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TERIFRINE A SA AR LA TR, PIRZZ% 5 B & 45 25 10 &
PRSI IS, BT iR S @R . ATV A B AR XURS DL AR I 5 45 2 I DR
) B T A R A5 R
R2: HYHEER: RELGYHLERRBRMTANAYHAEIER, HERZRER

BERAR

HIHERRR. XX KRB HHAE | R

“4iWy AR Bl T EA FH 2R E 1
B

HIV-1 BUREE 4. BEIUEFEEHIF (NRTIS)

IR LT SIEFAL A5 R RN A IO R . i
oFHE b 2GR 22, MAEAS & (5 R R
OERF LRUIHT 1 /NITERER A IS 2 /NN ARFH 25 ER L

1o

& IR AT R SIEFRF K5 E SRS AR T e A AT 8 B v
oFHE b 1 CE P FEER D MR . TR AR
MR FHBIMA BB IRKRE L, EFHREE DR

BT mR i

HAth NRTIs SIEFIH HF-HA NRTIs FIERIGEAR(FEELH

Fif 24 B EERR) » TS 5 A A &=k

B b M AR .

Pk RE

Fth R e

F 2 RE

HIV-1 i : IR ERREFREIHF (NNRTIs)

e A Ed AR A SR T 0E A Sk S IR . L
e AL FB AT B R TR (] CYP3A)
b7 5 IV A A 5 A il R iz 5 e FR I BT RN

WA i S e &

KAEFH1E VIEP A 5IX 2 NNRTI A £ BARak 75 8 = A

G EELIN 3 LA A 152 LR MR (S CYP3A) , ATEES

s EAa D MR hHT BT R SRR A 25 . 5 A A A

IZEFRFRWRE. AKX
NNRTI & H.

L Ak 3 5 A5 FE R TS = A A 4 i 488 R
PRI EAFE . FEE S Wk =67 3
IS8

FIPCH R IR A 5 R T AR A F 2 48 1 UG =5 bRk BE
oAb (HNi CYP3A) o TiHHF T AR BE 34 A
IAIIRSEY N AHIGRE X, FIILHEHRS AR LR

VR T 5 bR 55 &
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HIV-1 §i828: CCR5 [ =24k HA

S % (CEVS T ENTESREE VA SR AT RS IR A S
(] CYP3A) o HA M A IR, S H%
R 7 & 150mg, B H — k.
HIV-1 SR 82 AR REIH A
EZ-EDAT oL {8 FH AN FER F A D9 38 R0 38 7 I AN R
kil Wi 22 5 hr 5 1 25 AR ) SRk, T =%
EE w4 38 RG] Ik 7 R 3 5 DA [R] o R
P xd 254R3h 7057 Py LB A2 X SR L
EZ=EVAFPUBLYEF! IS SRR A AL oo N e o
HA I PR3 S 25 5
A5 2 B hi G I & G
N EVAE] VB VAR TIFIRT N VA= & oA P S b [ £
FEERE TR (EFIBLEIARSD o mlIlA HE
ME » FLE LA E 7 F3 W L 2w A B
A R R S o A8 P AR it AR B 5 I TG e
BHE,
At 259
ol -5 ERR KRR | TRy Iempn A ity ] S A 5 Y B T e 6 iy S e
P R FE (4] CYP3A) o FEEA i R
(PN S MR 5
R ©BFRE A HHR Y& FIN o A&
AL e E B ©F LA
BRIR S
PUORREHYHOE | THOOERE I | A5 5 IX L H O H 25 & F 28Nt
A IR ] DR E 2 (] CYP3A I/ E
J¥ T CYP2D6) . @WHFLAVAH AV ARG
R Hh R JH I 75 V5 0 A2 V6 7 390 1] o v R 14T 1
LIS U
mEE
MZRE (RGH)
Fevue
2 i
ERT
AR PSR 5 YRR (PR S B
BHAT R E B
i
. T AR it 5 7 P e e A ()
Mo PARERED) . MO 1 YR4h 26 1 B (5
o I MLE KT, R A
e S TR DASRAS U O 1 PR T R
EA: IS A 5 X LA 250 & FH Sk e T
Ml Py T S KR A RS | T LA A b w5 BT 25 ) B K A
AR THiH 2 CYP3A) . "B Dljfg 1L & [ 6 FH A G A s
TR N AR ARG D Re 5 B IR
AHR M HEES R ERETE R,
BHER
PiEEY TR 25 A i 5 I L GO 250 & FY 2 A R 2
ke YR EE T (Gl CYP3AD , AR R BUR T
JBFE e IWNE XL RIA R SFHEZ . A
KHEAEH 51X SR 254 & I i BGEEAT I R
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KEHR b8
e B 7]
AT 2 AV KSR B LS RS A A
R kUL TDOACs
HOE O W&t DOACs %l CYP3A4 AR F/akt P-gp
(DOACS) : iz, 5ARMEIAZNTEESI . DOAC 1
MR PE T =7, AT B0 if R 3
FINRIDIE. AUfRIbIE REWAH 55 P-gp M CYP3A4 HIIIH
DOAC & JfH 2, AFERTIRYD JERFI{R VD
¥t
Ik N

R HINEERE . K EEVD L

XA B AR A

— I 2 TR I R A P A F5 1% L
]t 800/150 mg HiA L ni#ERg 150 mg 12
IR HAE IR 7T 45 SR EoR, 3k BR3¢
AUC 7EIE 7 A8 43/7% L ml A Bk 25 F B 2
R E, RN R R 2.6 f5F1 1.9 fi%.
IEECINAEMLSE Cmax EIE 7 A5 /2% L =] i
BIRG AR ER L2, 43038 N2 5ok
2.6 f5f1 2.0 f&. W DOAC CEFHAHIN
BEEE AR FE VD) A5 CYP3A4 52, H
H P-gp ¥iz, SARMAHB, WEHATIE
PRUSIN . 7T BE 7 ZLR Ik DOAC HIFI&E .

ERES 5 5 HEVE PR 2 SR A AR R P
A S PN, 57 16 00 [ s v
{8, FEHR IR B A AR LA U I
BRFFAL.

MR REGY VB RO g CYP3A S5, o

I PGP el 1658 LU R A AIA 25 5 B L, 7T 53
PRGN 2 . TR S D

LT PP, RS .

T
2 5 B T P T 2 TR A3k 5 T 5 R

AR AR (55 CYP3A) , ATRESHUT
A R R 250 . R O A i 5 R
PP . S % R A R 24
B,

AT T 5 L 2 4 FR 2 L R 25
WRE (3 CYP3A) « A 5P R4
FE S 30 4 R A

TR 259 : THEMAR 254 7 55 X B AR 26990 £ 2 3 0 B 40 AR

] A AR YRR (Hik] CYP2D6 /g CYP3A) .

HhE ] 2 5 33K ATV 2590 2 P I S S AT

Pk BRI, ELTT 5 75 B0 B4Vl 25490 ) 7 i

1% PEYT T,

S B

% Ak

F A
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LR F)
i (EZ a0 PEURE R 00 SRR AR BB
NEWAY: Mk AR 5 X S T BB 259 A P 2 Bk e
iy e AR Fi. F LR A BT B AR (R
o B e T B2 CYP3A R/l P BEE ) -
S A5 A it P BE 3 AN LA AR ST R E, BRI
YL e /RS PR PP A &5 SR 2 s A3 B AR ST ek &
il 5 e S
THVD R A i 5 IX ST LB 256 FH I 8 AT I
AR ST e PRSI
A P, A it R e s e e 1) 71 = A
Nt 200 mg/H .
PR : ML 25 5ARMEHR, braEAmm R sy
] ] IR e B PEERNG A i 5 e w] K e R R R TS 5 A
FeAEAR e .
HuRXE MRK KAl ik A 5 R OK AR A B 2 38 0 Ak AL B i v
FRAA B, B (I CYP3A) o« HZGEN S WAK /KA
i fE R
PEARE ThRE B DR i B E A AR S
FKAADBR -
MIEZH SIEFHE AR 5 R A 2 A 2 3 0 v HR T A
T R A 2 i A ALK (0] CYP3A) .
5 FF Tk A 5 W R A 2 A G W R R =
{HPU A7) i 2 B b =38, & R i 7%
H,
PO BITES: LIk A A SFREA T FIAEFERIAERT T A A
FIARAT T I L] i A IE 7 8 = A/ sl 2% L m) Ak B2 (F &
) HEF MREA T CYP3A), T (T BUIT 23 J Fl = A i 24 1
FlAEmE T HARMEGRR, FHEAT RREESEm.
ANV S S RAEAR T ARERT T & H . W
T REA T 540G, FIRAA T R
FIE A 150 mg, &E—H. A SFEAA T
A I R BGHEAT IR R B o 7 A0 AR i 5
W EEH .
I Ak 3 S A5 FH R TS 5 A 38 245 1) 08
FRFAR . S ILEFE B~ E R
FULNRE o
MR  JORTTREI | by St b 4 B B S
T R R T, 3 T PRI St
B AE R FEYE . ARINAR S &t
MEE
Rk T Ak B TE A
) TR AR it X 38 7 % B ¥ P A U 0 D I 2R Rk
ESHINIES AR
B- 3% 44 FELMT 71 - T B-5Z 44 BH b 571 A B-SZARFHBIRIA 2 B-52 480
R4k Wisslik B (3] CYP2D6) o Afh 5 B-32 4k
FHEIE IR BELWT 770 FH B 28 DG AT IR PR IR I, HLR % BE
W& N 7% IR FEEAIG B-52 A BELW 771 1 711
B ML REHTZY A ISP A R S e 1S Pr 2k &
A (il CYP3A) « A i 5545 P24 & FIN
Hi /R B BOHAT I R B o
e T
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JBRHF

R

DA TS

BB 2K 5 2 JE MR 1 24 2 R I DR T R 2 B

JoR Y2 i 2 TR A LR, TR AT ING R T.

S IR

e LR TS T AR G 2 4 B R PR 25 2L 2

CETHIEZE) SRR A 1t 1 2 e 2y

BRI R LVIEE K 5 4 B 26 B M 25 K s 2 ) 2 R G

WG N SA TG 1% Bt il 4 | LR PR R R Bk % b A Ak (i S

Sk 2. CYP3A), T it S BT 2t S R = AL T 2451

HBEKAA (A EPEFIZ) TREEBUAS 54 5 P F 25 1 H SE KA &

EEH CYP3ACE T N

R 2K T JR A [ S FIIE, R E R .

e Fi 4o 480000 9 7 A M 57 2% R IS A

it 25 4 K, GLEEPE R A RS AR . AR

AR B 5 K B 1 RO TS AT I PR M o 7%

BRI FEAd A B A2, LR K 2

ALY A KTAMEXT CYP3A il US4 f7 25 24

fh % 2 e B K [ B 2 Fi, 52 B B R 2K e b
Tl L, T RN A S B A
.

W R R 2 R T | LA SR I, S EIERE SH. A

s L H A A A A PN BEDGHAT I PR W, FLTT s

Wk 4 M A4 T A ) AT YR

5 L YIBR: 3 i 2 )R PPN T YL TG Y §

il Mo TEREA A B 15 2 0 A A

FH 3R

KU f1

TS

PLZEH: VAP & 5 B S0k E B TR AR B A 2 IR I

i B e L W A PP R R BR % LAl Ak (i 8

BikAER CYP3A), T g S BT 2 K R A T 2451
ARG A 5 ] Bk JE Bk Bk AR B A

& IR E7 - TP LA A I, PO R B i B A B

PGP0 LR PRSI i 5 P R

H. 2 S : S IR (BB IR AR , Buw

PEIR R T oA A Hy ZAFEHAE IR S A TR

BEET Bl AR H, ZHIERAEH, BEE

RALET SRRl

FRHT

R £ % (HCV) N EUGEE LR R

HEERHEY: T F ) (3H] OATPBL Al CYP3A) .

R R I T THe et 6 PR i 504 L ) = e 5

glecaprevir/ pibrentasvir

Tglecaprevir
Tpibrentasvir

A5 glecaprevir /pibrentasvir & Al fig2:
14 glecaprevir Al pibrentasvir fft) % #& &= (11
#il P-gp. BCRP Fl/= OATP1B1/3) . A
WA i 5 glecaprevir /pibrentasvir & 4524 .

A% ity 55 90 B 5 B P2 B AL 7 08 =5 A B
Pt H R OIRE ERIALEIRAD « AR
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VIEF R ENRSH TR Ry

&SR
B VIEF R Al 5E AR CBHERD MaYa
L o B AR Ak 7 8 5 B % B R AR IR T (5 3

CYP3A), ] e 3 BUT R KA AL i 251k
FEERRE A i 5 AR (BT IERD 192

&R o
HMG-CoA EEEEMA] | THMG-CoA if J5 i | HMG-CoA if J5 B i) 771 5 A i & F 2= 140
7 ) 551 R 1t A 245 0 ) I 3R AR FE- (M CYP3A Fl/ak,
BATFEAR AT i) , WRESECRN REM (R IR
UCAR AT A o A5 HMG-CoA i Ji i1 70) & FH i
WARABTT AVGIEAT IR PR W, HL N % R PR 4 1 G 24
Hi AT IR E . AN SR RA T A i,
EARAYT BTFEARA YT IO HEEE S 4n 77 2 10 mg/H, 7T
AT PRI G PR S5 7 328 7 338 T BT LA Ay T B 77 & o

PSR AS 5 AR T B AR AT A
A it Fg A 55« & FAh IR AR S A I, T A 2 3y SE IR 1
1% AR REa. IR,
G REHIHIF : M 5 10177 AR ity 5 33K 2 i 92 P01 R B FH 2 48 4 % 0
HER FIF IR BE Btk CYP3A) o sz 4l 5
WA 5L ] AR it B FH e 5 TR R R SO IR T R
75 % 5L ] FEHEAT IR . ANV 4E 5w 5 A A
il 5 B ] .
A B 2R BB MNOEREE RS ERET A SN FER T W
WK (Hi CYP3A) « B & FEIL EFED MK

0 M8 AN R4 KUK 3, L3 QT 4
Koo DEMEMEOEIEE . AR RS

KR B I
REEPEBURZ M2 A i 5 X e B 24 T G 0 B 24 9K
FRJe & (4] CYP2D6 FI/EL CYP3A) . Al
FE % X AR 24 A P A R BGHEAT e R M
fih o %
PRBEEGURZ /KT | o T N TFo6 5 A 5 I /% T 74 v e el SE v
RIS TEHT A el PR 7 AT R R o H T IR R AT RE R
T AT Y% i SOREET N MR EGSE VD R R R, BT AR
TPV EI 2% VSV Xof B8 HEAT B D) 1A PR R 0
2935
KV
B RES: T 22 2 2 AN ity 5 3K SR A 2 58 24 2 MDA o 2
Ok FELGHIRE (M| CYP3A 5L CYP2D6) .
IR TN A it 5 B L VG IR AN I 555
=Rl L] W 1 5 A fy P 2 B N M R T 1) 2 i
M) 555 () CYP3A) « HA G I, NOKIE B
Hh BRI A R RPERRT- (77 . VETE S LR 1 b 77 {5
MR T B
A 5 P A I FARORS M 22 58 2 A TN 2l
HEAT e R I, L 5 8 B AR o 22 5 245 10
&
BT KA - -
ol e i MY FEER A S & B A H
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B5ER —FsBg (PDE-5) I

TPDE-5 #1455

A5 PDE-5 fifil5f4& FH <34 PDE-5 1)

5« FIF A E (s CYP3A) , A S AR H
(EE# el TR RAE ORI R MR rs A
PEHARAE ERHEI) .
ik AR
AR AR 18 F PDE-5 #iI71¥6 7 B sl ik =i 1L/
o JPESBCKNSTMIBIEAH (1
[#2]) ;
o Hfthikdr AR S A S A I, B
T A7
ek N LB e A= LR A
k-
LR AMRTED—
(v, JF G 46 A A s Bz AR
20mg, 5 H— . B TAMAERZ
&, HiERE S 40mg,
H—.
Y BESR AR IR T AR ) B A AR
HE e
TF 46 A 5 v 7 31 16] 38 4 4 A
PR FFAAAE FH A it wi o ik
hidEEg & 24 /NI JTHA{E
AAMmED 1 FEEF AR
FifhikHidE 20mg, & H-—K.
BT AR 2 R &
40mg, HFH—IK.
5 F PDE-5 #7657 hAE T RE S -
T DL P TG AR A (48 /NI PN R R IR 45 245 771
B 25mg)  ARIABIE (72 /NP
PIRYE P ANEE T 2.5mg) EliAthik i AE(72
JINE P R GE 2R AN L 10mg) . fH
N SIS PDE-5 $IIFIAE S A R
A ANV A SRR ITHES H
ML/ N R EIDHIF M HR I A 55 B R i I A T 2 48 0 R e 04 VR B
B HRIS (1) CYP3A FI/8k P B 1) o« ANV
A 5 B AR BRI A
R F IR SIEFRE A 5 R T 2 A 57 A T8 7 3R AT R = O
BRI oFHEh #”,
2R p e
LS iy
PEFERIME
o L
BB IR MEER AR 2 A i X S IR 25 A T S48 ok R
T HEI ERZREE (3] CYP3A)
AP R AR A i 5 AR K el = e A
b PG 5 8 WA 25 Bkl w2 & F B 6 U R
o BV IR I, 7F & AR I 0 i A0/ 5
FEEE KN AL A AT 25 138 M R « N5 EE R
IR e IR IA M 57, R R KA B 48 25 AN 10
e AL 4 —WRHIEBL T o
=t A it 5 T 81 1) L A BEL R AR IR 2 A P ) 221

BEAT I PRI, HL %5 B8 B AR R IR 24
7
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B R 2

I T MNEHFETT RS R A ST IT 4

FRESfRRE L RO . AER B e MR I H A
. R AR 2 BLSR, TTAE T IR R B s AR AR
LA {70

g Xﬁﬂﬂé’i%&ﬁ%%ﬂl’@, T: ﬂ‘%fm%ﬂkg, ~L: %ﬁfm’f{?&};ﬁz

[(ZHdE]
AERARAE

A B B ARSI IR . A5 5 IR Al I8 7 8= i i R ) & s A
3200mg LA S HAIFEIR & IS I& 7 86 B Al ik 1600mg I, FoR AR R
FRIAS RSN o

B TIRIT R LA AR IR R E A TR . FER DU TC T, JEH 60 fl iR 2l
ZHL A 400 mg HIRGZ . RIEEEA RN . 1 ANE H 5 e 7 R AR .
BT AR

B it B A PR A (e S AR 24 o xR ok P AR B RV 0 A — R S b
FE, B T A A PR HE R 5 SR R I R AL o

BT IA IR A L Al fh 5 R A S, BT A i) TR TE R o
DR R ]

R R SO R T ROR B T H P A P AR it o 2 HL R b A AR 2R
B 712 BRG0P CAE 2SN J1 20 50 P A3 DUIE S 2530 A 2 7e v, 5 LL A i 150
mg 1 34 2GR LS B 55 800 mg 85 & S FFEHE 100 mg 1B 3 HGHIRS M
SRR B HUEMERIET S, ARSI e ik A 800 mg
H—R 5% HL Al 150 mg 4 H — A 5 2548 B 197 280 R (3 WL RB0 1% D

R B H — I RO 2 R T — TRAE R IR A B A D32 90 97 (K BB h kAT 1
WF9% GS-US-216-0130 {5 24 AU 4347 LA KB 0043 HIAE WA FIBEAE RS2 10T 1
HgEAT TR ARTEMIS AT ODIN (F5238 7 8 =F/FIFE AR 800/100 mg % H — kA
J7)-
SHEE R BB AT KIS P A0 /2% L £, 800/150 mg 45 H — IR IKGPRBI 5T B3R

GS-US-216-0130 /& —Ti7E 313 fi] HIV-1 EGLp N E3E (295 BilH1E 51 18 %
SZRIRIT B AT IGIR B 5 H RS R ZREh J1 5 Atk TNt
AT RIS . FFSOEIIRSG o f0 TR H 52 T 90 3 08 S 1) 3 AT PRI AT 280 R 1
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SRR 818 SR IT 77 R A RN 2 157 845 800 mg A H — kIS F HL ] i 150 mg
B H—IIRIT .

A3 3 TR (1) NS B v ) HIV-1 % £ 3 55 AT ik DR R 5 8 DA B D 3 7 0 5 i
ZAH 2 ZAF HLIM 3% HIV-1 RNA>1000 $% U1/mL o 95 55 22 8 25 1) 52 XONHfAILSE HIV-1 RNA
I3 B EK B <50 #% Ul /mL.

B 313 BB E R ARy 35 & (G 18~72), 89.1% A F1E, 59.7%NEN,
34.5% BN, 21.7% NI N, 1.3% AWM . VG C 8521697 0 R 35 1 5L 4L
2% HIV-1 RNA AL CDA+4HH £ AAE 73731 4.8 logio #% V1/mL #1 370x10°
gHH/L (JuFEl 6~1473x10° 4HH0/L) DLJ 4.8 logio # Ul/mL F1 107x10° 40 /L (S
5~643x 100 AHI/L) . JRIT IR 548 RAnEE 3 Fis.

& 3: B GS-US-216-0130 HFFENLIGIT IR ZFELE R (5 24 AP

Y196 B BEAEEZRITHE ‘ B ZiiE
BREAEALT | o P BT A
800/150 mgfE H — ﬁﬁﬂﬂ%/%ttﬁlﬁb. 800/150 mg&F H—¥&
%+ OBR 800/150 mg®& H—& +OBR
-~ +OBR N=313
N=295 N=18
I3 B 2 T
HIV-1 RNA < 50%% Il 83.7% 61.1% 82.4%
/mL
I B 22 R WY 9.8% 38.9% 11.5%
55 24 JE B 18] R G0
SR 1 A
F A R 344 s st T R 4.7% 0 4.5%
HEAS
IR FL A iR ] 177 3R HE F A 1.0% 0 1.0%
i 1) 5 P s ok, (HL
e 5 S B 0.7% 0 0.6%
N = H¥E 2 1 NEL
FLFE 524 2 A IR Gl = 53 S A B H 0 B, ZR 24 I A) B N> 5048 DL 3, DA
J S 57 A TR AR AN Fu VIR O
T AE20~30)F I A
S BFETESE IR Z R B 2 18] AR AT 1) AT R A RS EAE TR R, R R R
SECT ERE I ) N T R U
o HAhEIE: REEE. KU, LB A R R E< 50 #% Dl/mL.

B 7% GS-US-216-0130, 7E 1T #1i% TMC114FD2HTX3001 (AMBER) H1Xf
2 GEPH/2% H Al Ak [ 52 7 B 4L &+ FTC/TDF) WA R il 13k 2 8 5 1B )
F LG E i 48 FRIIT . TRTEEENEF )y 88.4% (HIV-1 RNA<SO #5 Dl/mL; $RARIE).
XFFE A B3 AT AT A/ AFEAR R 800/100 mg 4 H — K Il KRBT T KR
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D YNE 3 ()7 SR

3 7 5 FFE IR (G B TR 2 T —TERI HIV-1 RGN B3 kAT (1
BEHL. XFHE . FFRPRZEIIRLE (TMC114-C211) 19 192 A Hd 43 #r A K — A 552 3
USSR FEIR T HIV-1 B N B R AT IO BEAL . XTI RO 28 T i 5
(TMC114-C214) ¥ 96 JAKHE /34T . thAh, AL ETE G & 82 i Pl 4 s s 20 iR
(¥ HIV-1 G B F T I IBENL . WA b HAIRARIREE TMC114-C213 Al
TMC114-C202 1] 96 FI %k .

B RN 3

TMC114-C211 #f 5%

TMC114-C211 52 —TFENL. XTI TR I Bk, H R e Pl %
ARG HIV-1 G N B b EUBGE P I8 /AIFEE 45 800/100mg &F H — K
B HIE UL F/AFEI S 800/200mg CRAIAE H —ixEliht H — IR 2577 8. A
[# 78 T 5 77 3 H— I s RS WAR 45 ZIEkRE 300mg (TDF) A H — & i ik
% 200mg (FTC).

R IS NI FR R HIV-1 B2 1# 1 ML 3% HIV-1 RNA>5000 #% Ul/mL.
IR G5 2 B 1 3 F 3R (HIV-1 RNA<100,000 #% U1/mL 8(>100,000 #% Ul/mL) F1fi
AR 1) CDA+ZH M TH4L (<200 41/ mm® B(>200 ZHA/mm*) XFRENL AT T 20 2. Wi
R 1 SONRINILIE HIV-1 RNA i< 50 4% U/mL. 20 T 4& ik AR5
TMC114-C211 W58 8 7 192 R YT B BB Hi ) 689 15254 .

32 75 S 5/ RFE A8 =5 2RI VT AR =5/ RFE A F5 20 10 N 1 Ge vk 22 B 2R Ak 21 T P4
4 PR TG TMC114-C211 Hak = HF/AFEHT5 800/100mg & H — R4 5210
FEE RV ULASS5/F A8 45 800/200mg 2132 iR (N 1 G it RN FE LR ARAE

F4: TMCI4-C2UBFFHZRAE KA O Gt 2B LA

BENLBF R TMC114-C211
HH—-RXZEFERFATE | FEHBLBHAFERS
#BFH 800/100mg + 800/200mg + TDF/FTC
TDF/FTC N =346
N =343
AOG T 2RR
FERE () 34 33
CERRTEHE, %) (18~70) (19~68)
P
Sk 70% 70%
whE 30% 30%
N
HFA 40% 45%
AP 23% 21%
RN 23% 22%
PN 13% 11%
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FLBAFIE

FE 2% B S #5125 B 2 (logo 4.86 4.84

copies/mL)

FELR I ¥ CDA+4 i 1 4 228 218
(MMmm?) GEHE, NMmm?) (4~750) (2~714)

295 B 3 H>100,000 copies/mL & 34% 35%

FI o5 ER 4]

F 4 CDA+41 A 11 <2001 /mm3 ¥ By 41% 43%

& e A3

TMC114-C211 70 EE H — A B A =H/FIFEARE 800/100mg 432 & 1158 192 JH
gERAER S LA

£5: F192F N TMCI4-C21FFFT FRENLIGIT KR SR & R
8 H—UKIEF B /FFEH

FRIEVLHFHFIFEHH
* fg‘;’}gg‘é‘g * 800/200mg + TDF/FTC
N =343 N~ 346
HIV-1 RNA < 50%% Il /mL 70% 61%
I B o O I 12% 15%
5192 J& 5 7] & I TSR B 22 B
FA B FE TR A 7S 5% 13%
IR HeAth 5 R 17 38 A A 13% 12%
IR 7 N R B2k, (B ES S . .
g <1% 0%

N =4 #5250 1 A4

* 95%CI: 1.9;16.1

T AFEFE192 8 2 AT R Eh = B A APETR B IR, 51928 i (8] & > 5045 DL 2%,

DA RS 57 Al 1 B FE 5 A Su VR IR U R

T H186~198JH NI &

§  AUFETESE VR EWT R & 2 8] A AT [a) s AN R S BB TR A B3, W Bt
FECTAERLE (I [ B A O A

HAREIE: HElEE, KUiEE, WALUR B R E< 50 0 /mL.
FERFFETMC114-C211 IR S5 192 JEVG YT I, 4 H — & 8 =5/ FIFE 3 45800/100mg 4H

Hi CDA-+2H M HEORE 5 T R R 1 T s i B DN 258 AN Al i /mm?, A H V& DT R 5/ R E 0 5
800/200mgZH 92634l Jid/mm?* . 7E 5548 & I B A 75 7 WL (<5045 D1/mL) HIA ™ 8
IRFEIR 3 52K 1, 55192 AT 81% T3 SR A HT I, 5 22 AR ELI& VT AR H/AFEHE F5468%
1928 53 #frefr, ZEITTHIOP A B b1 7= ok 7 A8 = /AR F B8 4377 58 S5 DL 43/ FIFE IR 55 77
S B Gt A
SR IRIT RN B

TMC114-C229 58

WHFE TMC114-C229 j&—TRaNL. PR i, 78 i 26 5 5] Y i 24 P A 0 75 76
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B IRE I 25 A S BLAR (BP VLT, V321, L33F, 147V, 150V, I54L, 154M, T74P,
L76V, 184V, L89V) HifikEa =it 1,000 HIV-1 RNA # 0l/mL, #2369 H
HIV-1 J&Ye 3 i LA T3k I 6/ RFE IR S 800/100mg 4 H — IR 53& 7 B 45/ FIFE IR+

600/100mg & H — k. PIZHAKH TIMME RIS, TP EET U IRFER) 2 Fiek 2

L NRTIs.

T A5 5 IR SRR HIV-1 B2 O o LI o SR HE 96 T 7 %
(HAART) #/b 12 . JR#EA M ERFZHIAILIE HIV-1 RNA JHREHEKT 50 #% 1
/mLe S Hrrh EAETE R 48 iR T B AR H Y 590 B 52k

% 6 PHE T HTFL TMC114-C229 ik FOIRH/MFEA S 800/100mg & H — X421
HRULPTEFUEI T 600/100mg & H Y F R0 A N Gei3 ML E . K

SR [AFAEA T

#6: TMC114-C229FF A H ZRE WA O Gt = LR IGAE

FENLEF L TMC114-C229
FBH—-KEFBRH/AF | §H KA IF/F]
FHFH 800/100mg+ FHF600/100mg +
OBR OBR
N =294 N =296
AN B Gi24¢ R
FERE () 40 40
CEREEH, %) (18~70) (18~77)
el
Bk 61% 67%
p- g 39% 33%
N
HApA 35% 37%
LLDN 28% 24%
RIEE TN 16% 20%
DIXIPN 16% 14%
HELNFE
SRR IR #2E (logio copies/mL) 4.19 4.13
FL LIS Y CD4AYH i 1% 219 236
(NMmm?) GEF, A4~ /mm?®) (24~1306) (44~864)
B 2993 7 4 5>100,000 copies/mL# i i Lt 0 o
1 13% 11%
LR CDAZ i $<2004/mm3 % i o5 A 43% 39%
B ARE SRR GERED 0.50 0.50
(0.1~1.8) (0.1~1.9)
i 23S UL R R R GERD: T
PI ¥4 3 4
NNRTI 4% 2 1
NRTIZRAS 1 1
FLLR AT AT PIs #REBURS R 3240 T 40 88% 86%
54
FLLR A DL S 1) S AR A A 7 5 84% 84%
AR E o b 8% 9%
0 5% 4%
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1 3% 2%
2
>3

Z HIE ) ARVSs & et
NRTIs 3 3
NNRTIs 1 1
Pls (AELFEEFIEFFEA ) 1 1

TR (Antivirogram®)
TJohnson VA, Brun-Vézinet F, Clotet B, et al. Update of the drug resistance mutations in HIV-1:
December 2008. Top HIV Med 2008; 16(5): 138-145
THIFE ARVs, AUFEGHI SRR
OBR: i BRI E
TMC114-C229 W FiaE H — &8 P B F/AFE S 800/100mg 2H 328 # 15 48 Ji

SRR T haE .

7. HASFEBI TMC114-C2295F 57 RENLIG T IR =R & R

BEHL 43 4 WF 55 TMC114-C229
FH-KEFBFH/FFEH | 8H KA IFH/FFEE
=+ 800/100mg + OBR $ 600/100mg + OBR
N =294 N =296

P B3 D . .

HIV-1 RNA < 50 Il/mL 69% 69%
I 5 2 e T 26% 23%
5548 J s 8] T B JE 0 2% 2 B0
JiR AT
RIAS R 51 B0 T2 1 8 A 7T 3% 4%
[R] HL A i [T 17 38 HA BT 7S 2% 3%
IR B A B Bk, (B E S 00, <19,
Eﬁj‘b’r 0 0

N 53 szl s NG
ALFE S48 2 1 BT ARGk = B e TR W 1 B3, 48 JEI R [B) B >S50 DL B, X
B 57 BB AT R SRV U B (s 5 SOk AR 7R 5 BU0T T 250 7k R A
I AER B L R AN A 2 BT, LA 1T AES/FET LA MG 2k 5k = Btz 2k DAAR () He At 5 [

MR EE (s R EEE T (HIV RNA>5045 Il/mL)).

T HB42-54)F A E

S 455 8 B o LTIl (1 o o T TS I N S e T W 1 B A <0 B SO w8 Y o TR
TAERIE RIS A) T PN 000 B A

§  HAMEIE: mEFER. KU, BB R E< 50 # D/mL.
MANRITAH S CDA+4I O TF B R T R4 P38 s A0 2 GRS =FH /B

800/100mg % H — IR ZHANIE 75 3 43/ FHEAB 5 600/100mg B H = ¥4 73 51124 108 48 fd/mm’
AT 112 i/ mm?).

TMC114-C214 # 5T

TMC114-C214 #f Fit —WUEAEBEAT P EIBEHL. XS R JTFTBhR 25/ T 31l PR 5
H IR R 1E Y G432 1 PO o i 290007, AR ULIR /B H 000 HIV-1 G
N & BRI /A FE IR 600/100mg B H ZIRAE IR /FFEHR T 400/100mg
fH K. BRI R (OBR) HEFEEA 2 il %miaE2h (NRTIs
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BEAN I NNRTIs ) o

P IX TP I 1 NS FRAE (IS HIV-1 (1952303 ) 1127 HIV-1 RNA > 1000 #% Jl/mL,
M H &2 T &0 12 ASSEE SRR 7R (HAART). s N2 158
SONFAIALIE HIV-1 RNA 7R3 HE< 400 % Ul/mL. 7> #rE4E# 5T TMC114-C214 H15¢8
T 96 JERYT B ATIR H ) 595 152 il .

A7 AR ARFE IR H AR VB H/AFE BB IIN D Ge it A RIS B T 4
® 8 R T HIIT TMC114-C214 ik i=6/AFEAE 600/100mg &F H —IRAZIE

A VT A3/ FFEIR 400/100mg B H —IRHZ AR 9N D GE v ZE R L 2R AFAIE o

R 8: TMC114-C214 FFFH 23R A FIN O Gt S A1 LR RHIE

BEFLHT FETMC114-C214
BHZWKEFIFHAF | 8H ZREILEF/AFlFE
FEHRF 600/100mg+ | FF 400/100mg + OBR
OBR N =297
N =298
AN B G248 R
FRY () 40 41
CFERTEHE, %) (18~68) (22~76)
51
51k 77% 81%
1 23% 19%
NF
HAA 54% 57%
BN 18% 17%
IR TN 15% 15%
DIZLIN 9% 9%
FLERIFIE
FELE I P 35 1M1 i 55 %K & (log copies/mL) 433 4.28
FL LIS Y CD4AYH i 1% 235 230
(NMmm?) (JEE, 4~/mm?) (3~831) (2~1096)
%&fﬁa%ﬁgzloo,ooo copies/mL3& T 5 LL 19% 17%
FLLECDA M $<2001>/mm>33 it 5 Eb 45 40% 40%
LR A E GEED 0.60 0.60
(0.10~37.40) (0.1~43.8)
WUEH B 2P E (JERED 0.70 0.80
(0.40~74.40) (0.30~74.50)
St 25 A O LA R i p . GERED: *
PI RAZ 4 4
NNRTI 4% 1 1
NRTIZRAS 2 2
FELR I A DL B 1 o A ) B ) 5
A 52 o b
<1 78% 80%
2 8% 9%
>3 13% 11%
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Z Hif# R ARVs BB A {E T
NRTIs 4 4
NNRTIs 1 1
PIs CRAFEEFIEAFCHE) 1 1

FELR I o A AT FSPT COREL &L 2 )

it 245 1 32 R Ay b 2% 3%

*Johnson VA, Brun-VezinetF, Clotet B, et al. Update of the drug resistance mutations in HIV-1:
Fall 2006. Top HIV Med 2006; 14 (3): 125-130
THIFSE ARVs, AUFHRFIEFFEREH
TR (Antivirogram®)
§321H NI T & E 7 Y Pls
TMC114-C214 B 75 i H Z S IBH/FEFEAR T 600/100mg 203247 155 96 JH

SRR 9 haat.

£9: F96FB TMC114-C2145F 5 FRENLIG T RN =R & R

HBH-KREFEBRH/FAFER | 8H ZRELIFF/FEFER
£ 600/100mg + OBR % 400/100mg + OBR
N =298 N =297

I3 B TN . .

HIV-1 RNA < 50%% Jl/mL >8% 32%
o3 15 7 S 26% 33%
5596 & B 18] T i I 9 25 24 208 1
JiR AT
FIA R FAF s AT I8 H A 7 7% 8%
(K] At 5 R 77 3B HH A A 8% 7%
B[R] B N R B sk o, (B TE S

1% <1%

gt

N = B 10 52 H S
FLFEEEO6 i 2 iy PRl i = B A AR TR H I R
S 507 Z A TR TT SRS VE I ) R

T E590-102 I A

T BIEFESE VR IR A B AR AT (] f AN RS B AE TR tH A, R RS
FE T AERLE (P [R] B A T B AR U

§  HALEFE: WEIEE. KU, AR HEFEERE< S50 #U/mL.
FEREFLTMC114-C2 141 5596 AR TT I, 4 H 0k P 8 =H/FFE 5 545600/100mgZH 1

CD4+ 4 TH B AT B I T & P E 81N A i /mm?, 4 H ki VE AR 5/ R B
$3400/100mgZH 493> 4t ffd /mm?® .

TMC114-C213 F1 TMC114-C202 Fiff 5%

I RS TMC114-C213 F1 TMC114-C202 7547 =i /K P 24 PR RN 2308 ik
ATHIBENL. XTHE b 50, B AHE 2 NI TFIRI AHE 7 W E R E IR R E 4)
JE TR 23805y, 3% — 59 7 BEAL 73 2H 20528 72 A5 =5/ R B8 5 AL I i 323 4
7 HEFERE, B 600/100mg BE H K.

P X e N B FR TR R Y HIV-1 1 52603 1 I HIV-1 RNA > 1000 #% Ul/mL,

06 5 18] B N> 50 DL g, LA
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2RI PI (s). NNRTI (s) Al NRTI (s) V&¥7, FHaif £/ 04 1 M2 PI 2838
(D30N. M46I/L. G48V. ISOL/V. V82A/F/S/T. 184V. L9OM), ifi Hifi#il C&fz 1
Z/b 8 FRIARE NI EH PLIIRIT 7 5. KIR P OB . i A i 1 F3 4k A B R 65
KA FE B LR BE RS 2HEAT T 4 )2

VPG T B2k P AT IS +OBR 2R RISt A28 (B2 i ik
[ PI (s) 7% +OBR) WIREEENIEZ . B4 A BB o0 3 AR 40 Ja DR Y it 24 1 A
A2 FTHT ARV JA77 5238 PT (s) A1 OBR. OBR 52/ 2 Ff NRTIs iz A nE
KA. XA HELEN PL () AHE: WWILIFHH T 36%MZl#, (fos) ZHFH
T 34%, WERFHT 35%, FFLIBFHHT 17%;: 98%MX MH 2 X #FH 2 7 FIFEHR
FHIGRIN P TR, HAH 23%000 AL 2R B2 7 XER R Pls. AT Zik#Hh e
47%35% T BT, b 35%2 1 YR AE ] ENF. 5 8522 N8 1 SCA IS HIV-1 RNA
T3 B AR AR T R PR D 1 logios

FEXF IR RREE TMC114-C213 Al TMC114-C202 #H47 FC S0 Hrd, B A835/F14E
HEFHMX G PT AN L GETH 2 MR IEIA R 1P 3£ 10 B ELE 74 TMCl14-
C213 Fl TMC114-C202 HEATHI&FEMH, S H ZUGA R IFH/FIFEHF 600/100mg 21
SZARE R LI 2 P12 (N 1 Ge it 2 R 2R A
#10: TMC114-C213MITMC114-C2025F K 2 RAE N OG- MELRHME (L

S D)
BENLHTE 5T
TMC114-C213RI TMC114-C202
|H REFERFH/AFERSH xR 2
600/100mg + OBR PI(s)+ OBR
N =131 N =124
INEE 2P
ERY () 43 44
CERTEHEL, %) (27~73) (25~65)
PE 5
ik 89% 88%
7 11% 12%
AH
HAMA 81% 73%
ERA 10% 15%
[EEIFZPN 7% 8%
FLERIFIE
FELEI P35 i EE %R (logio copies/mL) 461 4.49
FL LI P 3 CDA+ A i 153 163
NMmm®) GEHE, A~ /mm®) (3~776) (3~1274)
HE 2955 55 4 F5>100,000 copies/mL ¥ it 5 L4l 24% 29%
FLLECDA M <2001 /mm33 it 5 b A5 67% 58%
IE PR AR AR B R 43 33
i 23 A G UL R R R (JERD: *
PI %AF 12 12
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NNRTI KA 1 1
NRTIZRAZ 5 5
FLLG A DT B i 3 R 1 A A R SR AR Y
ARE [ oy
<1 8% 9%
2 22% 21%
>3 70% 70%
ZHME L) ARV #s P T
NRTIs 6 6
NNRTIs 1 1
Pls (ARG EFIFEAL ) 5 5
JELR It B T A £PIs A4 5 i A6 5 ALk 3% 1%
PR ) PN 24t 52l o b ° ’
Z WA R IR A 5218 1 0 L 20% 17%
*Johnson VA, Brun-Vezinet F, Clotet B, et al. Update of the drug resistance mutations in HIV-1:
Fall 2006. Top HIV Med 2006; 14 (3): 125-130
13T EA (Antivirogram®)
F2AE NGEWT T C BT Pls

E IR TMC114-C213 Fil TMC114-C202 32 HEf7 7 B4 H 00k 5 18/ AHE
A 600/100mg 321 I 96 S5 RAER 11 Hhga .
F11: TMC114-C213FITMC114-C2023R K96 H BENLIGIT &2 QLA

BEDLHT T
TMC114-C213F1TMC114-C202
FH AP I FH/FFEH T EL#Z5PI(s) + OBR
600/100mg + OBR N=124
N=131
B N 57% 10%
WINEE 96 Fi 2/ L4k (39%) (9%)
BHIK 1 logio HIV-1 RNA
(55 96 I} <50 # Ul /mL
)
I B 22 R W 29% 80%
Tk Z WG BB * 8% 53%
I B R Bk T 17% 19%
MR SZ B4 4% 8%
A BRI A6 T8 24 9% 3%
R FLAh i R £ 24 5% 7%
*EE 12 JE 5 BRI A LR AN 22D FEAIC 0.5 logio HIV-1 RNA 52103
TAVIGENE (BARERECE PR 1 logio), 1HEE 96 JEI AR B4 PR 1 logio 32 RE
15596 I WA TS BIRAIE I R &1 logoff1 521 &

FE4 I TMC114-C213 FIl TMC114-C202 F, J@i 48 FMGIT, & A F/F4E
A=H 600/100mg 4 H —R4LFIXTHEZG PI 4170 HIV-1 RNA <400 # Dl/mL 5238 3% th 71
I HIN 55.0%F1 14.5%. BEAh, I3 HIV-IRNA A4 TIEL AL EME IR 355085
/FIFEARE 600/100mg & H —IRZH N —1.69 logio # D/mL, *FIE24 P14 8—0.37 logio %
DUmLo CDA+4H i THEUHE T~ B2 (7 i 3 (B 7 A F/AFE A 600/100mg £ H —
A (103 ZHf/ mm?®) = T2 PTAL (17 4H/d/mm®).

E)LEBERRITH
AR AR S TE ) L3 BB 3 T G T I A . (B, —TOIAE HIV-1 BUBRY L B
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FHEAT I UL R IR SRR 12 8 2 <18 % HAKE>40 kg BT /D4l F A -
GS-US-216-0128.

THECHE 1131/ B9 FE GS-US-216-0128 7E 7 44 HIV-1 B4k, &6 T A6
E (R E Z /D 40 kg) HPPAN T IA AT A5 LR AUBE A 22/ 2 B NRTI 97 3%, %2
SPERZRE) 1% . BEHZ 800 mg ik A A 150 mg % LA v R H — IR 2
BF MR N 15 2 UHE: 12-16 2, 57% &M, 28.6% BN, 42.9%NH
RN o FELRRF, BT BEMMLE HIV-1 RNA<50 #£01/mL, A7 CD4+4IMiH 50N 1,117
YP/mm® (JEFE: 658-2,416 4Uffl/mm®), Wi CD4+ E/MECN 45% (EHl: 28-56%).
FERFIH THEIE GS-US-216-0128 5 48 JE e 45 R o 58 245 8 W% Le ) f ) &b 77 15

=S|

i o

£12:  RBGS-US-216-0128E 488 (KR B4 R
KR L E] At
(N=7)
HIV-1 RNA <50 # Jl/mL (FDA tRI&7%) | % (n) 86% (6)
CD4+H 73 BURIE A T 35284k @ -6.1%
CDA+ZH M T H B L 2R 1) T35 24k, @ -342 4HJifl/mm?
@ RIEAN CITIMEIE .

[ZjERHE]
ZHEH

25 AT HIV-1 25903575 TR CYP3A. #0181 77155 L =] A 28 B 4 52 77 #6107«

YEFIRLEE.:

AP HIV-1 B R, AT v bl B e 2 1 4 9 HIV-1 4Rhd
Gag-Pol 2 JEER (UM ZLA, AT BELIT e A S P03 23 JURL I T Fi o

FLHeE oy CYP3A WR4ANfL 3R P450 B BEENLEEME A7), X CYP3A /I
WEAIHEIVER, AR CYP3A RN RS R B .

AR BRI

B TERUERE T iR, NSME Mg A i B, a7 8
FRA YT HIV-1 SE56 = BRI R 7 Bk LR HIV-2 SE38 S RRIVE T, ECso MHAUTERITE 1.2~
8.5nM (0.7 ~5.0ng/mL). &SMATCE R, IEFBFXT HIV-IM 41 (A, B. C. D. E. F.

G WA F1 O AR im0 Btk RFRANUR G, ECs VL RITE<0.1~4.3 nM. 7E A LG
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i, GBI ECso NI AL HCN 5.4,

BILFORFE HIV EAR0HI ) 28 BFURS . et WLk, =48
Fy FHEIE . WEIMH S RIR RIS 2R, S5 A% R e w0 i 77 ey 2
T MUk EE . B, FoRRE. AIMfbIE . Bk, LT MR EGY 2 e B A
I A | 3 VS S Uk E N S D P BSPATE 7 Ik s oI | o Y (N TR 7 NN VIV 7137 S
FRF, USSR BT IR A 2, SRS BA 0 5 LR AT T 254 iRl A7 AE
EEAR(DER

FHAT b 75 A AR S ORI B2 HIV-1 5 (B, 765 HIV-1 400356 b o A K 21
PURTRETE, HAELC RS TR HIV-1 HUSH o 53 29 10 B 28 Ve 2 AR E RS s
.

it 24 14 -

giliub i

ISP s IR R 7 AR FNRFE AR 5 (¥ Ak, G5 A AR SRAT A 5 8 5 i 245
HIV-1 52 o BT A2 HIV-1 Hh 8 H (32 755 T8 5 2400 a2 75 0 = RO BIURR L B T 21~88 £i%:
EAMERIES 2~4 MEERES:, @ S37D. R4IE/T. K55Q. H69Q. K70E. T74S.
V771, 185V.

MEFAHE 2 BN AR 9 Fh HIV-1 B0k b e b ik 7 A F i 24 bk, RIMTERR
FIBEE A EIETE 22 Ah9€48, AL4E L10F. V111, 113V, 115V, GI6E. L231. V32I. L33F.
S37N.  M46l. 147V, 150V, F53L. L63P. A71V. G73S. L76V. V82I. 184V. T91A/S.
A Q92R, A LIOF. V321, L33F. S37N. M46l. 147V, 150V, L63P. A71V Al 184V Jyf
Lo XA 2 R B D 8 PR, BURIE NE 50~641 £, FHUECs ¥l
o 125 nM~3461nM.

(7SR R

b R 2 v ok B TR P AR . i R A B AT PO R T, R LR
fLFK) HIV i 2 B e 3 758 =6 A i PRI 2451 B0 2 Wk P 8 = 1 e A T 15 8. -

X 2t

V4% 3 2 1 BRI 770 28 UM 230 % o TEARIBE IR b, X223 8 BdLaRs. et
Fo EILIBE . SRR FFEIRE . b2 AR RO 251 3309 11 PR 43 2 pe
(K] 90% XI5 O BBURRE PR T SR 10 45, $op X 3 S0 2 1 W00 o1 7 T 245 P00 a8 5t
ISP AR HURR X S B P R TR 2411 R 73 BERR 1K) 26%~96% % FAth 2 (1 B 1] 71
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IR B T AN 10 AR AR (26%) FIFEIRS (34%). IEULARSS (46%). Efitth
HH (57%) BIFLIE (59%). WERF (64%). ZEHFH (70%) BHIAFH (96%). ]

H T PUR B SR E], T8I S A% AR B R SRR 0] AR R I e e g A
H77 (NNRTD. @& 5. CCRS L2 ARIE 7 BB & Bl 77 18] A K AT e A 22 X
i 2451k
FHET

i

IEFRA Ames RGN E G A G (0 AR AR 1 B0 /N BRAA P BRUR R6 4 SR B A

5 EE ) At Ames 50 /) B IR B9 T8 RO B B e 4 SR P N B

R

VA TR AT T 2 28 T AS S A R T) s Sk IR Rk N TN AR E T
Fefe il 15 ORISR 365 CRBD I, 80575 L a2 5% B9 N HHHER 7 B T 2 5k
B L6 CRED M 38 () I, RIWABHIARKN . L w]fih 2 5 &y NAAHE
TR N R RN 1.2 50, R WIS I F00 K BRUR B 3G A RSB

PR WK EAEE TR IR & B AR DS .

7E/NER (1000mg/kg A7 HEH GD6~15 HLAhZh 25). KR (1000mg/kg ik = GD7~19
FA 25 S RFEI R K (1000mg/kg 575 A4 GD8~20 HLpligh 25) A G st 7t
R IR IGEEVE RO 1. DL EBFFUh s IR iR R (BT AUC) SImKHERFIE A
BB, KRS G, ARAREMR O 16D,

KPR B AL R, EMALIIZ T8 IS (SRR HEAEHD &g
TACRE G0 A, SR BRIE T 258 FL 0 M B i o SRARUKER (1000 mg/kg 5 AFEARF516¢
FID I3 i B RAE L N NARIIRAER R T (SRFEIHRIA) B &I 50%.

FEh: HLLE M HRER (AUC) MHEFERRE (150mg, BH 10O FAKRE
B4 AR5, 0 HEVE B R B AE B AR LS . [ P R R B R A R R
(AUC) MImPRIER R (150mg, #FH 1780 FAKREERER 1.2 &0, FARRBREF
PN RTEE o

GD6~17 BEYR K R 14524 125mg/kg/ R, MEEBINRAAHE PR 2 50 3380 in S i A1 o i b
i, AR WEAE . 50mg/kg/ Rl TEIR KRR G # e (AUC) B HUIlmRAER & T Ak
BHEEE 1.6 1%, ZHAMhESFE 100mgke/ K& 4T GD7~20 k%, & WA
BT R . ZAE T RS R (AUC) & IR FIE N AR R ER R 3.8 4.
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PR BRI A, KRN GD6 F| PND20-22 4 45 F % L allh 75 mg/kg/ R, A WL BEA
WK B ZAE T RGRE (AUC) BNIGRIEETE T AEREER 1.2 5.

R E R T, L) 10 RAHER BL 75mg/kg/ R4 2 )5 2h, 5 HL R fhfE
FLI ORISR b )P KR FE H ek 1.9 fi%.

BUEE

B KRG EEBSZ (104 ) VRO 7 I8 FHAE /N AR R P R BuE .
BV IR 150 450 Al 1000 mg/kg, A SEE H &y 500 150 Al 500 mg/kg. /5K B
T AR E A )y 2 v 25 T DR P00 Y e R 0 e P A A 23 52 7R B AR T v, A DR Bl rpr )
AL FEER B0 e 40 e JBJRA o A 1A R 50 00 ) A P v IR 2 28 B0 45 R A O 5 NSRRI
PR aX 7 8 B 45 245 T 5 K B KL AR il O S BUTOR IR B IS R R T, S BRI
(AEAZD B 5 RA R MR . R FmfE T, AP IRHMRER (AUC) L2 N
IR GEPIE 600mg+FFEA T 100mg &5 H 2 7, Bk 8 800mg+HFEH 4 100mg
H 1RO NERERER 04~0.7 5 CHhED HM0.7~1 5 CRED.

FeE e A SR BUE R, MERESIYI AR USR] 50 A1 100me/kg/ KT Z5H 5%
(100 i3 A B3 TN o 12 BT 2 LR AR A AV B v 1 R R A R N AR E R R =
NREEEN T B 16 5. KRBUEIETF T, 25 A1 50mg/kg/ R AR HENE DL 30me/kg/ K
ZHMEYE, VAN B R AN/ B PR ) A A RGN o DL A L AR M A D9 R K R
N P ARCRE AR g 55 5 A0 FFOIR JBR e SR M R 4 R 8L, 5 N ToAH SR o R B B0 M ik 6 e v 1)
N, I RGREEENNEIRIKH HHE T REEN 2 1.

BERRYEME

EPIRE : AE/NR S KRR AT 73 I 2 BRI, JRE R AR gt A7
TIEFORFAFEIR TR SRR A S . KRER S 23R d, 100 mg/kg/H AL L
A& HREEIRTIRARKFR, ¥ ERENRS. BILAS. FLUEHRER. AT Wi 2gl
MR RSN B, WAL PTT 0. WFFU3RoR, 7R KR IS B A IR AR AL S e 7 %)
B IR B SN, TR R . RAE 120 mg/kg/ H 7B FIAH 24 T HEE & R G R 5
FeE, AN EERE RIS

YR E R

KRG REG T, 5258 50k 1000mg/kg IE PNDS K AESIIAET:, M3 5%k
0.1~1.0 fif \MABRFE R . 16 4 HEGHZFM TN, W PND23 HIFHAZ (ST 2~3 %
JLED RKRAESET:, MKREFEE (SRFEIRHEHD A MR REER 2 £,
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(%3 7%]

TEHE €1 o A B 52 3R 3 vh JEAT (9 — TR ) RSO 90 S R AR i 5 0 7 TR =/ R TR =6
800/100 mg & H — ik SR FAa S 85 A 4.

BEEL G A BRAS P IO SZ iR b, AR 5k /% L Al 800/150 mg H1 24
P35 BB Sk
LTS

T P B2 et FIRAE PR L 240K 37%

i e BB TE FUIRA S, B P IR e sl . 525 Lo mb & I, a8 R —
FBAE 3~4.5 AN/ N SRR FE i 0 . (RS IR CUIRA RS, e LR e 245 1 2~5
/NI 5 3128 L ) A ) SR 3 P DA

5 4 ) BB a2 7 R RO ARI NS 2 R i R AT R 1 1.7 5. IR, A B 2 [
Mo BRI 22 R0 A it 1 2 65
K]

BRI S M R A& RN 95%, FEGM al-RHUEFHEALS.

A5 NAR M R SIS S RN 97%~98%, I35 4 1M A 25 409K P 3 2 L
218 2.

AR

B NFRRLA A SMRES TR, 157 IR R BT AR o 3825 T 5 bl 4
Mo sk P4s0 Bis &) 2 AR, FEE CYP3A. —TfE M RES R bk AT 1 YA I
WRIG SR, BRIk H8 45/ FFEAE 400/100 mg J&, 13 PRBORE 3 ok 1
EFE . AR 2D CRIE] 3 Fhads 738 5 A AR =1, AT EFAE Y HIV-1 #1040
o RV VA 2 2 K P IR AR Ty 2 —

FHEfl: FHHEMbZ CYP3A AR, /N4 CYP2D6 BAUHS, NGl &tk
o MC-HELLEMB I IR 25, MR B R TBS E AT 9%k F 2% bt ] A 5 L 2454 .
FEPRIA S M S B> BACHY),  ASFEmT=5 L w1 CYP3A S .

HER

BRI AR C-k 7 S/ RIFEHR S 400/100 mg J&, TEZSE AR R B 1HC-
KPR 4 ) o5 AR AR A KL 79.5%F0 13.9%.  FEAE AR R 3K 72 385 431 o5 AR
I HIRL) 41.2%H0 7.7%. FRIKAIZ50S, S50 F A (150 mg) BS{IGHEAIFE
AHE T, B2 32.8 L/h 159 L.
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I 2 L A A A F A 2RISR R 20 11 /i

5 R b : PR C-25 R At J5  MASEAFEAN PR A [ 8 0 75 58 43 S o i T 7 2 1) 86%
1 8.2%. MR LIt 5 1 2RI B S A P AL 2008 3~4 /N
(527 N3
JLESEH A7 % RUT)

i) AT AS it £ ) L B8 S T R 25 4K8) 7 2 R HEAT AE 5 o AH A it - 2L 40 OB AT 245480 7
FHRARRN, BUE N SIRE>40 kg 175 /D HF 2 1A (1) 2 s 2 0 Im AR 2 X2 5

AR FEREFT GS-US-216-0128 H1, LR N#E52i8 = 545 (800 mg) A7 bhw] ik
(150 mg) & H—WRALEI U RE ML, 74212 8 £ <18 B WEDEEHEZE
P (800mg) FIZELL Ml (150 mg) HH —Ik4 255, 25 Eb ) At 1 9 8 = I8 =6 f~F- 15
FEFEEPEC (AUC FEMIK 20%).

Z LAl fth: 7ERFFL GS-US-216-0128 1, HRFE ANEZi5 45 (800 mg) Fi% Lk =] 4th
(150 mg) & H—WRALEI U RE R, 74212 8 £ <18 B WEDEEHEZE
PR (800 mg) AF L m]th (150 mg) & H—IR& 245, FH b5 &7 m (AUC
THE 19%).

ZHEBH (65 B KUE)

EF A HIV G BR300 2 0 W s, 1 386 245430 J A e VR 10
HIV-1 J&Ye s P — 2 HAERRTL N (18~75 ) BRAER . EHPERET 65 ¥ &
BRI

FLLEIMfh: MAXT S R R (65 % R ULE) HFRZRE) AT 7S
53 VAl -

T

EFR A BERZABN 5 R W], IR RAE HIV G PR K 28 e B
(16.8%) W T HEEH . ZEFARG KR L.

FLEh: AR AR LA ARAEE LIS SO s RAH DG 2R B 5 2 e
(=il Y]

W ARAE B Dy R4 1 5 O AR S EAT R 9

ISR — T MC-ak 1 AR R 5 (0 T U R R, IR A A S
H 2y 7.7% AR B2 A OE i PR . BLAR WA TE B ThRE AR5 B R AT IR P
FHIBESL, EREZABI SR, AP EE DRSO HIV &R EH (CrCl g
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24 30~60 mL/7p B, n=20) HIE AR F5 2454080 7 2 R 3 B 8 2 i

A E— DAL E S AT (CrCl A {E<30 mL/434t) 3E HIV-1 &
ZAHE AT 7% LR AR 2540 3) J1 5 e b, AR 3 o 1 T RE 4405 52 i R B 2
FIEIEA B LR REN %2R, X — RIS 25 L) i B IS B 3K — 2
I h e 1

[ ATE JFF T BE A1 583 v o A S EAT 9T

KPR 1K A A AT BR « — T50E 7 I3/ FFE AR (600/100 mg,
FHMID ZRELIVITER, £ (Child-Pugh A 2%, n=8) FI AT ThRES i
(Child-Pugh B 2%, n=8) ZiX# ik = A A S LB % S8 S5 @2 I#H M 2 .
B B 32 7 AR 5 W 55 40 ) T 2 55% (Child-Pugh 40 2% AD Al 100% ( Child-Pugh 73%% B).
A B A 12 A (R I R 338 5L, R GBS P A0 = AR B AR o AR 7 2 BE I Th e 45t
IR EFIE SRR P A

FHom) . B b w3 E A AN B . B h B DhRES4% (Child-Pugh 732
B) el HIV-1 Y2 R AT T — 30055 Ll MR M Z5RB0 0 5 7E . R85 vh JEE JiT
Ty R A4 0 {52 13 18] ¥ 2% LG W) At 25 AR 30 0 A I PRAH DG 2 57 R 28 v FE AT Th R4 A%
BFATH IR SR MRS E B D Re il (Child-Pugh 7382k C) X2 LL F) A
[¥] PK 540 o
IR/ B A 9 2 R

1 TE 76 43 B I DA TR 24 4K 30 70 25 B30 FE T 2 2 R/ D 95 25 SRR e 6 AR S 24
B 715 W o
TR i

TERRUREE 2 AU 3 301 (K3 3 AN FN 1D Be A B P 3 S 5 07 RIB9T )5
LRI R I P I R B R R R (6-12 B KIRFAR (L 13). dEiRIIN
WEEs CRIVEYE) X FE R 25488 /12 H (Crax F1 AUCoan) B J5 F BRI FEAR T 5
TR AR N AR

R13: TELEYREE 280 38 33 K 7= Ja 8 A 1A 75 FR 95/ L H) 4i1800/150 mg q.d.Piididesx
WRBH RGBT EREEE MR 1225 R

RIEFMFARS) F1% HEUREE 2 H HEIREE 3 75
CFHME +SD) N=7 N=6 N=6
Cmax (ng/mL) 4340 + 1616 4910 = 970 7918 £ 2199
AUC2n (ng.h/mL) 47293 £ 19058 47991 £ 9879 99613 + 34862
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Cmin (ng/mL) 168 + 149 184 + 99 1538 + 1344

FEGEYRS 2 Wi AR B et , P MERNEIE BH Craxs AUCoan M1 Crin 73
B JRAA R 49%. 56%H1 92%, TEARURES 3 31, I3l JR AR 37%. 50%H1 89%.
st D)
30°C LA ORAF
(3]
LR OB RDEE, WA ILEAGITITRS, &3, 30 h/&.
(3]
24 ™A
[T
BETZG b A bR 7X20170271
(it D25 R AHES ]
HEO 2y NHIE'S . H20180030
[EFHTHAEAN]
% F: Janssen-Cilag International N.V.
FEMHLAE: Turnhoutseweg 30, B-2340 Beerse, Belgium
[ 4724k ]
k4 FK: Janssen-Cilag International N.V.
Hitik: Turnhoutseweg 30, B-2340 Beerse, Belgium
E72) ;. Janssen Ortho, LLC
Er=iblb: State Road 933, KM 0.1, Mamey Ward, Gurabo, Puerto Rico, 00778, United
States of America
f1%%] " : Janssen-Cilag SpA

Hihk: Via C. Janssen, Borgo San Michele, 04100 Latina, Italy

[ R R BT

2Rk TOZ AR AR A A

ik BeiG 2 7 2 T e X A R ML FE R R DU % 19 5
HRE A% : 710304
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G Sg: 400 888 9988
B S, (029) 82576616

MItk:  http://www.xian-janssen.com.cn

***END OF DOCUMENT***
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