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Dapivirine ; TMC120
FERRS : MB4283
RENRAE : >98%,BR
BEHUE : SMG;25MG

R : solid

HEFER
DFR C20H19N5
DFE 3294
CAS No. 244767-67-7 o P N
R 20°C , BRI MEATIE 1 ,EN\ N /©/
N DMSO : 34 mg/mL (103.21 mM) E2 H H
R Water : Insoluble
(25°C)
Ethanol : Insoluble
FESEM | AMMEAERE NUEN  REETE , ARt MImEARILE,
Hitinge | ATENLRLMREE  BELRRHE REFEIRE.

&1t : Dapivirine(TMC 120, TMC 120 R147681)/2 HIV FRZEN¥EERESHIHIFI ( NNRTI) |, BEiDHIE
#& NNRTI fi14R9%=F0 HIV-1 &1k,

BIR : IAPT4ERR ; TMC120; R147681 ; Benzonitrile, 4-[[4-[(2,4,6-trimethylphenyl)amino]-2-

pyrimidinyl]Jamino]-

PIEREAR BB

AN ¢ e SN S ST

BN DMSO : 34 mg/mL (103.21 mM) ; Water : Insoluble ; Ethanol : Insoluble
BE >98%

SR - -20°C | BOLDhEEIATIE

T

segay | DaPIVirine (TMCL20)S—HFREREITHIA , BT HIV ERES , 1C50524 1M , 1)
TS| s roREIN HIV-1 9 , IESHT NNRTI (058, Phase 3.

= HIV reverse transcriptase 24 nM

WSMAR | Dapivirine EMEE/REE] , 1 HIV BSA0AI0ATR | BB RAMINE KIS,
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Dapivirine FEEEFRS |, iKE 10 nM Y, BZH0E HIV-1 B , (BEEEREF D,
FeIFRRSESREINRES 100nM, Dapivirine fERT LR4EME , T 4058 , R4
i, FISTERIMER , EERIFNMEM , CCS50(50%4MiEE4HRE) 10 uM Z 20
uM, Dapivirine BXIPEIFIA X4 F1 R5 #9 HIV-1 SHREER , IC50 4 1.46 nM,
Dapivirine fEFI T AZIINETIMEMEL , BRUEHIH) HIV-1Bal Bk , XFMEREBEHIE
IR | B IEFRAIIMERT p24 BARIR D FIRES 2 2KNUTE, Dapivirine fHREHY
E1BE T EE , XFMEREBFIEMEME , IC50 /9 0.1 nM, ZHRERERIMERR |
Dapivirine MZBIEZMHI HIV & , 1C90 5 100 nM, Dapivirine iXgEI8 @IS T RE4HAEHD
HIESIERE,

{BHEAT

& Dapivirine RUEEARLMR/NES, , #DHIZRREAERAY HIV Bk, Dapivirine (0.05%) 2R
¥, 14KE, Crhax 9715 pg/mL, AUC 515 ngxh/mL, Ti279 89.87 /MN\E,

XeRXrmitE ESAXESIFREHIEMNER)

MB3319 Rilpivirine;R278474;TMC 278
MB1548 Etravirine(TMC125)
MB1386 Tenofovir

BigRimiA

BRI | THZNRTOFEYS  BIEPERMSE | FERTAMR. Dapivirine(TMC

120, TMC 120 R147681)/2 HIV FZESEERESNEIF ( NNRTL) |, BEHDHIEHE NNRTI fHitRI=Fh

HIV-1 S#k, AEe]AFEXSUEARIASER,
fEREE
S R g 1mg 5 mg 10 mg
{u|
RE 2 §
1 mM 3.0358 mL 15.1791 mL 30.3582 mL
5 mM 0.6072 mL 3.0358 mL 6.0716 mL
10 mM 0.3036 mL 15179 mL 3.0358 mL
50 mM 0.0607 mL 0.3036 mL 0.6072 mL
(FE]

HAFRNFTBEE  SRTARES  ERAGINEE , REAREAE , BNSSHRE.

oL MIEENEERMAOER | HAMREAMRERAENE | LU EERNHSERARZ .

A S YIREEERIR
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1 FRa%E  BUREIEMERIFAEBCHTOE  BADERE. BRHERETESH S R~
MR ; EREHREEER , BEITMIHRSHRNZRCKER , SANMEMELER. MTHESE |
KEARERN | BEUERELLE , @ Parafilm O , FHREBENAEFRMER. NRMERIED
K, BT mEH  @EEHRET , LIRnsEiRE.,

2 (EERHIE - ABOHFBRTIVRERRE | BISCRAUANENSN. NEHSEEER 1B
EAGIERT  HIBEFRSIE DMSO |, ERHIETHEBTE | 80 BEREMT , —RIULISER
£3-6 MRLAE. MR BXMERHTHRE. BREERREFR.

3 HRIEATERHE | BIRENAFTELHITERE  REESRSEERANAREETFER. BTX
BOUEYEISBMR | FRLAERZKIEST (40 PBS ) FAfRRY , AIRERITHINE | vIBd A EEIRER
B, ARYTRFERNE. WA DMSO {EAiERI | BHR DMSO SREERIRE <0.3%, LARAIRES

.

KREFS , FATENET 0.22UM RERTIESIURE | BZRBRS , FEARESEXESN , Bl
T EWEYE | EERAEEESEHIRELE.

4 BANSEIRMA - ATREWSMREALEN , TR TIEREHNE | TREFEMA LA
WREENER , WMHE , CMC-NA |, HilE | BRFEESFERBXXEVAE. WEER DMSO | iS55
R DMSO RIEIRE < 5% LABRBIEER. LRFIERITIHE , JUSE TR

SR RETRSRGHERE R

Wy (KE(KG) (AEERM2) |Km RE
e 12 0.6 20

3] 10 0.5 20

£[E3 3 0.24 12

2 1.8 0.15 12

[5G, 0.4 0.05 8

KRB, 0.15 0.025 6

(15 0.08 0.02 5

/INES, 0.02 0.007 3

1 A(mg/kg) =514 B(mg/kg) X s5# B B9 Km RKE/z04 A B9 Km FRE
5 XFF-mEI S IR 38U

BEIFmE | ERERmAVERTTEN | FRIER TN XNTRSMEN M, HERT
500MG B9 , FfIH) R RRIEERSERRN. BT~ nEXTRECIIRETEE  NNSE~m
MEEEERESFL  XIMRERESITHSET  FIEAUMERRERIT | Er-RinfERlER. XTRE
7o, FJLAME 200 #AGRHIERLD , ERKEERIK , NERIRK.

RS EERE—EIRE A NEEERNYETREESTE , 2B
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(AN =k= et R B
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALERFGFRETH  MREWLAmAVEIFRE /), BRAL - RAEF T BT EEE
LHREEN—E | TTREMEARFmAFE. ETLUINEEER ( SRIBEFM ) FRIEESES
Ezeeing.

T EEREGERRR - REENEMRECNRE | BBV ECREEEIEHEREHZEY TR
BRGEMRNEY  FEESSPIRBUKS |, EVREHR , S REEREE RSP RE.
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