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Elvitegravir (GS-9137, JTK-303) ; I&&Hi+

FFRwS - MB4279
RENE | >98% , RERHIERSESIENHIF
BEENE - 10MG;50MG
R : solid
HAER
ST C23H23CIFNO5
SFE 44788 F o 0
CAS No. 697761-98-1 g C|@H
EEEH -20°C , BBEpEEAT IR ) 0 N
DMSO : 89 mg/mL (198.71 mM) =X (T
AR
Water : Insoluble
(25°C)
Ethanol : 35 mg/mL (78.14 mM)
IEED | ARMEEEEETNUEN  IREBERE , TS InEIARIE.
H{thiyBg NTENZEEE | BFELRERHE—RIEFEIRE.

&7 : Elvitegravir 2—#t HIV integrase ##I5% , YEFBTF HIV-1IIB , HIV-2EHO #0 HIV-2ROD,

A : 1BEIETE ; GS-9137; JTK-303; EVG; D06677 ; 3-Quinolinecarboxylic acid, 6-[(3-chloro-2-

fluorophenyl)methyl]-1,4-dihydro-1-[(1S)-1- (hydroxymethyl)-2-methylpropyl]-7-methoxy-4-

0oX0
YITBIEIRBAET -
BRI ¢ e HeEEAGEK
BERME e, DMSO : 89 mg/mL (198.71 mM) ; Water : Insoluble ; Ethanol : 35 mg/mL
(78.14 mM)
BE o, >98%
fEFSM - -20°C , BT e
S
FESH | Elvitegravir (GS-9137, JTK-303)2—F& HIV #0417 , #EFTF HIV-1 B , HIV-2 EHO %1
iR HIV-2 ROD , FZéApEidi&= IC50 558104 0.7 , 2.8 F11.4 nM,
£ HIV-1 IIIB HIV-2 ROD HIV-2 EHO
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(Cell-free assay) (Cell-free assay) (Cell-free assay)

0.7 nM 1.4 nM 2.8 nM

{& 510

Elvitegravir iHIEE&EEME , 1C50 9 6 nM, Elvitegravir #0%) PBMC #1 PA , IC50 435
790.89 %0 20 nM, Elvitegravir @130 DNA 585E55mmiDGH HIV-1 cDNA &, IRHEE/RE)
YNEE/RIKSE Elvitegravir 4D HIV-1 S, ESFIEFISMMZIRRSE , 1 HIV-2 tk
BRRES 50%, Elvitegravir #iHI#EHH1 NRTI, NNRTLA] PI {8XEEEA HIV-1 IgK5D
B, WERZE  EEME A, Elvitegravir {DE HIV 5% , S4B —5, Elvitegravir
LR F=HIIE R , 1C50 79 54 nM,  Elvitegravir @34 IN- AT H0SEER TG
B, Elvitegravir I HIV #{ARIES |, {EAKSEEREELIORIPAMERTER , EC50 5 0.8 nM,
Elvitegravir %) MLV BERAIEH , IC50 9 5.8 nM , i RICESWIRNYHERImS
SIV(IC50 /9 0.5 nM),iiBA IN IR EE ST RBESNEE. EVG ERTINIMEA M
4R, BRUERT HIV-1 1 HIV-2 , BEBZLMiE mSEME , 1C50 /9 0.3-0.9 nM,

X CHEXFRIEEESHEXEMNERIEHIENNER)

MB3564 BMS-707035

MB11327 AR RERIEREESENER (1)

BigRER : Rl TZNATLTEYS  AEESRMAAE  PEBETARK, Elvitegravir 2—
# HIV integrase 1% , YEFAF HIV-1IIB , HIV-2EHO #1 HIV-2ROD, AGEERFHEFISHAIRIAT

¥,
figikEcE
FLT =
S B g 1mg 5mg 10 mg
R 2 X
1mM 2.2327 mL 11.1637 mL 22.3274 mL
5mM 0.4465 mL 2.2327 mL 4.4655 mL
10 mM 0.2233 mL 1.1164 mL 2.2327 mL
50 mM 0.0447 mL 0.2233 mL 0.4465 mL

SHTINRE (HS%F)

#HRasC

Cell lines: MT-2 A}

Concentrations: 0.5 nM 8} 0.1

Incubation Time: 31 /\id

Method: HIV-1IIIB &k MT-2 4HE(2x10° 4) , #AFFFE 0.5 nM & 0.1 nM Elvitegravir &b
H, &£ 37°CTEE , MEWRE SR EM(CPE), WK EER , BTFH—21ER
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LAY MT-2 408, LWERZIBASEAY CPE BT, Elvitegravir iREIRS. EIEELSE NN
MT-2 4Big-hihiaTRE DNA , AT PCR , B TIF. EISESE |, @Y MAGI st
IEFT4E p24 MTEXT Elvitegravir FBURILE.

oK ETMAILERE , ERTHIEES  BRAMINNE , RERRAE , SNSSEEYE.

oERD T M ENNEEIREIDER | A AMRIEFTRAS RGNS | LA EEIR(NESEZTRARZA.

B SYIREEEFER

1Fma%E  BUEIEYERIFAEECHTOE  BADERE. BRMHEEFTESH D B8R~
MR ; EREHREEER , BEITMIHRSHRNZRCKEE , SANMEMELER. MTHESE |
KEIREERN , BSLEHREIY , i Parafilm HOMK , FHIEREREFRMAGER. MRMEREE
K, BE~mE8E  @EERWE , DR nsKiRE.

2 (ESERHE - ABOHFIRERTIVRERRE | BICRAUANENS. NEHSEEER 1B
EAGIERT  HIEEFESIE DMSO , EERHIETHREBTE | 80 BEEMT , —RULISER
f£3-6 MRLLE. R  BXERHITHRE. BREERREFRHM.

3 RS TIERNE | BIRIECAZEERHERE  HRESAEERANAREET/FR. BTX
D UEYRASTEMERY , ATLAERZKMEARI (40 PBS ) #HREAT , AIRESMTHIE , alBIT B (EEIARETT
AR ARXITHRFAERE. WA DMSO {E/9iER |, i5HatR DMSO RE&ERIRE <0.3%, LIE R MmEs

.

KEHT  BAENEN 0.22UM REESIEATRE |, IBZXRABR , SHEEESEREL Bl
FBLEWEYE | EERMEEHESERIRKE.

4 (FREhHISEIEMA - BT RESUSYRIEFM , SMWLRTEREHIKE  TREFEMA LA
FRWERENER  SIER , CMC-NA |, Hifi% , BAFESFERERSEURE. 6ER DMSO | 5
&k DMSO RILEIRE < 5%, LABRBIHIER. REFIBIRITEHR , JLSE TR

SR RERSRGERER

R (AEKKG) (AFRERM2) [Km &
JE3E 12 0.6 20

of] 10 0.5 20

Iz 3 0.24 12

i 1.8 0.15 12

R 0.4 0.05 8

KBS 0.15 0.025 6
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& 0.08 0.02 5
/NER, 0.02 0.007 3

51 A(mg/kg) =514 B(mg/kg) X 04 B B9 Km ZE/504 A B9 Km ZRE

5 XFF-mB BRI

BWEIFRE | ERERSmAVERTEN | FRER TR, NTRSMEN M, HERT
500MG R, FfiIH) RIFBRMRIEIERAERRN. BT~ nEXAtrsngiETEE  NmSE~ R
MEEEERESFL  XIMRERESITHSET  TIEAUMERRERIT | Fr-RinfERER. YR
Fom , AJLUME 200 BAGHIERELD , BERKEERIK , NERIRK.

RS EESE—EIRE £ NI EEREBETREESTE . EAM

e BT =2 B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT ALEBRFEFRETH  MREWLRmATEIFRE /) | BREE - REF TR EEE
LHREEN—E  FTREMEARFmAFE. EILUINEEER ( SRIBFEFM ) FRIEES=

(E P

°

XTF RN iR R E N IRE | (TR ERSENENERARzLEY TR
BREMHIHEY  EEESSHRRMUKS |, EREHER | XM-nEEmEETESEHRE.
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