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Cabotegravir ; GSK744 ; GSK1265744

F=RIRS : MB3486
REHFAE : >98%,BR
B : 5SMG;25MG
=iz : powder

HAFEE
oFR C19H17F2N305
DFE 405.35

CAS No 1051375-10-0 o

hEE R -20°C , BRI TR 13 \©;/ . N\,J:é

. DMSO : 38 mg/mL warmed (93.74 mM) =
R

Water : Insoluble
(25°Q)

Ethanol : Insoluble

IEED | ARUEREEETUEN  MREEIR  TRSFMEISRE.

HfthixBl | ATENREMER  BFTRRAREFERE.

B ~RIE5F Cabotegravir 2—ME3EI HIV BEEDHIFI, BT arfifmbh3izmsrE, Cabotegravir
#pt OAT1 (IC50 4 0.81 uM) #1 OAT3 (IC50 753 0.41 pM),
B4 : GSK-1265744; S/GSK1265744 ; -Ri&4EFE

PIIBHEIR BB -

AN ¢ e Sl=ESSIElLES

RN e, DMSO : 38 mg/mL warmed (93.74 mM);Water : Insoluble;Ethanol : Insoluble
BE e >98%

fEFRM - -20°C , BRI TR

EiEtE

Cabotegravir (GSK744, GSK1265744)2—FH<EE HIV integrase #II&IFI , fERT 2RI HIV 11
B, $0#IT HIV-1 integrase f#ECAYSEEETERRAY IC50 9 3 nM,

1= HIV integrase

GSK1265744 1P HIV &% X HIV-1 Ba-L #1 NL432KJEC50458040.22 nM#10.34-1.3 nM,
(BIMAF  |GSK1265744 E1E5ERY IM-9 , U-937 , MT-4 , 1 Molt-4 AR r=44EiEE , CC50 9381hA
6.4,50,92, %13 uM,

RIS  (GSK1265744 (50 mg/kg)BiLE=ANS5IE SHIV BeRIETE,

X e mitE (ESHEXEEFEHIENNER)

MB3564 BMS-707035

MB11327 ARRERIGREBESEBINER (1)
BigFdEiR  BAR , TEZRATOFEYS | AIEFERAE 2T AN, Cabotegravir —
B HIV ZBEESDEF |, EAORES AT ESFIBTaT AT HIV B, ARERIFER,
fitikEcE

F=aRttiR
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1 om
i P 1mg 5mg 10 mg
1 mM 2.4670 mL 12.3350 mL 24.6700 mL
5mM 0.4934 mL 24670 mL 4.9340 mL
10 mM 0.2467 mL 1.2335 mL 2.4670 mL
50 mM 0.0493 mL 0.2467 mL 0.4934 mL
ZEISEIOIR(E ((RHSE)
ForusEEBiE:

PAEBSELS

GSK1265744 RUMMHEIIREEREERAGPERESE HIV IN UE. BESESEMRAAUR
DNA-$EEFEFREMAY SPAKRESY) , B 2 uM AU IIERESEES 0.66 uM £4)
EWAHAR DNA-4 mg/mL $EEBEFNZEEHAY SPA BR7E 25 mM MOPS § , pH 7.2, 23 mM
NaCl, #0110 mM MgCl,#E 37°C I5FR 5 DHPERk. XEIRFHELD , FS5HRERY INSTIs
f 37°C THuES: 60 £, TR, PHIARCAYEE DNA ERMIIAZIELRER 7 nM R
o SERRTEIRNITE 37°C & 25 B 45 o8  IXAUriEEB AR DNA ZIRET4RCHIEE
DNA 41800, {554 Wallac MicroBeta [AXRHRIFHEESIEE

HRRSELS

Cell lines: ABIMFFIMERBMIBR(IM-9 , U-937 , MT-4 , 1 Molt-4)
Concentrations: ~20 uM

Incubation Time: --

Method:

RGNS (GRS M) FZS(EA GSK1265744 TERETEM AR IEIIHEEMIBERIM-9 ,
U-937 , MT-4 , 1 Molt-4) AR RIBHOFIARRIBEIA PBMCs it 7. {ERMIBERIENR
¥, ATP 7KE(EH CellTiter-Glo et EEHAFIES.

EN4sELS -

Animal Models: {&;az
Formulation: --
Dosages: 50 mg/kg
Administration: --

(=]

oA RAIFEERL  ERTARES  BRAMIUNE , RERARER , SNSSEEE.
oD T MIEHNEERMEDER | HEAMRIEFMRAEREEM | A LRSS ETRAR A,
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A EYIREEREIR

1 FRP%E  BREIEMERFFAEBCHITOE  BADERE. SFEMNSERTESHS BEmE
R SRR ERER  BETWRHRSHNZRARER , IAMBSMELRE. WTHER , KEX
(e IS LEHTHE , i Parafilm HOMR , FARBENIEERAER. NREENELK , B~
B, EIEEREE | IRt RE.

2 (BRI | A EFIRERIEVEERE | BILSCRARANENSH. NFHEHEER  BEAE
EAN , HIEIEFRREER DMSO |, EREIETMEETE T 80 REEMT , —RAILUSERE 3-6 1B
DAL, fEfERRD , BREEREITHRR. BREERRE R,

3 MRIESFTERNE  BREMNATELHHERE  FRESRSEEZRAHREETIFR. BT
WEYRIEAMRY . FTLAGERZKIESR (40 PBS ) HREAT , AJRESITHINNE , ETEAERINENAR , &
SXILIGFERN. G0FE DMSO AR | i5HatR DMSO REEERIRE <0.3% LUB R A S,

KRETT , F BB 0.22UM MEEIRA RS | I52RMBEI  FEHESEXRESN , BN
aiEtt | BEERIAEEESEHIRLE.

4 (FREISEIRNA - BTREWCSYRIEAN ST TFRECHIRE | AT FTEMA LA
fERBDAER , WNIHE , CMC-NA |, Hil% | BRFEZFERBXEVRE. WEER DMSO , 5k DMSO
ROLIRE < 5% LAB B MIFR. LARIEIRITENR , ILSE TR

ARSI BIRER

byt (KE(KG)  [ARERM2) |Km &2
Gk 12 0.6 20

) 10 0.5 20

iz 3 0.24 12

1) 1.8 0.15 12

liz5s 0.4 0.05 8

K5 0.15 0.025 6

== 0.08 0.02 5

INER 0.02 0.007 3

a4 A(mg/kg)=z14) B(mg/kg) X w3 B B9 Km REY/a04 A B9 Km FREL

5 XFF-mEIRL IR I

BREFRE | ERANERFRNEETEY | FNHEHR TR, W TFRESHMEN™R  HEETFT 500MG
1, BA1H B RRIEERHECREN. HTF-neXntzidRHEE NS mETEEEEs
EETL  XMBREARERI TS T, BEMMERRER] , F-RinERERK. XTF&RIA~R  BJLIFE 200
BEARERED , BERBEERIR , NTmgniRe.

FEinSvNEERE TN TIRE | & NI CERNYETRIERECE | BEA

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

M ASEEFREERETH , WREMIN~RERE/) , BREY - RAEATHISEPAMMEEEE
PEEN—E | FIRENRAR R, BRALIINEEER (SRIBEFM ) FRiesEFRESEZTE
B,

T ERREGHARIAY R RERHREENRRE | IR ERSENBHER Sz EY) | ITEAR
IEMRLEY)  ERETSSHRREUKS  2EIRER | XM nEERETE TR RE.
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