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@7y : IRZEE Erlotinib iHIZE{LAY EGFR 38 , ICs /9 2 nM,
A& : NSC 718781, OSI-744; R1415 ; 4-Quinazolinamine,
N-(3-ethynylphenyl)-6,7-bis(2-methoxyethoxy)-
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. Erlotinib 2—#h EGFR #4571 , IC50 3 2 nM , 3 EGFR BISURHELLITA c-Src B v-Ab 5
iR 1000 245,
EGFR
o (Cell-free assay)
2nM
Erlotinib HCl BXHPHISTELEAE , B4E HNS ASLIRERAELRAE(IC50 20nM) , DiFi AZLi7EE4H
f2#0 MDA MB-468 AFLIREEAMAH EGFR j&{L, Erlotinib HCI (1 uM)#E DiFi A&z
ESHMET. Erlotinib #PHl—4E NSCLC 4HiE , B34 A549 , H322 ,H3255 ,H358 , H661 ,
WIS H1650 ,H1975 ,H1299 ,H596 RY4&1< , IC50 S8 29 nM Zl>20 pM, Erlotinib HCI(2 uM)
FE1MH) AsPC-1 F1 BxPC-3 BB, Erlotinib HCl 5 gemcitabine Z5&1#F , £ KRAS
SRTHRIREME PR B IEIER. 10 f4EE/R Erlotinib HCI ) Y845 (Src {&kEREERL)F0




Y1068 (B BHE L) HY EGFR BiEatt, 54 Erlotinib HCI 8288 T8 rapamycin FIEHI Akt
BN FEE R R A IENER.

#£ 100 mg/kg FIET , Erlotinib HCl =251k EGF iESHSFISIEA HNS FERITIAR/NG
(BPAEAST | KK EGFR BSEsL , FIiAT7/N\GHIAT EGFR B 5858, Erlotinib HCI (100 mg/Kg)il4i
H460a F A549 fdyestEsY |, SEIEE 71 F1 93%HHIER,

ECHEXFERIEE
MB1096 HRIRTER
MB1096-S ERIREER (TVER )

Mgkt - R, SZNRATOFENS  BEFERASE  PRERTAK. BREBERRRKEKE
FEK (EGFR) /ARRAEKEFZA T (7R HERL) MBS ERBESIE, RBEBRIE3uIHIIERAY
EGFR Bt , EGFR BEFRATIERARMIMEMRAERT. EIRaRAREET , EFGF BHERICATIH AT
AR IKIZiHT/E RIS,

fitikEcE
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o pos) 1 mg 5mg 10 mg
1 mM 2.5417 mL 12.7084 mL 254168 mL
5mM 0.5083 mL 2.5417 mL 5.0834 mL
10 mM 0.2542 mL 1.2708 mL 2.5417 mL
50 mM 0.0508 mL 0.2542 mL 0.5083 mL
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HEELLe:

96 FL#R‘5 100 pL/FL 0.25 mg/mL PGT f§ PBS iARIE 37°C MEZFHRERHITIRE. I8 PGT &
SRR MRS T (0.1% Tween 20 f9 PBS iBH)iAE 3 /K. BB M7E 50 L 50 mM
HEPES (pH 7.3)%i#1T , REIRHFEE 125 mM S48, 24 mM &6, 0.1 mM [REERER |,
20 UM ATP , 1.6 ug/mL EGF , 1 15 ng M A431 {RBERESERN4ELAY EGFR, AN Erlotinib HCI
89 DMSO /&7 , £ DMSO iREAN 2.5%, BERCIERIBIIINA ATP iSts , HFE=ZR MEERS
PIEESEIS | 1T 8 DR, BEERAIBIMIRRALESYIEL , FHRAGRETRIEE 4 R, BEMLR PGT B
5 50 uL/#L HRP {BEXRY PY 54 HiBsERER BRI AR (FERI A iR (3% BSA #10.05% Tween 20
#9 PBS i8R F#E1EA 0.2 pg/mL)IEE 25 DHHTINE. BRI | BIREEEE D
WIBIE 4R, HLEBESBIIA 50ul /7L TMB MFLTEYBERYIF=E , IBIMA 50 uL/A,
0.09 M FRERfELE, EEREESEITINE 450 nm RIRLESH1Tb1T, MWRAESEEY 0.6-1.2
RUZERTT , i%B AP, EGFR , 5 PGT FOFLHEAR LIRBEESETH . HEZESS 10 S8pR9tE
FeBTIAIAEL 51,

Cell lines: A549 , H322 , H3255 , H358 H661 , H1650 , H1975 , H1299 , H596 #HfE
Concentrations: 30 nM-20 uM

HRusEEE | Incubation Time: 72 /\Ad

Method: LUEEAAHIBBLA—N=DHFRTE 96 FLEERIMR , HEETESHEREN erlotinib
pemetrexed , 8% 4:1 EEIRELCRIEESY | 157 72 /i, RETEMEEISMAEITEED MTT iE



http://www.meilune.com/goods.php?id=403
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T EKIIFIRTAZYIRAS PBS M IEHIXTHRAMHMCGA S 100%FE) PR EHIRNE DL,
IC50 [ERSRUERAIXHREAMIELL , ALY HRE 72 /8T , S S0%MIBEIHITRE |,
&g CalcuSyn {4

Animal Models: fafar HPAC 4REBAYHENME 5 FARY BALB-nu/nu /MG
Formulation: 6% Captisol

IS o -ap
Dosages: 50 mg/kg
Administration: CIARZ4%5
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1 FRA%  BUEIEYERFAEECHITOE  BADERE. BRMHSERTESH S BRI RE
B EEREEER | BEITMIMERSENZROCEES | SANMBMEIRE. WTHER | KK
(£ BB LEHTEE @i Parafilm HOR , FARBENEERAER. MREENEETK , B
B, EIEEHRBE , IR mLiaRE.

2 (EEREHIE | A EFIRERIZVEERE | BILSCRARANENSH. WFEHEHEER  BLAE
&EBR ISR SIEE DMSO |, (B RHIETAEITTET 80 REEMT , —RIULIRERE 3-6 ™A
AL, TEERRT , BXIESRHEITHE. BRfEEnR S kR,

3 RIS IERGIE | BIRIENAFELHHERE  BRESRNEERBHAREETFR. BTASHY
WEMRISAMRY , FILAERZKIESR (40 PBS ) #fRd , AIgEiTHiE | BT EAEEAENB® &
SXISLRFAEFE. WA DMSO 1E/9iER | B8R DMSO REEHERIRE <0.3% LIg Mg sit.

KREHT  FBEET 0.22UM FERTIEASIURE  IB2RARI  SIESESERES , BUSIEN
aiEtt | EERIAEEESEHIRLE.

4 FREYSEENA - BTREWCSWEREMNN SR TIFREHIKTE | TReaFTEMAN—LRHREN
fEJENBR , WNMLE , CMC-NA |, HiliE , ERFESFERBXERE. WER DMSO | iSHfR DMSO
AULERE < 5% LABRSIHER. LATERIHHE  ATUSE TR

SAREIRRS GBI E R

Wy (KE(KG)  [AEERAM2) |Km &2
G 12 0.6 20
) 10 0.5 20
iz 3 0.24 12
2 1.8 0.15 12
liz 5= 0.4 0.05 8
K5 0.15 0.025 6
&1 0.08 0.02 5
NER, 0.02 0.007 3
Z) A(mg/kg)=E11 B(ma/kg) X 0 B B9 Km ZRE/Z A B9 Km ¥
5 £FERIEMERIS

TR mE | BREERFRIERTEN | FIIEER T, MTREMEN MR  HERT 500MG
Y, FIH A RREERRESRN. BT RERUREERTETRE  NMSE-niiEEEEN
FETL  XIMREAESITHET  FEUMERRHT , Fr-minfF2EK. TR , LI 200
HEGHEEL  EREERIK , NTmEsiRk.

FRirSrEESE M JIRE |, £ NI CERNETREESEE , 2EMN

(AvaN=R-=piel e RZEEE
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG
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