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c Orj(\)‘\N/\Q 3‘:%%'_15_295369738"7:;iiéf‘[bl
1 N £ 5 [2,3- [ ER-4(3H)- B

N
H
0 Cl
c, Crf jﬁ 3-2- & F %£)-1,2,5,6,7,8- < & %
7N 3 [b] 2 wyif [2,3-d]"‘&""’ft-4(3H)-§ﬁl
H
0
I (O 3-FA-1,2-= & X [b] K% 5
D, o Ny P [2,3-d] % %< - 4(3H)-5
H
0 Ci
5, @ﬂ)\(\@ 3-2-AF X)-1,2- = &K 5 [b]
sy &5 (2,3-d] HR-4GH)-#
H

O

E, [S}[ )N’\O 3-F K-1,2- = &E % 5 [3,2-d)
N
H

% % -4(3H)-8
O Cl
E, [SI )N'\© 3-(%-%%21)-1,2-;iua%vf}éc’r[s,i-dj
N %% - 4(3H)-%
H

_n

0

SjLN/@ 3-FH-1,2-= 8E % 5 [3,4-d]
N7 %% _4(3H)- &
H
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sf j‘b 3-2- A F 3)-1,2- = &% % 5 (3,4-d]

e - 43H)-B

v -4(3H)- &

Fl/“N 3-F A-1,2-= 8K 9 2.3
'Mﬁ . ¥ (2,3-q]
H

JNA\@ 3-(2-%%:;%)-1,2’-:-ﬂ'ﬁe}a‘f—[z,}d]
N % - 4(3H)-5F

CH, O
H, WJNU 3-FR-1,2-25-5,6- = F A oy SF
cH,” S N ‘
H

(2,3-d] %72 -4(3H)-8

H \© 3-2-RFA)1,2- = 4,-56-— F A Ewy

3 2,3-d]E % -4(3H) -8

O
C[—ﬁ’@ 3FE-12-Z&4&xk K- ¥ 3 [b]

)

!

B4 [2,3- A ER-4(3H)- 5

O Cl
O 0 setrtcannss
S rl\j ar xz N,
H

it [b]E w97 [2,3-d |4 % -4(3H)- 8
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H

£ 5 (2,3-d]E % -4(3H)- 5

0 Cl
s
H

3 [b] & %I [2,3-d] %% -4(3H)-89

Begkit, ALFBRGAROIELELAL R TR AGHALE
M TUIREENEEERELAA TOHE S BT LAFREAAR
Chtd ENFENDERTRLIBARELS RRAELRABGOECTH
FHIRFEAFBRBAAR OGS T ERNPNALETHE. FIER
EEMETFTTHEAEPHBEAERDEAM N, BRESTAERE, @i
FAHERHRERR, EREAAEBRLER:

Q
A
a : I )Y
B
8
COOCH; (¢ 1,0),CH N/
( *HN-Z N)
D NH, FATERE o £
E
LIAIH,
= s
A N
B Q B )
o2 N
N .
J % o
N
D
H
D I | E

i A, BHAC EAGERLSHTUADL, Hide, wTLHKZ
— L E W F &

- BH B AL F & E(Eur. J. Med. Chem.), 1989, 24, 531-535.

- Pharmazie, 1992, 47, 91-94 .
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- Pharmazie, 1992, 47, 754-757 .

- Pharmazie, 1995, 50, 719-722 .

HEALXARODG BRI HAELTT A ERAZBEAN P ERL
Be s, FRABFHROEEN L ETH T F—2 k8 08
HREE THREGFEGTHGRIWEIR T, E bk bBdHRER
LR B HBEAZE LB,

HBERLEETHHAERFERTUELENANREERAKEL
w86t EM RN SRR AEZHE S IRA T AR
BRELHEZT. NEABOLEAZATIRABEBRRLTAERNLHH
GERGEALEZZNRARET). BHEEIH G KE.

HAHR, AR HEGERRLEN(rt-PA)F i 837 5
L

HAE, BAFTERG|2-AFXE)FHK]-4,56,7-19 A%y i
[3,2-c]5)# /7 £ %,

BAMNZATHAGHEALBE B RO LAELALFIHG o
%, &R G E LA R IE KA e TG AR 6 45 b

A Gryglewski ¥ (Naunyn-Schmiedebergs Arch. Pharmacol., 1978,
302, 25-30; Ann. N. Y. Acad. Sci, 1995, 748, 194-207)
Gryglewski(Ann. Med. 1995, 27, 421-427)F it 8, 84 7 ik A7 L %

EREFDY: BhXA.

A EREARFTHERZHR

BOFEBEETARAREFTHARLEN ThAEBEANE
1t.

L1

A 3] R & b et b AT e R AT S B

B 5 R R A R B (30mg/kg, R AL 2500U/kg(FH B A)
& H = E1.

Dk EERBLEQmUS )5 £ 25 46 AR KRGl
X, RKALH 200-500mg .
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HANERETHFLABOBIRBR P ARG kRt TLWHE
R, RAABLAPRATENLBEERAR, EHREHKRALE 1-
3mg/kg & T4 4 3 b uT el k,

EEANZLHERP, bEEARERE.

*E2

BERLE1#RAEE.

A 3-(2-2F £)-1,2,3,4-19 bk (1L 2% A,)

Cl

ooe

TG RER R IR L MR R TEG LEEREIR, ERXREHK
RM# % 1-3mg/kg & THE 3 DAL,

EEANZBRIRTY, aEREAARFRE.

K53

BELE#ITERR,

A 3-F %-1,2,3,4-19 S0 5 [2,3-d]ER (LS54 B)y)

A EERFEEADEMRGFFRTHEY SRR, G RESR

17
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R&# 0.1-0.3mg/kg(M S TRERAEH 520u0M)ETHE 3 Do
k.

EEAZEIRT, EALABEHERE.

L5 4

BERIE1#FER.

A 3-(2-RF 3)-1,2,3,4-13 £ 05T H[2,3-d]ER (LA B,)

Cl
-,
N N)
t
H

BTG EERERAEMEGF R TEG B EBREAR, EXEESK
N%25 0.1-0.3mg/kg(MME T hERXREH 5:200M)E THE 3 P
E.

BEAEBRY, EEAAFEHRE.

S8 S

BBEE1#TER.

A 3-F #-1,2,5,6,7,8-7< &K 5 [b] &K% 5 [2,3-d|E -4(3H)-F (L&
# Cy)

A ERRREAAEBREOFRTEYG b EBLR, ERELESK
A% 0.1-03mg/kg(ABE ThBEEREH 5200M)ETHE 3 DH L
k.

EEATHIRF, bEEAARFERE.

LE 6

BB L AT ER,

18
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A 3-2-RF £)-1,2,5,6,7,8-5% LK 5 [b]E % 5 [2,3-d]% %% -4(3H)-
H(LEe4 C,y)
Cl

HAHELRRREAEMARGP R THEG BB REE, EREESR
M4 % 0.1-03mg/kg(#8 % TR EREH 5200M)ETHE 3 I Bl
E.

EEALTBIRY, aBERARHRET,

LB 7

AR EEHRRE, FANSERREL THET AL THEY
f AR rt-PA, 5-30ug/kg, HHKA; EZ—HEALEFETHR
B, BH G REERERE, KA, 3000-10000U/ke , HA.

EARNGRELFHT, RFERESKALY 10-15mg/kg 5 35
ErHabERAR, REXRRZRTEUPET (Y 20 24). %
P22 1-3mg/kg &, THFRALHTAFTERGRBHBRAER, &
RGBT HES B PH ARG HR. SERANL, HHRAE.
R RO RARIERRAEZHE LA, XF L
TANREGEIFEZMA T LR ARZI N A EBARONE,

EwmEZ, ARG ARLSHERENIH AN L TRARER LB
AR, BHRRARTENHBIEFTE. A4LESHB,. B,. C #(C
BT, H4ERRAFETR 1004,
B AXRAARFTEHBFNA

AAEFERY FEA THATZEIME, URSEFRAGLES.
%oy kLR T e k5B A

FRA MK E LA RE(SOme/kg, B R)FH L 1000U/kg(H Bk R)
o 7l = AT F 4.

kAR A(mY 4415 £ 25 5406 kB A&k # 100-

19




150mg & & K14,

SNTHMLAG SIS, EEANRDYN, s T2
MENLBERETLSRMNE n K. RENDBAZALIROEER
30%89 A M £ (EDso), E A5 K i 95%.

HARE, R FERRTREGRE. Bl aibxBIas
¥ S AEAE A 2 R,

R4 T R B+
EB &4 ED30 N' n’
(mg/kg i.v.)
8 Al 0.43 4 18
A2 0.34 6 24
10 B1 0.30 5 19
11 B2 9.03 5 22
12 C1 0.60 7 23
13 C2 11.36 4 16
14 D1 0.17 6 20
15 D2 0.015 4 16
16 J1 0.58 2 8
17 K1 2.11 2 10
Hdk AFEE 20.19 6 24
xR 1 & o 3000-10000°
5T B 2 rt - PA 0.005-0.030
*FH 3 FHAHNE | 0.0003-0.003

1=3) 4, 2= KE; 3=U/kgHMhA

BATR G 10 MBI TASFHI0 % wbEM, LPH 7ML
P T AR T 0.6mg/kg 9L BN ET R 30%G cBEMR. ZHXY
HEHHEREEL rt-PAAR L.

GZHEFTHIXAY, KAVGSWEAREN, RTHENGRE

20
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wbEBEA. BRHLAX—FRGRFTERML, Ik ipEg
W £ A A (100 £ 1000 43). $bit, ERAMAE L WA K B RE
FITAOREH, FIRTAELED LA E KR RZHFR
B2,

AZXPREHGFRFLABRAEL.

BFX()RATRAFEGRE HR L EARALARESE R
BRES, ARTHEXWWLEGIRATHALXREANLHRTHASE
BEREHBGEHAS

AEROSHBFARENERITLY, AR ELENBHAL S
WESMAOHX, EEBGPT, THALSEHHWRENIRL.

Hit, XXMWH —FaFREDREY, LPA4HEDERRS
AMKESBRETHALRENCDZ -, RETERAEELEY

BREFEFEEORE, SATEABINNE, LEX(O)LEHHL
HMETAZ 0.1-100mg/kg H&EFALFHH. HANZANKE, #ik
0.5-50mg/kg ; M THEWRES, N()EHGHAEH 0.001-1mg/kg/
X, i 0.005-0.5 mg/kg/ k.

ERTOR. MAA., #HRAXZREEHREBEHhasy &,
ERBRSTARELLHBX. A5 FRAEHEARH ARG ROBEN T
G A, EENELLBHIXOE RN Rl HNELARLRE
TG AR PR E. HAN. ABIA AXSHRALYEEX.

LH &0 MG EHERAESHE, TERBLR BB H ER R
FPMABEAN b+ R ERRN, REHF LS5 SHE K 8L,
M. Ko, L. BEBRE. Bo6. MEBEFRS. THAMNAE
" EHRECVAACETNIROR, RELEFLEERNELAEE
BENE, MBSt B AREI G ERRSY

WEREEBXGHANTABLIEERASSHEN 0O _BRY
i B A ARG TG A 0 A A B AR S AR R B R P R AT

BB TURRSABEFTHMER S U AN /R EMN R =

21
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BARC_BOLKARER. FHEEARBRARRTERLERA

B, ATHEATHHRAZROKER, TUAEABEN: By
LER B ROC_BIAEREREEGEEN o280, AT
WERTIARNEHGBER, THERRS A b 2B RHmEs
.

GHREATUARANSEH AN ETHERR S TALES
S ENET LY

BTHERRL BRI B, L FALAEARZASA—
GER TS TSRS TN

ERBRSETRELE KM pa-. B-Ry-FBHE. 2-BALB-KH
AT E-B- R AR e B ey X,

ERATRKBAFTHEEMNEF, TREAEARN. EHY TN
REROBXIABEEFSARFHREZATEX.

AMLewENERT:
0 By Ao/ X, % T7

- K,

- BN RAETRBHLEFAALAGONEE, Fhs E4H5H
HEHRRAE.
T By

AR BHENERGE KRBT FHE G R R FL

%,
 BATHRAERIRIGEZAALAGZELHHF B FH. $ 5

A RBREG =E By fe F A,
*TRE oAk £ W40 T R B R kR

- RS,

- A RIS F R R K ek E AT
5 57

- LA E. X, Rkt R,

C S RS B R A R,
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c AR, BT R EN T RAGERTNEL PO BRS A

P

B, ARG A —FTERFREF /AT X ERGF &, EF
EOEAMERFRAAREAXNA AL TEA L —,

RS 5T R EEH 500 ALK A,

Fad] 1. 3-FK-1,2-= &K 5 [b]E% ¥ [2,3-d|E % -4(GH)- B (b &%
D)5 F] &

BERBUATHNEGESE T RAMAREE:

-# B Chem. Ber., 1966, 99, 94 ¢35, BBFRAL LB LEL — %8
BT &, 2-8.5-4,5,6,7-v3 8K [b]E%-3-F B 7. 8;

-# % Chem. Ber., 1968, 101, 1933-1939 #93£, 3 Z B & L 104
P R RLH B, 2-N- LBEE H-4,5,6,7-79 8 5 [b]|E%-3-9 8 . 8;

-# . Chem. Ber., 1968, 101, 1933-1939 #945i&, ¥ #f EZALAB R
BTGk 2-N- LB R A F I [b]E9-3-FTR L&,

-# % Chem. Ber., 1968, 101, 1933-1939 ##&, K EA/k4rEib b
ERSWB BT R 2-BAEEFDED-I-FTRLE, FHE3GLsHE
R EE L, MR F 5/ 6 RA B H BB .

REKZRABRTLTRE:

FOMBERRTRLER0.02 BERFERK AL 0.02 BR2-R
EEHF[b]ED-3-FRLEW 20ml + 8EE & .

HREWEAR 18 I o, AT AE. AELPTRALK
L&, AEXFERHMBRAAEK, AAKLBEEFALHEEL S, A
76% 65 0 15 3] 3-F £ E H [b]Ewr5F([2,3-d]E % -4CGH)-8; K .5: 152
C; TEY R FHIE: 4090 ve-0=1660cm™, NMR: —&Z&3#*ECH
T 694545 5=8.23(s)ppm , F A CH; & T 694545 5=5.26(s)ppm .

¥ 0.01 B R 3-FEEH[bE%H[2,3-d]E=R-4C3H)-B 4 20m] £
Kvg Sk wh skl mE] 0.02 BREALEE 100m] £AKw S kdiER
F. FRERASHEE 1IN, KBFRILHER, BFAGEHKAT
BELLAE 3-FA-1,2- = 8 K5 bE%IH(2,3-d]ER-4CH)-8, K

23
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£ 75%. HE: 194 C; FEWBLFHIE: 209F: veo=1605cm™
NMR: =& %% L CH, BT #9444 6=4.66(s)ppm , F % CH, )\%
8946 % 45 % 5=4.63(s)ppm .
KAH] 2: 3-(2-RF H)-1,2-= £ K5 [b]ES 5 (2,3-d]E % -4(3H)-FA (4
44 D) H &

BREAEN 1 THARENE ST RHFRAE 2-REEF[bE%-
3-TRLE. REFAAALTRE:

¥ 003 BERBETRLER0.02 BERFEBRERMAS0.02ER2-£
AR H[b]ES-3-FRLEY 20ml T A EK& P.

HFREWRE 18 I, 2HFERTELE. AZLPIFRALK
L&, AAFERABANHER AAKCEARFRALEELEL, U
41%H R T 2] 3-(2-AF A)-R I [b]E% 3 (2,3-d|E%-4CH)-8; &
£:131 C; ZRPRAFRHAE: 209F: ve—o=1660cm™, NMR: = &%
HFE CH B-F&4E46=843s)ppm , 2-RFE CH, BT+ #
0=3.46(s)ppm .

¥ 0.01 BR 3-(2-2F )R 5 [b] % 5 (2,3-d] "% % -4(3H)- ¥ &
20ml LK vg Sk wg s ik A Ao 2] 0.02 B R A 4L4242 65 100ml £ K v S
WMERT. REAERSGYRAE 1IN, KBFALERER, $E3GE
R LEBEEL BT 3-Q2-AFH)-1,2- = X b ED 5 [2,3-d]E"% -
4GH)-F, K E 71%. B E: 191 C; T EHFL PRI 4o
Vc=0=1610cm™ , NMR: — &R & % L CH, R T ¥ F £ B
5=4.80(s)ppm , 2-RF Ik CH, & T &1L F 44 6=4.70(s)ppm .
FAEH 3 3-FFK-1,2-Z A0 K5 I [b]E 9 [2,3-d]E " -4(3H)- 8

(a4 J)) o &

¥ O003EBERETFTRLEF0.02 BERFBERAMAZT 0.02ER2-4
ERRIHH (b ED-3-TRLEHS 40ml + AR EZR . ¥RoPIE
18 i, %#%§%+%$ QAW T A KK T8k A kb,
#HWMEmgﬂﬁm& , BRER, RAKLERE, REAL

FEMTE 3-FRAREA ﬁfs‘ﬁ[b]‘ﬁ"&}ﬁ[z 3-dj#E % -4(3H)-8, K%
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58%; #.,5.:122 C; T EHMBLFRIE: 205 ve0=1665cm™, NMR:
R EXLE CH RFOE446=8.03(s)ppm , FE L CH, FF44L
{2 #5=5.2(s)ppm .

U HELRTHERERIK, BHERERGASERIFS
0.01 R 3-F 30K =5 I [b]EH 5 [2,3-d|ER4CGH)-BE FERE
MEETTY, REXERBELELSH 0.02 BERANESS 100ml £KZ
RMEBGBHARMT. FREVEFF DA LS, AE RN
RRBEEFPHHLLEMAL. K#E, ALRER, %8548
HRATHREL LA 3-FE-1,2-= &R K= I [b)E% 5 [2,3-d]F% -
43H)-8, K £ 65%. B .E5: 156 C; L EH R F44: 4.
Vc-0=1605cm™ , NMR: — & £ %t CH, R F 8L ¥ & %
3=4.6(s)ppm , F &L CH, AT 8945 {54 5=4.46(s)ppm .

LB 4 3-FEK-1,2-= &3 & Z 5 I [b]E % 5 [2,3-d] % "2 -4(3H)- H
(a4 K% 4 &

HODBERRTELER 0.02 BRFBERAMAT 0.02 &K
AREEZHH[b]ES-3-FELES 40ml T EEER &, BB %aﬁ
18 B, AdpitEt AR, GELB P RALK TR, A KA,
~&ﬁmgm$ﬂﬁ”ﬁiﬁ EHE, AAKLELE KREAL

TAMFE 3-FEI A= (bR I [2,3-d]ER-4CH)- ], dkE

96%; HE5:124 C; TR FHIE: 409 0e-0=1660cm™, NMR:
Z& &3 E CH AT F45=8.06(s)ppm , F£E CH, AFHIL
Z £ 45 6=5.2(s)ppm .

BRPUELRTHERERIK, BRERAERNAFFIRESS
0.01 B R 3-FHEIXEZIFIF (b ESIH[23-d|ER-4C3H)-FE FERE
BEFTTY, REXERZEALE 0.02 BRAALELES 100ml £K T
BIERGHEERT. BFREGWEHIFRA 1S bot, AERkBHA4
FREBETTHEDTLERAY L. KABE, RUBER, A5G E
KA LEBE L MFR 3-FH-1,2-= 8K & =55 b E9 I [2,3-d]%%-
43H)-B, M E 75%. KL 186 C; TP H L FH e 4o,
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Le=0=1610cm™ , NMR: — & X% L CH, R F 8 T 2 #
5=4.63(s)ppm , FEE CH, & T #1L F 424 5=4.40(s)ppm .
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