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PD153035 HC

RS - MB3980

FREWRAE : >98% , 455 EGFR &I
EEEE : 10MG;50MG;200MG
e : solid

BEXER
oFR C16H14BrN302.HCI
DFE 396.67 /@\
CAS No. 183322-45-4 = Br MH
E2-SEs -20°C , BB AR 1 fO:@fJ\N
DMSO : 0.5 mg/mL (1.26 mM) = 5 “‘N’U
BREMH25°C) Water Insoluble HC|
Ethanol Insoluble
TEEW | ARMEEEETNUEN  MREEDR  JResmELART,
HfttiBl | ATENRSMRER | BELRRAE RIEFERE.

&7 : PD153035 (ZM 252868;AG 1517;Tyrphostin AG 1517;SU 5271) 25&%4ith EGFR #HIF,
7% : ZM 252868; AG 1517; SU 5271 ; 4-Quinazolinamine, N-(3-bromophenyl)-6,7-dimethoxy-,
hydrochloride (1:1)

PIBMEARIRIEHT

AN 2 . REBEEBRE

BN DMSO : 0.5 mg/mL (1.26 mM) ; Water Insoluble ; Ethanol Insoluble

BE e >98%

RETESRME : -20°C , BOLERIATIE

EVNENE

ey | PD153035 2HEEY , Fr=M EGFRHIFI , Ki #11C50 555179 5.2 pM #0 29 pM;3F PGDFR,

FraRig FGFR, CSF-1, InsR %01 Src JLEFAERIRER.

B EGFR

IC50 5.2 pM (Ki)
PD153035 #0#] A-431 AR P ERZEREXMRRERKE T ZABRBEES , Ki 5.2 pM , IC50
79 29 pM, TIE, PD 153035 {ERTF Swiss 3T3 piF4EMAERN A-431 AR LREAR , 888
SEIRMHDE EGF ESABSSERBIERL | IC50 55079 15 nM 1 14 nM, PD153035 {ERFIIER
3% EGF SR ABAIRER , 84F A431, Difi, DU145, MDA-MB-468 f1 ME180 4Ajf , i |,

SRR IC50 £38#50.22 uM, 0.3uM, 0.4 uM, 0.68 uM 1 0.95 uM, PD153035 HD4|E1EE (NPC)ZAHE |,
#E NPC-TWO01, NPC-TW04,51 HONE1 iR , IXRWERTEERIEMHNE , 1C50 5554 12.9
uM, 9.8 uM, 1 18.6uM, REFFAFET PD153035 {EFTF Caco-2 Zi7E4MiE |, [Ei& PAR(2)E
ERK 2-DkIE R EEE - LIGRLO-NH(2) 2fLIESH COX-2 Fik,

{FPRIEASE | PD153035 3% 80 mg/kg XIEBFERTHES A431 AR RIS EEN RERIGER |, 145
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EGF SRS BREBSEME. PD153035 EFTF HFD-fed /MR , (BHTIIER , RIS F1E
S | BRFRIIGRARKEE.

FHIE

PD153035 2 BEMAVRE KA FZINER S ER BRI M HIF,

ECHEXFRIERF (ESAXEMHRIEF T E MER)

MB3981 AEE788 (NVP-AEE788)
MB3979 AG-1478 (Tyrphostin AG-1478)
MB3990 AG-18
RigRiEiR - RElA  TZRATAFEYS  BEFERNALE  FERTAR. ZREER
EGFR DI, STARTFARRUSAORHASCIS.
ke E
fh &
K i 1mg 5mg 10 mg
1 mM 2.5210 mL 12.6049 mL 25.2099 mL
5 mM - - -
10 mM - - -
50 mM - - -
SSBUSCIRIRIE ((UHEE )
EGF ZAERR RSB HINSELS
FERWARTEF 0.1 mL & 25 mM Hepes (pH 7.4), 5 mM MgCl2, 2 mM MnCl2, 50 uM B4,
0.5 3 1.0 ng i (8274 EGF , BHFELLRES 2 ug/mL), 10 uM ATP & 1 uCi [32P]ATP,
ARSI AEIKRE PD153035, & 200 uM MRAEMREWF | tRIE—EBD S5
f ‘ Lys-His-Lys-Lys-Leu-Ala-Glu-Gly-Ser-Ala-Tyr472-Glu-Glu-Val B9iAgEs C-yl #1178 EL,
AN ATP FraR R, =R T 10 985 , J0A 2 mL 75 mM BERZIER A |, iAREd—
A 2.5-cm SIRESHIBBRA4ES IR, £/ 75 mM BEBRIMTIdiEss 50K , AAFAEER 5 mLIA
WRREEE TR,
Cell lines: A431, Difi, DU145, MDA-MB-468 #1 ME180
Concentrations: 0 | 3 uM
Incubation Time: 72 /NG
s Method: 4BEEIERPTE 6 FLAR L, SB"XK, BB EIS 0.5% FBS RUIEAE L 1555 18
" | N REMARERREE PD153035, 48 72 /NGIFS 88 PBS SEe4mi, (PR T PBS £9 0.1%
NREAES-1 mM EDTA HIE |, SA/SfER Coulter 1HE588UIEE. CMK HESFRPER ,
Eit , FEERERRL.
(Only for Reference)
Animal Models: ;351 A431 AT ZERNG,
I Formulation: PD153035 ;&5 F7K
wAEE Dosages: <80 mg/kg
Administration: fgpE5t
(=]
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oI RAIFEERR  ERTHIRES  BRAMINE , REXFER , SUSSEEE.

oI T RMIEEHNRERMI O ER | REMREFRAUSEAIRME | L RS E T RR A,

A S MHRMEIEEEIR

1 Fma%  BREIRMERFAEECHTHE  BADERR. 8FMHSRRTESH S BRI~

RER; NEERARRER  FETWIRSHIIZRAETES | SANMBMESERE. YTHERE

KHAREERR  IBSUEREIIF @8N Parafilm HOME | FHERBNAEFRAER. RBEREEK ,

B mERE  EEERWE , LRsnstieReE.

2 (ESERHIE | KBoNFIERIRERLRE | BT RAUANENS. NEHISEHEER Bt
BEER AIEFRESIEE DMSO EERHIETMEIBETET 80 BRKEMT —RILISERE 3-6

MRUL. R, BUEERHTHRRE. BREERRERE.

3 HIESFTIERES | BIRECATZELHITERE  wEESERSEERAMAREETFR. BTX

BOUEYEISBMERY , FRLAGERZKMEAR (40 PBS ) #oR2RT , RIRESMTHINUE | AlBI B A R EARE T

AR ARIILIRT AR, WA DMSO {E/IERI 18R DMSO REZERIRE <0.3%, LA RMImEE,

KREST  FABEGET 0.22UM REEITIESZURE |, IBZRARI  HEEESERELT  BUSF

I EYnEE | EERAEERSEHRRLE.

4 (FAEHISEENA - BT REWEMERSMR , SR TIFRECHILE , JRSFEMAN LA

HWREABER , GIMLE , CMC-NA |, HithsE | BRRESZFEEXEVRE. A DMSO , 5

& DMSO RIZERE < 5% LABR B, LHFIERTIHR , JUSE TR

SWPRRERSRGH B AR

bt (KE(KG)  [AEERM2) |Km &
i 12 0.6 20
ia] 10 0.5 20
[® 3 0.24 12
i) 1.8 0.15 12
iz 0.4 0.05 8
KRR 0.15 0.025 6
S 0.08 0.02 5
N 0.02 0.007 3

=) Almg/kg)=a# B(mg/kg) X 4D B B9 Km ZEY/E0¥) A BI Km &L

5 XFFmEI L IER IS

BEIFmE BRENERFmIERTEN FAYHERTIA. W TREMEN R HERT 500MG
8, FIH At ERIEERSESEN. BT nERAUsEEnIiETRE NS~ niEEE
EyEmTrL  XREFAESIIHSET  FEUMERRRT , £ RinFEER. YTRE~m, 7
LATE 200 HAEARERLD , ERWEERIN , NTERIRE.

FmirS T EESE—EiRE £ NI EEMETHREIESTE , EFAM

e i D RZ 6
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALEBEFREFBETH , MREWINFRIEIFE/) AL RERTIIETHEEE
FEREERN—E , JREMRAZFmAsEE. EILUNNEESR ( SREEFM ) FHRiEERES
EzTEiBk.
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T ERREGHRAIRT - MRERHRE EMNNEE | HIENEASENBENERAMZEY TR
BREMRNEY  REESSHIREUKS | ERER | SN REEREE RSP RE.
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