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HEEEIRIEIE(TFA) ; Tenofoviralafenamide ; GS7340

@S - MB1362
[RERME - >98%,BR
B 200MG; 1G;
it - R

EFER
DFR C21H29N605P
DFE 476.47
CAS No. 379270-37-8

it | 2-8°C, BAMMRATE | & i, 0 <l

B
(25°Q)

# oo NN
DMSO 95 mg/mL = )J

Ethanol 95 mg/mL

Water  Insoluble

IEEN | AREREEERE NUERN  REEIR  TRESRMEIARFIL.

HfthinB | ATENZSMRER  BFELRRARXMETFERE.

BN : BEEHBIHIEE GS-7340(Tenofovir alafenamide) RHmSEAYIEEET S ( Tenofovir ) AYEIIK
Z54) , f8tL TFV disoproxil fumarate , GS-7340 BEEEIFAYIE TFV XX MEAEFIALR,

A& : GS7340, L-Alanine,
N-[(S)-[[(1R)-2-(6-amino-9H-purin-9-yl)-1-methylethoxy]lmethyl]phenoxyphosphinyl]-, 1-
methylethyl ester

YIBTHIRBeEHT

1 U A AEN

Lt N >98%,BR

BIEE e, DMSO 95 mg/mL ; Ethanol 95 mg/mL ; Water Insoluble
METFSR - 2-8°C , BOYLIERT TR

AEiEtE

GS - 7340 ( Tenofovir alafenamide ) E&i#ES ( TFV ) WIa1Z5 , Btk TFV EDB _SREEA
RIS TRV (EBEHEHAIFNAR. GS - 7340 BREERBETBERERMABRNIORETZ |, Hik
SNBEMFISEMEHT T HRIE  FERS L5 TIFANZREINERR. GCS-7340 @i Caco-2
i | ARREIFIERHREOREYF BAE RN REKRIESEY £2 mg/kg E 20 mg/kg Bt 1.7%
1BINE 24.7% , 1I=7NEFAINEH. SEREFIELL , e TAF FIEERIMK HIV-1 RNA WNEZE
% 11 XBEHIE (P<0.01), AELTHE 1.081.73/10 MEW/ZT , BIEHRSRAMEEE 25 =
RASRIE-RANXR, AFAT HIV fIZBATK,

£ Reverse transcriptase , NRTI ; HIV ¥4 RESHIEIR]
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GS-7340 BB HIV & , 1C50 9 0.005 pM,  37°C T, GS 7340 fEAILIRA] MT-2 48
MRS | BRIREIRAOEEEAS B 90 H4PF0 28.3 4. GS 7340 RUFFAEIRENAEES Bl OATP1B1 Al
OATP1B3 {ii#. GS-7340 WAL AT EMR/IN-TFV-DP 5 , I HBV H4eRES.

{SPIERSE | TELEMEEAS KUK , GS 7340 (10 mg/kg, p.o.)ig5&E T EIMBELRAIS 1.

ECHEXFTRIEE
MB1386 Tenofovir
MB1237 = ORI E S A E Sl
MB1386-S et e Vi m el (A )]
MB1362 BEtETE 3UMAR(TFA)
MB1237-S BEEFESR (InER )

AigRiER RFAT SZNATLFEYSE AEFERASE SERTF ALK, TenofovirAlafenamide
£ tenofovir BYEI1ZT , tenofovir E—F4 reverse transcriptase IPFIF , BFa77 HIV F0ZEUEFR, 8
73 Reverse transcriptase,

EREE
[
&  pmMso - S ¢ 1mg 5 mg 10 mg
e 2
1 mM 2.0988 mL 10.4938 mL 20.9877 mL
5mM 0.4198 mL 2.0988 mL 4.1975 mL
10 mM 0.2099 mL 1.0494 mL 2.0988 mL
50 mM 0.0420 mL 0.2099 mL 0.4198 mL
(=]

oKATMMIFAEEE  ERTHRES , FRAMINNE , RERNRAER  SUSSEERE.
oL T MIEENEERMEDER | HAMREAMRESRAENE | LA EERNHSERAR .
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1 FRP%  BURRIEMERFAEBCHITOE | BADERE. BRMHERRTRESES BRI
R ; AEERIARRER  IBETWIHER SHAIERARER  SRNESMESFE. MTH=RE |
KEIRGERR IBSLEMNEEEF N Parafilm IOMR | FHERRIBEREFRAER. NRMENEEK ,
BUFmERE  EEERWE , LRfmstieReE.
2 (EERHIE  ABDEFIRERI VR ELRE | B RANANERS. NFEHEMEER , Bk
BEBER  AIREFRESIEE DMSO |, BEREIETHRERTE T 80 RREMT , —RILISERE
3-6 MBLAL. TEfERRT , BIEEREITHRRE. BRiiEiRE %R,
3 MREFTERNE  BRENAZTELHIHERE  HRESHANEEEBNREETFR. BT
BOUEYRISBMRY | FRLAERKIMEST (40 PBS ) kAT , AIRESTHINIE , RlBI A e EAE ST
B ASIILINFERNE. S0 DMSO {EREH 15HER DMSO REERKRE <0.3% LB RMIESIE.
KREHT  BABEGET 0.22UM RIRTIESZURE | IBZRARI)  FHEEESERELT  BUNSF
IeEYnEYE | EERAEERSEHRLE.
4 BANSEIMA | BTREUSMREALN , TR TEREHLE | TRaFEMA LA
WRERENST , MEE , CMC-NA |, Hil% | BRSEESFERBXEIRE. ER DMSO | 15
R DMSO RILERE < 5% LABRBIER. SHFIERTIHNE , JUSE TR
SWIRRERSRGERE R

R REKKG)  (AFRERM2) [Km &

e 12 0.6 20

) 10 0.5 20

£ 3 0.24 12

) 1.8 0.15 12

R 0.4 0.05 8

AR 0.15 0.025 6

(E15] 0.08 0.02 5

/NER, 0.02 0.007 3

s A(mg/kg) =14 B(mg/kg) X a4 B B9 Km REU/E14 A BY Km FREL
5 XFrmEI LA I R G

BEFmE ERENERFmIERTEN FAYHER T W TREMEN M HET 500MG
8, FfiIH AR EERRESRN. BT RERTRTzRIRETRE  NMSE-REEE
EyEET L XIMREAEGIHET  SEUNERRERT , - minEaER. XNTRiE~m , 7
LATE 200 # BRI | BERWERIK , NTERIRA.

FRirSEESE—EN TIRE £ NI EERYETREIESTEE  EAM

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

AT LLBRFEFRETH  MREWINRNEIFE) | AL mEsTINTET MEEERE
LHREEN—E | ARENMERAR T RIFE. BILUINEEST (SREFEFMR ) HRESERES
EzeEink.

T EEREGERRI T RRERETREENNERE | H(IZNERGENSERAMmzEY TR
BRI EY  EEESSHRRKUKS |, EREER | XM-nEEREETIESRTPRE.
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