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Dacomitinib; PF299804 (EGFR Hli#i5))

FE g : MB6166

FREARAE: >99%, AT T4 ks

A 10MG; 100MG

FedmER: solid

EA&ER
ViV C24H25C1FN502
IrTE 469. 94 O
CAS No. 1110813-31-4 o j<=f‘x
T A 20°C, RO i F@NH Ty
— DMSO: 19 mg/mL (40. 43 mM) =X o — WQO\
(25° ©) Water Insoluble e

Ethanol Insoluble

HEREED | WA ER TIEN, WRIREEIR, wTRs s fE: .
HAbBirl | AT SRR, 1 5 S IR R M TR R

®ifr: A E)e Dacomitinib 2 —FRESR, ANFIA ERBB KRG, fEA T EGFR, ERBB2 A
ERBB4

A4 : PF-00299804; PF-299804; 2-Butenamide,

N-[4-[ (3-chloro—4—fluorophenyl) amino]-7-methoxy—6—quinazolinyl]-4-(1-piperidinyl)-, (2E)-
MIBRPEIR R Fa bR -
BRATL: ooevnneernnennnns {0 55 5 0 [ {4
TERRME: eeeereeeeeenns DMSO: 19 mg/mL (40.43 mM); Water Insoluble; Ethanol Insoluble
@%: .................. >99%
REFESAE: —20°C, BT A5 P T4
EYrEE
Dacomitinib (PF299804, PF299) &—FiA K, AFTWHIEZ ErbB #IHI7, &A% AFEH T EGFR,
FPERHEER | L4 1C50 4 6 nM, = 2fE 1457 EGFR 5 ERBB2 2482 (fiif Gefitinib) FI#E7s EGFR
T790M Z£4F 7 ) NSCLCs o
EGFR ErbB2 ErbB4
Py (Cell-free assay) (Cell-free assay) (Cell-free assay)
6.0 nM 45.7 nM 73.7 nM
PF299804 J&: ERBB 5 ik I g fr 45 S PEHI1I57) . PF299804 #1#| EGFR 15 546 5, JH%E S48 EGFR
T790M ] H3255 GR 4HMI RIMT:. PF299804 REtEA RAEM TX gefitinib—BUsk 1M 241 NSCLC
ZH i) 2 . PF299804 ik F ik T7T90M 84544 (K] H3255 1 HOC827 ZH [ A=K . TTOOM RASALEE T,
PF299804 101l EGFR W ER 1k . JBIL7E ATP {7 s (1454, LLA ERBB SRR R IR PR i A dsk o s Az v 2 ke
AR TIRTREE LM A&, PF-299804 Ref% AT Wi ERBB B S BRSBTS 1 - PF299804 7E HER2-4 1Y

HE R4 (SNU216, N87) HHaRINHH &2 A= KAl AE A, I H.5 HoAth EGFR B 28 B BB #1551,
fU3% gefitinib, lapatinib, BIBW-2992, #1CI-1033 ALk, PF299804 B4 1% 50% M0k FEH .
7€ HER2- 1811 B s 40, PF299804 5 SN TN G1 HIRHWE, FE30 HER AN s 518
%, AL4% STAT3, AKT, FIZHAEAME 57 iAs (ERK) T A2 /AR 1k . PF299804 25 [H W SNU216

ZH 0 FH EGFR/HER2, HER2/HER3, Al HER3/HER4 7/ —JEAKTERL, LLJZ HER3 5 p85a [M45&. —
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T I FIRIF 784 ) 47 A N FLIRE AR A R LR B R R &, DLyRfl PF299804 [4maIfER, 2553
L0, MXTTAET A AR (RR = 3.39, p < 0.0001), PF299804 {44 HER—2—4 14 fit) 7. Niis
AN . 75K L BRI R, PF299804 B4k HER2, EGFR, HER4, AKT FI ERK HIBEEE{L
{EA]. PF299804 i@id GO/G1 HiRH A, H i F4uMu O R FEHPUIGFEIEA .

PF299804 11 AR4h 2456 i HCC827 Del/T790M SRR A, [1] PF-299804 (15mg/kg)
RCFAIEE T AR 24 51 A SB35 (R B e e vl 1, B 70 25 it 8 S P R AR B v 5 2 25 1 AR 4
WFRIEFN /BT Rk ERBB AL, Bt gefitinib Fl erlotinib MG & A XU E KA
(L858R/T790M) 1) ERBB1 (EGFR) S Fh At AR A,

& PBtst

SRR R ERE (B 2 A SRR GBI FIE T B M B AR)

MB3952 AZD8931 (Sapitinib)
MB3953 CP-724714
MB3954 Mubritinib (TAK 165)

HgE#HR: BF, TENHATS> TEDY, HHEESH T, ™2HF A, Dacomitinib
(PF299804, PF299) & —FA AU, ARTWHIEZ ErbB 17, A REH T EGER, A fh v T AH 5 Ak it A

igﬁo

R E
f " og
e R 1 mg 5 mg 10 mg
1 mM 2. 1279 mL 10. 6397 mL 21.2793 mL
5 mM 0.4256 mL 2.1279 mL 4. 2559 mL
10 mM 0.2128 mL 1. 0640 mL 2. 1279 mL
50 mM - - -

S RLHBRE ((NEESE)

3T ELISA ) ERBB BEHRE :

ERBB1,ERBB 2, I ERBBA £ fft J5 il £ &% (4 J 3 45 ] PCR ¥ ERBB1 /5 41| (Me t-668 F1] Ala-1211) , ERBB2
(I1e~675 F| Val-1256) , A1 ERBB4 F¢ 41 (Gly—259) & il BIFFIRIF 244 H & o B ARG
JERYLH) ST9 B AN LA GST Rilvh B AR . 85 0 487 FH 28 B H RS AR b i e i o i €8 3 v 4t
1k - ERBB 1 2 B VB 7% 1 (A 0 4o ) 3 BLISA 5244 O T8 U BB i B0 DAy o Wi S B (B 50wl
SR SRA Y 50 mM HEPES, pH 7.4, 125 mM NaCl, 10 mM MgCl2, 100 wM EALER4HN, 2 mM
ZHRISPERE, 20 nM ATP, PF299804 B#iAXIHE, 1 1-5 nM GST-erbB) £ 0. 25 mg/mL
poly=Glu-Tyr E# 1) 96 FLIR FikT. RNIEEE FERET 6 /0480, i RPIREWE 1L,
SRJE PR ERIR (0. 1% Tween 20 [1) PBS ¥R &P FL. #4E BIBAR I A AL (HRP) 11 0. 2

v g/l P IREL S R PTiA (BUm L Ab—4; 50 ul/well), ZEAL% 3% BSA F10.05% Tween 20
[ PBS FRARRE, HILIMNJG, EXIR NS 25 /08l DURIMIBEERIL I BR iR 3L . B huiRmekk,
WRAE LR B RS SE . 4% HRP JEM) (SureBlue3, 3¢, 5, 5¢—PY FF BL B I BE TMB) An N (50 n L/
L), HAEZHETEREEF 10-20 440, TMB MGET A 50 n L 45 %K (0. 09 N H2S04) {5 1.
{E 5@ E 450 nm N RGBSR 2 PR299804 ) 1C50 {3 .

WL Ry

Cell lines: & NSCLC #fiffd 5

Concentrations: 0-20 nM

Incubation Time: 72 /N

Method:  AEACHIAECHIHIEL 5- (3-Hk P AR AR I) —2— (4l 2R KR —2H- DY e (MTS) ¥l i€ - 1%
ARG, LI E T YH I B R T 4R MTS AW B, CATR A AT ¥ T 4 it 33 2 32k 1) FF i

4R

W 10 m ei I u n b i O A R FHE AL W BT ER. AT BRR LR


http://www.selleck.cn/products/pf299804.html#s_ref
http://www.meilune.com/goods.php?id=15982
http://www.meilune.com/goods.php?id=15925
http://www.meilune.com/goods.php?id=15983
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FER, B ANE G B VA . A R TR AN 72 N, AN SR A 4T B AR R £ I T 5E
FTAT S8 s AE 6 3 12 ML adsr, HFHTESRBE/DEL 3 k. XEHEE A GraphPad Prism
3. 00 [ Windows (GraphPad #f4) ELW B . BHZR A AR L6 P AR R@ T S T 5 & s v il 2k
4.

(Only for Reference)

Animal Models: HCC827-GFP B, HCC827-Del/T790M JMfEEZH M (7 0. 2 mL PBS A7) Bz Nt 4
RA N4 —ig .

YL  |Formulation: PF299804 DL 10 mM 7E-20°C A& T DMSO

Dosages: 10 mg/kg

Administration: [IRSRIAIZZY

[E]
O PRI B LR, AT AN, WHRATMTUE, TR ARE, A BN,
@57 A I REHR A 5 B, A RIEFTHR L BBURYE, Bl SR (L B 20 S 2

A S YIREERENR

L PR s BRI RAEE ST, BN S, GEMRSR RTS8 OE = 2
Fis WISERRRALIE IR, IBTEITWRE S RATE IR, HAMESHE L. TS E, KR
FRN, B LEHRZESRE, B Parafilm 3 OB, FieRAHRPAGF AR wWRBERN DK, B R
B, BWEEFIEE, LGRS,
2 AR KRB R R e R 2, MRS AR WFEHIS6EER, EikH
BIEETT, MIBEE RIS L IEFE DMSO, fif &Ml &5 RE1E T K 80 IRICEE kA7, —Mnl LU 77 3-6 N H
DL PEAEFART, FROMAERBOEATRRE . 0 S il 2%V R A
3 YR F TR E: EREAN AT EEMITFIRE, WM& REE BN KRS TER. hTFREs
B RRREER, FTUMERKEER (1 PBS) Fikel), mIREHTHysE, nl@E i s E A S EE, A
SN FEAE RS . Wi DMSO {E VAR, T8 AR DMSO e 245 FH IR BE<0. 3%, LAIBE G0 41 i 5 14 .

KA, BATEUGATT 0. 220M s 3 7 BRI, G2 RHEA, HEsESEKE TR, Slsmit
GEME, BRSNS BRI,
A ERNSISEMNAE: BT RZAEWRRREER, s TIERECH NG, TR /B InN—Le 24 ik}
ERBIER], winkii, CMC-NA, H&E, BAATRER AR CERIE . i DMSO, &Lk DMSO 24k
JE<5%, LU IEIER . AAFIEIITI R, mTUSHE TR

YRR S S E HR

)7k A (KG) EREA M) [Kkm &I
ik 12 0. 6 20
) 10 0.5 20
i 3 0. 24 12
i 1.8 0. 15 12
A 5 0. 4 0. 05 3
NG 0.15 0. 025 6
6 B 0. 08 0. 02 5
/N B 0. 02 0. 007 3

2 A (mg/ke) =24 B (mg/kg) X Zh4 B 19 Km R E/ 309 A (¥ Km %

5 RT=RBIAE KRR

T B g, S L R i R e Bk, IR R AT R . X TR ZRE R, R AR T 500MG [,
FATH) RIAS R E IR BR RN, T BT R e s R R B, AT S BT A A B
T L, RINEEAZATT ST, R ERRIAT, M RUTRERE . 0 T, W RAE 200 v
FREPER L, BRI, AT S 2k

PR R RS AT EIRE, AE TV A R T E R, AR
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— s RESHAENTFES Dalian Bergolin Biotechnology Co., Ltd
b Vi iR 22 i
1-20MG 0. IMG
50-500MG IMG
D1G 3-5MG

S A AR SN0, RN IR, O84S T e 4 2 T
PR, O REWEA B BT . ST UMV CSRRARIETAD 6 et s 2 5 4
i

AT AR SORI 07 R BB E RO TR, TR TR P AV AL BV AL s 3 T LA
MEPERY L2, B R RO, SEBUCRIR, SR 5 5 BB AT AR o (R A <
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