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s B2- LEE-5- ORX -2, 6- —FAURE -1 - BB ) RTFR (L
AdpTIT) :© Ffuddy (111) ehBRBLRALIFE]2-T R -5- ORX-2,
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o H1&42E)4-[2-C RS- ORX-2, 6-=F AvkR-1-mBA) R T Bk
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o TG S-SAEBLA -2- CREETE (I1) #94&
FE250ml ey ZFHLEF, $EET, 2 - TRIAKXFTES0g (0. 30mol)
BB A H6922ml (0. 30mol ) —H EARA=82. 6ml (1. 24mol ) &A%
BReh Ry, B ERFER L RS W IREART25C, HFEHRE
M E RIS E, BN T kKT, BAG ERR, 44H
s FLNEE, 2B, KRk, A TRAEG GBS (11) Mi64. 4
(J&81% ), #E: 108-110C, =M AE L, HERATY

5 36.45)2: 1-CTEE-5- (RX -2, 6- ZFHR%E -1 - bt

30 &) KEE (111) ¢941&
F£250ml ZFAF, BT, 44552.68 (0.23mol) AKX -2, 6 - =
Wk A HI0CTF, mmE53. 0g (0. 2mol ) 4bA4p (11) #95K (170ml)
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%% P, ANRFALRLSWREIKTLOC, mE, F10Ce8eH
FLNEE, ARTE, R, KoKk, TR, ARERLE, 44,
%28 e anibhdh (111) 48.0g (HET0% ), #.E: 260.5-273.0
‘C (4 #%) ., HNMR (DMSO) d: 7.72 - 7.75(QH, 3 2r _EL4-H, 6-H), 7.26
- 7.28(1H, *3R_E3-H), 4.12-4.17(QH, -0CH2~), 3.5-3.53(2H,
Uk IR _E—CHp~), 2.89 —2.92(2H, vwk"a3Rk L &#4#/~~CH-), 1.80 -
1. 86 (2H, ®k*E3R E-CHy-), 1.31-1.34(3H, Z &AL L89-CH3), 1.0
- 1. 04 (6H, YRR3R Loy~ F R KL-CH3),

FEHA|3: 2-TRE-5-0RX-2, 6-—F AokE-1-#B4) X FELA
(IV) 849 %) %

F34.2 g (0. Imol) o-dp (11D 5 —F AT 3. Oml (0. Smol) &84
HET250ml Z3HRA, mAERIDE, BRERRIMCLERER, #
BN CBR LB, ARk, TR UBhE, AT,
FHEEERMAH (V)29 4g, dcE£T4% . B .5: 206.0-209.5C.,
HNMR (D20) ®: 8. 0(1H, XZR6-H), 7.74-7.76 (1H, EF4-H), 7.14
- 7.16 (14, 3X3RE3-H), 4. 08 - 4.11 (2H, -0CHy-), 3.74-3.77 (2H,
k3R E-CHp-) , 3.32(Q2H, kA3 E&§FA~CH-), 2.19 - 2.25(2H,
JkH IR L4g B —A-CHy-), 1.24-1.27(3H, Z &I E-CH3), 1.09 -
1. 10 (6H, vk%2R Loy MAFHRIRMKI-CHY) .

g4 4-[2-TARKE-5-0RX-2, 6-=FRARE-1-BELL) X P
P AR ] ~1-"F H-3- 1 A A ok~ 5P BB (VD) 644 &

FES00ml ZZRHF , RN ZRFH125m], 1- T -4- 84
-3 - Ak -5 - FEUEALAY (V) 9. 12 (0. 05mol), 4 - =9 & Lok
0. 06g (0. 0005mol) F= = T2 (10. 1g, 0. 1mol), B rkiaA#%]10T 1A
T, ®ZER T H 25, 80g (0. 065mol) fbA-4h (IV) 44 — £ F I8 &
(125ml) , Aeke, RBFEIHLDE, RFIER, KA WK I
BN, )8, TRRCEERG, TRFREG & ERMAY (VD) 19. 28, ik
FT6%. & 197-198.5C, HNMR(CDCI3) &: 8. 62 (1H, 3KIF_L 96
-0, 7.90-7.92(1H, XIL4-H), 7.90 (1H, -CO-NH-), 7.17
- 7.27(1H, RI3-H), 5.73 (1H, REKR L4g-NH- ), 4.37 -
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4.41(2H, -0CH2-), 4.06 (3H, wte#2R EN-CH3) , 3.63 - 3.66(2H,
kIR E-CH2-), 3.0(Q2H, "kB3R E&MmA-CH-), 2.52-2.56 (2H,
e SR LA B AR 154 - CHy - ), 1.84-1.90 2H, "REK L4y 5
—/A~—=CH2-), 1.65-1.69 (2H, wbedt IR _E e BRAR B 2274584 - CHy - ),
1.58-1.63(3H, RIFIAKTEI E-CH3), 1.03-1.05(6H, "kRIK L
&g AT AR I ~CH3) , 0.94-0.97 (3H, vt 3R FEUX AL oY -
CH3) .

TS S-2-CTRE-5- (ORKX -2, 6~ —FH%kE -1 -5
A) XA -1-FHE-3-ERE-T7, 6- 5~ 1H-bek3[4, 3-
dlegfee -7~ 8 (1) #9414

AE250ml ZF T, At B471. 8 (0.046mol) , FlRey4 T B
96ml, H&E iz iA19g (0.038mol ) 4bb-4h (V1) , RAMpikii
F, MBERSNE, AHERIRE, AKI6nlFHE, MAO0.Smol/LEER
EFpH=T7, HEHILE, 10CAFARELE, EiE, kokakik, TR,
FEla e sdtsdh (1) 17.0g (93 %) . & 202.2-203.2 C,
HNMR (MeOD) ©: 8.15(1H, KIK L#96-H), 7.90-7.93(1H, RIR L4
-W), 7.36-7.38(1H, FX3IZR3-H), 4.32(2H, -0CH2-), 4.23 ( 3H,

e I EN - CH3) , 3.75-3.78 QH, 9k°£38_E-CHy-), 3.10(2H, "k
RIR L #FHA-CH-), 2.86-2.89 (2H, wbed 3R EeyBRK AL 45ty -
CH2 - ), 2.04-2.10 2H, "k"R3R L4455 —AN-CH2-), 1. 80~ 1. 84 (2H,
ek IR R A IR B2 589 - CHy - ), 1.45-1.483H, & E F-
CH3), 1.14 -1.17(6H, Yk%3 L&A TR F E-CH3), 0.97 - 1. 01
(3H, wbedsk IR A E6G -CH3) . 4o R, TTAAEMG 7k
FX (D) Ao tbm LTS A &,

AERAFREI, KEPGAMT T A Erdey 555 LA
RAFEI R, HEFSIVERMBA, BARB R F A X )2l de
T
—. B FRKI.
KIL X (1) Ao dat 3B £ 0K K494 Fa K5

RIEEREN, X (1) o rsth S Hh24ng/kgt=12mg/kghe,

11
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AR B sE e R (104R4F ) KR A ZE $hA2eg#1K 8 (P<0. 057=P
<0.01) , sTEE4LA-H) FE3bAR AR LA AR 6948 (P<0.01) .

REE2, N (D) G WREA) AR 69T
5 sERa: RBREREA, X(D ML EL T E A 24ng/kgFa12mg/ kg
BY, ST VABA B 345424 R AT R a9 #K 87 (P<0. 054=P<0. 01) ,
4ERb KB RE, K(D MU ELZE A 24ng/kgF=12mg /kg
Bf, STVABA R 3G At )y Sttt b Reg Ry k4 (MR k4k) (P<
0. 05#=2P<0.01) ,

=, EHaKER
M FBlissik, MAFX (D) e a REFLHNFHRBENE
LDsu 2901, Smg/kg, 95% ¥ T4EFRAT72.5-1052. Img/kg.
B AFRAERBEFEEFFLRE) , 1999, 4 (3), 237-240
s PARE, Ak R—AR R E AR IE 6 F KRB ILF LD 625mg/ kg, 95
% T2 FRAZ50 - 672mg/kg.
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