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Lapatinib (EGFRIHl5)
7 R S 7 AR (2B
SC0204-10mM Lapatinib (EGFR#) 10mM X 0.2ml
SC0204-5mg Lapatinib (EGFRAHIIF) Smg
SC0204-25mg Lapatinib (EGFR#Il71) 25mg
FEamfEa
> LEER:
N-[3-chloro-4-[(3-fluorophenyl)methoxy]phenyl]-6-[5-
ez [(2-methylsulfonylethylamino)methyl]furan-2-yl]quin
azolin-4-amine
fEIR Lapatinib .
> GW 282974X, GW 572016, GW-282974X, GW-572016, I j N
GW282974X, GW572016, Lapatinib ditosylate, Tykerb | o :.Jr Y
ek | e Yo "
b2 C2H26CIFN404S o™ |f\:ir'r
ST 581.06 ~
CASS 231277-92-2
afifg 98.0%
IB70/1Af8E | Water <1lmg/ml; DMSO 100mg/ml; Ethanol <Img/ml
— SngJFI)\O.86ml‘ DMSO, =#5.81mgfiA1ml DMSO,
BLl B 10mMiARK, SC0204-10mMFH DMSORH,
> EPER:
e A Lapatinib, PALapatinib DitosylatefJJE={{EH, &—FEHIEGFRFIErbB2HIFI, fETcdifiAin-H1C50
A12910.2519.8nM,
S51EE | Protein Tyrosine Kinase; Angiogenesis; JAK/STAT
R ErbB2 EGFR ErbB4 c-Src C-Raf-1
1C50 9.2nM 10.8nM 367nM 3.5uM >10uM
FR T ErbB-4fI5h, Lapatinib{FA TEGFRFIErbB-2tb/E T HAMIXAHEE, c-Src. MEKMERKIEEEM:
3002 4%, Lapatinibib#, #MHEGFRFIErbB-2520k Bk, XFEAFIER =K, 1FHTBT474
FIHNSZHAER, 1C504351240.17810.08uM, LapatinibfEf T EGFR-FIErbB-2-id &R IA M R4, ]
EGFRAIErbB-2 H#R (b, LLfER Taift B {K10f% /45, Lapatinibiif|EGFR-MErbB-2id & #IA M4
AN ALK, ﬁﬁOSI—774$HIressa(%l3%EGFR&%‘I%‘[I]ﬂ?lJ?fﬂ)fjt%?fU%UEGFRﬁii‘%iéﬂgéﬁﬂH@%Ko LapatinibfEHl
TR AR LR T R AR 4E A BEROR & 100f5 /24 . ErbB-285 540 FUIR b2 AU HB4a 5.2, XfLapatinib
HA) S5 B BB JEE LR B B SR AN BRI N H B4am4 065 /24 (AN & Lapatinibfy 5 77 B S HN SR 2 /2
G5, #A30uM Lapatinibf #4408, eG4 K, WKE>3.3uMNIHI50% 4K, #E90.37uMIk
MH20%4: K, 5 —FEGFRIY #RISMAMNA-431, SHNSKNAHEL, LapatinibfEiIHIEGFRIS #RIAHIZAH
HA: K75 5 OSI- 7744018
LapatinibARENHIBT474FTHNS AR AER A, HFH30F1100mg/kg Lapatinib FARZE 24585 IR/ N,
RNBFF | SRR, MHIRAE R, XAER LR RO, 1£100mg/kgifl RACH T2 SAMHIMRA K, HXF0 &
AbFH, TEARBE21 KR, A <10% MRk,
ImARSEE | N/A
RFHIE Lapatinib @&t i F 71677 HER-2BHVE L R PLIE.
> ARG B (W BURR BT AT, H A RIFARUEIA E) «
Bl PEAGI SE 3G
731k | MAFIRIB R RIS RS H AL EGFR, ErbB-2F1ErbB4iI4HMIA Il ., EGFR. ErbB-2H1ErbB-4 M AE964L




RRCIFIR AR AT, KAERN45ul, RSP & 50mM 4-18IEE PR (pH7.5). 2mM MnClz, 10uM
ATP, 1uCi[y-33PJATP/BR I, 50uM Peptide A[AEYZE-(RER)-EEEEYFELVAKKK-CONH2]. 1mM
TR R 1l SR R Lapatinib (W13 10uM) IIDMSO, TG 2 46 {b 1 124 52 (R 41 B PO 46 2
B, MABIEGE 1 pmol/BHR R (20nM), 1E23°CRM 10738, MIAIETKAT45ul 0.5% RS, #1ER M,
AR POREY) (75U R SRR 4 Z0d IR b, I IESEIeMR, fEA200ul 0.5% R ML=k, BFLHIMA
NMRIEEY(50u]), ffifPackard Topcountit iR b IE L5 R,
A s
EilliZER HFF. BT474, MCF-7, N87, CaLu-3, HN5, A-431, T47D, HB4af1HB4a c5.2
RE 0-100nM
AP (] 3K
AR E A HFF: 1.5X10*MiE/cm2, BT474. MCF-7, N87f1CaLu-3: 3X10*}4ififl/cm2,
JHNS5, A-431, T47D. HB4aflHB4a c5.2: 1X10*M4HR/cm2, HEFESCEG AR TX4aE K, 24
/NI A5 IR B Y D 021 100nM Y Lapatinib A 4R, 5% FBS. 50ug/ml gentamicinfl0.3% v/v
DMSOMEFEDMEME: 722 A FRHEE, BT474. HNSHINS74A, 7E50% = DMEMAIS50%755% FBS,
50ug/ml gentamicin, 0.3% v/v DMSOM{EFEDMEMHAMEMCE-740/3, #£50% RPMI, 50% 5% FBS.
ik 50ug/ml gentamicinf0.3% v/v DMSOR{EAEDMEMH AL EIT47D/A-431f1CaLu-341ffl, 7£50% DMEM.,
50% 5% FBS. 2.5ug/ml hydrocortisone. 2.5ug/mlff 5 2. 25ug/ml hygromycin B, 50ug/ml
gentamicinf10.3% v/v DMSOMIRPMI 164044t HB4af1HB4a 5. 2411, 3KJ5, {# I H =L i
HEXTREEL, R, FLINATAMES0% ZEEMI50% /K FRI100ul 0.5% w/vIE A, BIEAE R B 1K
HRYERSIAR, RIEESKFHT, SFLIMABBRAAEPBSIN1% w/v n-lauroylsarcosine(100ul), SRA/5L%HR
fEZIR NRE 3058, f#HSpectrafighn{XfE620nm AL E R EAE,
YL
A | BEPECD-1#REUAIMENEC.B-17 SCID/M R
Hc il B 1 ERE- B- IR RIAE 9 10% 7K I IR
& 100mg/kg
LTy Ak, BRMWIR
SERR:
1. Rusnak DW, et al. Mol Cancer Ther. 2001; 1(2):85-94.
2ELR
IR s I AR (2B
SC0204-10mM Lapatinib (EGFR#IF) 10mM X 0.2ml
SC0204-5mg Lapatinib (EGFR#IF) Smg
SC0204-25mg Lapatinib (EGFR#I#IIF) 25mg
= YRR 117
RIEFFMG:
20°CIRTE, BO—FEEW, Smgf2omgfEn] DI4°CIRTE, BD6MAHM. WRAETIEDMSOBHI, BiNT2E/5-80°CIRTE,
e ™ A B,
AREI

> AR T LA RRIRENH, MR TIRKRIZHEGGTT, MIAT 8RS, MIFRTEEEEN.
> NTIERNZENEE, EFLRRFR—RETER.

fEFREA:

1. W= s E S A2 BR B B HEE SR AR OR 17, A RTA] BATE2,000-10,000g B/O8FD,  PARERIASRI R 78 0 ke 28 K5 B a5

.
2. A TF10mMIFHRE,
Mo

R EFERBEE T A TR, TERRGEA S TA R R SRR H AR LA 75 Bl ol e TR FEE PO o 5 T (B S o

3. BARNRETIRREESEAHAHFRIRIN AR RSILVEHICO, SRERIELE HI, DATERAR e 44
A, B SR TERM .
4. RNASKRAPMEIEAR IR E RO R HRRIESH U TR T
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