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1. 224G vh Z W PR I R 25 T 1 JLRRIEAE T, JOR 3 ISR 2ER R, IR 1 &
R BOEAT (BRI, IR ARG IT ) ERSL BN A, 73 7l 5 ~ 15 £ 287K R 10 ~
95% L TEHEAT 16 S VR IBE 5 43 730 950 34 408 A3 e IR, 3 10%~55% W I 3 3L 25 T e #9322 W 2 B
Y TR IR GRS 10% ~ 95%: PR i RFLA IS 19 D-101 8% AB-8.

2. MRAEBOREL R 1 ik il 46 0518, JWRHIELE T, BT 4 BGELEE A 20 ~ 100°C, 41
A A 0.5 ~ 3 h, $2HL 2 ~ 3 K.

3. MRPEARIELR 1 Tk (1 46 T3 1, SLRFAEAE T, W48 5 MIEIRRAE 50°C 3025 T4

4. — PP, HRFAEAE T, AR IR ELSR 1 FTidk 5l 46 7 v 4% 1) 22 Ty SR ER A A 2 2
AT M BUAR L A A IR BT B2 I

5. BURIELSR 1-3 AT An] — T0 3k 1R 71 46 5 2 2% 1) 22 T R HU ) BB B K 4 BT 3k 1y il 57
TEH P 2 N o

6. ARIEESR 13 AT An] — T3k 1 o1l 08 77 925 ) 5 1) 22 By e S A BRI 25K 4 Pk 1) 71 77
11 1l £ W 2T R S
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REPSEHEERYI R EFIFTEMAIE

ARG
[0001] AW G+ B BRI, T B K AR5 2 I ) S 2 S R B R
T3 L A 2 R

BREA

[0002] i fR 9 s FH R 11 T 5 K RS2 SSUBR B 22 ARG BRAEIT AN AL, B A1 X e 5 25 1)
B E AR M 5 DS A — 3R 81 4 B PR 2L o AR 3 00 ) Jt M AS [ R
OYATANTRD W PR KW PR3 23k T RO IR A TT RUBH IR o At AT 3. 46 AL N EBATHH RIS -
D SRASKIBCAT 25 it B 0 2 PR 0 8, W PR 2 HR L 22 B O ACAE , 7T e 35 Do I 1 L IR
i B EAA e o B PR M T FAOREZS S N SBE S R S R BRI D DA AU ot £
2006-2015 SFJ7 1] , DDA JIA S H I FBORE B R 451 2% 5580 445800

[0003]  TT 7RO bRIpT, R AR I & 22 MR RHH DR » Tt 5 3% 0 1E 5 8 8 sy s (EURT AR
e L 2R Bt LGS e & 2% e B AR, BLJBR 8 3=, S8 22 D0 IEss o T AU PR AL
HEEAT - CORZHCTT BUE PRI K A0 i D2 DA 1 JB % 22 P A0 B 10 4 52 AR iy
NP EUBE Iy 2 S ARG B U E AR, A8 40 P S 15 AN RE AR TS 0 S BUR 3 UL T
1o (2RI Z AR BE o 1 by 352 PR IR 140 i o (R I E B 1, B B R R R
RAREZ RN 5 A AN PR B AR N . (BDIBR I 3145 5 e kb . AER B Ry
WAMEILAS S IR, B /5 S A2 — RAERE, WA M E S EA . ARE 1T
i B8 RO SR 2 95%. DRI A o B s (14 24 0 e AS B AN T BT A 1R 77 17
[0004]  Jeehi, ARFRERAE AR, DA e 42 T A0 B 2B A I A LA 2R it 5 DR R0 o e M Bk 17
AEAIRAEAN, 302 Jr Bl A N T I 2 9 2 0 A A B 28 G bt L R e A% 30 5 A4 L
AR I3 o AL S — KISEANE IR (RGP o e A0 M Ry 2 o R A T LB S5 bt 1 A, i i 4
A RS TR A R T G 5 8 A0 RS T H 22 b 3%, AN A — R BIREAR 5 88 40 ok mT
PR 3 4 5 5 A AR B, 3 BRI L T 0 DML B ARANGIR A A R ™ B (1 ik 4 T g
A AR RIAT AR, BRI WA D i BT AN RS AN, R
TSV B AT BLZE A T, (B AE CBAE R I8 AT R AL 48 17 (S5 H AN T e, 5 DS
SRAE LA T F IS, B Rl T T DR AL T B T R R A AR, Bl T
S R iE I AR AR ZE o

[0005] =250 Hhif H AR IR, SAE AWK b 2y, JE 3 B8m v e o 2 WL &9, Il
BRI BAT R IGR A h 2 By 2R o3 I A Sl E

ZAAE

[0006] AR K W FT fiff w IR AR T, SR I 17— sy 20 Jovs B i SR 4 P SR X By 2l
X IR 2.

[0007] Dy T SEELAR WK B3k B (1, AR W L2020 3800 TR % JsURk N 2SR, Jn
ANIRNE LREHR0 S, BRSO R, P AR 4 15 91 RSB AR, SR HT 10 i
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T ZETIK L 10~95% L REREAT IR FE VLI J3 0l 98k He R 47 D It 3L«

[0008] iR R ME L EH TR FE N 10%~95%

[0009]  PTiR ) RALWL P IEE B Hpt-100. D-101 5% AB-8 ;

[oo10]  HEHCHEEE N 20~100°C, FEHET[H] 4 0. 5~3 h, $EHK 2-3 K.

[0011] PR MIVEEAE 50°C B 4 AF N ifk4i .

[0012] AR HHIIA 20 ROR -

[0013] 1. AR B UKIGE FH 2R 4 VR A BIF 500 G, 6 v 22 3 2 il g AT H2 B )45 o P it
IR A SRR, J5UR 2 15 R YET 32 I RS A B, 28 72 AR IR

[0014] 2. AU B O 235 T 2 W 2 B o AR T 2804 T 100, e 1 S 3R N 4%
o FEZME T 25T, 25T LLR 2 1. 38%, & & TMBCR A |

[0015] 3. AR WIRHIEEIBERE, X 2756 22 Wy 5E VLA R PR EAT 2 Be A< B, FF Ik
G3 A EATTREAT AR N S A0 B RS FT b 8 35 1 DA

[0016] 4. AR WX 224 $E U 5 A BUZ BEAT AR N A1 BRI Pe e % PR DR, & R B
LR CTEAIUZ AR A S A1 B BTG 1 S =M BH ) B2 A G, 35 e a0 T PR PR 24,
[N JE R TR T R BT i 2k

[0017] 5. KWW RIS RANY ™ RE T H AT BERE R I R 35 1t AR 25 ki, L o
(RO I &l SRAR A i — 20 T R R S pug iR iR e 5% .

[o018]  HLAARSIZt 7% -

[0019]  — 2R Z MR P I T2

[0020] AR T 20800 HUR 4 JsoRbn 252 SR b, I 10%~95% (KPR 1 L BER
LR A 20~100° °C, $EEUNHAE] 4 0. 5~3  h, $EHL 2-3 Y, B R FEBOR RN Z B850, T
FRIR AW A T, R SLWB B A i, S T 10 % 5 251 7K . 10~65% H1 55%~95% £ I 73 7l DE it »
10%~55% PEMRIRAE 50° C EA5 K515 2 Iy B .

(00211 VEh—Fik 7%, TESHON « LFEIRIE ) 50%, PEBUREE K 50° , $2HUR R 4
2.5 h,

[0022]  ZLJER T 2 MU B8 R HR IR [A) 6 22 Iy 28 iR B R s i, ] LR 3R

[0023]
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RES | REEE (O | 1RBEHE (n) | ZERE (%) | SBitE(mgmL)
1 40 2 10 0.284
2 40 2 05 0.213
3 60 2.5 45 0.306
4 60 3 10 0.294
5 50 2.5 45 0.347
6 50 3 05 0.312
7 50 2.5 50 0.352

[0024]  [AJI, B SR IOR A IF e, I RSLB AR, AR IR A LR SR iU 55 AF 7 B T =
Tob 05 PR R FLIBE BT I B AN TR] L1 3 JEE R 56 UG Fd o 6F 22 B2 pl 73 e B (R 5 i, 45 Rn] L1

o
[0025]
FALERS FiRE 7 BERE (%) PRI (%)
10 1.35
Hpt-100 30 1.36
55 1.37
10 1.28
D-101 30 1.30
55 1.31
10 1.31
AB-8 30 1.33
55 1.30

[0026] &5 WoR, KW E =R KALW A, 78 10-55% LWEBe ik g R, H 2 38 1
PRI RIAL 1. 25% LA b, [RIF, 5 22 54 22 By S U B RS LA I ' AR AU R o P R 42 45% LBk
Jiit, Hpt—100 745 K ALB s

[0027] . a@— FiiZEBH R IS R AT

[0028] AR BN 50°CHEHN 2. 5h I Hpt—100 KALW G 45% LBEDEEL 7Y » 3647 4>
JEREI GEELLGG] 1:5), 15 204k — S 5 LR B8 1E T BESE 43 s [FIIE JLAN
AT a— AT REE BRI ML ORI , R L LR LTGS2 S B 2 e S b I AT
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[0029]  1.FEPRZEIPVEIMECH] :250 mL (0.2 mol/L) M 485 118 mL (0.2 mol/L)
NaOH V45733 pH {4 6. 8 MIBEIRZE M, £ H

[0030] 2. a— FHIZPEFT BRG] 38 BRI F OO 28K i, DR E R VR IR 45 )
Bf7 Ay 0.02 U/ u Lo BCHILF G HAE —4°C RGBSR AF . ARSZIGE 30 w L )50 270
uL 2B R 10 %),

[0031] 3. JIRH A FE AR L — @ —D— MLk 46 26 6 17 (PNPG) W9y e i) < FREX 30 mg ] 44¢
PNPG, ¥ 5 mLEFRZE MR (6 n g/ w L), BRIERHE XS i WOFH R A oK HL8%3% 20 min,
AR o Rt SR A LA, PR, VIR A o

[0032]  4.Na,CO,Z¢ (EVRAIECH] HX 21. 2 g Na ,COM T ZKMR/K T, BLR 0. 2 mol/L AL
[0033]  HAFELIK -

[0034] 24 (XJHR4 ) : 30 wL Y a M4SN R E P —ImA 20 vl 1
K ZZIK— 3TCHRHT 5 min — JIA 150 u L ff) PNPG — ] 800 1 L BEMRZEMIRANT, 1
R EAR N 1 nl — B BB J5 , 28, KB #+ 37°Cil 30 min —3R )50
RSO 2 mL PR BREA AR 26 115710, 457 10 S 0

[0035] 25 —4H ~ EE =AML, 4 InAFEIF] 10 mg/mL.3 mg/mL.1 mg/mL 3t 34
WRPEERAIE o 556 BRALAN[R] 2 P IR W 280K, e A R Fr— 3. f5a, D A
AR OD {H . B I s AR R A= P AT

[0036]  PVEPEAIHIZE =[A 2 - AR - A5 /A 2 X 100%

(00371 A X[+ ANHIFE S SO R CAT

[0038] A FENh  IIANAE S SOV AR ;

[0039] A ¥t o FUNNAFE S MR AE -

[0040]  ZELUNF -
[0041]
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R [Cse* (ug/mL)
ALY 8.14
AhEE | 8433
_SHRE | 54.54
LB BRE 2.97
ETEEE | 77.89
Fel F4B0ME | 2.24

* PRk g PR TER

[0042] = .PTP1B P33 Pk se 5t

[0043] 1. GELEVEIOECH] AGAEWH 250 mM Tris 5 10 mM EDTA 415%, 43 SIFREL 0. 6055
g Tris 5 0.0584 g EDTA % T 10 mL 7K+, ik HC1 745 pH{E % 7. 5, ¥ 42 20 mL,4 °C
{#4F . HPE Tris—HC1 & 250 mM, EDTA 2 10 mM.

[0044]  RAFSAE 4 CHTKIARAE

[0045] 2. ZEMRMIECH] <1 mL AEREWINA 0. 0015 g DTT,0.72 nL B- L, &
£ 10 mL % H .

[oo46] 3. R 4y flL #: o 50 Mg/50 ML, & 25 mM Tris-HCI (pH 7.5),2 mM
B —mercaptoethanol, 1mM EDTA, 1 mM DTT Fi1 20% Glycerol.

[0047]  fRAFSA) 4 CURAF 2-4 J8, 20 “CURAFI TR] SE K, 27 KIS TRI R A7 AT 8 0 0. 1% 2 ifiL
A E AN MG A& R

[0048] AT H I HY 35. 4 KL BEABOINZE MM RE 22 8. 3 mL, Wit 96 FLASH o mIRR 4 v 5K
RS A R PERA RE AT B R AR LB L L PTP1B

[0049] 4. JEMIMECH :0. 1856 g pNPP HZZM e w2 1 mL B w], # A4t —20°
R AT

[0050] 5. AMFRAMBHIEZSIMLH] HX 0. 816 g + —/KHLEREN, N 100 mL ZETEK , K55 Bm
s 2 aE ], R pH 2 10 2, B WMEEN 1 mL %% 100 mL BEptrh, H S sgie
LIRSS, PRI W i 22 210 B, A DR IR B o BRAR T 2, 7R 25 793¢ T~ 1.5 mL EP
B, 20 CATEIRAE o

[0051] 6. ZIBECH] :2 M NaOH.

a
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[0052]  #pfED R .

[0053] 254 CRPHRZDAE 83 w L PN 96 LB — A 0.4 wL [ PTP1B fg— %
IO 10 vl 1% DMSO ¥ — G 4 u L EW—~1EiH 37°C /W 30 min =R 5 &EALIN
N IEH 5 w L NaOH.

[0054] 55 4 ~ 55 =4 INZG4L, 23 HUMAIEIF 100 wM.30 M. 10 n MAL 3 MRS HE
JE o o0t IR A AN [ RS2 AR A B 19%DMSO, e 4 R — 3. B, I H BN SLAY 0D
o DA IR NAR R AT

[0055] BTG MEANEIR =[A X - AFES - AT 5) /A 25 H X 100%

[0056] A [ ANHIFE S KON R ICA

[0057] A FESL - IIAAE SOV IS IR

[0058] A 535t FUIAE SRR ILAE -

[0059]
R ICsc* (ug/mL)

RaY 28.34

AinEE 104.37

) := o] = 72.14

V74 = 25.82

FTEE 87.24

Na;VO,2 20.39

* Na:VO, AN AR

[0060] DU fARHMyTIREE PR AT

[00611 A& iRg o M S S F MTT 35, MTT 322 XORR MTT Fb (235, & — Bk il 40 i 473
AR T30, TR V2 T S A P DR (RS P A L R RIS [ e i 98 24 400 9
0 AR 6 DA R IR S S e e A

[o062]  FRAELERUIT -

[0063] 1.4 Fh 40 g : I 7% 10 % Jifi /> 40 I 3 45 15 77 V0T % o A 4l B A8 9, DL AR AL
1000-10000 ™41 a2 Pl 2] 96 LA, FEALAARFR 100 1 L.

[0064] 2 .B5FRANMY - [F)—MEEF TR A, 78 COMEVR G FFE P B FE 12 he

8
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[0065] 3\ E A HEFE 12 h Z ), #AT NS, FALIA 10 n L,

[0066] 4.1 MTT :MTT %3 (5 mg/mL F PBS i, pH=7.4) 20 wL,Zk4:0%EF 4 h, £k
B g%, NGO HCAL A 5% B 0 TR TR A M 75 0 S PR T AL B R T

[0067] 5. J1 A\ DMSO ¥ 100 L.

[0068] 6. LA 1EHE 490 nm A, 7RG G A8 b I B ALOCIREL, sk 45 2R
[0069]  ARAMANARETEFIHIZ =[A 2 - AR - AT550) /A 25 X 100%

[0070] A 5[+ ANHIFE S SO R CA

[0071] A FEN&L « IAKE S SO IR ICA

[0072] A 55 0 FUIAE SRR

[0073]  HAR L RUTT « (IC;fH KT 50 M TVAIE W HE 1, Nz AR sl /T35

AMED
[0074]
ICs0* (ugmL)
i\ a )
MCF-7 Hale A549 SW480
way 22.4 3.11 72.4 91.5
AR 75.8 86.9 82.1 85.6
—~ S HIgE 24.13 28.27 4487 42.65
ZEE 7B 18.97 12.26 42.28 37.54
ETEE 65.4 68.9 74.8 90.2
f%g = 1187 7.02 16.02 12.36
+4H = 103.16 53.21 23453 13529

JIEA-F4A PR MERT BBES
[0075]  MAASREEIMRE S B i PERE S b vl LU Y, 2235 10 2 W 2R IO @ — 46 %60 0 Il
eI 4 BT A e A IR
[0076] i\ R A HEHCYINT DU AR RE 5 | D /) SO PR IpIAS TR 1) B2 B A 6
(00771 EHEPE/NER 150 L, R 22-24 g, Y 0E 5 NS AE - 256 32 /i), LA 220 mg/kg 7
JG s 3 S DY AU I 26 B R K VRV, T2 /N B i DN 5 I KR, 32 vy IR 3 Y i T 84 A4,
BB AR BRAL, JLTE 741 1. 25 X IR (2 B4 3 SRR R (T I B4 24) 41 80 mg/kg

9
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A KPR R GG BN 2D 20 800 mg/kg ;5 24 PR E A =4 60 mg/kg 6+ 225 2L HU4
FIFE 30 mg/kg ;7 R HEEUCT R 15 mg/kg. TFRBEFLZE 1 IR, ELL TR,
A SR . S5 IR R

[0078]
a5 il (mgks) —t e (%)
PG BE 7T KRR
EA=E: - 6.37=0.97 5.821.13
i ik - 17.84=1.03** 20.01=1.25*
pEtER ROPENER) 80 16.32=1.36 8.58=136 50.52
pEMEN ROERT) 800 16.1320.82 10255102 2087
E-Tiih | 60 17.80=1.67 9.01=147 48.79
th A 30 17.41x1.46 12.32:0.91 4321
izl &l 15 1633=069AA  1487=04SAA 13.4

STAMRAIER, AAp<0.01; ST LR, *p<0.05.**p<0.01
[0079] £ JRERH, SR 4G BRI T B I AR DU 4 i i 2 R A 2R /N BRI B /L (p<00. 05,
0.01) , HAT 2 1 BepiVE AL, JLAE AR TR IR R
[0080] L jok b A S5 T WL, AR A R A L AT o P Re 4 A A A P P T s R A o g
5 28 52 AR 5 M i ORI T T PTPLB BRG 0 , o503 DU 4 e vy IR 5 G 140 LU 7 ST Ak 1
FACT, AW RN o JF BT REIR AR 255 D /N RS 5 b PR 8 (i 2 A i
(I BEARAE T
[0081] A B 1 IR M 2R 44 A ol ik P i B 245 21 i 2 = 1R A6 15 228y, 1 Ik
S R TR )Z I 43 AT AR N AMEPERIE ST, B RE 3G UE , K W3R A R T R W RN LR
i 2 A6 A0 8 063 K B o9 6 FH 340 55 i a1 BH 1k 2 AR B B 2R T 4
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