.41-7.59(3H, m), T7.08-7.18(4H, m), 5. 47(2H, ),
3. 01(1H m), 2. 89(1H m), 2.86(2H o), 2.09(1H m), 1 81(2H, m),
1,42 (5H, m), 1.35(3H, t)
@) cis-2-[[5-TFW-3-[2 -(UH-F } TV =I-5-4 W) ET = =Jb-4-4 W] A
FN-1L,ZAFTITIS)V-2-4 VFVIT I hE=N]y 7 antyrav
K VRS RMEE (LAY (160)) DAL :
AR Sk A S
"H-NMR( & ppm in CDC £ 5)
7.95(1H, 8), T.41-7.59(3H,m), 7.08-7.18(4H, m), 5. 4T(2H,s),
3. 01 (16, m), 2. 89(1H m), 2.86(2H a), 2.09(1H,m), 1. 81(2H m),
1, 42 (5H,m), 1.35(3H, t)
@) 2-[[5-TFIW-3-[2 -(AH-F } 5V =--4 W) E T = ZI-4-4 W] A F I
LG FTVTY Y V-4 VFVIT I AvE=n]-4-v 7oty hb
F B (La¥(161)] DR :
2N HE/EHR
'"H-NMR (& ppm in CDC £ s)
8.02(1H, s), T7.33-7.63(3H m), 7.00-7.26(4H,m), 6.71(2H, m),
5. 40(2H, 8), 3.27(4H,m), 3.07(1H m), 2.80(1H m), 2.86(2H, a),
1. 35@3H, t)
LRI 2 2

N-[5-T F W-3-[2 - (IH-F } 5V =-5-4 W) ET = =0-4-4 W] A FIv-1,3,
FTUTVYV-9-4 U FV]ITHINT IR -4 PF Y HE=RV I
TRFIV (e (162)] OAEL:

N-[5-TFI-3-[2-(-+ V) 7 2 ZWAF T b TV = -4 W) ET 2 =)k~
bA WIAF -1, I -FTVTV IV V-2-4A VF V17907 I FR 30ne. 2-7
D& FARRERA F V10N -V A FFILAT I FO TR, Bk
cHER LA ERE VY 230ngk ML TER TARMER LI, kKEHRTT
WAMZTS 08l FREANM L, EREBAKT 2 EEH L. K
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MY 3V ATERE, BETHEEEEL, YIAFXVASL707 LT
57 4— (MK : 7oofkivas) TRBLE,

BEohhBEAFISE Vo TS5 VomliciNiB L., 20%ERAEEME. Z2RET
BEL, 2 0%, 2 0 CEITCREREL, t VY T2HEIERL &
BA,. VVAFNASLAIOT VTS5 74— (BHEK : 7 oods) AL
EREDOER/LEY (162) 12ne%H 7,

R Bk

"H-NMR (0 ppm in CDC £ s)

8. 15(1H, d), 7.96(1H, d), 7.40-7.65(8H m), T7.30-7.40(4H, d),
7.13-7.22 (21, d), 5.61(2H,s), 5.53(2H,s), 4. 08(3H,s), 2.91(2H, ),
1,37 (3H, t)
SR 2 3 WG 2 2 RS L TIhAM (163)~ (167) &k L7,
(1) N-[-zFw-3-[2 -(IH-F b 5V —W-5-4 W) ET = ZIb—4-4 JV] A F -
LAGFTIVTISY /-2 ANVFV]ITINTIFR -ANWEFVAFIVIAT
W (k&Y (163)) DA :
fER ‘ERE
"H-NMR (& ppm in CDC £ s)
8.04(1H, d), 7.26-7. 58(9H, m), T7.23(2H,m), 5.67(2H,s), 4 85(2H,s)
2.92(2H, 9), 1.38(3H, m)
(2 N-[5-ZFW-3-[2-(H-F + 5V —W=--4 W) E T 2 =)b-4-4 V] A F Ib-
LL-FTITIVYV-2-4 ) F V175073 FR 2-(IH-F + 5V —-5-4 )
RYVIWIRTIW (L&Y (164)) D&/ :
R SR AP
'"H-NMR (& ppm in CDC£ s)
8. 14(1H, d), 8.09(1H,d), T.44-7. 72(8H m), T7.32-7. 47 (4, d),'
7.13-7.23 (2K, d), 5.64(2H,s), 5.53(2H,s), 2.91(2H,q), 1.37(3H t)
3) N-[5-zFW-3-[2 -(IH-F } 5V =I-5-4 W) E T = =)-d~4 W]} F )b~
L -FTYTIVYV /-4 VFV]I794 0TI TFz XTI (LEW
(165)) D&HE :
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AR wERHX
"H-NMR( & ppm in CDC£ s)
8. 12(1H, d), 7.93(1H, d), T.43-7.63(5H, m), 7. 32-7.43(3H, d),
7.13-7.22(2H,d), 5.52(2H,s), 4 1T(2H,t), 2.91(2H, @), 1.60(2H, m),
1,37(3H, t), 1.29(2H, m), 0.86(3H, t)
() N-[5-zFW-3-[2 -(IH-F + 5V ==--4 W) E T 2 =Iv-4-4 V] A F V-
LA &-FTVTVY/-2-4AVFV]I7HNTIFR Tuiz 5w (ke
¥5(166)) DEEKL :
TN mERxK
"H-NMR( & ppm in CDC£ 5) ,
8.06(1H, d), 7.93(1H, d), T7.43-7.65(5H, m), 7. 32-7.43(3H, d),
7.12-7.21(2H,d), 5.52(2H, s), 4.13(2H, t), 2.91(2H @), 1.63(2H m),
1, 37(3H, t), 0.88(3H, t)
(B) N-[o-FW-3-[2-(IH-F } 5V —I-5-4 W) E T 2 =Ib-4-4 V] A FIb-
LLA-FTITYSY V24 NVFV]THINTIFE RUyYNIZFIV LEY
(167)) D&KL :
f 4k wEBx
'H-NMR (& ppm in CDC £ s)
8.05(1H d), 7.92(1H, d), 7. 31-7.65(13H m), 7.12-7.21(2H,d),
5.52(2H, ), 5.44(2H,s), 2.83(2H, @), 1.39(3H t)
PIT. Ml 2 4 ~EMfI2 T TEREG 1 6 DLaw 126 OTe ¥ 5y
IteaEamk L,
B 2 4
N-[5-2F w-3-[2 - (IH-F + 5V = W-5-4 W) E T = =)b-4-4 W] A FI-1, 3,
-FTIVTIYV-2-AVF V] Z9NWTIFRR G-AFN-2-FFvV-1,3-V%
FYVYA-AFIWIZTN [{LEP(168)]) DA :
N-[[5-ZFW-3-[2-0N-P U T = ZWWAFIWF F S5V =I-5-4 MET 2 =)
A=A WIAFW-L, 3 4-FTYTI/Y-2-4 YF V174 T I FBTong, 4-7
DEAFI-5-AFN-2-FFV-1,3-VFFV VU V50mgZEN, N-¥ A FIRIWALT
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3 FomichnZ. BEMh Vv £30mg%E A TY 0 CTAKAIRELL. 2EREKCE
Lictg, KEERMIFENAT 0088, FREXIR L. BRI FIV
TEIC2EHH L. FREBAASDETKT 2 M%E#H L, MKERI 2V A
TERE, BETERELS®EELL, YIAFXVhSLI20T v 57 4 — (BB
¥:r7nokivs) THEL),

BOoNIHRBELT FSEF0 T35 Umll iR U, 20968 5 BEMA.
FRTER LA, 2 0BMK. 2 0 CLUTTRESEREL. EiIC by T 2MEM
Blico BEE, YIAF VAT LU 57 40— (BBEEK : 7unfivh)
KL EERBEOEL /S (168) 46ng 2B 7o

R itk AP S

"H-NMR (& ppm in CDC £ 5)

8. 18 (1H, d), 8.12(1H,d), 7.37-7.79(6H, m), T.21-7. 36 (4H, m),
b.58(2H, s), 4.98(2H,s), 2.93(2H,q), 2.21(3H s), 1.37(3H t)
EHB 2 5

N-[5-T F-3-[2 -(IH-F + 5V —I-5-4 W) E T = =)b-4-4 V] A F V-1, 3,
AFTOTT V-2 4VFVITINTIFR 74 )Yz FIV (bW
(169)) AR :

N-[5-TFI-3-[2 -(N-P VT 2 =W AFIWF F SV =I-5-4 W) ET z =Jb-
A WIAFW-L,J-FTVTV Y -2-AVFV]T75 007 I F#Tomeg, a-7
nETH Y I100mgHEN -V A FIVKRIVAT I FomlicinZ ., BREA Y v A30mng
AMATY 0 CT 4RI Ui, SRR LK, K& BBIFLAMLTI0
SBRL. FREBESM LI BRI FITEIC2EMH L. FRELZAHET
KT2E%EHE LI, KRB~ 2V LTEAR, RETERELEE LR, v
VAFNAT LI OT VT 57 4— (BEER : 7oofivh) THELK,

BEoNAMRBELT FSEFn TS UmbcER L. 20%EM 5 BEmL,
ZRTE®R LI, 2 (K&, 2 0 CUTTRERMEL, BEIC vz /T2 EE
Bl BEEZ., YVIFXWHSLAZuT 5T 40— (BEEEK : Jnokl)
ICA U ERREROERLEY (169) 46ne % B .

fdR EEHXK
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"H-NMR (& ppm in CDC £ 5)
8.13(1H, d), 7.95(1H,d), 7. 82(1H d), 7. 26-7.80(12H,m), 7. 23(2H, d)
5.59(2H, s), 2.91(2H, @), 1.40(3H, t)
SEHE% 2 6

N-[5-F-3-[2 - (IH-F } 5V —-5-4 W) ET = =ab-4-4 W] A F -1, 3,
FTIVTSY V-2 A VF V)79 NWTIFR I-(z v 3 v hF=ivzF V)
IFIWIRFI (L (170)] OAR :

N-[5-ZFW-3-[2-(N-F VT 2 =WAFWF L5V = W-5-4 W)ET 2 =)
A=A WIAFW-1, 3 4-FTVTV N V-2-4 UV F V17407 I FRT5me & R
£ Y% A60mgEN, N-¥ A FIVkov AT I F(, Smlhicint, EETERLIEHRG,
I-7anxFuTFh—FK:— 2ngk i, 1 REBRLIR, KEEHR
IFNVEMATERL, ERBEOH LI, FREEKT2EESE L. FKER
VTR vy ATERE. RETEREEEL YIAXVAFTLI BT LSS
74— (BBEE : 7ouokivs) THELR,

BONIHRBEEXT 15 ¥ 75 VimlicR L. 209618 5 BAEMZ T
FRTERLL, 2 (KWK, 2 0 CLTCREREL. Bict vz yT2EHE
Blico BEEVVAFXWAS LI+ 574 — (BME : 7ookivi—
saniivh/ A2y =w=20/1) &L, BERKXKDEL/LAY (170) 24ng
Bl

R EmE

"H-NMR (& ppm in CDC£ )

8.07(1H,d), 7.98(1H,d), 7. 48-7.69(4H,d), T7.44(4H, d), 7.23(2H, d)
6. 70 (1H, m), 5.53 (2H, dd), 4.12(2H q), 2.91(2H q), 1.41(3H,t),
1.31(3H, d), 1.25(3H, t)
SEREP2 T EHHI2 6 EEBRICLTIA AT~ TN A2&W L.
(1) N-[5-F-3-[2-(IH-F } 5V =-5-4 W) ET 2 =)-4-4 V] A F I
LLAFTYVTY -4V FYITINT IR EXOf 0t F v AFINT
ZFWV (k& A7) OeRk :
27N mERE
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"H-NMR (& ppm in CDC £ 5)
8.04(1H d), T7.90(1H d), 7.33-7.79(8H m), 7.21(2H d), 5.88(2H s)
5. 54 (2H dd), 2.93(2H @), 1.28(3H t), 1.14(3H s)
(2 N-[5-ZFW-3-[2 -(IH-F F 5V = W=-5-A W) E T = ==4-4 W] X F I
1,3 4- FTVTYSV/-2-4VFV]ITINTIFR 2 b3V hR=AF
W ZF (Lew(172)) O&R :
TN mEnE
*H-NMR (& ppm in CDC £ s)
7.95-8.10(2H m), 7.48-7.90(4H m), T7.44(4H d), 7.23(2H d),
5.53(2H dd), 4.72(2H s), 4.15(2H q), 2.87(2H q), 1,38(3H t),
1, 24(3H t)
(3) N-[5-TFW-3-[2-(IH-F } 5V =-5-4 W) E T 2 =Z)-4-4 W] A F I
LAA-FTYVTIY/-2-AUFVI74 0T I VR tert-TF vz F ¥ huK
SWAFIIRF {LeW(173)] OEK :
127N EERE
'H-NMR (8 ppm in CDC £ s)
7.90-8. 00 (2H m), T7.49-7.90(4H m), 7.44(4H d), 7.25(2H d),
5. 53 (2H dd), 4.70(2H s), 2.87(2H @), 1.49(3H s), 1.38(3H, t)
4 N-[-xFW-3-[2-(H-F + SV —=-5-4 W) ET 2 =44 WA F
“LIAFTVTIV V-4V TFVIT7INT PR 1-(# b hR=uvg
FV)IFNIRTN LAY AT OB
4k mERxR
'H-NMR( & ppm in CDC£ s)
8.03(1H d), T7.99(1H d), 7.43-7.69(4H d), 7.42(4H d), T7.20(2H d),
6. 69 (1H m), 5.54(2H dd), 3.95(3H s), 2.91(2H q), 1. 41(3H t),
1.31G3H d) '
(B) N-[5-ZFw-3-[2-(IH-F b 5/ —b-5-A W) ET = Zob-4-4 WA F I
“LLA-FTVTS Y -4V F V)79 0T 3 PR 1-(tert-TF It 3 v h v
F=wtF V)T FT XTI ([LEY A7) DA :



WO 94/04516 PCT/JP93/01134

AR EERXK
"H-NMR (& ppm in CDC £ 5)
8. 04(1H, d), T7.92(1H, d), 7.33-7.77(8H,m), 7.21(2H d), 6.63(1H, q)
5. 54 (2H, dd), 2.93(2H,q), 1.34-1. 48(15H, m)
6) N-[5-ZFW-3-[2 -(IH-F F TV —W-5-4 W E T 2 =Ib-4-4 W] A F I
LAFTITYYIV-2-4 U FV]ITINTIFR 1-(Y 7 und vt $y
AR=WFF )T FIZFI LAY (T6)) DERL :
127N EERxK
'H-NMR( & ppm in CDC £ 5)
8. 03 (11, d), 7.94(1H d), T7.45-7.69(4H,d), 7.44(4H, d), 7.23(2H, d)
6.69(1H, m), 5.53(2H, dd), 4. 49(1H m), 2.91(2H q), 1.19-1 92(16H m)
(D N-[5~FW-3-[2 -(H-F b TV =W-5-4 W) ET = ZIv-4-4 W] A F I
LIALFTITIVV V-4 YFV]ITINTIFR 1- (Y2 a~nTFutdy
AWE=WZEF V)T F T RTFI [{LEY AT DS
TN EREK
"H-NMR (& ppm in CDC £ s)
8.04(1H d), 7.95(1H d), 7.42-7.69(4H d), 7.41(4H d), 7.21(2H d),
6.68(1H m), 5.51(2H dd), 4 49(1H m), 2.90(2H g), 1.19-1.99(18H m)
EHH28  EHHL T WO DT o F Ty FLEMEEHM2 6
K- TARE LT
(1) 2-[[5-xFw-3-[2 -(IH-F + 5V = W-5-4 W) E T 2 =I-4-4 W] A F I
L3AFTVTYN V-4 W FV]IT I ) ANR=N]-1- IRV F /AN
KB ExXoftFyAFIIZTN ULEYT8)] OER :
R EERK
'H-NMR (& ppm in CDC £ 3)
7.98(2H, d), 7.31-7.62(4H,m), 7.20(2H d), 5.66(2H,S), 5. 48(2H,S)
2.71-2. 92 (6K, m), 2.05(2H, t), 1.33(3H, t), 1. 18(3H, S)
@ 2-[[5-xFW-3-[2-(AH-F } SV —W-5-4 W) ET = =I-4-f W] A F I
L3, 4-FTYTYN -4 NFY]IT I ANER=N]-1-vy 7 aXyFrhl
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FUB I-(z b FvhuR=ndFv)zFoz 7 {LEYA79)) O :
f R mEBHK
'H-NMR (& ppm in CDC £ s)
8.02(2H, m), 7.30-7.66(4H,m), 7.20(2H, d). 6.68(1H o), 5. 45(2H, dd),
4. 14(2H,q), 2.73-2.92(6H, m), 2.04(2H, t), 1.43(6H,m), 1. 35(3H, t)
(3) 2-[[5-zFW-3-[2-(IH-F + 5V —W-5-4 W)E T 2 =Z)b-4-4 W] AF I
LG AFTVTYN Y- A Y FUIT I AWK W]-1-Y I aRYF /AW
KB 1-(tert-TF N F vrhnf=wrF )z F x50 L& (180)]
DA :
R mERxE
"H-NMR (0 ppm in CDC £ s)
8.02(2H, m), 7.30-7.66(4H, m), 7.20(2H d), 6.68(1H, q), 5. 45(2H, dd)
2.73-2.92(6H, m), 2.04(2H, t), 1.35-1. 42(15H, m)
@) 2-[[b-zFw-3-[2-(IH-F + V' = W-5-4 W ET = =)-4-4 W] A F IV
“LGATFTITYYN Y24 NVFYITI ) ANE=N]-1-vy I arRVF /i
FUVB 1-(YZ7andyuddvhuf=wtdy) cF VX5V LeW
(181)) D& :
R EEBRER
"H-NMR (& ppm in CDC £ 5)
8. 0021, m), 7.30-7.68(4H,m), T7.22(2H, d), 6.68(1H, q), 5. 46(2H, dd),
4, 51(1H, m), 2.71-2.92(6H, m), 2.04(2H,t), 1. 48-1. 96(6H, m),
1. 45(3H, d), 1.00-1. 44(TH, m)
EffI2 9 EEHL T 6 DILEWMA) DT o F Ty JLEMEERER 2 7
KHE-TEH LT
(1) 2-[(5-¥2uvF7vEn-3-[2-(Il-F b 5V =W-5-4 W) ET = =I-4-4
WIAFW-L34-FTITSYV-2-4A U FV]IT I ANR=W]-1-¥ oY
FUYANE/R EXOLNFFUAFIIZRTFIV {LEY(182)] O :
fE4R TEBK
'H-NMR (& ppm in CDC£ o)

-89 —
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7.99(2H, d), 7.31-7.67(4H, m), T7.20(2H, d), 5. 68(2H, S), 5.50(2H,S)
2.71-2, 92 (41, m), 2, 16(1H, m), 2.05(2H, t), 0.99-1, 45(13H, m)
() 2-[[5-¥7uFoEn-3-[2-(I-F + 5V —I-5-4 W) ET = =)v-4-4
WIAFW-LJ&-FTITVY) V-2 A VFV]IT I ANK=W]-1-v 7oy
FUYHIWE/B - (T rFYhR=FF V) FIVIZFN {LEY(183)])
R Rk

"H-NMR (& ppm in CDCZ s)
8.00(2H, m), T.31-T.99(4H, m), T7.20(2H,d), 6.66(1H, q), 5. 46(2H, dd),

4,14 (21, 0), 2. 82 (4H, m), 2. 16(1H,m), 2.06(2H, t), 1.00-1. 42 (10H, m)
B 2-[[5-¥27uFoen-3-[2-(1H-F b5V —=I-5-4 W) ET 2 =I-4-4
WIAFW-LIA&FTVTYVYVV-0-4 UV FV]IT I AE=]-1-v 7o~y
FURIWK/B 1-(tert-TFIF F Y AR =WFF V) ITFIVIZFIV e
¥1(184)]) DERL :
#ER fEERE

'"H-NMR (0 ppm in CDC £ 5)
8.05(2H, m), T.31-T, 62(4H,m), 7.22 (24, d), 6.66(1H, q), 5. 46(2H, dd)

2.82(4H, m), 2.16(1H, m), 2.06(2H t), 1.43(12H m), 1.00-1. 42(4H, m)
@) 2-[[5-¥2aFoen-3-[2-(1-F b 5V = W-5-4 W) E T = =)b-4-4
WIAFW-LJAFTITIS NV YA VFVIT I AE=]-1-¥ oy
FUYHANWEV/EB 1-(Y 7 u~F Yt F v ANE= W F )T F VI XTI
(L& (185)) DAL : |
R fEEBRR

"H-NMR (& ppm in CDCZ 5)
8.03(2H, m), T.31-7.64(4H, m), T7.22(2H,d), 6.68(1H, q), 5. 46(2H, dd),

451 (1H m), 2.80(4H,m), 2.16(1H m), 2. 04(2H t), 1. 48-1.93(6H m),

1. 45(3H, d), 1.00-1. 44(8H, m) -
PITF. SEMHI3 0~FHp13 1 T, ZTEARHOHFL LVBEETHLHE

FHEQCLBFTYTY —NEERDESRICDOVWTER L.
(FTYTV—-IEER) DA
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SEZPI5
It-TFNEF Y HWE=WT I ) -0-TFNW-1,3J 4-FTVTV =
9-T 3 )-5-2FN-1,3,4-FT7VTYV =3, 8§88, V-t-TFWV AWK
Z=FT7. 19g%2NN-YAFIWHRWAT S F120meicinZ, MEEDL-V 2 F
WT ) EY Y YERNL, 0CTIRAIER L, B#tk. BL CERTICK
200mex i, EETIDER LI, HLARETENL, ERTLHCEICK
DiEEREROELEWE. 12e%B
f=tR R
2 0= 108-112T
'"H-NMR (0 ppm in CDC£ a)
3.02(2H, @), 1.56(3H,s), 1 40(H, ¢)
266
9-IN-(2 -(IH-F } 5V = W-5-4 W) ET 2 =44 W) A FW]T S ) -b-2F
-1, &FTVTY =
It-TFIWFF VY HIWR=IWT I ) -5-2FI-1,3,4-F 7 ¥ TV —Iv68Tme,
BEe S U Y AGU0mgAN, N-¥ A FIUFRIWAT 3 F30mlicini. EECERLEMHR
S -TaEAFIN-2-(N-P VT 2 =WAFIF P SV —=I-0-4 W) ET ==
1. 6 7Teg%mmA. HMBLOTTORTEER L, ZRICELLR, KEERT
FNEML, FREELM LI, k%L, AR~ X vy ATEE LR,
R UL EE Lic, BEEZVIAS VAT LI 0T v 57 4 — (IS8R
youfvd) ERL, TRDESUEIEEDTEE L. |
BREICANER VY VERImLICIZ., BRTARKMEBR L, BERE
L. BEAFH VT~V aViEX-> Tz —FUTCHREREL, I A RBEX T
—FVCHHUTER L, £87 5 &ick hEARKOEL/LAWS6Ine %%
2o
27N mEHK
'H-NMR (& npm in CDCZ )
7.81(1H,d), 7.49-7.68(3H, m), 7.35(2H, m), 7.1T(2H, d), 4. 56(2H,s),
2.94(2H, q), 1.37(3H, t)
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SEZH 7

72—[N— (2 -(N-F YT 2ZWAFIWF b5V —I-5-4 W) ET = =Ib-4-4 V)
AFWITI)--2FNW-13J4-FTYVTV =W

2-[N-(2 -(IH-F + 5V = W-5-4 W) ET 2 =I-4-4 W) A FIN]T I/ -b-T
FN-1, 3 4-FT YTV —560ng%kF b S EF T35 2meeN, N-V 2 Fovkb
AT I FImDREICIMZ ., EETERBRLIIHK ., EL ) Fvddlng, VT
FT S V155mgEiniic, BETARMERLLE, KEFRIFILENL,
HEBADE Lo A¥EL. EXGKB~Y 7 2D ATER LR, HELEEE:
B Ll BEAVVAF VAT LAIOT YT 5T 4 — (B8R : 7 0nkILA)
KA L. ERDESUESLED TEE Licth, R LARREETENL., BET
5 i D iERREROERLAY606me %R/,

HR i

3= 160-162T

'"H-NMR (& ppm in CDC £ 5)

7.97(1H, d), 7.49(H, m), T7.22-T.41(11H m), 7.06(3H, d), 6.87(6H,d),
4, 402, s), 2.89(2H,q), 1.34(3H, t)

£ N

-IN-(2-7 v RV L) -N-@Q -(N-F ) T = =WAFIT } 5V —Ib-5-4
WET 2 =44 W) AFW]T I ) -5-2F -1, 3, &-FTYVTV - [{LeW
(186)) DAL :

KFELF LU DL (55% in 0il) AmgERRBRABINN-VAFIVEKRIWAT I
FO. 9mlic2-IN-(2 -(N-P ) 7 2= WA FIWF PSSV = W-5-4W)ET 2=
A AW AFWIT I -5~ F -1, &-F TV TV —)blngr ZETMALTE
Ui, KBV ZORENRLET o, 2-700xvY 470l FlingzRb
W ICNA fo, SR TURMER LR, KEERTFILENL, BREXS
B L7co KBELS EARB 72V y ATERLAER. BB LEREZERE LTS
BEEAV)VAIFNASLIOT NI 5T7 4 — (BEEK : 7onodovd) (ML
FRAFEUENIEEDTREE L

BEICFISEFOT75 Y 3mel0%ER0. It M TERTERL
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Q0BFRO%E. 5 %6KER LT + U v AKBEREMZ TRIGEDHE TV Yl L,
I—FUTHEE LR, kKBEAKERTHPRML, Jno&kivaAdFbSFEFD
75 VORETHIE L, EREBEEZIIMLUAR. KELRKRRI XV D AT
BRELL, ChEEBL. BEEEHELI. RETASRRILL TS, 2—F
WEMZTHERL, BBT 5 EiCX D EBREROZLL/LSY (186) 1omg%xRB 1,
4R MBS
= 228-231T
'H-NMR (0 ppm in CDC£ 5)
8.05(1H,d), T7.32-7.58(8H, m), 7.07(3H, bs), 5.54(1H d), 5. 11(1H, d),
3.10(2H, q), 1.45(3H, t)
SHB 3 1
SEfEGI 3 0 &EIRRIC U Tiha (187) ~ 204) DIiteE &’k Lo
() -[Nt-TFNFF VA NEZNN-@ -(H-F } 5V =N-5-4 W ET =
WA A W) AFN]T L) -5-2FW-13, &-F TV TV = (L& (187)]
DA .
R mERHEK
"H-NMR (& ppm in CDC £ 5)
7.86(1H d), T7.40-7.49(QH, m), 7.22-7.37(3H,m), 7.08(2H d),
5. 23 (2H,d), 3.00(2H, @), 1.4T(3H,s), 1.39(3H t)
2) 2-[IN-Q,6-Y7ouaxyVA4I)-N-Q -(-F 5V —0-0-4)ET =
SW-A-AI) AFN]T L) -0-2F -1, 3, 4-F TV TV = ({L&¥r(188))]
DA :
R mERx
'H-NMR(d ppm in CDC £ 5)
8.08(1H,d), 7.32-7.54(TH,m), 7.05(3H m), 5.57(1H,d), 5.13(1H, d),
3. 1021, @), 1. 45(3H, t)
@) -z bF¥HR=-N-Q -(-F F SV =54 W) ET 2 =004
AW AFWIT I/ -5-2FW-1L3 4-FTY TV = (k&M (189)] DEE: :
127N mER=x
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'H-NMR (& ppm in CDC £ s+CD50D)
T.88(1H, d), 7.41-7.65(3H m), T7.29(2H,m), 7.11(2H,m), 5. 33(2H, d),
4.37(2H, @), 3.03(2H q), 1.39(3H,t), 1. 33(3H t)
@ 2-[IN-C4-Y=teT72=0)-N-Q-(H-F F 5V =N-0-4W)ET = =
W44 W) AFW]T ) -5-2F -1, 3, 4-F TV TV = (k& 190)]) ©

A
LT HEER
1§ =4 159-161T

'"H-NMR (& ppm in CDCZ£ s)
8.7T9(1H d), 8. 48(1H,d), T7.93(1H, d), 7. 46-7.65(4H, m),
7.16-7. 4421, m), 7.11(2H m), 5 12(2H,d), 2.93(2H, @), 1.32(3H t)
(B) 2-[N-RVYVIW-P- (2 -(IH-F } SV = W-5-4 W) ET 2 =-4-4 V) A F
WIT S -5-2F -1 3, &-F TV TV = ({tat191)]) O :
BELR EEBmE
'H-NMR (& ppm in CDC£ 5)
7.98 (14, d), 7. 43-7.60(3H, m), T7.22-7.42(5H,m), 7.20(2H, d),
7.12(2H,d), 4.64(2H,s), 4.62(2H, s), 2.87(2H,a), 1.30(3H, t)
6) 2-IN-(4-Fwk Y Y HWE=W)N-(2 - (IH-F } TV =54 ) ET =
SWA-A W) AFW]T S ) -5-2F -1, 3, &-F TV TV = (k& (192))
DER :
12N i3k
"H-NMR (& ppm in CDCZ 5)
8.00(1H, d), 7.46-7.60(2H,m), 7.42(1H, d), 7.28(2H, d), T7.13(2H,d),
5. 12(2H, s), 3.66(4H, t), 3.42(4H,t), 2.98(2H, q), 1. 36(3H, t)
(N 2-(N-7 =2 FYI-N-(2 -(1H-F } SV =I-5-4 W) E T 2 =Ib-4-4 ) #
FW]T I -5-ZFN-L3J4-FTVTV = ({La¥(193)) O :
i 27N EERK
"H-NMR (& ppm in CDC £ s)
7.92(1H,d), 7.19-7.60(10H,m), 7.16(1H,d), 7.06(1H d), 4. 95(2H, s),
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4.73(2H,s), 2.85(2H, q), 1.29(3H,t)
(8) 2-IN-RYUnFFvhWFE=w-N-Q -Q-F F 5V = -5-4 W)ET =
WAL W) AFW]IT I ) -0-2FW-L 3 &-F TV TV = [{L&(194))
DA :
R mEB*
"H-NMR (0 ppm in CDC £ 3)
8. 04(1H,d), 7.94(1H d), T7.44-7.58(2H,m), T7.18-7. 44(7H, m),
7.08(2H,d), 5.32(2H,s), 4.40(2H,s), 2.97(2H, @), 1.35(3H, t)
9 2-[N-n-TFW-P-(2-(IH-F b 5V —W-D-A W)ET 2 =I-4-4 W) * F
WIT 2 )-5-2F -1, 3, 4-F 7YV TV— ({L&(195)) DA/ :
fER wEERE
"H-NMR (@ ppm in CDC £ 5)
7.89(1H, dd), 6.96-7.69(TH,m), 4.62(2H,s), 3.37(2H, t), 2.86(4H, q),
1.66(2H, m), 1.35(3H,t), 0.94(3H, t)
(10 2-(N-@-2vv-2-F /4 W) -N-Q -(IH-F + V= -5-4 WET 2 =
W=d=A W) AFW]IT ) -5-TFW-1L3, &-FTYVTV = (k&M (196)] D&
K :
R bR
"H-NMR( & ppm in CDC £ 5+CDs0D)
7.87(1H,d), 7.37-7.62(5H,m), T7.29(Q2H, m), 7.12(2H,m), 4 4T(2H,s),
2.92(2H,9), 132(H, t) -
(1) 2-N-@-Zoo=aF /A4 W)-N-@-(H-F + SV —=-5-4 W)ET 2 =
WA= W) AFW]T I ) -5-2FW-1L 3L &-F TV TV = (ke QA9N) 0&
Y :
HER EEHE
"H-NMR (& ppm in CDC £ 5)
8. 48 (2K, m), 7. 82-8.00(2H m), 6.82-6.61(TH, m), 5. 36(1H, d),
5.08(1H, d), 2.92(2H, @), 1.33(3H,t)
(12) 2-[IN-(4-AF -1, 2, 3-F TV TV —-0-HE=0V)-N- 2 -(IH-F + 5
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V= =54 W ET 2 =44 W) AFW]T I ) -5-2FW-1, 3 &-FTVTV
-V [{b&Pr(198)) D&k :
R mERx
"H-NMR( & ppm in CDC £ 5+CD50D)
7.82(1H, d), 7. 41-7.63(4H,m), 7.28(1H,m), 7.14(2H, d), 5.39(1H, d),
5. 14(1H, d), 2.93(2H,9), 2.53(3H,s), 1.35(3H, t)
(13 2-IN-@Q-¥T 72 7 2=)-N-(2-(AH-F + TV = I-5-4 W) ET = =Ib-4
AW AFN]T ) -5-TF -1, 4 4&-F TV TV = (bEW(199)) D& :
fEdR RERE
*H-NMR (& ppm in CDC £ 5+CD50D)
8.23(1H, d), 7.82(1H,d), 7.36-7.69(4H,m), 7.10-7.32(6H, m),
5. 58 (14, d), 5.14(1H d), 2.86(2H ), 2.53(3H,s), 1. 42(H, t)
(14) 2-[N-Q-2 +F v HE= RV VW) N2 -(IH-F + 5V —I-5-4 V)
ET 224 AW AFW]IT S )-5-2FN-1, L 4-F TV TV = (teW
(200)) OERL :
HER EEBHE
"H-NMR (0 ppm in CDC£ 5)
8.16(1H,d), 7.99(1H, d), 7.49-7.61(3H,m), 7.35-7. 46 (3H, m),
7.10-7. 32 (4H, m), 5.06(2H,s), 4. T6(2H s), 3.82(3H,s), 2.93(2H, q),
1. 42 (3H, t) |
(15 2-[N-Q-# +F v H K=V IW) N2 -(H-F b 5V —-5-4 V)
BT 2= b-Ad-4 W) AFW]T L) -5-2FW-L3J4-F TV TV = (L&
(201)) D& :
27N HHEBBE
"§-NMR (& ppm in CDC £ 5)
7.83(2H, d), 7.24-7.57(6H, m), 6.83(2H d), 6.72(2H, d), 5.00(2H, s),
4. 5021, s), 2.94(2H, @), 1.34(3H, t)
16) 2-[N-Q@-HIwHF ¥Ry VW) -N-(2 -(IH-F b SV =54 ET 2 =
Wd-4 W) AFNIT S 7 -5-2F -1, L 4&-F TV TV - (Ub&WQ202)] O
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i :
R HHEBEBK
'H-NMR (& ppm in CDC £ s+CDs0D)

7.92(2H, d), T, 40-7,65(4H, m), 7.11-7.39(6H,m), 5.21(2H,s),
4,842, s), 2.96(2H q), 1.35(3H, t)
an 2-I-G-2A FF Y hE=Z Ry VW) N-(Q -(H-F + 5V —-5-4 )
BT 2 W44 W) AFW]ITI)-5-2FN-L 3 4-F TV TV = [{LEW
(203)) DAHL:
R HEHEEHEK
'H-NMR (0 ppm in CDCZ s)
7.96 2K, m), T7.37-7.67(5H, m), 7.08-7.35(5H,m), 4. T73(2H, s),
4, T1(2H,s), 2.89(2H, q), 1.33(3H, t)
(18) 2-IN-@-HWEKF I RVIVM)-N-Q' -(IH-F F SV —W-5-4 W)ET 2 =
W44 W) AFWIT ) -5-2FW-1L 3, &-FTYVTV = (L&MW Q204)] O&
B :
fER BHEHX
'H-NMR (& ppm in CDC £ 5+CD50D)
8.00(1H, d), 7.86(1H m), T7.39-T.62(6H m), 7.10-7, 21 (4H, m),
4,68 (4H, brs), 2.92(2H,q), 1.29(3H, t)

PIT, EHAI3 2~3 3F T, WEBEFER2IKIDBRANF=WA I FTVTY
) YEERDOARICDOWTEER L.

B 3 2

2-(2-7 v RVEYRWF =) 4 3 ) -5-2FW-3-[2 (I F+ 5V =
AW ET 2 Z-4-A W]AFW-1,3,4-FTVTVY ¥ (L& (Q20D)] O&
K :

NN-VAFURIWATIFO, bmiC b YT FIWT I V1lmg, 2-4 3 /-5-
FW-3-[-(N-F T2 ZWAFIVF Y = I-5-4 W ET 2 =)-4-4 V] A
FN-1L,3,4&-FTVTVY Y60mgRU2-7 nuRYEYRk=)v7 v l) Fling
A, SRTUARKHER LG, KEEHBIFIVENL, FRBEESEL,
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AL, BARB 7/ 20 ATER LR, BB LAREREL, BELY
VAFNWAS LI U V5T 40— (BEEKR: 7ookvs) AL, ERD*%
SUEAEZEDTEE L
BEICFISEVOTS v Ime20%ER0. | MM TSR THEELI,
Q0REREE. 5 %6AkMLT b U v Ak EEMA TRIGEOpHZ 7VA Y& Lo
I—-FIVTHRE Lk, KBA0%ERTHIL, 7onkisdFIEFD
75 Y ORETHH L, FRBEIMUAER, K% LUEKRKRY £ YU AT
BRLA, ChrBBL. BEAREE L. 1T VENXATERREHRILLT
BWE L., BT 2 Lick D RRERKOELLEY (200) 12n% &7,
HEAR HERERK
'H-NMR (& ppm in CDC£ s)
8. 18 (1H,d), 8.05(1H,d), 7.51-7.61(2H, m), 7.26-7.60(6H, m),
7.11(2H, d), 5.26(2H, s), 2.86(2H @), 1.35(3H, t)
SEREfI 3 3
SERE%] 3 2 OFEICHE - TILAY (206) ~ 210) Z&HEE L7
(1) 2-z4 vRWwk=4 3 )-5-2FW-3-[2-(1H-F + 5V —-5-)) E7
2 =44 WIAFW-LL4&-FTYTVY v (LAY (206)) D& :
ffk mEBHR
"H-NMR (& ppm in CDC £ s)
7.93(1H, d), T7.32-7.61(3H, m), 7.26(2H d), T7.11(2H,d), 5.23(2H, s),
3.09(2H,q), 2.82(2H,0), 1.33(3H t), 1. 30(3H t)
@) 2-RYEVRIWEZIVA ) -5-TFW-3-[2 -(UH-F + 5V —b-5-4 V)
BT 2 =44 WIAF-1L,3,4-FTIVTVY ¥ ULaw@iN) OAK :
TN R
'"H~NMR (& ppm in CDC £ s)
6. 90-7. 92 (13H,m), 5.18(2H, ), 2.80(2H ), 1.28(3H, t)
@) 2-U-tuwzvRIVK=I)A I ) 5-2F-3-[2 -(IH-F b 5V —I-b-4
WET 2= -84 WIAFN-1,J4&-FTYTVY ¥ Ut 208)) OERL:
27N mEH=x |
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'H-NMR (& ppm in CDC £ s)
6.90-7.92 (124, m), 5.14(2H,s), 2.72(2H,q), 2.37(3H s), 1.26(3H t)
1) 2-Q-HWEFVFFT 2 v-3-RIK=) 4 3/ -0-2FW-3-[2' -(IH-F
FSY =54 W ET 2 2 -4-A WA FNW-L34-FTYVTV Y ¥ (LW
(209)) DER :
fER fmERE
"H-NMR (0 ppm in CDC £ s)
7.87(1H, d), 7.39-7.70(5H,m), 7.02-7.15(4H,d), 5.25(2H,s),
2.82(2H, @), 1.32(3H, t)
() 2-(2-# bFVANKZWRYEYZIWF=W) 4 ) -5-2FI-3-[2' - (1H
~F PSS W54 W ET 2 =44 WIAFWN-L 3/ EFTITSY Y (bE
¥ (210)) DAHEL :
TN fahE
'H-NMR (& ppm in CDC £ s)
8. 18(2H, m), 7.18-7.70(8H, m), 7. 12(2H d), 5. 31(2H s), 2.87(2H a),
1. 34(3H, t)
PIT, I3 4~3 5F T WEHE2ICKERIWVK=NT I/ FTYTY
—WEERDERII DV TER L
i 3 4
-N-Q2-v T I RVEVZRWF=W)N-Q -(IH-F b TV =-5-4WET =
ZWA-A W) AFWIT R 5-TFN-1, 3, 4-FTYTV = (LA Q1)) @
B
kFEALF UL (55% in oil) AmgAREERI BN N-VAFIKRIVAT I
FO.5mec2-[N-(2-(N-F Y T 2= WAFIWF SV =I-5-4 ) ET = =)
A=A W) AFW]T I ) -3 F -1, 3, 4-F T VTV —EimgR BHETMATHE
BLI, KRTZAORENRLT ok, 2-¥ T/ RXVEVRWWFE=0 0 ) FI
ngE RS A e SR TARMEE L ik, KEBBMIFIENL, &
BEADH Lo KL, EXGER~7 2 vy oTERLAER, BB LERER
L. BEAVIVAXWVAS LI 5T 40— (BN : 70 ofivd)
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KR L. ERSESUES>EEDTRE L.

BEICTISEF0T75 Y 3mle0%ER 0, 1ML TERTERL
20BFMH%. 5 %KERILF U U AKEBREML TRIGEDpHE TV Y& L.
I—FIVTCHEE LK, KBEABERTHML, ZunthivastFbSEFD
75 VORETHIE Uiz, BEBEIM LR, kELEKFERT AV D AT
BRLA, chEEBL. BEEFEE L, 1 —FuEamiTEREERFR/ILLT
HEL. B85 &I D RERROEL/LEY 211) 16ng% R 1,

R WEERE

"H-NMR (& ppm in CDC £ 5)

8. 1420, m), 7.91(1H,m), 7.81(2H, m), 7.57(2H m), 7.44(3H, m),
7.19QH, d), 5. 38(2H,s), 3.01(2H ), 1.39(3H, t)
SEHEBI 3 5

SEREBI 3 4 1T - TILeW 212) ~ 216) 2 &k L7z,

(1) 2-IN-@-7wF oYLy ZIWF=W)-N-(2' -(H-F } TV —I-0-4 )
BT 2= -4-4 W) AFN]T ) -0-2FW-L3L,&-FTYTV = (L&Y
(212)) DAL :

R P ERR

'"H-NMR (8 ppm in CDCZ£ 5)

7.86-7.93(2H,m), 7.58(1H,m), 7. 14-7.52(TH, m), 6.92(2H, d),
5. 142K, s), 2.92(2H, @), 1.30(3H, t)
(2 2-IN-@-ToERYEYZRWF=W)N-(2 -(H-F } 5V =-5-4 W) E
T2 ZW-4-A W) AFWVIT S ) -5-2F -1, 3, &-F TV TV = (L& (213))
DA :
IR il P
"H-NMR (& ppm in CDC£ s)
8. 11(1H, m), 7.84(1H, m), T.70(1H, m), 7.16-7.49(7H, m), 6.91(2H, m),
5. 17T(2H,8), 2.80(2H, 9, 1.27(3H, 1)
@ -z & Y RWFE=W-N-@ -(IH-F + TV —-5-1 1) BT 2= -4
AWYAFWIT S ) -5-2F -1, 3 &-FTY TV = ({b&¥(214)) OARL :
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AR EERE
'H-NMR (& ppm in CDC £ 5)
7.96-8. 07 (1H, m), 7. 35-7.65(4H,m), 7.07-7.32(3H,d), 5.23(2H, ),
3.22(2H, ), 2.99(2H,q), 1.39(3H t), 1. 3T(H, t)
@) 9-[N-n-F oy 2k =)-N-@ -(IH-F b 5V —W-5-4 W) ET 2 =
A AW AFW]T I ) -5-2F -1, 3, 4-F TV TV = (L&Y (215)]) OB :
R mEHK
'H-NMR (& ppm in CDC£ s)
8.06(1H, d), 7.33-7.62(5H, m), 7.13(2H,d), 5.22(2H,s), 3.18(2H, 1),
2.99(2H,q), 1.87(2H,m), 1.37(3H t), 1 04(2H,t)
G -[N-(C-7noxRyEyRIWF=W)-N-(2 -(-F +F 5V —-5-4 ) E
T 2 Z—A-4 W) AFWIT 3 5-2F -1 3, &-F TV TV — v (L&Y (216))
DE :
27N EERK
'"H-NMR (& ppm in CDCZ )
8. 16 (2H, m), 7.30-7.59(8H,m), 7.13(2H d), 5.33(2H,s), 2.99(2H, q)

PITF. B ARAORE LOBIEETHAMEFE—-2ICL6F TV ) VBE
BRUF TV —VEEK (A A—1, A—2) ORRKDVTERLA.
SRR 3 6
(1) 2-vr7uZaenwpnif=vg3/)-3-[2-(-F+5V—n-5-4 L7
2 WA A WAFWF T ) V-4-A WK /BT F IV XTIV (L& @1T))
DAL :

KFALF b U9 A (55% in oil) Ungh R XN N-U 2 FIFILAT ¥
O MUK 2-v 7 0 TR EWHWE=WT I ) F TV —-4-HIE VBRI F IV
T ZRFW15meE A LT OMAL o KRORENNE ~ R, £ -T oA FI-D
“(N-FP YT 2= WAFITF F T =54 W) ET = =279mgDN, -V # F v
FIWAT 3 VIR 3mlainifc, BET IKMHERE, KEHRIFLELHA,
EREADW Lico KEL. EXGER~Y7 XV ATERLAR, BRLER%
BE Ll BEAVIIFVAS LI 0T /5T 4— (BB : 7oofkivs)
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i L. ERLAWOF + 5V - VEERESUEN A EDTRE L. BEIC
M T 7oA, FHLTERRAEEL. ERARE L

BEIC, V39V AmltBER 2mE i, EET 1 BEERLK, B
FRBART F U9 AKERENL TRIGEOHET VA Y& Lico 2—F WV
THhE Lk, KBXINERTHAL., BT F U THE L, FREZDE
L. K. KGR~ 2y ATERR, HBL. BETREL. =—T )
X hBke L. Eatibad (217) 3ome%k &7,

R wERR

'H-NMR (0 ppm in CDC£ 5)

8.13(1H, d), 7.56(1H,s), T7.50-7.61(2H m), 7.38-7.41(1H,m), 7.32(2H, d)

7.14@H, d), 5.90(2H,s), 4 31(2H,9), 1. 80-1 90(1Hm), 1. 37(3H, 1),

1. 00-1. 08 (2H, m), 0. 80-0. 95 (2H, m)
@ 2-IN-v7oFaenhR=-N-@-(I-F + 5V —-5-4 W)ET =
WA AW AFWTIIFTI = --h WKV BIF VI AT IV LEY
(218)) D& -

AFEILF b U YA (55% in o0il) 2imgE BB HIH, M-V A FIVHIVLT I F
OMBERIEICI-Y P O EWAWE=WT I ) FTY =B WK VBRIFIVIR
F152mg% B LT OMA foe KRORENNE -, £ -T o€t FIu-2-(N-
FUT 2 =WAFIF bS5V —-5-4 W) ET = =02T9mgDN, N-¥ * F kv
AT I VERE SmeEniic, ERETIKMERE., kBRI FLVEML, FH
EBAHB Lize KEL. EXHERY I 20 ATEE LR, B8 LERTEE
Lizo BEEZVVAFWVHISG LI R /5T 4— (BB : 7ookivs)
L. ERILAWOT + 5V - VREREASUELIAED TRE L, BEICH
B FIEmi, L TSRREZER L,

HEAE7ooRVAInlE VE3Y Y IntDRKRICER L. BER 2nltmi
T. ZBRTCERLL, | Ei%. BARBRAKES b U AKBRENL TRIGEK
OpiET VA YRIE Lico T—F IV THRE LR, KEXUNERCPHL, B
B FIUTHM L. ERBASEL, k. EARBY % vy ATEER.
BEL. BREAEE LI, V4V TForrz—FuibRxe L, ELEY
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(218) 32mgE B 7=,
27N mERxK
"H-NMR (0 ppm in CDC £ a)
7.93(1H, d), T7.86(1H ), 6.90-7.50(TH m), 5.68(2H, s), 4. 31(2H, q),
1.72-1. 80 (1H,m), 1.21(3H t), 1.06-1 01(2H,m), 0.72-0.79(2H, m)
SERBI3 T
SRR 3 6 &RIRRIC L TILaW (219~ Q39) =Eam Lt
1) 2-~v YA 2 -5-AFN-3-[2-(IH-F F 5V~ W-b-4 W) ET = =
=4 WA FWVFTVY Y ke (219)) OEH :
27N piigaih A
A 191-192T
'H-NMR (0 ppm in CDC£ s) '
8.03(1H,d), T7.36-7.58(3H, m), 7.24(2H,d), T7.10(2H, d), 6.60(1H, s),
5.30(2H, s), 2.41(2H, t), 2.19(3H,s), 1.55-1. 64(2H, m),
1. 26-1. 37 (2H, m), 0. 90 (3H, t)
(2) 2-ToEt=,n43/-3-[2-(H-F } 5V —-5-4 W) ET 2 =)v-4-4
WIAFWFTIY /-4-HWEVBREZF LI XTIV ({LEH(220)) OER :
127N mERE
'"H-NMR (& ppm in CDC £ &)
8.19(1H, d), T7.60(1H,s), 7.53-T.60(2H, m), 7.'31-7. 44 (3H, m),
7.15(20, d), 5.92(QH, ), 4.32(2H,q), 2.58(2H,q), 1.35(3H, 1),
1. 1934, t)
(@) 2-TF VWA I)-3-[2-(IH-F b 5V —--4 W) ET = =v-4-4 W] #
FUNFTYY V-4-DNEYBIFILIZTFI LAY (221)]) OSSR :
AR RERK
'"H-NMR (& ppm in CDC £ 5)
8.15(1H, d), 7.58(1H ), T7.54-T7.57(2H, m), T7.37-7.39(1H, m),
7.35(2H, d), 7.15(2H,d), 5.92(2H,s), 4.32(2H q), 2.52(2H, t),
1. 70-1. 80 2H, m), 1.34(3H, t), 0.95(3H, t)
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() -vraForwhif=id 3-3-[2-(Q-F 5V —-0-4 ) ET
2 Z—d-A WA FW-5-ZFWF TS Y V-4-H R /BIF VIR TFIN bE
¥1(222)) DA :
f gk EEBE
"H-NMR (& ppm in CDC £ 5)
8.12-8.15(1H, m), 7.13-7.59(7H m), 5. 84(2H s), 4. 30(2H, a),
2.91(2H, ), 1.62(1H, brs), 1.22-1.35(6H,m), 1.02-1.05(2H,m),
0. 86-0. 88 (TH, m)
B 2-vrurubwhE=)vd 3 -3-[2-(I-F b TV —-5-4 ) ET
2 = IWA-A WA FW-5-n-F 0 EWF TSN V-4-H WK YBIF VI AT N
(ke (223)) OEEL :
27N BEBTEILT 7 X
h-NMR (S ppn in COCLo)
7.06-8. 03 (8H,m), 5.80(2H,s), 4 2T(2H o), 2.80(2H, t), 1.86(LH, brs),
1.54-1, 62 (24, m), 1.30(3H, t), 0.84-0.99(TH, m)
6) 2-vr7uFubenwhE=wA 32-3-[2-0-F b5V =-5-4 )T
2 =44 WA FW-5-n-TFWF TV Y V-4-HWRVBIF VI ZF WV L
&P (224)]) DA/ :
TN ERK
"H-NMR (& ppm in CDC £ s)
8.02(1H, d), T7.52-7.57(2H m), 7.39(1H,d), T7.18(2H d), T.0T(2H, d),
5.78(2H,8), 4.27(2H g), 2.79(2H, t), 2.20-2.27(lH, m),
1.82-1. 8421, m), 1.50-1. 52(2H,m), 1.27-1. 38(5H, m), 0.88-1.98(TH m)
(N 2-vrorawhwF=ng 3/)-3-[0-(0-F 5V —n--4)ET
2 WA A WA FN-5-2aaF TV Y V-4-Hh WK VBIFIVIZFN ({LE
¥ (225)] DAHL :
R HEHR
'H-NMR (0 ppm in CDCZ o)
8.21(1H, dd), 7.58-7.64(2H,m), T7.21-7.47(3H,m), 6.93(2H, d) ,
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5.81(2H,s), 4.35(2H, q), 1.88-1.92(1H m), 1.35(3H, t),
1. 09-1. 24 2H, m), 0, 90-0. 94 (2H, m)
@) 2-TFYwA 2 -3-[2-(IH-F b5V —W-0-4 W) ET = =)-4-4 ]
FN-5-n-TF B EWF TV Y V-A-H R VBIFUIZFIN (L&Y (226)] O
&Rk
AR BEBTEILT 7 X
"H-NMR (0 ppm in CDC £ 5)
7.57(1H, d), 7.09-7.40(7H m), 5, 87(2H,s), 4 29(2H, q), 2.85(2H, t),
2.53 (24, t), 1.63-1.7T1(4H,m), 1.31(3H t), 0.07-L 02 (6H, m)
Q) 2-exNoA4wg I3[0 -(H-F 5V —-b-4 W) ET 2 =Ib-4-4 V]
AFIW-5-ZFWFTVY V/-4-HWEVBIF LI XTIV LAWY Q27)) O&
B
127N ERE
'H-NMR (& ppm in CDCZ s)
8. 02(1H, d), 7.09-7.65(TH,m), 5. 80(2H s), 4 30(2H o), 2.89(2H, q),
1.32(3H,t), 1.22(3H,t), 1.19(9H, s)
(10) 2-_vV4W4 2 7-3-(2-YTIET 2 =-4-4 V) AFI-5-TF I
FTIY/-A4-HNEBIFIIXFIV ({LEY(228)] OB :
R BEERY
"H-NMR (0 ppm in CDCZ£ 5)
8.33C2H, d), 7.39-7.75(11H m), 6.04(2H,s), 4. 35(2H, 0),.2.99(2H, q),
1. 30-1. 37 (6H, m)
(1) 2-R_¥VAwA 2 -3-[2-(I-F F SV —I-5-A W) ET = =ob-4-{
IAFWVFTVY) /-4 ANWEV/BIFIIZXT IV ({LEY(229)) D& :
R EEBX
'H-NMR (8 ppm in CDC £ 5)
8.30(2H, d), 7.18-7.69(12H,m), 6.09(2H, <}, 4. 36(2H, q), 1. 3T(3H, t)
(12) 2-R¥VA4 w4 3 7-3-[2-(H-F + TV —-5-4 W) E T = =)b-4-4 JV]
AFW-5-n-F R EWF TV ) V-4-HWE VBT F LT ZFIv (L& (230))



WO 94/04516 ' PCT/JP93/01134

DERL :
iR EERR
'H-NMR (8 ppm in DMSO-ds) _
8. 14-8, 17T(2H, m), 7. 45-7.68(TH,m), 7.15(2H, d), 7.06(2H, d),
5. 83(2H s), 4.25(H @), 2.92(2H t), 1.61-1 69(2H m), 1.20(3H, t),
0. 94 (3H, t)
(13) 2-@-Z7muxyvy443-3-[0-(Q-F + 5V —-5-4 MET =
S A WIAFWFTYY V-4-HWEVBIF VI ZTFIV {bE&EW QDI O
e
R mEhx
'H-NMR( & ppm in CDC £ 5)
8.09(1H s), 7.93-7.98(2H, m), 6.74-7.T4(10H m), 5. 98(2H, d),
4.12(2H, q), 1.27(3H, t)
(14 2-Q-7vaxyvyA4 g 32)-3-[0-(IF-F 5V =4 WET =
ZW-A4-4 WA FW-5-n-TFa EWF TV Y V4B WK YBIFIVIZFIV b
&9 (232)]) DER :
R BEREHK
"H-NMR (0 ppm in CDCZ£ s)
8. 05(1H, d), 7.92(1H,d), 7.12-7.57(10H, m), 5.91(2H,s), 4. 31(2H, q),
2.92(H, t), 1.67-1 T7(2H,m), 1.34(3H,t), 1.00(3H, t)
(15) 2-[N-X1 Y b-N-(2 -(IH-F } 5V —I-5-4 W) E'T = =)b-4-4 W)
FNIT I 2-5-FAFNFTV = {L&¥(233)] OBRL:
27N EER
R 129
'"H-NMR (O ppm in CDC£ 3)
8. 18(1H, d), T7.01-7.68(8H,m), 5. 44(2H, brs), 2.44-2,59(2H, m),
9.40(3H,s), 1.64-1 75Q2H,m), 1.30-1.39(2H m), 0.89(3H, t)
(16) 2-[N-TF Y w-N-(2' -(IH-F } SV =W-5-4 W) E T = =)b-4-4 W) #
FW]T ) -5-0-TFOENFTY —0-4-H WK VBIFILIZXT N (LEY
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(234)) D& :
4R mEBHR
'H-NMR( & ppm in CDC£ s)
8. 04(1H,d), 7.01-7.57(TH, m), 5.36(2H,s), 4. 33(2H,q), 3.10(2H, t).
2.50(2H, t), 1.68-1.79(4H, m), 1.36(3H t), 1. 02(3H, t), 0.94(3H, t)
an 2--TF Y -8-@ -AH-F } 5V =-5-4 W) T = =)b-4-4 V) #
FNITI)-5-70nF TV —-4-H VK /BIFIVTZFIV ({LEY(235))]
DAER :
7N EREK
'H-NMR (& ppm in CDCZ s)
8. 04(1H, dd), 7.52-7.57(2H, m), 7.36-7.38(1H, d), T7.04-7.12(1H, m),
5.35(2H,s), 4.37(2H,q), 2.53(2H, t), 1.69-1.77(2H, m), 1.39(3H, t),
0. 94 (3H, t)
(18) 2-[N-¥Z2uFowpif=i-§-@Q -(-F 5V =--4 WET 2 =
W44 W) AFNW]T I )-5-ZFNWF TV = I-4- B WK/ BITFIVZTZATF I
{b&Y (236) ) OARL :
BR EEBE
"H-NMR (8 ppm in CDC £ 5)
6. 94-8. 00 (8H, m), 5. 49 (2H, brs), 4.34(2H,q), 3.14(2H, q),
1. 77-1. 87(1H, m), 1.30-1.39(6H m), 1. 14(2H, brs), 0. 91-0. 96 (2H, m)
(19) 2-IN-v2uFo b R=)b-N-2 -(IH-F } 5V =-5-4 W) E T =
SWA4-L W) AFNW]T ) -5-n-T o ENWF TV —-4-BIWEV/BIFIVIR
Fo (ke (237)) O&k :
127N mEHR
"H-NMR (& ppm in CDC £ 5)
6. 90-7. 91 (8H, m), 5. 44(2H, brs), 4.32(2H,q), 3.08(2H, 1),
1. 59-1. T4 (3H, m), 0, 88-1, 36 (10H, m)
Q0 2-IN-v2uFobnpnE=u-N-Q -(-F } 5V —-5-4WET =
ZWA-A WY A FW]T S ) -5-0-TFUF TV —-4-H VRV BIFIVIRT

—100-
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W k&Y (238)) DAEL :
27N EEBHR

'H-NMR (& ppm in CDC £ 3)
7.98-8. 01 (1H, m), T.54-7.56(2H, m), 7.35-7.38(1H, m), T7.04-7.11(2H m),

6.97-7.02 24, m), 5.51(2H,s), 4.28(2H, a), 3. 11(2H, t), 1.34-1. 39(5H, m),
1. 26-1. 28 (24, m), 1. 15-1, 18 (2H, m), 0. 92-0. 97 (6H, m)
(1) 2-[N-v 7 uFo b wE= -2 -(-F } SV —=-5-4ET =
ZWA-4 W AFN]T I )-5-20aF TV —-4-AIWK/BIFIIZATI
(k& (239)) OEEL :

27N BB

'H-NMR (& ppm in CDC £ 3)
8. 03 (14, dd), 7.53-7.57(2H,m), 7.37(1H dd), T7.13(2H, d), T7.03(2H d),

5.54(2H, 8), 4,37(2H @), 1 83-1.90(1H,m), 1.38(3H,t),
1.18-1. 21 (2, m), 1.00-1. 03 (2H, m)

EREf 3 8 |
B 3 6 18 & CFICK S 3 TTCARLEFTYY v-4-A WK/ BIFIT

ZFIVEBERRTF TV — - 4-HIWFE VBT FIVT R T IVEEEKE, KBR{LS
FUYAKEEDLIIER /FRERICID I XFIVEIKSEBLT. et

(240) ~ (256) =& HEL L 720
(1) 2-Furzx=ivf3I/-3-[2-(F-F S5V =I-0-4 W ET = =)b-4-4

WIAFVFTVY v-d-FvFE VB LAY Q40)) OB
7N EEHE

'H-NMR(J ppm in DMSO-de)
7.90(1H, s), T7.49-7.68(4H,m), 7.05-7.14(4H, m), 5. T9(2H, s),

2.42(2H,9), 1.06(3H, t)
(@) 2-TFYwA I -3-[2-U0-F F 5V =-5-4 W) ET = =)-4-4 V]

AFIWFTIN /-4-hE /B (LaQ24])]) DR :

HER EERR
'H-NMR (& ppm in DMSO-ds)
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7.90(1H, s), T7.54-7.64(4H,m), 7.10(2H d), 7.05(2H,d), 5. 78(2H,s) ,
2,38 (2H, t), 1.54-1.64(2H, m), 0.85(3H, t)
B 2-vruFurwpif=ig)-3-[2-(0-F 5V —=0--4 N)ET
2 ZIWA-A WIAFWF TV Y V-4-H R VB (L&Y (242)) DA :
R iR AP S
"H-NMR( & ppm in DMSO-de)
7.89(1H,s), T7.55-7.66(4H, m), T7.06-7.12(4H,m), 5.T6(2H, s),
1. 70-1. 76 (1H, m), 0. 80-0. 83 (4H, m)
@) 2-¥7uFoENAE=L 3 -3-[-(-F F S5V =-5-WET =
SW-4-4 WA F-5-TFWF TV V-4-H WK 8 (baY (243)) DAL :
fe gk RPN
"H-NMR(d ppm in DMSO-de)
7.52-7.63 (48, m), T7.06(4H,s), 5. T0(2H, ), 2.93(2H, q),
1.69-1. 75(1H, m), 1. 1T(3H t), 0.79-0. 82 (4H, m)
(B) 2-¥yr7uFohiE=nL3/-3-[-Q-F FFV—n-5-4 )T
z ZI-4-4 W] A FI-5--Fa ENWF TV Y V-4-H KR 8B {bEH (244))
D& :
R ERERK
'"H-NMR(d ppm in DMSO-de)
7.52-7.67(4H,m), 7.06(4H, s), 5. 69(2H,s), 2.90(2H, t), 1. T3(1H, brs),
1. 56-1. 64 (2H, m), 0.79-0.96(TH, m) ‘
6) 2-¥Z7uFuEnwhiR=ung3/-3-[2-(-F 5V —n-5-4)ET
x ZIW=4=A WA FIW-5-n-TFWF TV Y V-4-H WK VB [{La&¥ (245)]) ©
B
f 4k EERK
"H-NMR (0 ppm in DMSO-ds)
7.67-7. 7021, m), 7 55-7.61(2H, m), 7.04-7.13(4H,m), 5 T1(2H,s),
2.92-2.96 (2H, m), 2.17-2.26(2H, m), 1.71-L 7T7(1H m),
1. 53-1. 58 (2H, m), 0. 78-0. 92 (TH, m)

-102-



WO 94/04516 PCT/JP93/01134

() 2-ExXvA L 3 )-3-[0-(FF5V=-5-4 W) ET = =)b-4-4 W] A
FN-5-ZFWFTVY V-4-H KB (LS (246)) OARE :
HER ik AP
"H-NMR( & ppm in DMSO-de)
7.50-7. 69 (4H, m), 7.15(2H, d), T7.04(2H, d), 5. T0(2H, s), 2.94(2H, q),
1. 19(3H, t), 1.12(9H, s) .
(8) 2-RUYVAWAL3I)-3-(D-YTI)ET 2 =-4-4 V) AFI-5-TFNF
TYY U-4-HWE /B {LayQR4T] DA :
127N HHEEHK
'H-NMR (0 ppm in CDC £ 5)
8.3321 d), 7.41-7.76(11H,m), 6.09(2H s), 3.09(2H q), 1.35(3H, t)
9 2-N_VAwA 2 /-3-[2-(H-F b 5V = W-5-4 W) ET 2 =)b-4-4 )]
AFWFTVY -4-AEVB (LEY(248)) DA :
127N iR AP
'H-NMR(d ppm in DMSO-ds)
8.15-8. 18 (2H, m), 7.46-7.65(8H, m), T7.22(2H,d), 7.06(2H, d),
5. 97 (2H, s)
(10) 2-R¥VANWA4 27 -3-[2 -(IH-F } TV = I-5-4 W) E T = =)b-4-4 )]
AFN-5-n-T R EWF TV Y V-4-H K /8 ba¥(249)) DAL :
fk EEhx
"H-NMR (& ppm in DMSO-de)
8.15(2H,d), 7.38-7.63(TH,m), 7.17(2H,d), T7.07(2H, d), 5.89(2H, s),
2.96(2H, t), 1.61-1.70(2H, m), 0.94(3H, t)
(1) 2-@-72oaxyy44 3 7-3-[2-(k-F 5V —-b-4)ET =
ZW-4-A WA FWF TV Y V-4-2 VR VB UEAHQ50)) OaR :
fER AT AT
*H-NMR(J ppm in DMSO-de) |
8.06(1H,s), 7.04-7.82(8H,m), T7.14(2H d), T7.05(2H, d), 5.89(2H, s)
(12) 2-@-Z2ouxyvy4)43/-3-[2-(F-F + 5V —-b-4 W)ET =

—-103-
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ZW4=4 W] A FN-5-n-T 0 EWNF TV ) V-4-H K VB (ka2 O
BRL :
27N BRREBK
"H-NMR (& ppm in DMSO-de)
7.04-7.81 (124, m), 5.82(2H,s), 2.98(2H, t), 1.59-1.73(2H, m),
0. 94 (3H, t) | '
(13) 2-IN-FF Y -N-(@ -(IH-F } 5V =-5-4 W) E T = =)b—-4-4 V) #
FWNTI)-5-2a0F TV —i-4-H KRB ULaW(252)) D& :
27N wERE
"H-NMR (8 ppm in DMSO-de)
7.65-7. 70 (2, m), 7.56-7.59(2H,m), 7.28(2H, d), T7.08(2H, d),
5. 45(24, ), 2.56(3H, t), 1. 51-1. 58(2H m), 0.85(3H, t)
(1) 2-IN-¥ 2 uaFa A= -N-@ -(I-F F YV —=-4MET 2
ZWb-A W)Y AFNW]T S I F TV = -4~ R VB ([be¥(253)) DA :
fER wERXK
"H-NMR (0 ppm in DMSO-ds)
8.05(1H, s), T7.54-7.67(4H,m), T7.21(2H d), 7.08(2H, d), 5.73(2H,s),
2.09-2. 13 (1H, m), 0. 88-0. 94 (4H, m) |
(15 2-IN-¥27aFoEnhR=Ii-N-Q -(I-F 5V —-b-1W)ET =
ZWA-A W) AFNWIT I ) -0-ZFIWF TV =-4-HWFE /8 {La(254))
D& : |
27N fEERE
'H-NMR (& ppm in DMSO-de)
7.06-7. 64 (8H, m), 5.68(2H,s), 3.10(2H, o), 2.10(1H, brs), 1. 23(3H, 1),
0. 89 (4H, brs)
(16) 2-IN-vZ7uFawhwR=Ib-N-2 -(IH-F F 5V =-5-4MET =
Z-A-4 W) AFWIT S -5-0-TFa ENWF TV =2-d-% WK VB ({LEY
(255)) DA :
27N HEEHE
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"H-NMR (& ppm in DMSOD-de) :
7.06-7. 67 (8H,m), 5.68(2H,s), 3.06(2H, t), 2. 08(1H, brs),
1. 59-1. 68 (2H, m), 0. 78-0. 93 (TH, m)
(1D 2-IN-v27uaFoewhwE=-N-Q -(H-F F 5V = --4 IET 2
ZWA-A4 W) AFN]T I -5-7 nuF TV —i-4-H KB {LEY(256)]
D& :
127N wERE
"H-NMR (& ppm in DMSO-de)
7.65-7. 68 21, m), 7.53-7.57(2H,m), 7.22(2H,d), 7.08(2H, d),
5. 67(2H, s), 2.08-2.19(1H m), 0.87-0.93 (4H, m)
ER63 9
EHB] 3 8 TAR LibaWwE, BICKkBRILS + Y U AKBRTRT v u1td
BT Eick e 25T ~ 259) 2 e L. -
(1) 2-4 3 7-3-[2-(IH-F b 5V = -5-4 W) ET z =I-4-4 W] A F -5~
IFNFTY Y v-4-H R 8 [La(257)]) OAK:
27N HHEBHEK
"H-NMR (& ppm in DMSO-de)
6. 85-T. 66 (m, 8H), 4.52(brs, 2H), 3.00(q, 2H), 1.15(t, 3H)
(2) 2-[(2-(H-F F 5V =W-5-4 W)E T 2 =Ib-4-4 W) A FIV]T I ) -5-
IFWFTV =45 R VB Lat(258)) O/ :
R kK
"H-NMR (& ppm in DMSO-de)
8. 04(1H, brs), 7.53-7.68(4H,m), T7.28(2H,d), T.07T(2H,d), 4 43(2H,d),
2.98(2H, q), 1. 14(3H,t) |
@) 2-[(@-(IH-F + TV =W-5-4 W) E T 2 =)-4-4 W) A FIVT I J ]-5-n-
Fa ENF TV —-4-5vR V8 ({La(259)) D&
R BEBEHE
'"H-NMR (& ppm in DMSO-de)
8. 00 (1H, brs), T7.05-7.65(8H, m), 4. 43(2H,d), 2.95(2H, t),
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1. 46-1. 59 (2H, m), 0. 89 (3H, t)
PIT, SRl 4 0 ~Eke 4 4E T, FICARPOIFF LOBEETHIBE
FHE1iIKLD, PTFO220F 7V - VEEKOARICOWTER LI,
(F 7V - VERBEEK] DK
ERm 4 0
(D) 2-I-TF UV W-N-(2'-(AH-F + TV = W-5-4 W) ET = =)b-4-4 V) A F
WITI ) FTY = -4-FRBIF VI ZFI (LAY (260)) D& :
kFEF YT L (55% in 0il) A0meBEREETN -V A FIFRIVAT S
FOmBRIRIC2-TFVNT S ) —F TV —W-4-BRIFVIZRFIN), Qg%
HLTDMA e KBRORENRE sk, £ -T2 FN-2-(-FY T ==
WAFIWTF IS —=W-5-AWET =0, 4 gDNN-YVAFIVFIWALTIF
BB OmlEMZ 1o, BET IRMERE. KEHRTFILEML, EHREESE
Lo KEL. BABBRT 72V ATEELE, BRLERZEHELL B
BEVIVATWVAS LI 0T v T 57 4— (B8 : 7onfkd) /L, £
B SUEN ZED TERE L
BEEAVIFYYOnliCBRU. 10%6HER | meA AT, SRETE®RLL, 2
RFfER. BAIERMRKR T U U AKBERENA T, RINEOpHETIvA Yl L
foo T—FIWTRE LR, KELERTHE2~3& L, BB FIVTHIHL
oo HRBADMULE. KEL. HEARB~ 2 V9 ATERE LR, ShiH
WL, BREBE L. BEEBRETAEREILTE R, VAV TnENLI—
FEMIT, ERL. ELbEY (260) T8ng %572,
127N mERR
= 170-172%C
"H-NMR (& ppm in CDC £ 5)
8.10(1H, d), 6.80-7.60(8H, m), 5.45(2H,s), 4. 10(2H,q), 3.68(2H, s),
2.08(2H,t), 1.72-1.79(2H, m), 1.22(3H,t), 0.98(3H, t)
(TWFENT ) FTYV - NVEER) DA
Shal 4 1
2-IN-n-TF o EW-N-(2 -(IH-F + SV = -5-4 W) E T = =Ib-4-4 V) 2 F V]
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T3 )-5-0-7 0 ENF TV —-4-H R BT F T RFIV {LEY(261)]
DA :

n-7Fa ENFFIVLT2INE, -7 nu-2-FFYANFHFYRIFIIATN
Almg. BUEY ¥ 0. 28me% x4 ) —n10mlicinz, 3 K InBER L.
BEAEELN, 700fs20nlTHB L, BERIINTE -7 BAHER~
TRy LATERE, BEAHEELL, YIAFXNWATAIvT Y T 5T 4 —

(MR . 7ookwa/ 28 7-=100/1) THdL. 400mgD2-n-7
DEWT ) -5-n-Fa EWF TV = -4~ WK VBIFIWVIZAFIVER,

Bonk?-7 3/ F 7V —vikd00mg, 1,3-Y A FI-3,4,5,6-F b FEFB-2
—(N-EV IV vWBingEF FFEFRT T VI, KB TYFIL~F
FAFWYYISEVLM FPSEF0T75 VERLMA® - DNt £
DEFE2 0DBRLA, 2-2-P Y Tz =WAFNT P IV —-b-40) -£-F
DEAFIET 2 =8200gDF F S EFuT T VamlEREKRTMA, 2RT
3REREIIR Ui, FEAEE LA, BT F VAL THIH L. BEMRnLTHE,
AN T - 7o AR 7 % v U ATRER, FREEEERLL, ¥
VAFNWHGTLIRT 5T 14— (BEEEK : 7onFivs) THEEL. 510ms
OREHERYER .

EEMRYOI10ng% V2 +4 2mlic A, ZRTEERISnLZINZ, 1 K
pam |t kd0mlE N, WE T FIVAml THILY Lic, AR~ 2V D A
CEBRG. REAEE LI, YIAENASAI T T 5T 4 — (BB Y
DoV A-ERIFIV) THBEL. ELAY (261) 149ns%B 1,

27N BEBTEINT 7 X

"H-NMR (& ppm in CDC £ 5)

8. 10(1H, d), T7.03-7.57(7H,m), 4. T0(2H,s), 4. 30(2H, Q), 3.32(2H, brs),
3.03(24, t), 1.60-1.69(4H, m), 1.35(3H, t), 0.90-1. 03 (6H, m)
S 4 2

SRR 4 1 SRERIC L ThEaY (262) ~ (267) AR Foo
(1) 2-IN-n-TF K- (2 -(1H-F + SV =W-5-4 I ET 2 Z)b-4-4 V) *F
WIT I )-n-TaENF TV —-4-A WK VBIFIVIZTFI L&Y (262)]
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DER :
IR BBETELT X
'H-NMR (& ppm in CDC £ s)
8. 08(1H, d), T7.02-7.57(TH.m), 4.68(2H s), 4.30(2H,q), 3.34(2H, t),
3.03(2H, t), 1.60-1.69(4H, m), 1.32-1.37(5H m), 0.91-1 03(6H, m)
@ 2-N-v7eTebEnrFI-N-Q-(H-F 5V —-5-4IET = =)
~4-4 W) AFW]T ) -5-n-T R EWF TV —-4-HIVEVRIFIVIZAT I
(k& (263)) OEEL :
27N BBTENT 7R
'"H~NMR (& ppm in CDC £ 3)
7.93(1H, d), 6.89-7.57(TH,m), 4.69(2H s), 4.27(2H ), 3.20(2H, ),
3.02(2H, 1), 160-172(2H m), 1.32(3Ht), 0.85-1 03(4Hm),
0.50(2H, d), 0.17(2H, d)
3 N-[2-(H-F F 5V = -5-4 W) E T 2 =)=-4-4 W FIV]}-N-(5-n-T' B
EI-A-Z b F VY ANWNR=ZWF T —-2-4 )T I ) BB F VT X5 IV [{k
&9 (264)) DA :
AR RERR
'"H-NMR (& ppm in CDCZ£ 5)
6.99-8. 01 (8H, m), 4.62(2H,s), 4.29(2H,q), 4. 18(2H,q), 4 12(2H, ),
3.02(2H, t), 1.62-1.T1(2H m), 1. 34(3H, t), 1.25(3H, t), 0.99(3H, t)
(4 2-IN-NYVWN-(2-(QH-F } SV —I-5-4 W) ET 2 =I-4-4 W) A F
WIT I )-5-ZFWF TV = -4-H WK VBT F T XTIV [{LEY(265))
DA :
TN TENT 7R
"H-NMR (0 ppm in CDC £ s)
8.14(1H, d), 7.08-7.57(12H,m), 4.66, 4. 63(each 2H, each s),
4,32(2H, @), 3.09(2H o). 1. 36(3H,t), 1.27(3H, t)
() 2-IN-RYYIWN-2 -(IH-F F 5V = -5-4 W) ET =z =W-4-4 W) A F
WIT I )-5-n-TuENFTS = -4-HIWE/BIFILIXTFIN ({LEY
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(266)) DERK
R REBRTENT 7 X
'"H-NMR( & ppm in CDC £ s)
8.01(1H, d), 6.85-7.59(12H,m), 4.59, 4. 56(each 2H, each s),
430K, @), 3.02(2H t), 1.62-1.T1(2H,m), 1 35(3H t), 0.99(3H, t)
6) 2-[N-(2-(H-F + 5V —-5-4 W) ET = =ob-4-4 V) 2 FI-N-(2-# }
FUANWKZNWT 2= W) AFW]T L/ -b-n-F 0 ENF TV —i-4-HIWE /B
IFINVIRTI ({LE&W(267)] DA :
f=dR HFREHK
'H-NMR (& ppm in CDC £ s)
6.97-8. 01 (121, m), 4.97, 4. 65(each 2H, each s), 4, 30(2H, @),
3.80(3H,s), 3.01(H, t), 1.61-1.69(2H m), 1.35(3H, t), 0.98(3H, t)
LRl 4 3
9-[N-n-7 1 E-N-(2' -(IH-F + 5V —=I-5-4 W) E T = Zb-4-4 V) * F V]
T3/ -5-n- TR ENF TV —-4-0iE /8 ({Ley (268)) OEHL :
EREd 4 11ba% (261 230mgx =4 / —2mlichnt. 10%k®ILF+ Y &
KEEImgEMA e, SR T4REBR LR, ANERTRIES L, BRI TF
WAIMETHI Lo EABRR~7 % v 0 ATERER, BELEELR n-~F
YENA, EEEER L. I0nsDERLEY (268) 2B 7. '
gk o SR E
"H-NMR (0 ppm in DMSO-ds)
7,54-7. 71 (40, m), 7.23(2H d), 7.07(2H, d), 4.66(2H s), 3.31(2H, ),
2.97(2H, 1), 1.47-1.57(4H,m), 0.81-0. 93 (6H, m)
ERBI4 4 EHH 4 3 LRERRICLTLEY (269) ~ (272) 2 &R LT,
(1) 2-[N-n-TFW-N-(2 -(IH-F b SV = W-5-4IMET = =44 W) A F
WIT 2/ -5-n- FuENF TV —=i-4-H R 8 {LaH(269)) OARL :
27N wr/Eh=®
'H-NMR (0 ppm in DMSO-de)
7.54-7. 68 (41, m), 7.23(2H, d), 7.07(2H d), 4.66(2H, s), 3.34(2H, 1),
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3.00(2H, t), 1.47-1.60(4H, m), 1.20-1. 33(2H m), 0.85-0. 93 (6H, m)
@2 2-IN-¥7uFowrF-N-Q -(H-F F 5/ —-b-4) ET ==
A=A W) AFW]T I 7 -5-n-T 0 EWF TV —I-4-7FE VB [La (270))
DA :
fEAR REBETENT 7 R
'H-NMR( & ppm in CDC £ s)
6. 81-7. 86 (8H, m), 4.67(2H,s), 3.22(2H, d), 3.06(2H, t),
1. 57-1. 88 (2H, m), 0.88-1.00(4H, m), 0.51(2H d), 0.17(2H, d)
(3) 2-IN-RVYVIW-R-2 -(H-F F SV = N-5-4 I ET 2 Z)-4-f W) * F
WIT 3 )5~ FWF TV —-4-5 0w /B {L&¥Q2T1)]) D& :
R EREHK
"H-NMR (0 ppm in DMSO-ds)
7.06-7. 72 (13H, m), 4.65(4H, ), 3.00(2H q), 1. 14(3H, t)
() 2-IN-RVYWN-@ -(IH-F F SV —W-5-4 W) ET z =W-4-4 W) A F
WIT 27 -5-n-Ta ENFTV—-4-A RV L&YW Q2T2)) D& :
TN BEBTENT 7 X
"H-NMR (G ppm in DMSO-ds)
7.06-7. 71(12H,m), 6. 75=6. T8 (1H, m), 4.66(4H,s), 2, 97(2H, t),
1. 47-1. 61 (2H, m), 0. 89(3H, t)
PITF, EFE—- 1 IKEBRVYFTYV YV, RUVFTY—IEEKR (BA
/A=5, A—6) DERICDOVTER LT
ERBI4 5
SRR 1 (1) BXTQ) ERRICLT, L&Y 273) ~ILaW 276) 2 &Rk Lo
() 2-¥y7uFuohivi=ig I/-3-[2-(I-F + 5V =n-5-4 ) ET
2 WAL WA F IRV FTYY ¥ LW Q273)) D& :
27N IEERE
'H-NMR (0 ppm in CDCZ 5)
7.13-8. 03 (12H, m), 5.75(2H,s), 1.86-1.95(1H, m), 1.20-1.28,
0. 94-0. 98 (each 2H, each m)
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@) 2-[N-vZuFawpE=-§-(2 -(I-F + 5V =-5-4 W)ET =
ZW-A-L W) A FN]IT IRV FTYV = ULamQ2T14)]) OaRk
#ER fEEh®
'H-NMR (& ppm in DMSO-ds)
7.06-7.89(12H, m), 5. 64(2H,s), 1.85-1.99(1H m), 0.86-0. 96 (4H, m)
3 2-vruFurwhiw=iug I/)-56-YAFN-3-[2-(H-F 5V~
W-5-4 W) ET 2 =44 WA F IRV FTVY v (kAW (©275)) DA :
R EERK
"H-NMR (& ppm in DMSO-de)
7.43-7.62 (6H,m), 7.23(2H, d), 7.08(2H,d), 5 59(2H s), 2.27(6H,s),
1. 81(1H, m), 0. 80-0. 88 (4H, m)
4 2-N-v7uoFohR=-N-Q -(-F F SV —=I-5-4ET =z
=44 W) AFW]IT 3 -5, 6-Y A FIWRVIFTV = ({LE¥QT6)] D
e

HER piigeih S

pis 234-235T

"H-NMR (3 ppm in DHSO-ds)

7.57-7. T0(6H,m), 7.23(2H,d), 7.08(2H d), 5.78(2H, s), 2.31(EH,s),
2.15(1H, m), 0. 80-0. 96 (4H, m)

PIF. EHE-1IKLE3 39V TV - NEEK (BA/A-12) DA
K DWTER L |
SEZH8

2-T 3 )-5-2FW-13, -2 FH VTV —IODOEKE :

-7 B =IbF 3 3NV FA, 3g& —BLER180e% -7 0N — 600
mehicinz 7o —H. MBERSE. BERCRLAEYAEE L. BEEEHEL.
BEAIY ) —WEODBRRETHCEICKDERLLAWIG. Ted B,

&EZH 9 |
-NXvu A WT I ) -5-TF W13 - FFH VTV —IVDER
-T 3 ) -5-ZF -1, L -4 FH VTV -], (g EY Y VImbeF S EF

—-111-



WO 94/04516 PCT/JP93/01134

075 V1mbicmiice FSATARS A8 ) =BT, Xvofwsol
FL2e%R T Lo 1Mk, KEERTFLEMA, BRLL. FREXZH
L. K&, KBR300 ARRER, ERLL, BRETBE. BELTHEY
BERBILLTE R, VAVTRENI—FNENLT, BRL, BRETEE
ic& D EELEY0. 268% B 7,
£
2-NVvuAWT I ) -5-TF -1, 3, 4-FFH VTV —WERBE L, EHEH 1
ERRRIC LTRIBRIT- R, WIHT 563 +4 VTV - IBEEKDARE ohi,
2-[N-xv o I-N-2' -(I-F b 5V =I-5-4 W) E T 2 =ob=4-4 V) * F V]
TI)-5-2FW-L3 44+ H I TV - (LA&WQIN) DA/ :
R REmE
'"H-NMR (& ppm in CDC £ s)
7.88-8. 08 (1H, m), 7.05-7.75(7H,m), 5. 04(2H,s), 2.80-2. 90(2H, m),
2.55-2. 7220, m), 1.48-1.72(2H m), 1.20-1. 40(5H, m), 0.90(3H, t)
MEHE—-1IKEB4 V34V ) VBEE (BA/A-117) DARK
SERBI 4 T
Y2 uTaENWANWEZNT I )--AFIWAVETFH Y ~WRT-TF
WT 2 -5-AFWAVZFHY —ERKE L. 6 — 3 ERBRORIGICH
L. B—H5me LTQ8) & Q19 2Bk,
(1) >ruoFabnhwE=)vs 3 )-b-2AF-2-[2 -(H-F + 5V —I-5
“AWNET 2 ZW=4=-A WIAF WA I FF4Y Y 2 (bA¥(278)) DAL :
R BB
"H-NMR (& ppm in CDC£ 5)
8.04(1H, d), 7.02-7.79(8H, m), 5.05(2H,s), 2.41(3H,s),
1.79-1. 83 (1H,m), 1.07-1. 13 (2H, m), 0. 84-0. 88 (2H, m)
@) 3F-TFUINAZII-5-AFW-2-[2-(IH-F F SV —N-5-4 W)ET 2 =)
~4-AWIAFWA VT YY) Y ({LEWQ2T9)) D&/ :
R IR AP
"H-NMR (& ppm in CDCZ s)
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7.89(1H, d), 7.02-7. 48(8H, m), 4.92(2H,s), 2.37(2H t), 2.29(3H,s),
1.62-1. T0(2H, m), 0. 89 (3H, t)
EHep 4 8
EHPI 1 SRTF2 0 2ERRIC L TLAY (280) & (281) &R L7,
1) cis-3-[[5-TFW-3-[2 -(IH-F } TV —W-5-4 W) E T = =o-4-4 V]
AFW-1,3J4-FTVTV Y V-2-4 U FV]IT I AIWE=I]-5-7 WHKIWR Y
“-HWR VBRI 2T (LEY(280)]) D&/ :
#R RERE
"H-NMR (& ppm in CDC £ s)
8. 14 (14, dd), 7.15-7.65(120,m), 6.23(2H s), 5.38(2H, s), 4.88(2H, dd),
3.62-3. 67(1H,m), 3.39-3.43(1H,m), 2.81(2H,q), 1.39-1 51(2H, m),
1. 30 (3H, t)
@) cis-3-[[5-zFI-3-[2 -(H-F + 5V —W-5-4 W) E T = =)v-4-4 )]
AFW-LIFTITYYV-2-A UV FV]IT I ANWE=W]-5-7 wkvx v
-2-A KRB L&Y (28] D&/ :
27N RERK
'H-NMR (0 ppm in DMSO-ds)
7.51-7.68 (4H,m), 7.30(2H d), 7.10(2H,d), 6.34(1H m), 6.10(1H, m),
5. 48(2H, s), 2.70-3.20(4H, m), 2.88(2H,q), 1. 15-1 57(2H, m),
. 1. 24 (3H, t)
EX EOR Ak
AP () RUEDER, BOBT vV 7y VIIEHRIEAEF L.
BIEE., MRER, REPSOBESREEOPHRURERE LTHRATH
Bo
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#RkO®EH
1. &O—g(D)

A—cug—@—@ M

B
(= X ==y

E il
(b, ARE R\N)\T] Xi R\T*\N/Z

(2T, R'BARERF. BRTIVFNE, Y7 oERTIVFIVE, BRES

HLTOTHIWN T 2 =B, BEREEFLTOTHLINT S+ IVE, BRE
ZALTOTHINVT VIEXRT I/ BEELRL. XIIBRRF. hERF
XiE=CH—%RL. YREFRFXRE=CR*—%FRL. ZRBERTF. %

RFXRE=CR°—%RL (BEL. YRUZIZIFEHIC~ATFoJFTIREV) . R?
RURREVICHY LTKRRF. NoFr VRF. BREFELTOTHLD

BRTIVFIVE, BEINTOTHIIOANNEF Y E, v 7 oiERTIVFVE,
BTV =B, BRTIVIFVILE, BRTIVFVFIERT ) - VvEE
ATHXEBRA RRU o EBETIRERFLIACERELELTOTD
LNV EYREBRLTHL) ZRL. BRYT/ &, REIhTHOTHSL
WHIWEF Y IVEXRBREINTOTHINT F 5V —w-5-4 WEERL.

TRDLINOET 2 =2 9 YEEEXIZZ DHE,

2. BREIGZWOE 7 2 =049 VBERX R ZOELEYRDY & LTEET
HIERERERREH,

8. BREIEBOET7 =08 VEBERRIZOEAEHNRSE LTEET
A MEERE T #lo

4, BRFEIZBWOE 7 = =i 7 YBEENRZOEOEZEE U TOMER,
0. BREIGEWOE 7 z =24 VEEKR I Z DEDREBRRRERREHN &
L TOfEH,
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6. FKRE1EROL 7z =2 4 YERERILEOEOMERTHE LTOME

Ho
7. BREFEITZROE 7 = =24 VHEERXIZOHEOEHBRAERETEE

e T O BREREBROBEG R,
8. BEEREBRNEMESE THAHEKE 1 LROBELH.
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