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AEE788 (NVP-AEE788) (EGFRHPHF)

L CRE] T ELY 3
SC0024-10mM AEE788 (NVP-AEE788) (EGFR #l#171)) 10mMx0.2ml
SC0024-5mg AEE788 (NVP-AEE788) (EGFR #llf#i7) 5mg
SC0024-25mg AEE788 (NVP-AEE788) (EGFR I 7) 25mg
~EEN:
> HHER:
s 6-[4-[(4-cthylpiperazin-1-yl)methyl]phenyl]-N-[(1R)-1-
phenylethyl]-7H-pyrrolo[2,3-d]pyrimidin-4-amine
TR AR AEE788 N H
914 NVP-AEE788, NVP AE788, NVPAE788, AEE 788, M N
AEE-788 N. /I//\ < > \
4 | NA &)
Azt CyH3Ng NH N
TR | 440.58 —
CAS* 497839-62-0
gl 98.1%
/AR E | Water <Img/ml; DMSO 88mg/ml; Ethanol <Img/ml
o SmghiA1.13ml DMSO, i %4.41mghiA1ml DMSO,
Fc % 10mM PR . SC0024-10mM I DMSOFL i .
AEWiE R

AEE788(NVP-AEE788)Je — 45 %) EGFR #1 HER2/ErbB2 #I#5], IC50 4% 2nM Ml 6nM, Xt
PR | VEGFR2/KDR. c-Abl. c-Src Ml Flt-1 fEFHRURRES, XI Ins-R. IGF-1R. PKCo F1 CDK1 %A #IHl{/EH

Phase 1/2.
=585 | Protein Tyrosine Kinase
B EGFR HER2/ErbB2 c-Abl FLTI c-Fms
1C50 2nM 6nM 52nM 59nM 60nM

AEE788tH#Ifil]KDR. c-Abl. c-SrclFlt-1, IC50°450-80nM. AEE788%}ErbB-4. PDGFR-B. Flt-3. Flt-4
RETMIc-Kiti% HVE AR, WAMHIns-R. IGF-1R. PKC-af1PKA. AEE7881EMH T-A43140Jf, A %40
HIEGFRIBEMR AL, IC50411nM. AEE788/EH T CHOZ U AIBT-474410, 43 540 H | KDRFIErbB2 HI R 1L ,
St A3 141 fUPDGF % S 1 B 1k A F A 520 . AEE7884IHINCI-H596. MK .. BT-474#1SK-BR-34H i 345 ,
IC5073 2478+ 56+ 49F1381nM. AEE788tH#I#|EGFR %845 f14%32D/EGFRAI32D/EGFRVIIR i H4H fu 1
¥H . AEE788 B 1 EGFFIVEGFAE 7E i A\ B 5 fik A F2 A1 il (HUVEC) 8 5 , 1C504) 51 43 411155nM . AEE788
E P F N6 2 JJ:SCC Yl i 52 (Colo16. HaCaT. SRBIAMISRBI24Hf)HIHIEGFR. VEGFR-2. AktFIMAPK
Lk, SECERKARE, His ST, AEE78840.2-1.0uMI, FEHTHT2941 M1, $0HIEGFRAN
AktEIR I . AEE7881EF T B8 BFAM MR 4m i &, bl 4n i sE, MHIEGFAMZ /7T 5 175 5 1HERI
HER2FIHER3#i% . AEE7881E A T4 A 7 BUsk L Ak 25 751 10 68 15 4 o g 240 B it 10 1) 2F

PRI 5T

AEE7881EH TNCI-H596 B(DU 145 R 155 AL, il m e+, RARRMeCRARsE, XM AR =K
. AEE7884%50mg/kgii| & {F H T NeuT/ErbB2 GeMagt %1% S [l #£181557%. AEE7881EH T A431f#
S GeMagfa, 43 A RN EGF %5 5 M EGFRBFER L AErbB2 i R 1t.. ABE788#MIH| VEGF 55 I If &
R, KRV AR TER AR, (R ARSI FGFE S 10 L% 4 . AEE7884%50mg/kg 71 & 1F FI T
Colol 6% M, 1MH]54% MR A K, KINEGFR. VEGFR. AktMIMAPKHI#EEEAL755)40H] . AEE7884%
S0mg/kg I RAEH T B AR, Wi R, #fs50% L, HAEH TREERRE HIIHT2941
Mk, BRI R AR, MHIET0%, SHRERA . AEET88{EH THT29E ke, BRI
pEGFRFIpVEGFRIEIEK T, HEANKAEGF. VEGF. EGFRE{VEGFRHFEE/KF-. MCPT-11H:H,
AEE788 ] 3.1 #1] bk (58 #4 72 AEE 788411 Daoy . DaoyPtAl DaoyHER2FE MR (4= K, #] 23 1351 % 45%
F172%. AEE7881EF TKS62 R4, nl LM LBHS89 11 By M &R M /=42, v DIEsRF T,

R AT

IRARSES: | N/A




| #E | ABE7SSE AN LR/ T 2 80 AU |

> FARERHFOEIERE TAH R, B RFEARIEEFRH):
AT PR A S 5
A5 FH EE ZHL 45 PO TR S % B £ P BHER AE 96 FLAR (30l) b BEAT S S B, FF4215-4570 81 {4 I [y °PIATP
PERBEIR AR, £ RGluTyr-(4: DIKE N, EEBEC-o. CDK1/cycBHIE HIHETA 7 HIAE N R BERFE
1 75 [1(200pg/ml). 415 FAH1(100pug/ml) fl-E ik Leu-Arg-Arg-Ala-Ser-Leu-Gly, HAFE NAKEY . &R
RS2 ATPIR P H5 n F 6 #%: 1.0uM(c-Kit. c-Met. c-Fms. c-Raf-1FIRET), 2.0uM(EGFR. ErbB2. ErbB3
. HMIErbB4), 5.0uM(c-Abl), 8.0uM(Flt-1. Flt-3. Flt-4, Flk. KDR. FGFR-1f1Tek), 10.0uM(PDGFRpP. &
Jivh H B C-ofICDK 1)H120.0uM(c-SrcFlEE FI#MEA). JIA20ul 125mM EDTAZ 112 8o 30pul(c-Abl. c-Srcy
IGF-1R. RET-Men2 AHIRET-Men2B)B540ul( BT H A BET) R B4 ) 7 B Immobilon- 58 i 0 I,
FH0.5% HsPO, IR, AR AE . H200ul 0.5% HPOMHE, HRE, F1.0% HPOLEIUK, FHZEEW:
—. MM, 114, & TPackard TopCount 96FL#K F, &FLIMA10ul Microscint. 23 A0l 7 4322 (1) [=]
A A A D = RCPAT SEER BUA 1P B T BLICS 01
2 0 S 56
EHIIER T24. BT-474. SK-BR-3FINCI-H5964 )}
W 10pM A
AbFERF[E] | 4Bl6 K
IR AL LS} 10PN ERFE96FLAR |-, 37°C TR B IR, LI — RINNAEE7SSHRE N, ik EN
o 10uM. FEIRIE B 4(T24)86(BT-474. SK-BR-3AINCI-H596) %, 40 F13.3% v/vik ~BSR &, FKhik,
FH0.05% w/viIE WS Bt . 3% HCIBE 2 G4k}, {3 FH SpectraMax 34073 G THE66SnMAL I & W AH
{5 FH RS A 1) il B 0L & IE ICS 018 -
I/
YR | #EHNCI-H596. DU145. A431. BI16FIEU® IFE JeNeuT I HC T 41 i ¥ MEEBALB/C#E i
C i) N-F 20 & 42l AIPEG300 1:9(v/v)
A& 50mg/kg
T | HRAEEE
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SC0024-10mM AEE788 (NVP-AEE788) (EGFR Il 7)) 10mMx0.2ml
SC0024-5mg AEE788 (NVP-AEE788) (EGFR#1171) 5mg
SC0024-25mg AEE788 (NVP-AEE788) (EGFRIM I 7]) 25mg
— PR 1
REXRE:
20°CHRA1E, BO—FEM. WRETIEDMSOBER, i3 /5-80°CHRAE, THil6™HANH L.
RSN :
> AP RAURT T N A IRFEEGT R, AMEHTIRKIZWEGEYT, AMEH TR RS, AR T SEEEN.
> ATERI RN, 57 SRR R TERAE.
@ﬂaﬁﬁﬂﬂ
- WRCEIFE S ST R R B AR I 2 A AR AT o 8 AT AT BA7E2,000-10,000g 25 0 BRD , DA A SOR K 78 0 DT 2 5 K 5
T .
2. XFT10mME, AT EAEMRAE A 0 TR, 5 HRHE AR 7 G v e S S e B PR I8 R L Y 7)) st v R BBE PR i % R (B
W) EEH.
3. BARR A TARKREEESH AU B AR AR AR 725 R B S A OGSOk, B AR S50 H W, DL RE % 105 o2 28
R FNZHZY, i sSEge AT B R AL .
4. ANFEISEIESMIKIE AR IR MESGN 'R B IESHE W T ML http://www.beyotime.com/support/animal-dose.htm
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	 本产品仅限于专业人员的科学研究用，不得用于临床诊断或治疗，不得用于食品或药品，不得存放于普通住宅内。

