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Tipifarnib; EiltixR
FFRRS: MB6082
[REtRE: >98%,.BR
BEHE: 10MG;50MG
R solid
HFEE
TR C27H22CI2N40
nTE 489.4
CAS No. 192185-72-1 #*
figfFsit -20°C, EERhE= TR )
DMSO: 14 mg/mL (28.6 mM) =M
TARRIE25°C) Water Insoluble
Ethanol : Insoluble
EREIN ARERERETUEN, MNREEDE, T mEAmRM.
EfthisRe RNTIENZ2IEE, BELRRAS—IMEFEIRE.

BN : BER Tipifarnib E—MEXAY, $FHMAY farnesyltransferase (FTase) I,
B4 : IND 58359; R115777; 2(1H)-Quinolinone,

6-[(R)-amino(4-chlorophenyl)(1-methyl-1H-imidazol-5-yl)methyl]-4-(3- chlorophenyl)-1-methyl

PR HEIRBEIR
AN . HeEXEaER
BERME DMSO: 14 mg/mL (28.6 mM); Water Insoluble; Ethanol : Insoluble
BE! e >98%
RERM: -20°C, EERhEEATIE
EVENE
A Tipifarnib (Zarnestra, R115777) 28%, 514 faresyltransferase (FTase)ilF,
{EFTF H-ras 8¢ N-ras 585408, BAEREZERTUSEIFRBER.
L FTase
IC50 0.6 nM
5 DMSO 2 H9 LGL T 4BRE4REL, A3 5 uM Tipifarnib 42 72 /B, BATHEESRBER
SRE. FREEEEEIRMN T 48, Tipifarnib EFISMKERMERE IFNy BT DX,
e+, 5 DMSO 18EL, Tipifarnib FREEUEE! Ras FIEE. RS, Tipifarnib iRkE
IMRSE &F 10 nM B, ISFEMAEREEESHEEERESSIE (MDS) BI{EAF£SYE, =8

HRFERIXAMEREEE. A Tipifarnib 462 72 /\it, IEE MDS BifARIA HEE/I DIOC3
FOEREXER V., Tipifarnib 1 10 nM 4-OH-tamoxifen BxFH, &8 E2 f=EhY, {5 1C50 (&%
{8 &, M 400 nM [EEZ 50 nM,
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5Seayd(ER E2 QbERAOpRERAELL, E2 BXFE R115777 ShERR9REE Ki-67 P&, 557 5I5%(E
FA Tamoxifen & R115777 #8tt, Tamoxifen #1R115777 BEFISEL Ki-67 BAEME, AT,
EARREZIFETIEBEEXE, R115777 BRAEEHEHE CTI, Tamoxifen #1R115777
8% R115777 & E2 BXRVERTREE CTI BERY, T LASEBEAFAIEE.

XX mtF (ESHEXE S E M EZR)

| MB4245 | FTI 277 HCI

BEREiR: REHLR, TZRATLFEYS, BEFERHLE, mERTAR. Tipifarnib (Zarnestra,
R115777) 28309, 55 farnesyltransferase (FTase)ilFl, ZA<fae] BTFAEXIURAIRIACLG,
fEiREE

MR

1 o
_— # 1mg 5 mg 10 mg
1mM 2.0433 mL 10.2166 mL 20.4332 mL
5mM 0.4087 mL 2.0433 mL 4.0866 mL
10 mM 0.2043 mL 1.0217 mL 2.0433 mL
50 mM - - -

SHMSTISIRE (IURS%)

Cell lines: %EEH) MACS CD34+41i

Concentrations: 2.5, 10, 25 #1 50 nM

Incubation Time: 48 /)\f¢

Method: %£EAI MACS CD34+lFEMES 1%+ MFEANREFEREFRE L, 3 U/mIER
A (rh) (BLIRBERLE, 10-4 M 2-FiE 288, 2 mM L-BEE:, RITTNIEEF: 50 ng/ml rh
FHEEF, 20 ng/ml rh GM-CSF, 20 ng/ml rh IL-3, 20 ng/ml rh IL-6 %120 ng/ml rh G-CSF,
$F—X, MEBANMAN DMSO, sLISBASFUINKRES 2.5, 10, 25 F1 50 nM K Tipifarnib, & 5%
CO, RUTEFIPEE+ 37°C IETRE 14 Xfa, RIGEFEH.

HRESELS

Animal Models: {JJB*IPERIIEME Ncr foxhead #RE,
Formulation: 20% w/vp-ER#B5(pH 2.5)

Dosages: 50 mg/kg

Administration: OR{AE

EYISEIS

(=]
KA RAIFEERLR, ERTHRES, BRAMIUNE, RERARAE, SNSSEEE.
oHBD T MIEEHNERME D ER, HEAMREMRIEREMEYE, U EESENESETRARZ .

B EMIREEEER

1 Fma%E: BREIRMERFAEECHTOE, BADERE. 8RMHSFRRTESE D BRI mE
B WMISEEHREEER, BEITBMIMERSERNZROEENE, SANMBMELRE. WTHER, KR
(e, BSLEHEEYE, BN Parafilm HOME, FRBENIEEREER. MRBENETK, B m
B, EEERBXE, URFmLaRE.
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2 SRS XSRS RRERERE, B KANANENS. NFHEEER, BERE
&R, MIREFRESIEE DMSO, BERHFIETAEFTET 80 RXEME, —RIULIRERE 3-61MA
AL, TEEFRT, BXtESREITHE. BRfiEiRERR.

3 HISFITEREIS . BREMAFTELHHERE, HRESANEEEAHAREET/FR. AT
WEMEIEAMRY, FRLAERZKIEAR (40 PBS) #RERT, WIRESMTHIE, FETEREEARENER, 1+
SXILRFAERE. WA DMSO {E/9iEH, i8HatR DMSO REEERIRE <0.3% LA RMIESE.

KREHT, FBEWET 0.22UM RERTIRLRE, B2XRARI, HESESEREL, GUSImL
aiEtt, BEERIAEENSEHIRELE.

4 (FRENSEIERIA: BT RESUSYREEEN, ST TIFREHKE, TREFEMA—LABEREN
fEJOBNARI, WMLHE, CMC-NA, HifEF, BRFEESFERBXXEVRE. WEER DMSO, itk DMSO
AOLEIREE <5% AR RS HER, AARRIRITHINR, TILSETER

SARERRS G EHRER

b (KE(KG)  (ARERAM2) |Km ZE
g 12 0.6 20

by 10 0.5 20

bz 3 0.24 12

2] 1.8 0.15 12

iz 0.4 0.05 8

KBS 0.15 0.025 6

G5 0.08 0.02 5

NER 0.02 0.007 3

¥ A(mg/kg)=z1¥) B(mg/kg) X z04 B B9 Km REY/E040 A 9 Km &L
5 £FERIELERIS

TWEFmE, BREERFRIERTEN, FSERTRIA. NTRSME R, HERT 500MG
A9, BAL AERMIEERSERRN. BT~ REXTREERIETHE, NmSE-miETEEEEs
EETL XIMREAESGITHEF, FEMRERRHT, Er-miEFEIER. XTRiEr=m, "JLTE 200
REAHFEBELD, ERIERKR, MRk,

FRirSirEEsE—EiRE, £ NICERYETRIESTEE, EEM

R E RO hezsm
1-20MG 0.1MG
50-500MG TMG
>1G 3-5MG

M ASERFREFRETN, WREWIRFRIEIFRE/), FEREEREATRITRET MEERE L
PEERN—R, FIREMRATRIEE. BALIINESEER (SRIEEFN) FRleErE%El e
B,

XTERREGHARIAT BRI ECNNRE, IRV ERGENBHERSMZLEY, MTEER
BRI EY, BEETSSPIREUKS, EKRER, ZM-REEREETIESPRE.
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