& meilunbio

PHA-665752
FigRS: MB8803
REIRE: >98%, c-Met HIFIF]
BENE: 10MG;50MG;200MG
R solid
X ER
PF C32H34CI2N404S
PTE 641.61 0
CAS No. 477575-56-7 i cl 7 p
Pt -20°C, BPHHEDTIR # gso 4
DMSO: 128 mg/mL (199.49 mM) =% 9 0 Q
ARME25°0) Water Insoluble H
Ethanol Insoluble
FEEN | ARMEARETUEN, WREBEIE, TstamELARENE.
HithikBE | ATENRLER, BFELRRHEREFEIRE.

f@7v: PHA-665752 2 ATP R34 c-Met SR HEDHIF,
A& : 2H-Indol-2-one, 5-[[(2,6-dichlorophenyl)methyl]sulfonyl]-3-[[3,5-dimethyl-4-[[(2R)-2-(1-

pyrrolidinylmethyl)-1-pyrrolidinyl]carbonyl]-1H-pyrrol-2-ylimethylene]-1,3-dihydro-, (32)-
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SARME: e, DMSO: 128 mg/mL (199.49 mM); Water Insoluble; Ethanol Insoluble

BE: i >98%

fETESRM: -20°C, EEhE=IATIR

SYnEtE

. PHA-665752 2— AT, 15ERMRY, ATP ZEME c-Met IR, EFHIEIHIES 1IC50 59

TS IM, 3 c-Met BUBEREMLERS RTKs FI STKs &5 50 3LLL,

c-Met RON Flk1
(Cell-free (Cell-free (Cell-free

£ assay) assay) assay)
9 nM 68 nM 200 nM
PHA-665752 RZEDH c-Met BEEEM, Ki 94 nM, IC50 5 9 nM, BSEZHERRERTIZ2-75
FERHESIELL, EFTF c-Met EE8FER 50 25, PHA-665752 B3HI HGF RIEAY c-Met

(BYMAST | BRsER{L, 1C50 79 25-50 nM, PHA-665752 tBRE4H] HGF-F c-Met-{KEREITHRE, aNZmpE
IEEIFNZAREIESE, 1C50 4519 40-50 nM #0 18-42 nM, Itk4h, PHA-665752 {EFRRTFS it
MR, BXuDE HGF-RIEAIEERKENI c-Met FFET 840 Gab-1, ERK, Akt, STAT3,
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PLC-y,#0 FAK RUBsE214, PHA-665752 {EFBF TPR-MET-4#5{¢H BaF3 4BfE, #I4IMMEALS,
XFMEBFERIZEKEE, 0.2 uM PHA-665752 thilNH|4a s EVMAE FHFITRE, H1EIZR1X 92.5%,

0.2 uM PHAG65752 1%l c-Met, tHiES: 33.1%MIAET-, BfE G1 HRHIIM 42.4% 1253
77.0%.

R

SRmH c-Met BEERUFAIE SRS, PHA-665752 402 S114 #iEfE, {IHIELER,

XMEREERIEWEE, X% 7.5 15, 1 30 mg/kg FIELIE, PEEKIDHEIS IR

20 %, 39% F168%., PHA665752 SMEBEMIEREIER, BEMRMEERK, D56 NCI-H69,
NCI-H441 F] A549 FhyEELEIBEE 99%,75%, 1 59%, PHA665752 thEBEMAIMmEs4, 1
# 85%LA L, BHMRAREKETFE, ESMEEMIDHFIMIVR-1 =&,

X CHEXTREFEESHEKIEEREFIEMNER)

MB5669 INCB28060
MB5240 JNJ38877605
MB9673 Tivantinib (ARQ 197)

ARk RmAR, ZNAToFENE,

HEFENASE, ™ERATAMK. PHA-665752 2 ATP 52

S c-Met IBRMHDHIF, AmABTAEXUHATRHATR.

T
1 "o
- b 1mg 5mg 10 mg
TmM 1.5586 mL 7.7929 mL 15.5858 mL
5mM 0.3117 mL 1.5586 mL 3.1172 mL
10 mM 0.1559 mL 0.7793 mL 1.5586 mL
50 mM 0.0312 mL 0.1559 mL 0.3117 mL
ZBSTIOIME ((UitEE)
{AHMEEREE:
{E5F8 GST IS ZEHEM c-Met BESEIAIT c-Met S£38. 7E ATP FI”MPHEF (MgCI2 B
ESEIE | MnCl2 10-20 mM)7ZERY, RIBEESIKEYFIER -glu-tyr BUBEER{L, MxE PHA-665752 !
c-Met B9 1C50 (&, WEFERTF c-Met BIZMEEE (BN SRR IAERERAAEERD), AREX
NEENNESNHEH IC50 &,
Cell lines: S114, GTL-16, NCI-H441, #1 BxPC-3
Concentrations: jAF DMSO, &REA~10 uM
Incubation Time: 18,8% 72 /J\ad
. Method: #5E3LIE, MEAES 0.1% FBS BUIE#HEF 48 /\it, REEARRIKRE
MR PHA-665752 gtIBAENE, 18 /NS 4ENEAT BrdUrd 8 1/NEY, BA, (L BrdUrd iEA
YIBSTUASRE, RELIEIRTE 630 nm 4MEE, BT SLIes, HERAES 2% FBS pUEHFEH,
EBET HGF (50 ng/mL) =&Y, (FRARREIRE PHA-665752 SMB4RAEE 72 /N\6T, 72 /N\ET/5,
ISR ZSEF I TEB AV B &1, BT S BRI E AT M FA=AE B Mia s MiamE ).
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http://www.meilune.com/goods.php?id=15979
http://www.meilune.com/goods.php?id=8959
http://www.meilune.com/goods.php?id=15978
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Animal Models: #%5 S114 8 GTL-16 F1EEERUMEMTEHIAR nu/nu /NG
Formulation: £ L-3LE (pH 79 4.8) #1 10%MI5RZ _EE+EcH!

SAsEIe
At Dosages: ~30 mg/kg/day
Administration: EfkiE5t
[EE]

oKATmNIFEEER, ERTHARES, FRAMIMNE, RENRAR, SUSSERE.

IO T MEENEERMEDER, HEMREREREENE, U EESENESETRAR A,

A SYIREEEER

1 FRA%E: BREIEYEREFFAZECHITOE, BADERE. 8EMHFRRTRSHS ERINTRE
R WEERHRERER, BEITMRHRSHRNZRAKEE, SANMBSMELRE. THAER, KEXR
(EFERY, BSLEMELF, Y Parafilm HOE, FHERENEERAGER. IRKENEEK, B m
B, BEEHWE, LIGssmstieRE.

2 EEREE: AEOEARESRERRELRE, B KANBRENS. WFHSHETR, BERS
EAR, MIREFREESER DMSO, EREIETAEIFTE T 80 REKEME, —RILUSERE 3-6 ™A
DAL, fEfEFERD, BREERiTHR. BREERRE 5.

3 HBIERTIERHE: BRIECAFZTEERHERE, RRESRIEEEANREETFR. BTN
WEMEIEAMRY, FRLAGERZKIMEAR (40 PBS) AT, TIRESMTHINE, FBLESEERENER, +
SXILIEFERN. G0FE DMSO {ERBHI, B8R DMSO REEERIRE <0.3% AR AIES .

K@, FABEEY 0.22UM RHEESIEARE, BZXRMAEN, HEEESEXEL, SNSRI
BnElE, BEERIIESNSERIRKE.

4 (FRENYEIERA: ATRSUSMRRAMN, WL TIFRECHIRTE, TREFEMA LA
fERBDER, WILHE, CMC-NA, Hil%, BERFEZFEREXNEVRE. WfER DMSO, iSHR DMSO
ROLEIRE < 5% LABIRBIEER. LHHIERHIHR, AUSETER

AR ERFNFIRIRER

b (RE(KG)  WARERM2) |Km R
s 12 0.6 20

3] 10 0.5 20

bz 3 0.24 12

i 1.8 0.15 12

R, 0.4 0.05 8

RER, 0.15 0.025 6

O, 0.08 0.02 5

N 0.02 0.007 3

a4 A(mg/kg)=a04) B(mg/kg) X 40 B 7Y Km Z&E/z04 A Y Km REL
5 XFF-mEI SRR

TR mE, BRNERFRIERTENE, FREERTHEIA. MTREMENT R, HERT 500MG
A9, FIH A RRIEERRESRN. BT nERUEEnIETRE, NMSEr-mitErEEEs
BEEF L, XIMRERESITHSET, TEUMERRRT, FrRinERER. YRR, AL 200
HEGHFEL, EREERIK, MmsiRek.

FRirS N EESE —EiRE, £ NIEEANETRIESTEE, EEM
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e O hezem
1-20MG 0.1MG
50-500MG TMG
>1G 3-5MG

P ALERREFRETN, WREWIHTRIEIFRE/), FERNEE-REATHIIRET TSR L

FEBN—R, TREMEREFRIFE. EILIINEEER (SREFEFM) FRiEEFESEZTE
B,

X TERREGHARIAT BRI ECNNRE, RIIZNERSENBHEZRAMZtEY, MTEER
EMRNEY, EEETSSPRRKUKS, 2EWRER, XMT-RREREETIERPRE.
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