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ua
LRA
- No.

e
Na.

NMR (pou)
HiE: NBEERER
=R E-E9PIX.

IR(ca™")

R (C)

J18(3H,t) 1.52(38,%
0~2.2(24,2) 2.32(34,s)

Jcoq, 2360
16835

l
2
1 1 2.35(45,t) 3.73(24,%) 1135,1325 146.0~-150.7
4.06(3H,s) 4.23(2,q) 1180Q,1395
7.45(E,s) T.48(%,d)
7.%6{%,d)
1UU8(3E,8)  L.E2(GE %) 3000,2970
2 2 2,0~2.2(25,3) 2.43{3%,s)| ig7
2.73(7",s)  3.35(4%,%) 1130,1323 153.8~1382.1
1,73008 4) 4.C2{3%,3) 1130,13%%
4.23(24,3)
i

J08(H,s) T.47Es)

1.5:(28,8) 2.38(3E,3)

2.4702E,s) .3T(CE, s

2.34044,8)  $.02(2E,s)

4.20(24,q) T.023(E,s)
7

7.40(24,d)
7.91(2H,4)

J52(%E,s)

288G,2840
1838

1120,1310
1180, 1390

BERRYR
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83 ta% NMR (ppa)
| =y | No AHF: EPEPEE IRGa™ )| pa o)
No =N B=gP4

1.52(30, £),2.52(38. ) 2950
3.3-3.4¢40, =) 1680

4 4 3.85C3M.5).4.07, (3, s} 1320 -—-
4.23(2H.q). 7.42(1lL. s) 1196
T.46(C1H. &), 7.95(1, d)
1)52C30. ¢), 1.68¢30. &) 2980
2.352Q3K. 87, 2.2-3. 5040 ) 1570

3 3 3.79C2M. 90, 4. 87(3. ) 1320 ---
4.25(C20. 92, T-44( 1K, s 1190
T.46C10. ). 7. 9410 &)
1.02¢34, ) 1.31Q30. &) 2950
1.5-2.2¢40.a), 2. 52(31H 5) 1680

§ 6 3.2-3.53. (41,22, 2.6-2.9(4. m) | 1320 151.9~
4.05C3 82, 4.23021. @) 1130 133.3
7.43C1IL s) T.45C1H, d)
7.95C14, &
0.39C30, w2, 1. I-1.7¢120, 2) 2840
2.52¢3H, 52, 3. 3-3.5(4il. o) 1580

7 7 3.6-3.9028,3), 4. 07C2, $) 1329 -
4.23(2H.q), 7. 44(11. ) 1120
T.46CIM 4, T7.96C10. &)

23
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| 34 {Ltan NMR (ppa)
LN | No AR MPEPZR I RCGaH) | &gy
N o EH: REEPBR
1. 49C30, t), 2. 47¢3M. s) 2950
2.49(31, 5, 3.3-3.5(4, ) 1630
8 8 | 4.05¢30.8),4.17(20. Q) 1320 HER
7.35(14,5). 7. 4-8. 0(50. @) 1130
1.50¢38. ©), 2.0-2. ¢(3¢. 2) 2970
3.2-3. 4040, 2). 4. 03¢0 5) 1630
4.19¢20, 92, 7. 2-3. 0{T1. 2) 1220 ---
) g | ' 1140
1.58C3H, t). 2. 4438, s 2970
3.3-3.5048,2), 4. 37¢38, 5D 1350
4.28(28,9). 7 33035, &) 1320
10 10§ 7.29C1%. 80, TLS00E. &) 1130 1S7(&8)
8.40C40. ABq)
150C3M0. t), 250021 5) 2939
- 3.2-2. 440,33, 3.20(34, 5) 1550
11 L1 | 4.03¢34,s),4.19¢28, Q) 1320 R
7.02(24,4). 7. 21 (i, 4) 1120
7.54C18,5), 7.37(1H, &)
7.90(28. d)

29
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Mg it & NMR (ppa)
XZHEHA | No iF: MELP L IRCea )| & (T
No = B=EZP%
1.32C3H. £, 1. 61C6I, d) 2080
2.43€30. 5), 2. T2(34. 5) 1670
12 12 |3.3-3.5C40.2).4.02¢38. s) 1320 130. 4~
4.22¢2H. q), 7. 19¢10. §) 1130 182.2
1.50C11L 8)
LO1C3N, £, 1. & 1. 7(5H. 3) 2950
[.8-2.3C20, 2). 2. 43¢0, 5) 1650
13 13 | 272024 ), 2.2-3. 5044, 3) 2 {71 T~
3.3-3.9¢24. 2). 4. 02(21. 5) 1120 175.3
4.22¢2%. Q). 7. 18C1IL 5)
7.48C1HL 8D
L51¢30. 1), 2,392 §) 2050
2.53(21. $). 3. 2-3. 4C4iL ) 1550
L4 14 | 401030, ), 4. 19¢2M. @) 1310 -
T.04C1H. 5). 7.53C1N. 5) 1129
7.5-8.2¢50. 3)
L. 33C3H, 1), 2. 37C26. 5) 2950
2.53(30. 5),3.2-3. 5C4H. 2) 1670
15 15 | 4.02030.8), 4. 2420, q) 1320 - -
7.04C1H, 5), 7. 5018, 8) 1140
7.50€21, d), 3. 01(28. d)
1. 34C3E, £), 2,39C30, 8) 2930
2.69(3H.5),3.3-3.5C4H. 2) 1670
18 16 | 4.02¢34. ). 4. 24(2H, q) 1310 ---
7.06C 18, 5), 7. 2-7. 4(24. 8) 1130
7.52C 11 5. 8. 0-8. 2¢21, 2)
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HE it NMR (ppa)
xEM | N miE: EREREE I RCeat)| 85 (T)
No B B={8K
1.54¢30, £, 23830, s 2950 _
2. 53¢l $). 3. 2-3. 3C4lL 3) 1570 139. 2~
17 17 | 4.02¢38. ). 4.26(2%. Q) 1220 191. 4
7.07¢14.2), 7.2-T. 5C:4. 3) (140 '
7.40(10. 8. 1. §-3. 128, )
1. 09C3H, t). 1. 7-2.1¢2, =) 2970
2.03¢3M. 5). 2. 42(31. 5) 50
18 18 la2.72¢am ). 3. 1-2. 4CEi 2D -—-
3. 3130 5). 4. 02¢20. 5)
7.15C10. 8)
2.24C31. ), 2. 4558 5D 2959
2.81¢3H. s). 3.3-3, 3C4l, 3) L 1559
19 18 | 3.85¢38. ). 4.02(24. 8) 1320 ---
7.02C18.§). 7.25(20. 4} 1120
1.82020. &)

[Py
-
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H2 |rew NMR (ppa)
LA | No AR NPEPER [RGal)| & (T)
No = =B8R
1.45(30, ), 2. 31€3M. ) 2950
2.50¢21. 57, 3. 2<3. 441 2) 1790
20 2 0 |4.02¢20 q).4.05C30,s) 1650 -——-
7.42C10. 4), 7.57¢ 10, s) 1320
7.92¢10.d) 1120,
[.23(34. £), 1. 45C20, t) 2960
2.50(3M. s),2.39¢21, Q) 1300
21 21 | 3.3-2.5040.3), 4. 01C20, q2 1670 -
4.05¢20L 8. T 40CLR. D) 1329
7.53C1H. s), 7. 93¢ &) 1130
1.03¢30: 0. 1. 43¢5 0 2970
1.§-2. 0¢2H, 2), 2.50¢2M. 5) 1300
22 22 | 2.54C20.°8), 3. 3-3.5040, 2) 1670 -—
4.0202%, q). 4. 07(34. s) 1330
7. 410U 4, 7. 48C1IL 8) 1130
7.98C1H, d)
0.97C2. £), 1. 11, 9¢41l. a) 2850
[.43(34. £),2.50€3M. ) 1300
2 3 23 | 2.58¢20, £),3.2-3.5C4H. @) 1560 - -
4.02¢24, ). 4. 0734, 8) 1320
7.41¢14, d), 7.57C1H. §) 1130
7.93C1H, d)
0.90(3K. ). 1. 1-2. 0¢8I 2)
1.43C34, ), 2.49(30, 5)
2 4 2 4 | 2.97C2H,t).3.2-3.5C48,a) | -------- -—-
4.02(20.q), 4. 06C31. &)
7.41C16. 4),7.56C1. §)
7.94( 18, 5)

L
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06L1 (S'NEX0P "¢ " (u'1g)0"¢-G"1
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o §ed £ & NMR (ppm)
ZHM | N o ik MRERRE I R¢a™ b | £5 (o)
No R BTSRK
[.31C30. £, 2. 41€3l, s) 2950
3.2-3. 4(4H, 37, 4. 02(30, s 1710
28 26 4.23¢2U0.g).6.19(C2H, s) 1650 - -
T.19¢i0. s). T7.3-8. t(TH. 22 13290
1120
1o47¢a30, £),2.22030. 5) 24839
) 2.48¢310,5),23.3-3.5¢4l.2) 1740
27 27 §.05¢30.s), 4. 19C2H. Q) 1639 - -
S.44C28, ). 7. 13CLHL 8) 1220
To39CIH, ), 7. 34CHH. ) {110
1.53¢35. 1), 2. 32(30, 5)
2.T0C3H. 8),3.2-3. 404l =)
28 |28 |4.00020 ). 430020 Q) - -
§.13C24. 50, 7. 10CLH. §)
7.2-3. 06, 2)
1. 25C3M, £),2. 45(38. 8) 2950
2.71¢34, 50, 3. 2-3. 4C4lL, 2) 1650 78. 5~
29 29 3.92¢24,q).4.02(34. s 1310 179.2
5,56¢24.8), 7. 14¢C1IL s2 1130
7.28C1N0, ), 7.33¢5H0. 8}
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WaE | €W NMR (psa)
x3H | No M NEZEEE 18 (a3’ g& (T)
No wA REHEE
1.18(3H L 1. 34(“1.0 1.52(3H, 1) 2950
30 |30 3.--3.5(4!'{.3),3.8-3.9(21-!.:) 170
4,22(24,q),4.30(20,q), 7. 48 (X, 8)
7.71(2H. dd)
L 1.33(3H, T, 13003, 1,2 13 (H, 8) 2959
31 |31 [3.2-3.5(a4,3), 8 17024, ) 1570 _—
£.99(28,0).7. 330K, ), 7. 57(6H, dd) 172
13334, t), 143034, 00, 1.3-2. 2011, a) | 3000
32 |32 |2.48(3H.5),3.2-3.5(44,3) 1719 _——
£01(28, 0),4.27(24.2), 7. 50( 14, 5) 1640
7.85(24, ¢d) 1120
1.32(3H, €),1.52038, 1), 2. 41(3H, 5 3000
33 |33 |[3.2-3.5(48.2),4.27(24, @) 1800 -
4.28(2K,0),5.20(24.5), 7. 2-8. 1(81,3) | 1680
1130

[ )
N




[ ZELHMAASY (X)) TR
[ e sEREH 51)

fERRBES (Xy) , A4 PEE-5-F&E-6- (1-
ZH-5-BEMME-4-F) RERER-L1- 28 LY B
0.40 g (1.1 mmol) BHE T _HFHK 4 ml 7+, IMAEABH =&
0.22 g ( 2.2 mmol) FI X &E pH ( XI) M ZEEE 0.17g (2.2
mmol) , FHBTFRRS/M. [@EEFHARMKRAKE
¥ FERZEER ATKRBRATREILE. WETHEERE
s, ZHBEOBRY AR ERE (WaKo Gel C- 300 S48/ MR
ZAg=1:2) ¥H, FBAEX (X)) S B El 4- BHE
E-S5-FrE-6- (1-CFE-5- TEREEM - 4 - EF) REG
mE-1,1- &Y ({49 No.51) 033 g (L T3% ). i
B (Xy) . RREEF () s E N (X)) QEMR,
R T & 18 H.

[ i LA 52~ 58]

(5 18 R0 19 o 5T M0 BT BUR AV B SEHE B 51 R A
EERRF (1) §ZEER, TMEENERES (Xy) , HERXR
18 132 19 BRRMEBER, Btz BITHERNEEE, &R
TF = 18 3 19 MM No.52 - 58.
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{ BECHH 59

EARBERE (Xy) EA4-FEE-5-F%X-6- (1-2
E-5-BEME-4-F) ZEROK- 1,1- Z8EY, %K 04
g (1.10 mmol) HETTE 10m! &, MAENFRRRF (X1) &
B PTE 0.15g ( 1.10 mmol) 1 #5 3 3 9 5% B & 0.30 g ( 2.20
mmol) MHAEF 3 /e, BREBMAKS, FAERZEER.
TEEFIE HEIKHEBRATRES, TRETHEEREEN, H
e @kt (WaKo Gel C-300; Cht/ BEBZAE=1:2) HHHE
WRY. RBEX (X)) FRSHEREEY 4- BEE-5- F
HE-6- (5-CHRFERE-1-ZEMW-4-K) REGAH -
L1- 84y ({b&8Y No.59) 0.29g (W 63% ) . EBBRES
(X)) . BMEER (X)) WEBRMBE MY (X)) HER, &
RT3 20 5,
[ #&XREH 60 - 61 |

RART 3R 20 69 RORE 55008 40 s 0B 8 59 ok A B i35
(XI) RAE, EAR0FARVERRS, BRHEZH, #H1TH
BEIR¥R{E, RIGR T 20 894L-E&% No.60 - 61.
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( SESTREM 62 ]

ENREEN (Xy), BEHI- PEE-5-FFK-6- (1-
LE-S-ZEMW-4-F) REREK-1,1- —Eky, #1
0.4g (1.10 mmol) FRETHRE Sml &, MAENEMEAR (1)
BFEHR021g (1.2l mmol) MENBA KB 0.15g ( 1.10
mmol) , MMFFREW 3 /M. MEEEMAKS, FEBZE
H. 4WEANE, AXKRRBRHBTES TRETRAERE=HR
7, RAAA#E (WaKo Gel C-300; 4/ BEERZAE=2:3) &
#ATRMRY. RBEX (X)) FESHERTP4- BEE-5
-HE-6- (5-FHEE-1-ZEMm-4-F) BERER -
L1- Z 84y (89 No.62) 037g ( rZK74% ) . BEEH

(XIy) . REEF (X)) HEHMENTY (X)) W50, K
AT & 21 P,

b3
-~

13+

1

“fg‘ﬁm ﬁ(‘fjm- RABR (. ) |Iergmamsy (0 ﬁ:
{t3%HNo, 6 2
o CH CCH, O CHy OCH,
§ 2 PRGH, 8 N‘; ’IK L;\ N7 il | : ' 74
( CH 8z (N’\oc:-{z?n a’
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( HELMHA 63 ]

HNEBES (Xy), BA4- FRE-5-FE-6- (1-
ZE-S- BEME-4- ) REAAR- 1,1 - 8Ly, HHE
0.4g (1.10 mmol) ARET_HFL 6 ml . &EH, WAFT 4ml
7K o B 4E AR B4 0.30 g ( 2.20 mmol) , B0 AERR B
FOOXI) XA EFFERR 029g (1.30 mmol) HIFE=ZZER
{645 0.05g (0.2 mmol) . EHEFEBTRE 2 /MG, FinRE
%2 /e, KERHE, ABE_FPRE BIKHREBRHATRER.
FRETHEREER, ARAFEHENFAMRY. REBEAX
(X1) S RSHENFED - FEE-5-BXE-6- (1-ZE-5
- (p- WEFERBE) HEqm - 4- ) REFMEB - 1,1 -
ALY (L& ¥Nol13) 0.42g (UK ET70% ) . BEHEN
(Xly) . EREF () MEHAMENFY (X)) MEH. |3
RTR22 P
( B XRH 64~ 651

ERAS 2 PR EM RS BEEESN 63 + AERME
F QD) GHRTREERER, R, BATHRIMRE, RER
T 22 #946-54Y No.64 ~ 65.
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RElEH S1- 65 KBAELAY No.51- 65 ) NMR il IR
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i
)
w

A ] NMR (ppm) [R (em="
No. AR WRERER K3 ¢ B
BA: R=FBIK
14320, J2T, 30202, 26310, 5)- 2979
2.33(3%.5)2. {-2.9¢24. 2) 1310
5 1 3.1-3. 4014, 3)3. 48¢30. 5) 1670
J 3.§-3.3C1 2)4. 02¢21. q. J=7. 3Uz) 1300
4,53C10, €. =2, 90Z)T. 45C 1. 4. J=8. [z2) 1140
7.59C10.8)T.39¢C . 4, Ta8, [U2)
[.21C3H, 231, 44€30. 2. J=7. Juz) 2960
2, 23(30. 02,5420, 3) 1300
2..4-2.9¢24, 333, 1-3. {C1H, 3} 1572
32 1L4T¢3, 803, 5-3. 3050 ) 1i00
4.32€¢08, 9,227, 20204, 53¢, 3 1140
T.4S5C1E. 4, Led. 202) T, 8510, 5)
7.37¢10, 4. 1=3, 212)
0. 96C3M. X1, 43¢3M, 2. 52T, 202D 2673
. 3-1.3C40,2)2.23¢30, 3) 1309
2,501¢2%, 8, 2T, 50202, 3-2. 3C21. a) 1579
53 3.00-3, 2000, 302, 47030, 5) 1200
3.5-3,3CI0. 204, 01¢2¢%, q. Js7. 202) 1140
£.52010, 8, a2, 2T 4SCI, 4L J 23, 202
7.58C1. 5)T. 8TCLE. 4. [ 28, 242)
0.90C3%. )1.43¢30. ¢, J27.302) 2959
L. 2-1.3¢3K, 302, 33¢5ML 8 1390
2.31C20. 8, J=T.6112)2.5-2.9C21, 2) 1650
34 .1-3.4010,3) 34T (20 9) 3.6-3.3C1IL 2) 1300
{.00C210, q. 52T, 32)4. 52C10, €. 122, 9llz) TELN
7.45C10. 4, 128, 3U2)7.57C1IN, 5)
7.87CIN, &, J=8. 312)
1.43¢3n. e, 2=7. 20202, 31¢20, 5) 2959
2.4-2.3¢24,2)3.9-3.2C11, 3) 1799
3. 44€30, 3. 5-3.7C 14, ) 1570
55 4.09(28.q, J=T. 54224, 43C1I0, ¢, J=2. 96lz) 1309
7.3-7.9¢50. 3) - 1140

44




=24

A

NMR (ppm) IR (em™")
N o. Ais MPERER K3 ¢ &S
o B=MRR
1. 420234, t. 1=7.3i2)1.3-2.9CL 08, a) 2970
2.33(¢3H, 8)2.3-2.3¢34. ) 1300
3.1-3. 3010, 3)3. 47¢34. 5) 1674
56 3.6-3.8(13.2)3.99(28, q, I27. 382) 1200
4.52C1H, 5. F=2. 90237, 44C1u, 4, 3=8. 202) 1140
T.61C10, s)T.36C3H, 4, 1=3.212)
1. 43¢ 3. £)2.25¢3t, 5) 2350
2.3-7.7021,3)2.83C3U, 5} 1730
3.1-3.3¢10, 303, 4330, 8 1589
57 1. 4-3. 700, ) 4L 10CsE. 1293
1.40C03, 337, 2-7. 3 (88, 3 1123
1.2-2. 00000, 31,4230, 7. 1=7. 242 7939
2,27C30, 502, 3-2.3C2L ) 1399
2.73430, 803, 1-3.3( 0. 3 1579
58 3, 45030, 803, 7.3, 3CiH. 2 1300
3.33¢20.q. a7, 4L 43I ) 1140
7,180, 837, 88014, 5)
1. 45¢31, 2. 127, 38202, 30431, §) 2854
2,443, 8)2.5-2.3(24. 2) 1753
- 1.1-3.3C14, 233, 47030, 8 1550
39 2.6-3.7C1H. 24, 17C24, 2. 0-7.3002) 1228
403000, €25, 41C2, 827, 15C 1. 8) 1140
7. 42018, 4, =8, 282)7.35¢ 4.4, ]=3. 2z
1,320, 2. J=T. 20202, 27034 5) 29359
2.5-2.3¢21,2)3.1-3. 3L 3) 1724
3.45(30,5)3.5-23.7Ci4, 3) 1652
6§ 0 4.29¢24, q, J=7.302)4. 49C10, D) 1300
§. 17(2H.5)7.2-3.0¢31, 2) 1140




. B-3.8(301, 2)4.22(¢20, q, 1=7. 20z)
LS4CHL ) 7 s-T.6(2U. )

ey NMR (ppm) IR (em™")
‘N o. A NPEPES K3 r KN
B REEDE
1.52¢34. £)2.22¢38. s) 2950
2.3-2.6¢2H.2)2.70C30. §) 1710
3.1-3,3C10, 3)3. 43C3H. s) 1650
6 1 3.8-3.9C1H, 3)4,30¢24, 2) {290
445010, £36. 1324, 8) 1130
7. 1-8.0¢71. 2)
1.25¢30, . =7, 34232, 33C3H. 5) 2960
2.5-2.8(2H.a)3. t-3.4C! a) L6560
3. 49C30. 803, §-3.3C 110, 2) L300
52 3.92¢20.q, 127, M2 SLCIE, O (110
5.33¢20,8)7.2-7.3C 10, 3)
7.3-7.5(84.2)T. 38C1H. 4, T=3. 212)
1.50C3N, 5, J=7. 20222, 313, 52 29383
2.5-2.3¢20. )2, 1-3. 410, 3) 1370
3.49¢30,.$)3.5-3.3C1H. ) 1530
6 3 4.28¢20, q, =7, 324 S1CL e, 2T, 202 154
405101, ot Je2 )T 38 CIH. 4, T8, 212D 13080
7.55CH0, €37, T8CIN. 4. F=3. 202) ‘ 1140
3.20¢28. 4, J29. 3423, 45C20. d. J =9, 3tz) 870
LS1C3H, t. $21.242)2.386C3, 5) 2960
2.8-2.3024, 2)3. 1-2. 410, a) 1570
1. 43¢2M, $)3.5-3. 8¢ 11, ) 1300
5 4 3.88¢3H. $)4. 17¢28, 5, 1=T. 32) 1140
$.54C18, ¢, 122, TH2)T7. 0321, d, 123, 3ilz)
T.34C10,d, 1+3, 4023 7. 55C10. 5)
7.79C 1M, 4. J=8. 442)7.33C21, 4. J=9. 3Hz)
0.3-1.G¢30, ). 2-3.8¢10Qt, a) 295¢
1.S1¢a. ¢, J=7. 3022, 1-2.2¢2. 3) 1679
- = 2.37¢38, 52 §-2.9¢20, 2) 1300
° 3 1.1-3.3C10, 2)3. 48C3M, 5) 1140
3
4
7

B9 (1.4, J=3. 4lz)

4




[ BREFRI KRS ]
- (1) A (1) stk S PeBRFR A LA

WHEHERS (B Y—2340)9TERSG. REFEN
BRERRER (FWE: 3A4~NLyr 2, HBEZFT X (B) H) LS
ERAUREETHAABTHEEEEN (& YA KA
800A, FEIMLBI X () #) 1.5 ERAHSRBES, KBK
&7 A,
 BEZEKARAHAGVERNE LRMELBEABRBAR
(1) BERHAEESY (LE4W1-33) 0 ERHB (BXTHR
5, SUEATRIEEY A. B. C ({&9PA: BFF2-113 5
ARFEIEEY No.35; {LaHB: $HFFH 63 - 122672 SRS H
k&% No.1; {L&%C: PCT/IP93/00274 S8 (WO 93/18031
S8 PHEY No.66) 10 ERE) HOKRBRES, HRE

% B,
' C0:zCHs3
O | (A)
OH SQ2CHz
CZH:

0 G
r—\/ﬁ (8)
N~ /L l\/\SOz(ZH:’,

\ OH
C2Hs



N (C)

0 S
\L|I Oz
C2Hs

01— O )—c

(2) £l (FKLWAEBHE)
FkHE T2 1715500 ATMBHZ D, B8, LTEMNH
THORBHTRE, FHBHE 2 oHKKRE.
KE, EREEFN, BLER (1) dPEBHREFBRREYS
HE—ERKKE L, NkdBZE, HEETRIAMSSEHEK.
FROBLE 20 BZEHREAMRIKEBEF, HEER
T&Z26~29. NTiLH, HRUE 10 ATHNFRRSBREFR.
mE, KEGENRENRSNENERNTEREZTNT.
tit, BREESKRA4BHL - (4BERRER/ REBXBE
) %100,
BREMR REESREEEL (%)
0 81~ 100
1 61~ 80

-2

41~ 60
21-~-40
1~-20

W e W

0

48



KBHE REESRAERIE (%)

0 100
1 95~99
2 90 ~ 94
3 80 ~ 89
1 0~179

49



®26

REM | REMN AR BREXR
FEA | AERRS B . KBEE
Yo. (/10 248 = PHE
1 {E24o. 1 3 5 5 0
2 fatmo. 1 1 5 5 0
3 (b &%¥o.2 3 g 5 0
4 {6 &40.2 1 5 5 0
5 {E&%io.3 3 ] 3 Q
6 ft24o.3 t 5 5 0
10 {ea4lo. ¢ 3 3 5 0
11 fe 2o, ¢ d 5 5 0
12 (e2o.3 3 5 3 0
13 {t2%mM0.5 1 5 5 0
14 {2 %o.5 3 5 5 0
15 {ezNo.5 1 5 5 0
186 {b.é"mlic.’( 3 3 o 0
17 £ 2407 i 5 5 0
18 {6&4N0. 8 3 5 5 0
19 {b&4¥0.8 1 5 5 0

iy
(=t}




#27
REM | REMS | AR RERE
mEm | ERR && ABEE

Yo. (10 A8 r | 2wz
20 | esmes 3 5 5 0
21 | faatmo.g . 5 5 0
22 | fe2umo.10 3 5 5 0
23 {E&%Ne. 10 i s s 0
24 2o, il 3 3 s 0
25 | feaume.il : : 5 0
15 | feasme. 2 3 : 3 0
27 | fe2tmve.12 ! 5 5 3
23 {t2%ilo. 13 3 5 3 Q
29 | {bamve.13 ' 3 4 0
30 | {baumve.s 3 5 s ¢

31| feadme.Ls { 4 3 g
32 | {eame.ls 3 5 5 o
33 {E&%No. 15 1 3 3 0
34 {E&%No. 16 3 3 3 0
35 | {Lame.i6 1 5 5 0

o




z28

BREM | BREMM AR5 REZS

LHM | AR F23 ) KEBHE
o. (@10 4F) & B
36 | {bamo.17 3 5 5 0
37 | {Rme.1T 1 2 2 0
38 | {bawmo.1s 3 5 5 0

39 | feduNe.18 1 5 3 0

49 | te=me.ls 3 5 5 3
41 | fe2uo.19 1 5 3 0
42 | {£2%iN.20 3 5 5 ¢
43 | feate.20 1 4 5 0
44 | fezmo.2t 3 5 5 0
45 | {o2umo.2l : 5 5 0
46 | {Laomo.22 3 5 5 0
47 | fbamne.22 ! 5 5 0
48 | {eame.23 3 5 5 0
49 | fb2wie.23 ! 5 5 o
50 | {ba%me.24 3 5 5 0
51 | {ba%e.24 1 4 5 0




®=29

REM | mEMS - TR ¥4
oy g AR RS HE *BEHX
Yo. (g/10 228) » &5
52 {E&%140. 25 3 3 5 aQ
53 {E24No.25 1 2 3 0
54 {t&¥Hoe.26 3 3 g o]
53 {E24mo.26 L 5 5 0
38 {t&tNa.27 3 5 5 0
57 {E24mo.27 1 5 5 0
53 {E&%o.28 3 3 5 a
59 {E&9e. 28 l 3 3 C
80 {b&¥r¥e. 29 3 5 3 0
81 {t &4mio. 29 1 3 5 0
87 {E210.30 1 4 5 0
88 {b&%a. 31 1 3 3 0
"8¢ {E&%Ne.32 1 5 5 0
90 {E2%mo. 23 1 5 5 0
AL E&omA 3 4 4 4
- &35 ) E&%1A 1 1 0 0
HE 53 fta@mC 3 5 3 4
wRA4 | {cEWC 1 2 3 0

N
[ 99 ]




(3) &% (B RERR)

EEETEMH LA 1/5000 2AHEEATTBHFITE. &,
HRE, TFE, WK ANTSRERTUREX, EIRLBR,
BER (1) PHRBN—EENHREFNBRZT RS, JIUFETL
WMEE. HE5 EREASYT, TAEESE 20 BHERERRM
EHBE., FRTTER 30 M3

MTFEHE, HEUSAFHNERRAERER. WE, EIXRHF
ﬂ%ﬁﬂ%ﬁﬂ%ﬂ%ﬁﬁiiﬁfﬁﬁﬁ?

Hit, BEESRLE#E -~ (ABERREE/ REBRRE
&) *100.

PRE R REAFESARMEEL (%)

0 81~ 100
I 61 - 80

tJ

41 - 60
21~ 40

L ¥V

1~-20
5 0

ERBE REESREEBRE (%)
0 100
1 95~ 99

19

90 ~ 94
80~ 89

o W

0-79

54



®3 0_
BREN |BERN [WREAN  mxee
THEM | Amms | BR EXEBE

Yo. (g2 | &% | B | BRE |SHEERKTEAET

7 | kamMe.l | 00 5 | s 5 s | 35| s 0

8 | fea%ma.2 | 100 5 | s 5 s5{s| 3 0

g | wawme.3 | 00 5 | s 5 55| s 0
62 | dt2mMo.d | 100 [.5 | 3 5 515 | s 0
§3 | fb&%Mes | 100 5 1s 4 s {351 5 0
54 | bzme.s 100 5 5 3 3 i 3 3 0
55 | amve.7 | 100 5 | s 5 |l s | s 0
65 | mammes | . 100 5 | s 5 {35 | s 0
87 | k=we3 | 100 4 |3 5 5135 3 0
68 | feammo.la| 100 s |3 5 5015| 3 0
53 | fawmvo.ll| 100 5 |3 5 505 ]| s 0
70 | amve.12| 100 5 | s 5 s 15| s 0
71 | &%l 100 5 | s 5 5|5 | s 0
72 | {ta®io.l4| 100 5 | s 5 515 ]| 3 0
73 | fe@m@de.lS| 100 4 |4 3 s 15| 3 0
74 | {e&¥Mo.16| 100 5 | s 5 515 s 0

n
ln




AW | REMM [ANRSH MRS .-
KEN | ARAST B , EHAF
Yo. (giil) | 2 | B | HRE |SF (AR ORS
75 | {E&omo.1T| 100 5 5 4 s | s 5 0
76 | {b&¥Ne.l8] 100 5 5 5 s | s 5 0
77 | {b&4me.19) 100 5 5 3 515 5 0
78 {2420 100 5 5 3 5| s ] 0
79 {G&9mMa.2l| 100 5 3 5 5| s 5 0
80 feamno.22| 100 5 5 5 s {5 | 5 0
8t {t2%Me.23| 100 3 5 3 3|3 3 0
82 fk2%Me.24| 100 3 3 3 3| 3 3 0
83 fL2ymo.25| 100 3 5 5 5|3 5 0
84 {b=5ma.26| 100 5 5 3 3|3 5 0
85 fe2tme.27| 100 3 3 1 5153 3 0
88 {tam¥e.28| 100 5 5 S 5| 5 5 0
87 (Ea9me.29| 100 5 5 5 512 5 0
91 {t&4mMo.30 100 5 5 4 51 4 3 0
92 {La%me.3L| 100 5 5 3 315 5 0
g3 (t&%e.32| 100 4 5 1 2 | 5 5 0
94 | {oetme.33) 100 5 3 3 5 | 4 5 0
HEms | (EEmA 100 1 2 4 1 S 3 v
wese. | (t&wB 300 1 1 1 210 0 0

n

(=0}




ME26-31 B, AKX (1) RROERAMBITENY
REF, ASRKEMEXRTREHF, TUAREHRREBH
7K R B,

(11) FARX (X)) spefh 4R ER M I &

HEEES (B&: Y—2353410) 9TERE. BEISEFR
REERR (BE: 34~Lo22, #HE7F7X (B #) L5
EEAUERFR THANARTRHEEESEN (F8: yAH—A
800A, MALEBI R () #) 1.5 ERHHIHERIES, /LK
& FAEE,

BZEKEFEZOTREHLS RN ELHADEBHR
(X1) ERAEZRALEED 10 EEG (REAA LS, GHT
RIESY (C) 1D ERHR) JORRES, £ IIIHBEREGH.

1 4 Bk BUR L B BT 94L& 9 (C) 4 PCT/JP93/00274 &
WA (WO 93/13031 S 4H) FHLEY No.66, TEFUTE
.

| (C)

(12) FREREBHE

HKE L HEA 1/15500 2EARHET, BE. ST ENR
FHOMBERTRE, FBMHE 2.5 vhHIAKE.

HE, HEEEFR, HLER (11) SREBHORAFRERY

57



SE—ERAKE L, MitAEZE H#EXETEEAFEER
K.

HEBGWAE 20 AZEMBRERRRMKBHEE, HERT
FT#H32 MTFEA HERUSIOLAHEFHNEZIRIBERS. ™
B, REXRMAKBEESHEMEXNTER, RTWT.

BRERR BREESRATEFEE (%)
0 81~ 100
1 61 - 80
2 41~ 60
3 21~ 40
4 1-20
5 0
KEHF BREESRLEBHELL (%)
0 100
1 95~ 99
2 90 - 94
3 80 ~ 89
4 0~79

M, BEESRLOE#RE - (LABRXBREE/ REBRARE
EE) x 100,

58



= 32
RIA | pagy, |TRESORR ihdla ABHE
LA No. (g/10a) " FHE
101 | s2 1 5 5 0
102 | 53 3 5 5 0
103 | 54 3 5 5 0
104 | 53 3 5 5 0
105 | 58 3 5 5 0
106 | 57 3 5 5 0
107 | 58 : 5 5 0
108 | 59 3 5 5 0.
EEMLL|  (C) 3 5 | 5 4
1 2 3 0




HERZEE, UR (X)) ERNEXZALCSORSEKES
*HF, TUAREHETL2EE. PR,

HTETFS%, UTREATHER (1) FRARBTEY
RO bA OB B R AL
[ #2289l A

4-BFHEETEE-S-FE-6- (1-ZFE-5-ZHMm-4
-B) RERARK- 1,1 - “E€EAeHHE (SEEY)

(1)5-FE-6-RAEFK-4- F3.0g (12 mmol) F<EHF
ESKiEE 1.9g (23 mmol) EZF10ml. MR I0ml MBS
BA S MAE RSN, BEREREENE, MASHER
50ml, @BELEROEREK, KEETHR KB I-FHEEERE-S
-BE-6-BREFEHE 3.2 (H3R93%) .,

(2) ¥ 1.1 g (46 mmol) 4#°F THF 10 ml #, ERKK
AT WMMZE22g (20mmol) . HEKM 10445 TER
THEMALR (1) PHEBO - PERETHE-5-FE-6-
BN 2.9 (10 mmol) & THF WM. ER 3 NMHERHEE
B, FAsEAE 1 /A, MEERPIA S K FAZRE
W, Hs%pBREKBRRERZEE FAKBBRPHKE. Al
Bz EERSMY, BARMEIKEER ARRATRE RE
BERF, BB 4- PEZVRE-5-PEREE-6-RR1.6¢g
(L HE63% ) ,

(3) ZE100CF, 7E30% T4 fLEK 1.3 g (12 mmol) HER
smih, FL® (2) dHEM - PEETEE-5- FERER
-6~ B 1.0g ( 4.0 mmol) FE R 1/MAL. EENYPRINABERD
B, FRAEIHkZE FARRMTHR HERERA RKE4

60



- FRETHE-S- PERAR-6-RM-1,1- “HEW11g
(7% ) . |

(4) LR (3) PEREBMNI-BEETEE-5- FEHE
W-6-RE-1,1- —84&®H09g(3.2mmol) 51-2ZFE-5-
BN 0.44 g (3.9 mmol) FFETHUKE Smi F, TEERTHA
DCC (R ERL_TEH) 0.81 g (3.9mmol) . FSETHEE2/N
oS, MABRBES 0.74g (5.4mmol) , TOC T HRE8/Net. K
MEREEEREEN, MABERZIET, FASHRRAKERE
R, AERERPMKE, FAHEBRIBER. ARMEHRKEE
5, BRAGERATE. X%H OhExB4-BFEREERERE-5-F
E-6- (1-ZE-5-SEmr-4-F) REREW-1,1- 2
H ik 0.88 g ( WrET2% )

NMR (ppm. B/ T DMSO, Wt HWHEEEK) SR
nTF.

1. 28 (34, &) 2. 38 (3E, s) 3. 1~3. 7 (42 m)
4, 02 (3, s) 3. ¢~4. 2 (2H. m)
7. 3~8. 0 (2H, m) 7. 82 (1H, s)

BELL I, ALWRE—EAENERESF. TUM
B2 B 2 I 15 A9 7K B R 2 2 ) O s 1 AR B T L 2R AT £ 4
BB RS R,
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BoBH OB KW H

0 e NOR!
& |
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O
. OH / S
h ) Oz
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i "—:Aml-"}‘ =3
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pe O
Hal
Xtn” S
(v
(1) Mg
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s

&3

HZNOR" H r XI NGR‘
(V1) S
X?a S
(vi)
X NOR!
HCOC '
sz/@\s
(V)
X! NOR!
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X2m S
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CH: (') CH: NCCHs
3r , 3r |
O HC!| -H:NOCH;s \\g\
S S
CHa ;TIOCI-I:
1y Mg 3¥00C "
(%) CO:

i0s H00C
Q)
S/
0:
ND\OH  CHi NOCH)P
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