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AG-1024;AG1024; Tyrphostin, AGS 200
PR MB4633
JiEbRE: >98%, il IGF-1R HBEIRIL
A : BMG; 25MG

P solid

EEEER
T C14H13BrN20
NTE 305.17 N Br
CAS No. 65678-07-1 " Il OH
e 2% -20°C, B ER W A T ¥ .
DMSO 61 mg/mL (199.89 mM) = NZ
R
(25°C) Water Insoluble
Alcohol Insoluble
EERE | BMMEREERTWER, WHRIREIA, TR HLia .
HAhGE | N TR SR, & F LRk FEREAE.

fEifr: AG-1024 #iill IGF-1R HBfR{L, 1C50 7 uM, *F IR fEFIZCRASS, IC50 Jy 57 uM, HAR M
X 43 InsR AT IGF-1R (AH Eb T~ F A1 g S BR B R AL 0l 51D«

M4 . Tyrphostin AG 1024; 2-(3-bromo-5-tert-butyl-4-hydroxybenzylidene)malononitrile

W MR K IR

A e R B A A

WM DMSO 61 mg/mL (199.89 mM);Water Insoluble;Alcohol Insoluble
B >98%

&AM -20°C, WEOLRTIE TR
AW

AG-1024 1] IGF-1R H ®ERz4k, 1C50 9 7 uM, T IR fEHIZCRAESS, 1C50 2 57 uM, HA%

s
PRI | 5 InsR A IGE-1R i H T LA SRR LA

IGF-1R Insulin Receptor

o (NIH-3T3 fibroblasts ) (NIH-3T3 fibroblasts )

7 uM 57 uM

RAEE  IAG-1024 10 B R A K P11 (IGF-1) AJBE & 2 4R 58,  1C50 43505 0.4 uM 1
0.1 pM, #iil IGF-1 B2 AR gE 15 25 2 Ak F B R K, 1C50 2339 7 uM i 57 uM, i 52 1A 1%
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B0 e DR 23 R B e
5 Ber-Abl H [ RIE R AR R A 5% .

FIREREFE T AMNERY(TKA) RIS, 1C50 435124 18 uM A1 80 uM. AG-1024 (10 pM){E
T MCF-7 4fiffs, AbEE 48 /NF, FMHIAHMIIGEE, XFME R AZTER R, B 4n i)
T, W%y 20.1%, 5 Irradiation (10 Gy)BtRI R, AT-3ik 40% LL I, Irradiation (10 Gy)
B R R TR A 11.8%, 5 p-Aktl # bel-2 B9, X Bax, p53 # p21 # iR,
A LA AEAER, 8 %] MAPK/IERK2 {5 i@, B f5 TRIE 52 pRb 22BEER1L, &5
PRD-E2F 5 & ATE R, AG-1024 23t B A 2R 41 iu3E 5, 1C50<50 nM. AG-1024
{FE T UT7-9 il Ba/F3-p210 411ifl, T i Ber-Abl A1 P-Akt %15, 18 1 DNA-PKcs %i&, &
AG-1024 th 15 Z 05T BCR-ABL #1771 STIS71 K41 fu b,

&Pt

5 AG-1024 (ISR RCR—, AG-1024 1% 30 ug 7l A FEHE 1 Ba/F3-p210 FAE 58 i/
B, ALBE 10 R, EEIMHIMREA K.

SRR SR (B 25 M SCBE R AR AR B PR AR

MB4627 BMS-536924
MB3905 BMS-754807
MB3908 GSK1838705A

R®BEHFR: BRI, Tz A FEYY, ZFESRurE, ™28 T k. Vilanterol
(GW642444; GW 642444X) W NTIK: 3% B2 WEhiil. A ml Fl - HH S 45U 0 RHTF 5256

e E
\ ﬁ

\M‘ DMSO _E |1mg 5mg 10 mg

. H

R ﬂ\~
1mM 3.2769 mL 16.3843 mL 32.7686 mL
5mM 0.6554 mL 3.2769 mL 6.5537 mL
10 mM 0.3277 mL 1.6384 mL 3.2769 mL
50 mM 0.0655 mL 0.3277 mL 0.6554 mL

SMSRBRE ((UESH)

WK

(i) £ 7€ 1C50 fH -

IGF-1 70 5R 2 3 R T 41 M 3 FE 4 ) S B

IR IGF-1 B B 244 NIH-3T3 41 Fi7E 96 FLAR L (&FL 2,000-5,000 /M4iffI),

TEE ek R rhid . JUEEE TSRS 1% FBS ) DMEM 15373 E, 7F 10 nM IGF-1 Bl &
HELERT, IIAAFEIRE AG-1024 [ N 120 /N o B 48 /NI EEH— ik BE 3536 FEFRE RS [], M
LR R SRR, RJEREFLINN 100 pL MTT. RJG4HME7E 37°C Fim® 4 /M, fnA 100
UL FIREEAR, 2% 20 8. 18T ELISA S8 #37E 570 #1690 nm Abi%l, 7E 120 /INEFE]

Cell lines: MCF-7

Concentrations: T DMSO, &k &y 10 uM
Mz (Incubation Time: 24, 48 8% 72 /Nt

Method: Fi AG-1024 AZhEE4NNE 24, 48 B 72 /NIt S Tl B9AE, IR1G4000, FHEmERE
HERRE T, @It e ER anti-digoxigenin &1 MCF-7 FIRML Lk, A g X G € 17 900357 230 it 7
T-.  PBS iEVEME 4000, F TdT B§F1 Dig-dUTP i&VEE 4L TdT buffer 2, %4 60
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3k, anti-Dig-Fluorescein i&¥eEIF- 45 FITC FHIBHAWR T 40 M, BRI N4 30 4
B, SN E RS PPIBE VAL, R AINE/RNase A W, #R8E 30 rEh, AA)EiE
i R ERAMA M . VERRYTME, 3Eid Western Blot 23#7, Jll5E p-Aktl, Bax, p53, bcl-2 Al
p21,

Animal Models: J% NS Ba/F3-p210 2 A i e 1 4 5

L [Formulation: ¥ T DMSO,%X 5 H PBS Fikk

Dosages: 30 pg/day

IAdministration: &5t

(€E=9
o E M NIE AL, A TR, AT, BRENEME, SIS SR,
o5y = R AN AR SR AR A5 B, T A A RIE RS B BURYE, DA B S ER R .

EHEL A MRIFERE TR

153 BRI YR BIF A EH BT 06, FON IS, AR R R T it 20 (L5 1™
AR AR RO EOR, TR WIS EA TR AR B, R S oS S . X TITER S,
KIIRAERIEY, 1555 06 BB B 4, 22 Parafilm & LU, FFA4 IR RS 26 AT . i SRBCE R TRl K,
HEE P A RO, VS ERIEE, DL SR i R .

2 fERWRIE: IR RO AR e e, IR R 7 . el &6 A, 151k
FIEEHE, AT IR KL L DMSO, il &l &5 sE il T% T 80 fRIKEZMAT, — Al IR EAFAE
3-6 MAULL. EFEAITHT, PO AT R o T S ol AR S R

3 MBS AR AR AN AN TS IE BT S0, MR &V BRI RO E TR, Tk
AR RREER, FTUMERKEEER (n PBS) FkeiS, W RESAT HUlueE, mIE i i 7 fa ] ik

Wis, XTSRRI . ] DMSO {ER¥E I, 1t DMSO i 44 K <0.3%, LAk G 40 il 55
.

KEJ7, BATEBGER 0.22UM WUBLL g 77 R T, 2RSS, BHReiE mi KE 770, BlE
P EENE, SRR S BRI .

4 NSRRI TR A ARIEEIEN, SPese CIENRC RSN, wTAES B A — 2]
ARMERBIEAL, WL, CMC-NA, Hli%, FLART %% P AR o6 CikiE. Wiehl DMSO,
{7 DMSO HIZEH i <59%, LS LA F . 2GR BT 1, T LS8 R
SR TR RO S

i RE(KG)  [ARIA(M2)  [Km F4L
Wz 12 0.6 20

) 10 0.5 20

U 3 0.24 12

% 1.8 0.15 12

% B 0.4 0.05 8

N 0.15 0.025 6

I 0.08 0.02 5

N 0.02 0.007 3

) A(mglkg)=21%1 B(mg/kg) X Zh# B () Km RV A 1) Km R4
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5 KT B S AL R Bl

B, T RN B A R S R, PR R BT R . TR B R, SRR T
500MG F, FATH ) A2 RAE IEECRE G . T i s /e st A b B, IS B b
MR RS T b, RIEEAZ AT S T, W IEACERRINIT, ST RE R T
Pk, FTLATE 200 B /e A RAE B, B RICERIIR, TR S B2 2K o

PR OR RS E R, E T EE A SR TIRE LR, B

b7 H % 7 Y
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

N A SRR, ARG S S R AR /N, [ AT L7 A2 VR T R RE ok B2 B
LIRS —)Z, PR SN R S AL . T LUIR 51 (SRR T IR e sl A 52
2 e R

X TR SR K 7 AR AEHCE AR R E AR BT R, BATE SIS @ vE A Bz e 5 W TR
AARIERI &Y, BERAAT P RWBOKY, EBRRR, XM b 55 2B A TR h R
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