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E2455(GSK-1349572,DTG)(Dolutegravir,GSK1349572)

FFmms : MB3023
[REFEE : >98%,BR
B - 10MG ; 100M G ; 1G;
R - R
B ER
PF C20H19F2N305
DFE 419.38
CAS No. 1051375-16-6
OH O CH
e -20°C | BRI TR Ve F O N
¥ \Q\,H = N\_/l:ﬂj
DMSO 83 mg/mLwarmed | = F O H
BT
(25°C) Water <1 mg/mL
Ethanol <1 mg/mL
TEED | ARERAEEETUEN  MREEIR , T mEARYE.
Hithils | ATENREMER  BFLRRARREFERE.

&7 : EE%% Dolutegravir ] HIV-1 BEESEASHERTS , ICso A 2.7 nM,
I8 : S/GSK1349572; GSK1349572; DTGB+, HE5®

PIERIEARRAET
1S i
AR e, DMSO 83 mg/mL warmed (197.91 mM);WaterInsoluble;Ethanol Insoluble
BE o, >98%
EERM - -20°C | BERh AR
EiEtE
Fmifiid | Dolutegravir il HIV-1 BEEEE(CAINEERS
o IC50: 2.7 nM (HIV-1 integrase)
Dolutegravir (S/GSK1349572)#1 HIV-1 i EC50 7£ PBMCs /5 0.51 nM , £ MT-4 41
#190.71 nM , 7£ PHIV 4@ 75 2.2 nM |, (ERZ—FMAELERIERS. S0%AI4HIST
(FAATE | iKE(CC50)17E IM-9 Dolutegravir,u - 937, MT-4,50 Molt-4 fA8.E 4.8,7.0,14 f01 15uM &>
Bl SERFORIE PBMCs CC50 189uM #01 52uM, 4381, F Dolutegravir X3 PBMCs g HIV-1
A EC50(BP , XEHEE TR AT EEE D79 9400,
BREBKEST Dolutegravir 5, AB(0.23 mL/min/kg)fIEF(2.12 mL/min/kg)MN3kiE
EONRES PRI, KERAMEFAIEZEIEML , 29 6h , BEDHENVSHRIE. MRGRRE | 2%

AR BAI—RIEF (55179 75.6 71 87.0%)ARA Dolutegravir f5 AIRERFAEERS
MOREMFIBE. MARFRNARMRSFE  (REEITHRREE(Cmax 1 AUCREFIE
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RUEANOIEAN , BREFA 250 mg/kg , MARERAPEFRESAIX 50 mg/kg , REEINAILL

BigRiEA Rl TTERAToTEYE  IEFERAAE  EZAT A, Dolutegravir )

Hl HIV-1 ZEEECAISEEERS. Il TR SURIRHASEIE.

fEiRECE

& DMSO 5 =
etz R

1mg

5mg

10 mg

1mM

2.3845 mL

11.9224 mL

23.8447 mL

5mM

0.4769 mL

2.3845 mL

4.7689 mL

10 mM

0.2384 mL

11922 mL

2.3845 mL

50 mM

0.0477 mL

0.2384 mL

0.4769 mL

SFHSTISIRE (RIFFRFH |, (UHSF)

i MEETEita:

S/GSK1349572 FEth INIs ROiDBIRBeBI st s iaFARESA HIV B#ailE. Ak
FIEM R AT IRRIMR DNA-SEEFIREMAIARELNUESPA)KESY) , BIH 2
UM ZEVRIEREESESS 0.66 UM MWK DNA-4 mg/mL §EEFFIREMAY SPA I
E 25 mM [IBHEMPEIEERS(MOPS) (pH 7.2) , 23 mM NadCl , 110 mM MgCl,F 37 °C
155 5 2EEIE. BXWHKRFELD , F5HZEM INIs 7E 37 °C TitEs: 60 2. REM
N\ 3H-TRICHIEE DNA =47 | BRIRMLIRE 7 nM | SRR RALESYE 37 °C TEE|
25 F| 45 580 , AR DNA BIRETHHARCHIEE DNA fEEB 2B, 5S8R Wallac
MicroBeta [NXRESHR{SISEEN,

Cell lines: MT-4

Concentrations: 0 E| 10 uM

Incubation Time: 4 X8} 5 X

Method: )1 500000 & 600000 /mL AIZEEFEENAEAT MT-4 4REFS HIV-1 itk 1B &k
S RERERERI 0.001 , 5 S0%ELUSFFRRRIEN 4-10, MEEKHERSEMHEMIISEN
[EIWRE S/GSK1349572 /9 96 Flik. &7+ 4 2 5 Xf5 , FumsSEibEdAREERNE |
ROAA CellTiter-Glo SGIHFAIMELEMAYS , SifEFEGIME MTT iH51[3-(4,5- " AR
-2)-2,5- " FENFMSRENE 560 F1 690 nm FRIREEHE.

FERRANRT PK RS , BEAEENFEEREINERER. a2 RFERER.
Dolutegravir 2i@iIlk EK)FEHA(2 DHR)E=RIEMXBRMBRIEERTFESTA
mg/kg)Z5t,., XFTFERORR , LA Dolutegravir J9ia7&R(5 mg/kg)a= REZEERyiE AR
RRERRIEENRTIRA. Dolutegravir BUROARZAZSFIES9 5. 50, 100 1 250 mg/kg
(EIRBEERIEMRR(n=2/FI2KF) , [LISEEEMHMRRF 3. 10 %150 mg/kg. ##HK
B8 I E MR AN E BIBIT FEREKIEE (0.2 EFHFMEF(20 0.2 5 0.5 EFHBITIFEEEHKTE
TA%)Z Na2EDTA-treated j¥53884 0.083,0.25,0.5,1,2,4,6,8,24 h, [IBRZS FEmIKEETE
0.25(E§),0.5,1,2,4,6(ERE (MRS EMBIR)FEFFRRS )8 BN 24 h, £&/F. MKz
RIfERk E , ARE 1740 mFED 10 o8, £ 4 BRETREIK. FEHRISHEE
AT T 20 BERESELSNEE  AEFERAETEBRIEN LC-MS/MS Siri7iEi
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KA MmNIFEEES  ERTARES  FRAMIWNE , RENVRAR  SUSSERE.
oEBD T I ENNEERMEDER | A MREFTRAERAMURIME | A LIRS ETRATZ A,
S8
[1] Charpentier C, et al. AIDS. 2010, 24(17), 2753-275
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	别名： S/GSK1349572; GSK1349572; DTG;德罗特韦; 度鲁特韦

