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2. AR EE SR LTI (1) = F 3 R 0 () i 46 0 325, LR AE T i 1) 5 5 VR B B D
BRUE -

H20.60 g 3-(1-ZFEHR) -6-F F-2,4- —F4FEEFFEE, IN50 mLZ FEVAEM, /& 5,
TOVEAR0.32 g 3-JHFIETA IR FH RS mL, IR FES h(F1E R N, e % 2 WL,
7K, INESEALEN 0.45 g, WA IRTETE J5 , N80 mLZ R L BEAEHL , 4 246 HUAH , 7K AR INF 25 B2
W pH=4, IN50 mLEA7 20, 7K B, Wedn , FARFRE 12 L) <%/ i Ik 2 485 5 , 15 21 B R
FEH0.70 go

3. ANBUREE SR LI IR 77 325 ) 2% 1) — W 8 R A B R B9 N A, FURFAEAE T« BT i — I R
Pr)E vl AT HHE I e B R AR R IR

4. — P R PSR 5, AR T R A BRI R LR 1 — IR R 9t
JR 5 H AR RS R, K 0N

My
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5. QAR ZE SR AR IR 1 — R 38R B J i il 46 5 v, FURFAEAE T < BT iR 80 B | mT 2 4 1f
HEAEAVINEEALEEAVFRREA AMEAEA.

6 . QAR ZE SR AT AT IR (1) — R 36 R B J 1) il 46 5 v, FLARFAEAE T« BARSD IR - B 5
mgF PR BT 1 mL N, N- L H L OMP) 1, N8 mghf4k, — Vi (EDC) , =5 35 K itk
24 h, 15 B BIRA s FREUE IS A& E 30 mg, 2 780 iR 7E4 mL 0.1 mol/LBFEREhZE M
7 (PB,pH 7.0) 71, 4 S5 R AR Vi R 12 i I 31 & VAR, IR T =R I P24 h, H0.01
mol/L BEERERLZ M (PB4 CiEMT3 d, B RIR3VENTI , LABR TR LN T4 5
B IRR U, 7335, 20 CLRAT

7. QORI ZE SR AT AT IR (1) — R 6 R B J 1) il 46 5 v, FRFIEAE T« BRSSP IR0 - B 20
mg PR, AR T 1 mL DMFA; JH10 mg 3R a4k — W fi% (DCO) , =il FHEFE24 h, i,
g 2 AN I [ A, 45 380 S S VRA s PR B 97 2R 1 30 mg, 18 2 740 A MRAE6 mL 0.1 mol/L PB(pH
7.0) H R e N TR AR R 4% 1R I BB FIA TR T =R T HRE24 h, HH0.01 mol/L PBS
4 CiENT3d, BERIIUIENTI , LARR LR R BN T 0, 13 — IR LR, 7335 ,-20°C
R

8 . WA R L SR A BT I 77 925 1) 4% 1) — FR G R L iR 1 2 P, FLARRAEAE T 2 SR FH I R i
T ST B I B 5w REPUAA , TR T J S IR S 2 T PR 0 T v R R A 4 i AR R T N
V0%, M S B B R B o R R B A
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—MZH KR FmESHRNH RN

RAR G
[0001] ARSI Jo— b — H R A R 5 TR 1l 26 b i P 5 Je T AR 24 4 AL Z2 R 4
ik

EREA

[0002] = FA R — PP B AR BV RR B 5], nT DA T2 B T 0K R B8 AR AR AE
HRFERE. DR E R RS 2 M E R . B AT, —H R R R R R B,
BRI T R AEPERR B RH T B B, R B S A K 1 IR B Bk 7 DRI U
FEFR [ A A P A g S AR S Tz L R, H R R AE AR AR AR ) AR B n) [ A2 B T v
RvE, TR EF e = R R AERE A T I B KPR B PR & (MRL) 290.2 mg/kg, FEREK L B oK M FF
FFIMRLNO. 1 mg/kg, fEAESE (A5 ERH T L 632 36 s KA 2 IIMRL N0 . 2 mg/ke,
£ Rws~ & B IIMRLAYO0. 1 mg/kg s S B2 = H IR A B 28 L KasH FIMRL MO . 1
mg/kg, FEAESEAFIMRLONO . 2 mg/kg, FEFHEENFHIMRLYO0.5 mg/kg s Bk BRI E — IR RAE S
K AN IMRL N0 . 2 mg/ke, fE T3 AIMRL MO0 . 1 mg/kg ; [ B M B R S 40F 58 &4 ot
(CORESTA) R 5& MR B rh — I R 1 45 - 14 2k B IR & (GRL) J95.00 mg/kg.

[0003]  H Fi# R H 0 R A I 7 v 2 B ACER 5 V2, dni AH (i AR B i ik SO
Tl EF I DT R A, SR FH A G 43 B 7 V2L e e AR AR T T B RN 01, 4 i 1 AL 3 0
558 BAE B RN, i DL KB RE i A BIR 7 R o R G 0 ) 75 B L B T B R A S
PETR A G 9% 20 A 795 T LA e e B A P R R 2R B o X P40 BT T TR A 28 1 £
SRAS T P 8, — FOIGTRXE h EAT S A AR B, R BORE vy AR S PR, NS N SR )
LMV ER AN, 25 55 S AHE)™ , Wi 2 PRod 43 B RS W ) 5 22, DI & B I3 i ade A oK
A PO AT S AT N R R AR AR AL T —ASET I AT R R AR X — 4
AR T C BN AR 25 5% B 2 BT i I B — A e B A, SR 14K 2 2 S A i S AU T
FHETEIL R F1 9 AR 24555 B8 43 BT ) — R SCHEFOR

[0004] AUk BH & TR 25 /N A G W) G % A0 22 RIBR B 40 B B R S, 5 A HL A R
P RIS RO 5 e A IR AR R B R AE R R F B, Wb B N T
HAR AT Ehu i, S8R B BUBEE, 6 A N THUE - il B P vl DU 4z 50
Wik 28 K ZIN G353 0 e P AR R oA, R FH A R oA 1 e S 2 28 5 S SR 2 A e D
BN B RIS TEORAE H 5 € B BRI & R 8B T /N 70 B R4 » 2 23 AT i 9 117 O
S PR > TR A RN THUR A 6% o N TR 2%, B FE L5 G0 45 A 77 2.
BRI ICEYUR S B AR D AT AT 854 1 22 57 W0 RN AR SR a Y
G T B AR N SR N EAE , B T BE AR K 1 SR S A LB 1 R

[0005] P [E R 24 G0 15 43 AT AT 5L A0 ARG GG, {ELUT 4 SR A e VIR L A 00 T % i s L FY
FENHRR A P Lo SR 2 TR R FE A L el L R L IR R o A = PR R L
il BT ARp oz v 2 P AU S AR 24 0 N 0 R0 sy S8 0 () R S M O 1 1) 2% S FHEL TSAVR 34T
FE AR AR 25 0 BT O HRIE o H A1 9% T W B8R TR BT i 10 1) 2% 7 72 v oA DL 4
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RANE
[0006] AR BT H 1) 12 2 T B BT BOACIRIL Mo 52t —Fp = F SR AR S5 PR 1Y)
fill & SN H o

[0007] AR EAM H K28 LR EEAR T AT -
—Fh W R R PR A T, R N3 (I- R R) —6-H JE-2, 4- il S O g
53BN NS R, Koy T4/ AN

My
o /[/
M
HOJJ\/\N”’ Ea M
H

HAGLRRIT

H00.60 g 3-(1-ZHENZR) -6-H -2, 4- i ER T, 50 mL 2GR, V5 e »
IER0.32 g 3-SR EZIAS mL, ZIRHFES hi(F1b b, FEZ R 2B HLEF],
7K, INEEALEN 0.45 g, IR IRTETE J5 , N80 mLZ R Z BEAEHL , 4 24 HUAH , 7K AR INF 25 B2
Y pH=4, IN50 mLEH7 AL, /K BE, Weda , AL : TR C 1 /0 ik = 45 L 79 31 2 R
FEMI0.70 g,
[0008] ik — W1 & R -5 J5i v] F T HVE S04 G e AR SR Bk
[0009]  — 7 — HA I3 R A0 SR 1) il 26 D7 0%, 2 H i — W IR it i 5 3 B B R4S 21

Hor 14ty 0y

My
o L
Praotein I
H H H

Mk

FriR &8s A el ARG B UG E A W E S FRIRES A MEEEH .
[0010] e Py B &  BL15 mg2FEPu)E, %M1 mL N,N-H FLH BEf%E OMP &5 18 mg
TR % (EDO) , IR N HE24 h, 15 2 R RORA s FREUA L35 H 8 EH (BSA 30 mg, ffiz 78
SYVEARAEA mL 0.1 mol/LEBERRERZE IR (PB,pH 7.0) H, 5 S S VR AJZ G 22 18 in 21 2% 19
W IETEER FHEEE24 h, 0,01 mol/L WEERERZE MR (PB4 CiEHT3 d, B RIRIIRIE
BT, CLBR 2R IOBL ) /N7 T4 2 » 15 21 e 2 Tt o
[0011]  GLBEHUEH & HL20 mgPPui , %M T-1 mL DMFHR; IH10 mg —¥F 38 mrAb — 0 Ji%
(DCO) , ZE i FHEFE24 h, €, Br LA A, 15 2 R BA ; FREXOPIE & H (OVA) 30 mg, f#
Z AT EEMAES mL 0.1 mol/L PB(pH 7.0) ¥ [ NRAE i 22 121 o 21 8 B v v, IF
T =i FHiHE24 h, H0.01 mol/L PBS 4 “CiE#T3d, &R IF3UCENTI , LABE 22 K SN /N
a7/ PIRE S E| KR
[0012] R = H & R P iR e % sh A4S 21 1 B v B HiAAs , wT P 3 48 ST e IEG 4 S W B i 5 o7
VRN AR AR 4R IE I 5 v 5 AT S TR R £ v R R ) S
[0013] AR BAH & R = F R R DR BE e KRR AR B T IR R =454, A
GIE KRS, AR B PR 2 I R e e R R P S v e R, A4S 07 1 HY
R PRI R R SRR TR O T RE o R AR U S v R R, o] T
B G 928 W B 0 5 77 ¥ AR e Ak s AR 4 R ) 5 v 5 DT SIZ IR 0 R Bt R S R I BT

I

4
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Bf 152 R
[0014] B 18 = H R R iS5 -& i 4 B G2 BAE #5256 ED 5

2 9 i AR T 25 AL s i 5 B o e 1R A R 3 5 2 S SR 5 3\ IR /K 3 s 4 Rl 285 5.4 Joit
FELR ;6 JIRAR ;7 PR

I 3R AR TR I

B4R L I B - 8 kL s 9 Tl AL ZE

BASHEA
[0015] "I T &5 & B AR 1) SI it A9 Sk it — 20 R A4 i B o SR AR, X AP S it 4] S FH T 1 B A
R S TAS SR PR il A A BRI VS L o 4, ARSI B R N 53 78 BT B BRI 22 3K 45 PR e 14 3 il
P AT BE 2 X A R B AT 5 PP e sh A& , 3% L8 2 Sh s AB A R R v N R B ) AR
[0016]  sijtafsll  — FF G R AP ) i) %

LR R AP A R G R 28 LB B D

H0.60 g 3- (1-ZFEHNR) 6-H -2, 4- REIKFEE, IN50 mL G AR, 785 5 .
IVAERR0.32 g 3L IR B VATRS mL, ZIRPEEES h i N, e 280 2 HLIEH],
K, INEEALEN 0.45 g, VARRTEIE S, N80 mLZ & 2 BEREHL , 4> =4 HUAH , 7K B Inws 25
W pH=4, IN50 mLEU7 2 HL, 7K BE, Weda , FARFRLE 12 L) B /A0 v K 25 485 5 , 15 21
FEH90.70 g, U 90. 1%.
[0017] 2. =HR R PPURM L E

B 3 40 5 A% LR A s %6 5 , "H-NMR (CDC13,300 MHZ) 6:8.505 (10,1H) ,4.363
(11,1H,quint,J=6.864) ,8.326 (13,1H),2.247 (14,3H),1.525 (16,2H,qd,J=7.141,]=
6.864) ,1.525 (17,2H,qd,J=7.141,]J=6.864) ,0.822 (21,3H,t,J=7.141),0.822 (22,3H,
t,J=7.141),3.680 (23,2H,t,]J=6.869),2.679 (24,2H,t,]=6.869) .1k F6=3.68.
2. 6T AT B R 1 ) IR AT 0 , X PR AU (9] A7 B o B R B P L R 6 B 2
[0018]  sizjafsl2  — FF G R U I il 4%

1R R R B IR A R

TR R PR 54 IE B B E BSA MBI
[0019]  HW15 mgFHiJi , WM T 1 mL N,N-—FFIEH L fE OOMP) o 8 mg Bk — IV fi%
(EDO) , i FHikE24 h, 733 S SivRA ; FREUBSA 30 mg, 2 780 VA f#EAE4 mL 0.1 mol/Li
FE ER G2 MR (PB, pH 7.0) H, 44 e VR ASE T G2 1 i I 21 88 B v, 9 T =R T #iRE24 h,
FH0.01 mol/L MEERERLZ M (PB4 CiEM3 d, B RH3KBEMNTI » LABR AR R BRI /Ny
T AF B, 33, —20 C IR A7 -
[0020] 2. HH & R B4k SR 1) & Ak

THRR PR S UE R A OVA BB 2 gl 5 .
[0021]  HW20 mgP-huiliE, %M T1 mL DMFH; IN10 mg ¥R B4 — W% (DCO) , |~
BiHE24 b, FHE , B 2o ANV A, 19 B RN RA s FREXOVA 30 mg, {2 7870 ¥ il 756 mL 0.1
mol/L PB(pH 7.0) H, ¥4 [ b 3 A 1% 3 2% 1 i hn 30 8 i slh O TR FHidk24 b, A
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0.01 mol/L PBS 4 ‘Ci&E#r3d, "R3B, LARR 2K S /N 790 ot 45 31 A 4
J& 53255, 20 CLRAT
[0022] 3. HRRPLFEHILE

YA B W R AR PR N BT FH 2 U5 B R B S AR A L A, 3 AT R Ak
(200 ~ 400 nm HFHME , @I L =F 43 HAE260 nmAI280 nmPIR AR T EH L&
LU o AR — I R P R - A B A o R g 5 R R R B B Y R
W AHEE A T B R B AR A, SR B W R R B R - ER E B A A D) AT, R
PR 5BSARI 4 &b 9181, 50VAR &5 & EL 9101 1.
[0023]  sEjffs]3 - FF NG R BR T R BRI ) %

L\ 33T S 40 ) 3R 15

D B RGP R PR -BSAREY) (g% 5D HE =M I e ek 7w A
1k, B RIS 6 R iBalb/c /N, B R0.2 mL;

2) NN5E G P UK « BT IR G 32 106 » 79 ) ik G — vk, B 04N 58 R B 3R 1K
SEAMEF, 7RI R R B IR S

3) B¢ S — NG A % — & HR JER 5 ik SR T 380 A i, A5 40 ) EL A3k #01: 10000
DA B 3R AT 40 AR IR G2 = JE s v 59 AN DT A2 550 B 48 SV 0 . 1 mL, = RS AR BB/
O R 5 B e A P ik 5

4) SR FH ) 422 5 4 B0 0 38 3 W 592 D00 7 A4 B 375 9 e B 2 L o 1) FH A IR 6 v
FHAEFLREAT s Bk , 159 2 IF 2 37 A8 b — I IR B 5 B PO AR 1) A2 98 A R ok 5 B Ak 55
B AR K I 25 R A PR R AT T R A PR AR A, 40 25 TP TRV R K R A
[0024] 2. B yg PR il &

D 40052 75« BUH = R R R e [ AR AT I AR R A7 8 SLRITON 3T CoKif il
R, B0 R AT TG B NS N B 7% 5

2) il & MK Hhu Rk aifh - K AR N 75 2E7% K Balb/c /N (8 FIUE) Sy N K B8 A s vl
0.5 mL/ W, 7K o IE R 5 2438 A5 X 1094/ R, TR Ja KB IK o FH 3 BR -1 AN At R 4
AT A, 15 2] R B e BE VR IR (20 CLRAP o
[0025] 3. B ygREHUAARRAN I E

FIAI 42564+ ELTSAVRI E B 25447 21 : (300000~700000) o
[0026]  [A]EFESELISATTVE : FH W R - 9i 5 -OVA MBI A 45 B bl , Io N — F G R A
THE VAT R R B v B LR T R RN AR I SR A AR 1 1 SR PR LR YE R, 25 C e
%30 min, {8 H FLA VR, PRI R 3~ 1K, FIM K 4RHA T s IO R BB, 25 C ) v
15 min/&, AL B E R B 5 3 8 BEAR T3 K450 nmd il 72 B FLIR ) BEAE
[0027] 4, B o0 B HUAARARE 14 1 I

PUARR: 1 AR B R R PR 45 A 0 B8 0 5 RN PR R & 6 a8 it s, o
FAZE SR N Z6AE RV ARt o 28 OSSR /IS , 470 0 A e e T s
[0028]  ASZEGKE R IR T R VEUR R LT R S U R R i SR R E R
RHVERE, 23 B 5 B T PR AT A 42 35 S ELISA, I VEFRUE N 28, 0 15 81 1C50, AR 5 H% K
A R B
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SlF2 S0yl — et E
HHREE (%) = = 100%
B |42 sl E ik — R kR R iE

g5 RN B A A SO B ZE Ry R R 100% . 3T E <1% P T R <1%. 9k R
<1% & TR <% AR HPUAERTE AL T R VEIRR LT 3R S5 A 32K 2k
MR EFNTEARE XN, RERG W IR R B R R4
[0029]  sijtafsld  — FR I R AR Gl AR 2% 1) i) %

1 R R R B B AR TR AR A e A T i 2

(D) s 4 1) i) %

PR 25 B 7 7KK B 0 R 1% S BRI TR R R0 . 01% , U100 mL B T-HETE A,
FHE R H R 1 P 28 I b S, FERF SR RS R TN .5 mL B4 BN 1% A7
B8 — BN, R R ST TR B A Z VAT R B S A i A b A B IR S H A B TK
W B JEARF, 4 CRAT - il 2% B U 1 Je A 4 FH AR WL 422 T 2 i P I, S0 B TR I, AR R
[ TGV 45 H O T SR R A 4 B B e B 4L
[0030]  (2) —H [ R B SR BRI AR AR eI il %

FEREIPEHE T, FHO.2 mol /LR IR B M R e A 4 I pHAE 227 . 2 A Rl H AR B pHAE AR il
TUFTET~8 2 8], W] LAARAL) , 4B 2 TH I AR & VA R NN 20~50  ng HUAAR IR A v [ J 1 4 95
WA IR SR BT R PUA, SRR A, EIRFFE 10 min, JIAN10% BSAfH H 7R R 1A
VR I A R B9 1%, % B 10 min. 12000 r/min,4 ‘CEL40 min, 3 FIEW, U
S G P IR, IR BN WIGE AR AR 1/ 10 R IE S i piie 5, B4 C
% H.

[0031] 52 VALZE M - S BSAR B 23 HN0 . 1%~0. 3% it 3 —80 ) Jii & 73 % 40 05%~0. 2%.
pH 1 ~7.2f)0.02 mol /LR Eh 2% Mk «
[0032] 2. Fl L ik ) il 2%

[F) S AL L I 100 wL = H [ R B 5 [ PR — R AR B AR 10, TN TR T R AL
H, FEA PR S N -50°C 24~ i3 hig, BEZ 115 h, RIATEGH , B34 = H kK
R BT EPUAR- R SR C I LR, R AT
[0033] 3.4 it M AT S 1y il 4

PRI R B TR AR 00 . 5% 4 LiE H 8 H W pHIE A7 . 290 Imo 1 /LI IR 3R 2% 1
W R 2, 37 CHE2h 4 FH .

[0034] 4., sz I FIES ) i) %5

B Pt R B R G2 R VR — F R R R - IS S A AR R R T mg/mL, A
Tsof 1ow s BEASCKE IL ALY T R BR 4T 4 22 B AR 2R (D , B4 & N1.0 ul/cm; FH0.01mol/
L pHIE AT AR RR 2R 22 pP K = B BU PR FBE 21200 ug/mL, FIsof Low U EACK H AL
W TSR A 5 i A% 2R (O , B8 91,0 ul/cmo $4 AL 4T () SN i B T-37 °C 464
TFE2h, % H.

[0035] 5. 4% ¥l 44 i 2H %5
(D AR 4 2%
V4 FT IR A T R AT I L IBE W 7 AR IR 5 L Tt £ P JER AR 5 A ot I S 8 ) AR i
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5 IS P ity R S S R P A ity 55 W 7 S PR e i A , 5 W AL 3 1) 2 i 5 G AR 11 463
it Ao 55 » I 7K P A i 5 JER AN PR A B %o 55 5 1 2L 28 4 P A AR P A ot S 2 Rl O R B B,
P T BT MAXAR L 2% o
[0036]  (2) k4RI 4l

W 3R 0 R 115 B AR S AL iR 4 2% R AR 5%, 72 2~8°C I PR A7 , B U 12
NH.
[0037]  sEjfaffls AR — FF G R IR i Ak £ i 4R 2 1 8

LR A ) T Ak 2

FRELL.020.05 g5 S AR MIRE i 2550 mLES O, INAN10 nLZJE, FFER AR sh
1 min, 20 (20~25 C)3000 rpmbh FB05 ming B B2 mLEE10 mLES 04, #E40-50
CARIHESRT, MAS00 uLFEEAS W, FHIRIESGRZN2 min, JRAIRFI
[0038] 2. A4t Sk AT Al

80 T 25 I X L OO L ARG W A5 A v T B AL kR, G2 1 4 L 78 29 5 L A 3K
RS, EI (20~25 O MFE3 minfa, K AUhR AMAXARIC L al Al & J5 0Lt
RIS T AE TS, SN 10 ming, MR 2% 5 P 5 45
[0039] 3.3 Zh

B (5 TR B (b C2R B (iR B 5 CLR 1B 60— 350, SRR BE PP FF I R R AR TG
BR .
[0040] PR () : TER R A L CLR B AR BRTER AN B 2, Rn A i = IR IR PR 45 T 8l
TR -
[0041]  TERL AR HILCL , R IEH AF i FE B AR 4% O A8 TR R0 AE BB L T, B
FRURAT 240 5] 52 1 BH 1, 9 F T AR 4% 33t
[0042]  sijfafile AR G R IR R R 4R S BR S 50 i

LA IR 56

B2 A2 SRR I, 0 830, 20, TR L 23 IS N — R I R 2 449K 5 0. 05
0.1.0.2 mg/kg, BUALRSLIEAT AL, AN it L e — IR
[0043]  FHAA AR S5 A0 A 7= B b B, 2 L p R R RN IR B 20,05 mg/ kg, ik 4R 4%
P EISHTL B AL CLR B R B 5 CL Bt — 30, B RAYE ; M p R IR E N0 .1,
0.2 mg/kghtt, R4E4 BRI T B AL CLL AR B TZ A B, B A, 26 B AR 4R 46 5t
A7 R R A IIBR 0. 1 mg/kg .
[0044] 2 fEPHE R ARBH 1 R 56

WO —H R EERTO0.1 mg/kglIFHMERE R 204, C A —H KR EE/MF0.1 mg/
kg () B A R 204, F =R 4R 45 AT AR I, 1153 B BH 1 2
[0045] S5 SRREH - 3/ AR 7 () T A% 2% A WU BH A5 ot BF, &5 SR 4 S BH A , T 2600 BH PR A
il A5 28R 100%, 45 B 14 28 SR 0 5 A B 14 A5 BT, 25 SRA SRV, ml B VERE R AF A RN
100%, 155 BH 14 % M 0 o 156 B A B FA G I — FR 13 2R AR AR 4% mT DA AR 7= i v 1 — PR I R AT
AW o
[0046] 3.4 IR EG

KT A T RVEUR R 4T R 2 Hopth — i L 28 i Rk 257 FpH E A 7.2.0.2

8
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mol /LA BEIR $h 2 FBM B 225 me /L, F— F SOR AR AR S5 JEAT Rl » 45 R B, I Z 4R 5%
RIS mg/LARHTHE AT T RVEIR R LT RN, AR TL R O CA B (iR B 5 CLL B

— 30 2 VE U A AR T T R VBUR R AT WA S T IR SR
A XN o
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