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26 | R1EERE | R AR Ry I H | CuHiN,O038-HBr | 511.52 7.86
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J::tnli
27 | 2 E/{if“’%@ﬁ Ry ﬁiﬁfg Re | M N,0,8 HBr | 511.52 6.92
ag | NI Egﬁ?’%@ﬁ R Zi‘ ReAL | o N0 HBr | 52555 1.26
29 ﬁhﬁéﬂﬁ&ﬁﬁi&ﬁﬁ CyHioN,O58-HBr | 553.60 1.85
3 | ng‘?’%@ﬁ Ry @%@i Ro 1 o HuN 058 HBr | 553.60 237
31 EEHE CaoHas0s 332.43 30.46
32 Qﬂmgggggzﬂig B | HLCINO, 413.98 18.74
NS
Hor b 54 31 12 R 451 80 oH it CN1541643A A EERTF 2K

tEY 32 O HFRREEZFRRZEMEBATEY (CN104761460A A TF 1)) M5 AN

SEHtf) 6

TEARTZHEGI H, B 80E 2 H R IATAEN K255 FTHESZ 00 A AR 5% e A2 i 1
SRR 5 IR IR, YR 1 a9 23 1ERRBIMEAR &, 58070 F -

ISl 4 AT O A0 MR, A 8000 A4HAR/AL. 150pl/fLEF 96 FLIR 3 1R, & 37°C. 5%
CO, Bi R h B TR . R H, BALINECHI A R FE R S22 S0ul. SR BERCPAT 3
fL, RIS RIEER AL Zh). MM B2 ol DL AR A R ZH (o4 i,
WEIL), 4kE P%mm4%ﬁwz¢ﬁ1mkaxsmé1¢@,nwuﬂ,& $£15 7% 1-4h.
B IR A RIS 7E Bio-Tek MBI S B Kl 4 I 450nm AL WA (ODusonm) o LT AL
OmMJWM$%@§@imﬁanﬁﬁﬂmMGmmﬁ#WE%%ﬁoﬁﬁﬁﬁ%%%%
J3E A FRZE (10 BA1E R S0 W ZEL 10 B4 SR 5 ZEL A0 P ok 2, 000 A0 81 3. (o) =[ 1 - (D AL FELAE 3
{EL- 72 U0 HE AL ) (PR T R A P - 25 1 X R ) ]2 100% 0 LS5 2 41 01 ) 2 6 52 R xef B0k
(LogCO)ER, 3EHLA 2k, 15 ICs1H.

WA 23 I E 45 Rk 1 s, difiEon: E2RIRAEREN, HEaY 23 fERAM

J T L4 Ml (HaCaT)24h. 48h #1 72h Ji5 B S84 B 32 () HaCaT £ 5 B4 f i A K 4206 . 4k
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A4 23 %F HaCaT 4 f 38 GA M A B- O KA R, Fone a9 23 X AR E MR
T U A 0 B AT B )R s AR A R AR A, O BV 0 P B 24 11 P ) 00 3 4 1 3
9o B 1 T RS AL A4 23 /E AT 24h.48h Al 72h 1) 1Cso 18 53 54 1.935.0.933 A1 0.787uM.

TEARTZHEGI H, 58062 H R IATAEN K255 FTHESZ 0T — F 2R BT B0 /) B E e
FRIOIIEIERT, DAMbGH 23 fERRBIPEZY), 8T T

20 R/NE, BENLEA 4 H, "E 5 K, 5l EEE ., 38 KA 30mg/kg
4. &Y 23 (10mg/kg) HALEY 23 (50mg/kg) H. fFHBEESZE 0.25-0.3mLARYE /&
B, A OES T FATN S%E A SR, EEMEE 7 R, B8 HRM HIERN/NR
AH BTG, & RAEHIESR 150l ZHREEN, AHAMELHEAEFEXE, 1/
JE SIMEL AL FE/N R, VR EEFRIEZR BT NP E, FH E AT 8mm T L2873 0l 76 P8 B 16 5] — & A7 BT
HA, FHRPOPRE LS MBS/ AL T ER. %00 T AR5 5 E MK R &% B
Pt St e o K 32 (%) =R A M - Fr B — AR EOR U HE 7 34 /AR SR AU B2 < 100%:
Fit KA 1 3 (Yo y =R 2R 2B~V 350 e K 32 - 247 281 50 o G )/ R 2 S 387 e K B2 < 100%

B 2 7~ TAGE Y 23 X HORET /N ROEE AR R 2R 25 L, BRI 2 FTAN,  10mg/kg
A4 23 A1 50mg/kg IALEY) 23 9B R30S/ BB, UEEAL-&4 23 HoA Stk
RIEA.'

FEARSERG T, B50E R RIATAEY S22 ERTHZ I ERXT ConA 53 19/ Bl B Ak
LA G T M, DG 23 Sl E s BIME 258, B8 TEWT

IR AU 1K) 2> 107/mL AHMERTR, F5 4K Sug/mL I Spg/ul 1) ConA 471K, LA
0.1mL/ALEFH 96 FLEFFRMR o DL H 4 (AN IR FE 1) 52 3R 297K 0.1mL/AL. & HIRFAT 3~4
fL, FIBREET A (TE ) RIBGHIX A (S ConA, AT, AEHEE). MM EAA
T ConA, ANEZMFGEE, VLA ARFRAEMNBACAM, HEFIL). B 37C, 5%C0,H
Fi g% 48h. HKMEA Smg/mL 1) MTT W&, 20uU/9L, 4R2EKGF% 4h. Bt G &0,
1000rpm=10min. W& &AL 1iE, AL SDS UMMM 100uL, IR m . ) H LB A
PRI EDTE 550nm ARHAE (ODssonm)o 48 5K PAFAT £ ODssonm HIBHMEEFREZ(X £ 5d )3
7o Fi SPSS17.0 BATAESEIMSe it 244, Bl 73 e &% B I R A SO A L AL, DL %24
Ve P A0 2 5 VA R R P . PR AR 24 M A B AE 0 B 5 VA TR A P 38 B SR 4% 2
MAAETEZE, RGN ARAETE 3 (Y%o) =2 AL B 2H 35 (8 v S5 2 3B < 100% 0 LA S 2HL 40 fifd A7 75 5
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SR APIR AR, SRELRATTTE, FEHHE X KRB G 25, K 1CsfH.

R 2/ TG 23 1EH 48h 5t Spg/mL ConA 155 /) il bk £ 40 B 488 B 1) 5 o 4%
RHHE, 7 3R TIRHIZEE A VER] 48h JEX) Spg/mL ConA 755 /I Bl I gk 02 41 i 184 B F) 2 71
LR, R AR TREABNEREAER 48h J5XT Spg/mL ConA 5 7 11/ B AR (2 41 fa 44
Um0, R 2-4 MEERTTDAE . RS2 RAER N, & 23 fEA 48h J5xT

Sug/mL ConA FIHR) /) 5l I LS 20 0 48 5 A7 B

= B
NIy

M, H ICso fHZH 9.41uM . i HE 2453171 55

A NV 2 R B A2 A R R 52 R E T R B EE AN [RDRE E AR A A

®2
W (g/mL) FEAEY ODss0um fH FE (%) e ElEpy
(n) (x+tsd) J ICso(ug/mL)
100 4 0.02+0.02" 1
50 4 0.02+0.01" ™ 2 y=-48.524Logx+79.226
25 4 0.02+0.01° 2 r=0.8554
12.5 4 0.07+0.02" ™ 6 n=7, p»<0.05
6.25 4 0.29+0.03 25 1Cs55=4.00
3.125 4 0.52+0.04" ™ 45 (9.41uM)
1.5625 4 1.1840.16 101
0.78125 4 1.1440.11 98
DMSO ¥ 1545 (5%o) 4 1.16+0.02 -
SRR HEZH 4 1.14+0.07 -
4 i x) HEZH 4 0.54+0.03 -
T (1) SHBGRGRALLE, " <005 T: <0.01
() GEAts, <005, " <0.01
%3
W FE (ug/mL) BEA % (n) ODss0um {E( X + 5d ) (%)
10 4 0.40+£0.02 " 39
0.1 4 0.48+0.03 7 47
LR 2H (1%0) 3 1.0340.11 -
SRR HEZH 4 0.90+0.07 -
o1 Ffa of 2 4 0.5340.07
T (1) SHBGRGRALLE, " <005 T: <0.01
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(2) SiRtAEE, " <0.05; . <0.01

*4
W (ng/mL) BEAKI() | ODssoum fEH(X + sd) FEIHZE(%)
0.1 4 0.42+£0.03" 7 40
0.001 4 1.0340.10 98
DMSO ¥ #2H(0.01%o) 3 1.054+0.11 -
SRR L ZH 4 0.90+0.07 -
4 x0T R 2H 4 0.5340.07 -

HF: (D) 5RIBGRTRALLE, T <0.05, i <0.01
(2) SVEEAHlR, ¥ <0.05 7. <0.01

SLhti ) 9

EASEHFI T, LAY 23 R A4 24 I AMEFMET 452, JHkT .

G WARrS

290 7775 R A BALB/c /R 40 W, MERESF:, SRR S RENL /4, A A HE S 7R
P EL20% AN . RIS ATEIY TRE RIS D 5 K, B (MEMEATRSD NRIER
RN ENHEAM FER AN RES W ORI R G —ROREE A %
B AIAFNRIER ARG R . NEENFEIMWAPARRE . DRERIKRIREAEY,
FESHME. .y mONE, RE S AmR e, AR IHEE S 08 Sme/kg. 10 mg/kg. 40 mg/kg,
TR, BT S S AR R

METTd: (1D —HORAEWEE: WS EF AR T/ RS MARAE . 230 CH X
M, 20fh. R AL (Rl SR, BB — AT ATESD. BRI IR, 2k
ARG . FPCIRAS . MR, TS . ST UL E T AR BHIRGZ 540 0~2
INEF L 4~6 NI RS 1 IR F A TR MEREIR AT I SR IR A . (20 KAEMFERINEE: FiRk305E 8
KA LA AR5 /N B RIS, X 45 245 35 B R AR R 35 00 52 SR IR T 45 L 1 R O )
NS AUIT IS S . (3D WL E s SN RUIRAS RO g R), MEARE ., (4)
FECEIRIALE : i3/ BRAE LR IR SR IR AE Lo I, 0 A P SO A S AT R A %
FEAE AR .

LIS LR BALB/c /N RORIRERKESL A 23 (Smg/kg. 10 mg/kg. 40 mg/kg) J&5 A4 H
A EFRAIEA, RWIIRARETEMREETEES . BRF KIS 24 (10mg/kg)
JG, BAEAET. WML AY 23 EAL & 24 HA B IF I Ak

BB, A BT JE L b3 ST pi 5 R D B AS AT (10 1 = R AT AE s L 242 BT
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s G, USRI &R T R R 4 P g, EARRIFARIR T Lk st
Fti o, BN TR AN FRR D AR L3R S 1) 4 BE SEt o I R BOR AU BARN SR 1
A FRAR AR AT 5t X A R TR i P JEORE (R 85 2008 e S B R R N - LA s e 3¢
&, BTRARRIE N RIEE M AT E 2N
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