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AR S HAHFEESE TR ERL T ER.

BREER

T2y TR 258 A 5 X ST R 250 A T A A TR 24

B EE Yk FE T H e (FW) CYP3A) , Al RESEUEH

RZ# e YN G XL S A R B £ . A

KB 53 e g5 Ji 8 245 45 T I SR AT I AR

KHEH I8

e o 5]

IRYR =953 ANEVCERGE SR AP L B ES A S A .

Bz TDOACs

BB 0ROk %

(DOACs)

BIORVOHE. F b P

IR RV PE

DOACs %y CYP3A4 Qi AI/E i P-gp 4%
B, 5ARNEIAZNTEESHEE DOAC I3k
WIETH R, NI i XU

AERUAS T 5 52 P-gp A1 CYP3A4 21 ) DOAC
EIHY), WHERIRVDBER AR IO

IR DOAC CRLFEIE LLINEERIK BEVDIE) A2
CYP3A4 HI52m, {HH P-gp ¥i2, 5AME
FHISE,  GHEAT I AR W00 A/ 55 1 %

o
L R 5 AR 2 ] 2 AR VR
ST ARETINR AT | A S b I 0 b AL

B, I 4R M LU T
I

PR VEPAES IS — R AL CYP3A S5/, &%

T L A {662 He AR P 0 O LS, T S
TR SR TR 26 e P R T

RO PO HEE A A

R

A ity 55 BLAR VU 2 BRARIR 7 R =5 A




ARG Z W E IR E (55 CYP3A) , AlRES T
BAE I A TG T AEPCE AN S BR
PEFEr o 2% R Aol P LAt 3 Bt R 24 01K
.
SR P TP R 2 4 T SR b B2
WREE 3] CYP3A) o A 5iZils s &
FH IS 2 34T i R MR N
PR E TR 2458 AR i 5 X ST AR 259 A 2 38 P AR
B K A IR (3] CYP2D6 Fii/ak CYP3A) .
b 1 A AR i 53X ST AR 259 A I AT I
PRIBR s PRI, H AT e 75 XU HAR 25 Y 77 st
e 2 Py T TR,
ZHERK
2= il AR
i e
PR 7
ARV A0 VRS W2 7 ST AN BN
NEHEY: MNER A A 5 X S T B 25 A P S B Ik 2 R
iy e e AL F. F LA A BT W IR E (G
T, 2 THIHEEHY) CYP3A Rl/Eg P FEE )
SRR A5 FH A i 1) S5 3 AN IR fef FE AR S R, gkl i
b R it/ AU EE R A 5 R S 7 A FH AR 37 R M 2
Pl e EHT,
YD B A 5 X ST B 2590 & F i UOEAT I
AR ST M PRI
S A R, A7 i 5 nee B3 B 7R = A
NI 200 mg/H .
B 25 ML) 5KRMEHE, PraZYn i st
R =] I e Be PREAENE A b 5 Bn] ] 1K P RN AR FE TS 58 A
RS J==8
PR MR Al A i 55 B OK A B A F 2 438 T B K AL B R 3
ARIK AL FE (3| CYP3A) o FHZGE IS WAK KA,
PSR
AN e E T S Re A R B AR AR S
FKAKAN Bk o
WiE% SIEFAER A i 5 7 R R A 27 B FH 2 38 s P I R
T R Tk /A 2 g ] ARG (HH] CYP3A) &
T A ik A i 5 R RIS 2 B P I 7 R R &
{EFRIAAS 2 B 5 B i 3 0, A P 75 14
15,
A EATF 2 VIEP I KM EREART  FAEFERER T &
FAEA T LA i FRAR IR 25 R A1/ 85 e ml At ik 2 (IS
Fl+E~F MR T CYP3A), 1] B S EUT R A=A it 24514
F g T H5ARMAE R, FAEAAT )RR s,
AR SFFEA T FFRREST T 5 M. W
TBRREAA T SR AH, Fltafm T R
AN 150mg, BEE—H. A S5FIEAA T
A IR EESGEEAT I PR W o T2 A b 5 R
e
I A 7S A RHE TIE =6 1 S 3 2GR A
FRFEAE . FERES WA BE - E R
PR




S, LA AR B IS TEACH | A A S SRS T A T2 PR S A% B
7 TEPEA Y A M A, 3 1T B A S A
g FHIH MR ST . AR S
=] Mﬁ%’EEI %%é
v TR A i o 2 P 6% 75 3 AR 0 ) a5
% ey % R I PEA R P A
B-32 42k FH 7751 B-32 1A B 7] A B-SZ AR & FH 2380 B-524ARH
RYEHE Wik (k| CYP2D6) o« A B2 Ak
EFIB R BEL 7 751 5 P Ao 8 BCHEAT I PR L, L% FE
I ML) 9% FAAR, -5 % L OB 751 ) 751 B o
DL MBI A 5 RS 2 A F 2 B IS FE P 2GR
F AP (4 CYP3A) o A& 585451254 N 2
Hh R B AT I PR a3
(RS HIRE
Je FHbF
il 2 Hb o
HERLMK
WEFZG: A it 5 R 1 24 A P IR AT RE 4
Jett R T B2 A AE, AT I PR U
S P B pE
LR e MR T AR Sk 26 2580 . &
GET RIS EE) VA P A AR A i 2 23
B2 R KB B : VIEF A A 5 4 B itk 24 1 M 25 KA B £ AT
HZERA (EBPEMZE) | Ll el e o I WA R e I 7
CYP3A), A it SHUT R S = AL i 241
T EH CYP3A I K AU i 5 4 5 v T 25 1 L ZE K AN &
5 2 [ 1«
5 il KA P
ey TR e A AR, B R S W
BE R %AﬁMEié%ﬁ&ﬁ%l%&PMR
A W, AUHEEE R E S EA S b . A
R B I 2 [ 1 A PR R WG AT I PR W o 97
fh 22 2% 1 FEfE AL EARZG Y, TCHA KA.
KT AN 5x CYP3A | BUR 1 2 e 45 24
B IR S 1 A V55 Bl o 2K [ I 11 b
JiE R, T AR L 4 B WA ) 4 1 ek A
T
R B I RS2 AR | LiA A, ﬁiﬂmﬁéﬁm NS
F1: S L AR A I B UGIAT IR AR WA I, LT e R
WA A B AR R AT R
F ALY D A W, SRS AR, M40 R R
E L Tie PEESEAS TS 2 AR A T .
Ed LR
WA e
FH L 52 £ 3T
WAFF: ViEP AR it 5 B B TA R B Bk Sk A JE A 2 BRI
Bl SIA RS2 S LA A e U S D e A (0 A
FLRIEE CN%ALﬂ%%ﬁﬁﬁ%%ﬂﬁim?ﬁo
AU i 5 B Bk AR R sk A R JE A
B Bim s TG Ib 2 F) 5$&%ﬁw,ﬁwﬁﬂM%§§éﬁmo
DYl PR A i 5 D D R A P




Ho SEATET: SR WAEFIHEIE R (O BRI , T
PR T oX LA KA Hy AR IR 27 A 1
VELE T i, AEATE H SRR, BLEE
RALET R

ERBT

RELFT A% (HCV) K B 5 e T 7] R e Ve 5 2 P 2 B I 1
HEERHEY: 5 [ R B (] OATPBL il CYP3A) .
G ET Y = THE e % 5 A A 1 ] T I e e S

glecaprevir/ pibrentasvir

Tglecaprevir
Tpibrentasvir

A5 glecaprevir /pibrentasvir 4 T A4
1 4in glecaprevir i1 pibrentasvir () % & & (1
# P-gp. BCRP F1/gf, OATP1B1/3) . A%
WA i 5 glecaprevir /pibrentasvir & 34524

AR bty 5 0 it 5 1 FH 2 PRI P A8 5 AN B

S Stz g ik

B R BT IR CHEFIRUBIRAD o AL
KBRS AT

#4, GEFTF ol A CBFEE W20 T

B S EAGA P B K L AR (i

CYP3A), F] HE 2T RO R AN LM 2451
PR A 5 R (RIS (2
WE .

HMG-CoA & R EFH]

THMG-CoA it J5i il

HMG-CoA i Ji B i) 751 5 A% it 15 FH 2 3

7 eGP R I AR 2590 1 3R A P (i CYP3A A/l
BT FEARA YT #ig) , R SEARES ) 1k
VCARAth YT A4 A5 HMG-CoA ik J5 B 7014 F st
HARAYT AT IR RN, ELN 2% Fe PR B I 5 24
Mg ARARYTT PIRFE . TR A SRy T A R,
BARAMYT BT FRARARYT AR 4G 10mg/H , 7]
FARANIT R I PR S N2 38 BT FE AR A7 T 75 2
PR i 5 AR A VT B AR AR Y T A F o
FoAb A 57 - MN&EAIR 5 A R, TIOAAS S 2 S i AR
& FEAIR TP, EINEERY.
B B - M 5 AR i 5 3 925 P A1) 5 B FH 2 48 G 5
WER FIFI A ] CYP3A) o Sz 7] 5
Y5 H] A B FH I 75 V8 TR I R SO T B A ik
[LEZA BEHATIRI . AV R4 A 5 AR &
v B ] i
WA p ZAEEF: | TSRS ENTRSMIE S N g S RS i USSR Y
eSS (4] CYP3A) . & H & SFEID FHED FHC
(RO I AN R S XU 384 m, (046 QT 4
Ko OFEMEN O, AR 5T
ERP A
PRI R - MR 2 A i 5 1K BB 24 6 2 B LR 24 IR
5K e JE (Jd] CYP2D6 FlI/Ek CYP3A) . A5
¥4 2% T T BB AR 24 5 FH B DO AT IR R WA U
IS
PRERMEERZ BB AR | < T N i F G5 A S A IS JE 7 0 T 7 v ME B3R v
BHYRIT : T EE T RS PR ) 7 S AT R (H T R T RE TR
TR E YR LR P MEE S YOI R, B LAY




TV HE g R JEVEH B8 AT H IR PRSI
4y
SV
FEMREL: M e e 24 A it 550X R A2z S 25 FH 4 IR A 22
wt R TR (] CYP3A B, CYP2D6) .
VCBEFFR FE**WISW 5 & hr U A USSR A H
457 7 BT SR A S e Rk E
)5 @ruﬁ%u CYP3A) o HASAHIE, ROKHEFE
EhERER A 1&&ﬂ§@ﬁ$mﬁui VIS IR T AL 7 (5
WAt~
ZIKWEFMIJE’JMM Hi 22 58 25 4 FH A S AL
AT R M, FLN 2% FE AR 4 22 2 24 1)
7 & .
R i K45 B
gy o RS ¥ NS AN S I EEs
Bl —Fal§ (PDE-5) )1 | TPDE-5 H1i|5) A fh 5 PDE-5 il 554 F <38 i PDE-5 #1
HiI7: FIFN I EE (4] CYP3A) , T S EUA R H
Bl AR AR E R RA CIMRIMLE . F R Ao FERS A0 BH
G H AR R R .
ik Fr AR
FeH AR AE £ PDE-5 31718 57 Fili3h ik = L & «
o JUARKAM SIS (B
(31 ) ;
o Atk FIE S AN A FIR, B
R B R
Yh R R I BB A AT
Ak
EOaBET AT 20—
[P R, TR ah el A A Bz 3k
20mg, B H—K. ETAMAENT 52
1B, =R ZE 40mg,
H—%&.
g AhE R AR B A A
HH
FF GRS f ¥ 97 30 1) 28k G f5 FH At
EFAE o AR AR S AT fhIA
AR 24 /N, JFURAE
AN 2D 1 8 JGEFHAE
it fiAE 20mg, & H K.
HEFAMERWZERRESE
40mg, HFH—X.
fFl PDE-5 #5776 IT ZiA2 T RE g -
AT DL F P b S A (48 /NI PR R B YR 24 2577
B 25mg)  ARHABAE (72 /NP )
RS PR AN 2.5mg) Eiift ik dr AR (72
NI BRI B AN 10mg) 5 H
NN PDE-5 I A A B
FHA . ANEVCKAS G SRR IRIES
/N BRI 7« PRSI A 55 B Bt 75 B FH 2 438 0 B b i IS VR BE
B R F v (3] CYP3A FI/EL P HEER ) o AR
A5 B ks BRI A -
JR IR SIEFEREF A b 5 51 2R P 3R A OE 7 AT 7
BRI oF M %,




LR P

BRLSE e

PEFR R

H Lp e

ER IR MEB IR Y A 5 X B IR 25 A & 1 2k

TR FLIRZGYNRE (3] CYP3A) &

Ab R TR AL S CRBKA MG B =5 H

G 2 55 8 iz S5 25 R IA e B FH s 06 Z50f A

] B EYI RN R, 78 R A W 4 i R

I K] TR RN T 45 3@ M IYRTT - NERERF

1/ STNA LA RRIRIE P TR, R IR R e B 25 25 A8 1

Mk IH —IREIEO T

=Mt i 5 R 51 At R R AR AR 24 A FH B g Y
HEAT W RIS, HLN 25 FE PRI AR M R 24
(IR

1RIT B2

IEJATETT TEPEIT FEASIAR T Sk T YT A

RSB MAETEAE A . AR R S e MR IEAH A

ERY E IR s g 24 RN, AR EHRIER T e MR IEA B

ZAEHH 7

o XMW, T THEMmZsw g, . FBRARMmZGIRE

()& ]
RERAMALE

A S B AR R IO PR o f R R AR A O IR S O R T R R A
3200mg PLA S AFEIR & IR~ 86 A& =ns 1600mg I, oK H A AEIRR I
R R

BRI R ES R IR RS A IR . fEHIH, 5E 60 Filf 2R
2R 400 mg IR S RIRGEEAR R W ANE 5 w55 7 R RN
VAT S

VA B0 i B P AS i R S R AR R 2 o xR A P A B PRI 7 38— B P S
i, EAE I AE iy PR AE AU 5 R I RCAR L o

A AR A L w5 i 3K AR (s B A s DRIIE AT AN 1] B S S B s M i«
[ ARIRL: ]

AR S I R SR BT ROk BT A B P it o 2 b R AR Db AR 24K
&) 3 2 B RGR s CAE 254080 ) AR S A5 DALIESE 254X ) 24w 5, F HEEl A 150
mg 1E 98 RGR I AR (K387 845 800 mg F& 55 & 5 FFEA T 100 mg 1E 14RO W
SRR RAEWERET S, ARG EE R A Ay 5157 4 800 mg &
H— k57 LAl 150 mg 4 H —IRAEJy 52548 IR 5057 24 18] (2 L) 7% D

A iR H — R RO B 2 B T — R A AR A CH 2R 97 1) B vh gk AT 1Y
WHFt GS-US-216-0130 K 24 K 70# LA W 0073 il FEATE A G AT 320097 10

18T /3347



HEAT ITTTRES: ARTEMIS A1 ODIN (#2523 7= H 5/ FFE 3 800/100 mg 5 H— kiR
7)o
XFFE RN B3 AT IR AR5 /75 B El At 800/150 mg 4 H — Il RBF 2 I H6iR

GS-US-216-0130 #&—II7E 313 4] HIV-1 J&RGLp N\ B (295 BH)A B R 18 4=
i iaIT ) RHTI VR A IR 5 LA A R i stk szt
FNTT R R L TP . S AR RS2 FR T 7035 128 5 1) 2 PP 0% 2R
SR I 506 YT 7 R I RN 321877 8 800 mg & H — XIK-&F LAl 150 mg
H— a9

R IX TSR (1 NG B v f HIV-1 e i 3 75
2 M1 955878 B 3% HIV-1 RNA>1000 % Ul/mL . %% 75
I3 BB & <50 #% Dl/mL.

JIE 313 BIEF M AFR A 35 8 GEHl 18~72), 89.1% K%M, 59.7%A~HEN,
34.5%NBN, 2L 7%NTEIEF N, 1.3% NI . W1 FIBEA: L2107 (0 B 1R 2R
3% HIV-1 RNA ¥l AFELE CD4A+40 % A7 45 20 519 4.8 1ogio #2 J1/mL A1 370X 10°
Y A/L (YRR 6~1473 X 10° 40 /L) P M 4.8 logio #% U1/mL #1107 X 10° 41 ffl/L(JE [ 5~643
X 100 4HffI/L) . JRI7 T 245 R ANE 3 Fs.

£ 3: BT GS-US-216-0130 HRENRTTHIRET SR (58 24 B

AT TR0 4 2 LA S T T
52185 10 5 U ALK HIV-1 RNA

W19 2 BREEEZIRIT RIS ‘ B %RE
BT | * IR IR/ L E ik
$00/150 mg’g H— ﬁﬁ%ﬁ%ﬂét{:ﬂ{m 800/150 mg& H—&
%+ OBR 800/150 mg®g H—X + OBR
N=295 + OBR N=313
N=18
o )
HIV-1 RNA < 504% Ill 83.7% 61.1% 82.4%
/mL
T e 9.8% 38.9% 11.5%
5524 JE IS [W) 7+ I8 TG 0 7
SR 1 R R
A B35 4F BFE T2 1 R 4.7% 0 4.5%
HAEFES
AT At Ji7 R 7 28 e A 72 1.0% 0 1.0%
I B) B A R B, R . .
e 5 S5 0.7% 0 0.6%
N =HHHR 2 S NHLG
T AFEEE 24 WA Gk = B A ROCHETTTR R, BE24 R I A T A > 5085 DL R, DA
JO T 57 M T W7 A SRR B U R
T E20~30 I A B
§  ELHETEEE LR A W) 8] AT AT B ] i AN R R BB TR 0 i3, s Bkl
ST LERE BT R) T P9 0 B 2 U
HAREAE: WEEE. KU, WHUR N R REE< 50 5 U1/mL.
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F& 7% GS-US-216-0130, 7 1T #i3% TMC114FD2HTX3001 (AMBER) HXf i
A GIRPR/7 b m) A 2 R 4 A +FTC/TDE) FIHIA 32 th il 1 3k 2 A 35 Bk
L EAh 48 FIRIIT 2. T 2E A %N 88.4% (HIV-1 RNA<S0 #% Dl/mL; HRERIL.
XFFE N B AT A AR AFEAR R 800/100 mg 4 H — s R 5t I HEiR
J N B I PR

A& IR AFE I A R R T — AR HIV-1 BG83 AT 1
BEAL. XFHE. JFRBPRZEIIRES (TMC114-C211) 1) 192 JEIEdE 40 #r bA K — TAE 52 3
PUE AL IR FRIRIT 0 HIV-1 BN B3 Rt AT I BENL . XS IR JFIsobn 25 T 56
(TMC114-C214) 1) 96 FIEH /347 . Wehh, &7 W S8 i il Sm s 2 Min T
[ HIV-1 YL N g b BT P IEEHL . XTI b W PRIREE TMC114-C213 I
TMC114-C202 1] 96 JE % .
BIIa RN

TMC114-C211 B 5%

TMC114-C211 BF 782 — WL XIE . TR I R,  H B e Pl s
TR EE PRI HIV-1 S GL R N8 2 o FUBOE 7 8 43/ HE 845 800/100mg 4 H — AN
B HIB UL H/AFEI T 800/200mg CRAIEEH — X s H — R4 2577 %) WML
[# 58 T 5 7 R EE H— K e B E AR ZIERRER 300mg (TDF) A H — 2 i
% 200mg (FTC).

FFE X IR H AR AE ) HIV-1 B2 503 IS HIV-1 RNA>5000 #% Jl/mL.
MR R G AT IS (0 M0 3575 B (HIV-1 RNA<100,000 $% J1/mL 2¢>100,000 $% J1/mL) FlIf
AR 1) CDA+ZH I TH 4 (<200 41/ mm® 8>200 ZHHE/mm*) XFRENL 4T T 90 5. e
B MBI E SCARINILIE HIV-1 RNA Wi #3iE< 50 # Jl/mL. 20 #r G4 I Rk
TMC114-C211 Hr5e k1 192 JEIR YT B AR H ) 689 11524 .

PR A/ AT F RS VT FH/AFEIF BN H Gevt 2 MEE LAk B 7P .
£ 4 PR TS TMC114-C211 Fuk = HF/FFEHF 800/100mg B H —IRH Z i #E
AR IBUC IR =E/FFEAF5 800/200mg 213218 N LG8 i 2 AL LR R

F4: TMCH4-C2UBF R A ZRAE WA A G EMELRRHME

BEALIE L TMC114-C211
FH-WEFERFAE | B HEBLIFFH/AFERF
M5 800/100mg + 800/200mg + TDF/FTC
TDF/FTC N =346
N =343
PN
FRE () 34 33
e, %) (18~70) (19~68)
P
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STk

70%

70%

By E3

30%

30%

N

EELPN

40%

45%

RPN

23%

21%

AR

23%

22%

PN

13%

11%

LR

B 2 I o1 84 11 0 B Clogao

copies/mL)

4.86

4.84

FLLR I CDA+ 4 T2
(MNMmm?) GaHE, ANMmm?)

228
(4~750)

218
(2~714)

HE 28955 B 3 &>100,000 copies/mL#
It o LA

34%

35%

F LR CDA+H T $1<200/>/mm> & fit
7 EL A

41%

43%

TMC114-C211 # Fir g H — A P I F5/FIFEAB T 800/100mg 4H 5237 126 192 Jil

SERAEL 5 .

R5: B192HHTMC14-C2UBF T HREHLIET KRB EER

B H— KB H/FIFER

FREILIBF/FIFCIRFH
% ?%"F/}gg‘gg * 800/200mg + TDF/FTC
N = 343 N =346
I3 BE 22 )
HIV-1 RNA < 504% J1/mL 70%* 61%
N 12% 15%
S 192 J& I 7] 7 H TG0 B e A s
1 I (R
FIA KB FH A Ep0 T A 7S 5% 13%
[R] L At Jir AT 1 38 H A A 13% 12%
B[] B P I B R %, (B ES S “1% 0%

i

N =5 32 AL
* 95%CI: 1.9;16.1

T B 192 8 2 i K S = B A AT R HE K B, S5 192 IR IR B N> 5045 DL

LR 5 507 SR TR FE05 A Fe VR IS i

T H186~198 I ) &

§  CIEEES IR AN (A 2 8] AT I 18] RIAS RS BB T TR A, R R aR I L

BT AERE FRIN TR B PN TN S R

AR EFE: SRR KU, SRR I R AR < 50 #5 1/mL.

FERTFETMC114-C211 5192 BRTT I, & H — & 7 35/ MFEAE +800/100mg 4
T CDA+4H I TH RO B T B2 1K T v & B D258 A 4l il /mm?, 45 & VTR 3/ F B8 65
800/200mgZH 9263/ fil/mm’ . 7F 5548 A B AR B = R (<5085 Dl/mL) BIA = R
IRFEIR 3 52, 5192 AT 81% T3 R AN AT I, 5 22 AH L& DE AR/ FHEE 43 068%.
192J8 53 #r ey, FEITTARIOP A B b2 2 7= ak 7 R F ARFE AR 4377 28 5 i DL 43/ FIFE AR 5 77

FM L RA G IR



W A2 IR T RN B

TMC114-C229 5

W9t TMC114-C229 J&—TBEHL TR, 2 i i i R B i 24 PR A I 2 7R G
KPR 25 A B (BRI VIIL, V321, L33F, 147V, 150V, I54L, 154M, T74P,

L76V, 184V, L89V) Hifikkdak it 1,000 HIV-1 RNA # Jl/mL, #Zidi6I7H
HIV-1 G B b LU 7 7 I8/ AFEIR 5 800/100mg & H — Ik 53K 8 43/ AHE
600/100mg & H k. WHHRH TIRUEFI7%R, I R PRSI aH E5m 2 e 2
FiLL L NRTIs.

1562 5T FEARMER) HIV-1 REZRHE CE 82 @ AT B i 2097 77 &
(HAART) %/ 12 Ji. RN AR R HIV-1 RNA FREHEKT 50 #1
/mLo 4347 a4 56 B 48 JEA T B ATIR 1) 590 41 521K % .

# 6 LB T HEF TMC114-C229 ik = 43/ A48 45 800/100mg 4 H — R4 52
RIS/ RFEA S 600/100mg B H R H 238 PN D Giih 2B LRAFAE . R
SR WI L [RAEAEAS 1 o

#6: TMC114-C2298F 51 o 32 FE A O GivH B LR ARFAE

BENLHT S TMC114-C229
BH—EFEHFAF | §H ZKEEIFH/AF
I+ 800/100mg+ | FEIRF600/100mg +
OBR OBR
N =294 N =296
INEE X
R (%) 40 40
CFRTEH, %) (18~70) (18~77)
51
B 61% 67%
7 39% 33%
NFh
EELDN 35% 37%
YN 28% 24%
SCRIEE TN 16% 20%
WA 16% 14%
FLRFHIE
BN P8 i R R 8 (logo copies/mL) 4.19 4.13
FELR IR T 5 CDAH T4k 219 236
(AMmm?) GEE, 4NM/mm®) (24~1306) (44~864)
FE 2L 95 5 B 5= >100,000 copies/mL 3 flr &5 Lk .
5 13% 11%
2 CDAYR M E<200>/mm?3# It 5 LA 43% 39%
B R GERD 0.50 0.50
(0.1~1.8) (0.1~1.9)
i 23S CA R R A GERD: T
PI &A% 3 4
NNRTI 848 2 1
NRTIZEAE 1 1
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FELRIT BT T PIs #EUSH 2 E B 7 88% 86%

54

2B A DL B 1 32 B AR A ) 7R 2R

AR BT
0 84% 84%
1 8% 9%
2 5% 4%,
>3 3% 2%

Z RIAE FH ) ARVSs $E e+
NRTIs 3 3
NNRTIs 1 1
Pls (AR EFFEI T 1 1

*FHFEKM (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
PHATE ARV, IR FEIRS
OBR: MM =HE
TMC114-C229 5 F 4 H — A 5 3H/FFEA0H 800/100mg 4132 FH 1% 48

SRR T hE .

F7: FASE N TMC114-C2298F 5T HBENLIS T KR B 3 a5 R

BENL S 4HA R TMC114-C229
BH—WEFEHFAFEH | BHZIKESTFH/FFER
£ 800/100mg + OBR % 600/100mg + OBR
N =294 N =296

I3 B 2 ) . .

HIV-1 RNA < 50%% Jl/mL 69% 69%
NS 26% 23%
5548 & i [ B I 8 00 B 2 A 1
JERIA
RIAS RSB A0 TR tH A 5t 3% 4%
[R] L A Jir AT 1 38 H B A 2% 3%
in} I‘Eﬂr?_% WIIEESR S, BES S 0% <19,
E)-EI: 0 0

N %é&%ﬁﬁa@ﬂﬁxﬁtﬁké&
LG SBA8JE 2 i B T Rk S = B e AR HH i R, 48 I TR) 7 N >504% DL B,
5T BT T T R A SOV IO S ) B R (BB SUR AR TR T BT T 25 K A A
25 AE B R R AR T 2 11D, LA BT AES/BE T LA S A 380 i = B3t 2 DL A e H A S5 R
M F B E (B a sk AR R E T (HIV RNA>50%5 Il/mL)).

T HA2-54)E N ) E

T ESEIRZEN BT 2 [ AT A 8] S A R FEAF SR T TR MR, R LS 58
T AERLSE BN 1) B PN JE R A -

§  HAWEFE: WEIFEE. KUi%E, WSE B PR &k E< 50 # Ul/mL.
PANVRIT A CDA+4I T BB T I R PR3 S A0 2 GRS =R /AHEH =+

800/100mg & H — IR ZH AL 7 B 5/ FFEH S 600/100mg & H — 4153 7114 108 4 ifd/mm’
112 4 /mm).

TMC114-C214 # 5T

TMC114-C214 WFFUE—WUELEBEAT TP EIBEHL. XL JTShR2E i T 31l PR K56




HIF R TE Y S8 2 1 PUl e R s 267, (R ICIR /AR 4096 HIV-1 RS
NEFH P HEIE PR F/AHE T 600/100mg &5 H — R AE VLR /FIFEHR T 400/100mg
FH . WA R5 %R (OBR) ¥HEE D 2 Ml %525 (NRTIs I
BN NNRTIs )

RF A I TR (1 NG B v FRJBR S HIV-1 9323804 ) 12 HIV-1 RNA > 1000 % Jl/mL,
i HO&82 720 12 H@SAusEsmasnTr 7% (HAART). Ji#5 N E
XOWRIAILA HIV-1 RNA JREEE< 400 # Dl/mL. 7> Hr @488 50 TMC114-C214 H15¢
J% T 96 AT BB ATIR H 1 595 13213 .

SRy S Y RIS i I CEA R NN 7 SIE R o IS LN ST N W e oy 1B S s i el I T8
8 AL 7T TMC114-C214 ik = IEF/FIHEARE 600/100mg & H Ik 2H 3210
AEUCALF/AIFEARF 400/100mg & H KA 3203 10N D GE i+ R L LR AL

# 8: TMC114-C214 BT H R E A O G tH S R EL LR RAE

BERLHF L TMC114-C214
BHZWEFEHFA | 8H KK LTFF/FFTE
FEHFH 600/100mg+ | HF 400/100mg + OBR
OBR N =297
N =298
JNEE s
R (%) 40 41
CFRTEH, %) (18~68) (22~76)
P 51
B 77% 81%
ok 23% 19%
N
EELDN 54% 57%
YN 18% 17%
RN 15% 15%
WA 9% 9%
LR FHIE
FEZE I 34 I 95 75 3 (logyo copies/mL ) 4.33 428
FELR IR T 5 CDA T4k 235 230
(AMmm?) GEE, 4NMmm®) (3~831) (2~1096)
%2&%%%&%2100,000 copies/mL3& it 5 [ 19% 17%
2 CDAYR M $<200>/mm?3 I &5 LA 40% 40%
B FRBAERE GEFED 0.60 0.60
(0.10~37.40) (0.1~43.8)
WL AR P GuRD 0.70 0.80
(0.40~74.40) (0.30~74.50)
5 23R I UL R EcE R E (YERED: *
PT RAZ 4 4
NNRTI 848 1 1
NRTIZEAE 2 2
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FLLGINAT LA A ) 3 B B R
AR B RE o E
<1 78% 80%
2 8% 9%
>3 13% 11%
Z BT ) ARV Bk E 1
NRTIs 4 4
NNRTIs 1 1
PIs (ARG S AR 1 1
FLLL I X AT AT FSPL AR 4 8 43)
Hies 25 110 52 o b 2% 3%

*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
T HRIHSE ARVs, AFERGEA RS
TR (Antivirogram®)
§ZIRF NILEHT 7 & BT Pls
TMC114-C214 #5tHh&E H —ikik

SERAEL I hE .

PR/AIFEIRE 600/100mg 2H 528 E 12 96 JH

R9: BRI TMC114-C21487F S HBENLIGTT KR A LR

& H B I FHAIFER
£ 600/100mg + OBR
N =298

8 H Z IR ILAR /R
F 400/100mg + OBR
N =297

T3 EF 2 L)
HIV-1 RNA < 50%% Il/mL
N
555,96 J B 7] 7 B I 975 75 2 B 11
JR A
RIAS R B A0 TR A Fet
[AR] JHC A 5 R 7 28 L A S
I 8] & R BE R, BES S
ik
N = H0 8 152 AL
FLHE 96 8] 2 R k= Bk AT 2501 TR ) A, SR 96 I i) 5 > 5045 DLy i, LA
JOT 8 507 S T W7 B SRV S O R
T A590-102E I A E
T BLFETEEE LR A W) 2 B AT AT I 0] i RAS R R BB TR ) 3, SR Bl 1E it
SEC T AERE BRI (8] B 0 B A
§  FAMAEE: WURIEIE. KU, a0 SGE R ER R E< 50 #% Dl/mL.
TERFFETMC114-C2141 5596 B G YT I, 8 H IS 835/ FIHEHE H5600/100mg 4H H

CD4+ 4Hf THEREL T B A T i & P E N SIAN A /mm?, 4 H ki VE AR5 /R B
$5400/100mgZH 59344 fid/mm’ -
TMC114-C213 F1 TMC114-C202 B 5%
Il AR5 TMC114-C213 Fl TMC114-C202 7E74 = 7K F PN 2544 1) e N 238 v idk
ATHIBERL. TR b K58, WIREHE 2 AN R N0 R B A RAR R
JETH K 253 55, 1% — 505 o B2 2H 2058 72 8 5/ R0 T 4L B 3230 4

58% 52%

26% 33%

7%
8%

8%
7%

1% <1%

25T /33470



o

% T eI R, B) 600/100mg & H K.

LB R N AR HE R G HIV-1 (3203 1ML 3% HIV-1 RNA> 1000 #% Ul/mL,
2RI PI (s). NNRTI (s) Al NRTI (s) VGJ7, TRidmf /04 1 Fil% PI 547
(D30N. M46I/L. G48V. ISOL/V. V82A/F/S/T. 184V, LOOM), ifif Hifitif C&afZ 1

Z/b 8 MR E & PLIATT T 5. MR PI SR . i A i (R B AN I R 6

JRASE P A LR BE LA AT T 43 )2

VPG T B2 5238 P /AR F5 + OBR (52 Rkt B4 23 (B2 i e ik 4%
¥ PI (s) J7%+O0BR) [MJRTEERIEH . BEAL 4 2 1 F T 7035 REAfE ik DR 2R i 247 1 A
A Z BT ARV JAJT S23%#% PI (s) fil OBR. OBR E4H% /D 2 Fl NRTIs (IHsAS g
KA WA HERN PL () AHE: IEILIFHH T 36% M2 R-#E, (fos) & EMFH
T 34%, WERFHT 35%, FFLEFHERT 17%;: 98%HIX M H 2 X FH#%2 7 HIFE
FHERM PL TR, b 23%00xd B2 2 #4552 7 W E ISR Pls. FiA 2l #H h ey
47%45% 7 BRFK, Horh 35% 2 H X AE A ENF.o i 8857 RLE I SO LK HIV-1 RNA
TR A BT F R AR 2D 1 loguoe

FEXHIR ARRES TMC114-C213 Al TMC114-C202 #HT B S M, S8 86 /F14E
HEFHAMX I PT HHIN DG E AR AFIEIA R P, £ 10 TP EEE 73 TMCl14-
C213 F1 TMC114-C202 BHATHI& I, & H UGk P /AL E  600/100mg 2H
AR ML 2 PLAH Z A N Goit 5 IR 2R AL
#10: TMC114-C213FITMC114-C2028F 7 Z ik E I OG- FMBERFHE LA

FFHEIX

)
BEALBT AL
TMC114-C213F1TMC114-C202
B H A F TS AIFEHRF pagictii]
600/100mg + OBR PI(s)+ OBR
N =131 N =124
ADGH R
FERY () 43 44
CFRaE, 2 (27~73) (25~65)
5]
Bk 89% 88%
i 11% 12%
N
SELDN 81% 73%
AP 10% 15%
BV PN 7% 8%
FERFHIE
FELG I 35 i s B 8 (logio copies/mL) 4.61 4.49
FLLR IR T4 CDA+4H 115 153 163
Mmm?) GERE[, NM/mm®) (3~776) (3~1274)
FE 28955 T 3 8>100,000 copies/mL it (5 HA5) 24% 29%
2 CDA4H L E<200>/mm3# It &5 LA 67% 58%
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BT IR P {E

4.3

33

S5 PEAOR I AN B A (GElED: *

PI R4
NNRTI ZE45
NRTIZE A5

12

12

SELZG I A LR B i AR I 7R R AL

S BTk
<1
2
>3

8%
22%
70%

9%
21%
70%

Z HIAE R ARVs U E
NRTIs
NNRTIs
Pls CAFEAIRGIEFIFEA )

6
1
5

6
1
5

LI XF T T F $PLs CANVEL4E B 8 43 ik
PO D Y 2+ 32l E H o b

63%

61%

2 Hr A e B R BRI 52 10 11 20 B

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
tHTF R (Antivirogram®)
$32E NIRRT T C T Pls
A I TMC114-C213 £ TMC114-C202 Hhae Sl /)& & H — yak = =5 /R4

M4 600/100mg 32 E 56 96 45 RAER 11 hga .
Z11: TMC114-C213FITMC114-C202iR B 96 F BEALIETT & 2 QLA

BENLBF 5T
TMC114-C213FITMC114-C202
BHZWEFEHFHAFEHH HL 825 PI(s) + OBR
600/100mg + OBR N=124
N=131
I BE S LB 57% 10%
WHINEE 96 JH 2 /b L4 (39%) (9%)
IHE 1 logio HIV-1 RNA
(56 96 FIt< 50 #5 Jl/mL
)
AN 29% 80%
B Z WIUG B2+ 8% 53%
I B HE Bk T 17% 19%
A B2 B30 £ 4% 8%
RAS B S AE T 85 24 9% 3%
R At Ji PR 45 24 5% 7%
*EE 12 Ji S5 AR LRI A EE A A 22D FRAIK 0.5 logio HIV-1 RNA H) 52 iK%
TEVIENE (AR EEERK 1 logio), 1HEE 96 FR RBIAFR R EFC 1 logio 2R E
TER96 A BT N AIEBIHHIE R R %1 logio 2l

TEA FEWFFE TMC114-C213 AT TMC114-C202 1, it 48 FRIAIT, &2 I8 45/FIHE
HA=H 600/100mg B H — XA FIXFHEZ P1 41rh HIV-1 RNA <400 #5 Ul/mL (1) 52383 Lt A7
I3 55.0%F1 14.5%. BEAR, 1123 HIV-1IRNA AHE T3R8 (AR E IR : I8 TR
/FIFEFARE 600/100mg B H —IKZH N —1.69 logio # D1/mL, XF8&24 P1 208 —0.37 logio ¥
Jl/mL. CDA+H R v+ B T F 2 i T i s 3 (2 0 43/ A E A 600/100mg 4 H —
2 (103 A/ mm?) (& X RRZG PLZH (17 2Hffd/mm’).



[Zj3]
ZiEEH

AT HIV-1 25903575 54580 CYP3A #0772 Eb = At 28 ) 1) 5277 #1174«

YEFANL.

IRFE AR HIV-1 [ EBGH0E ), PRk s e i 22 40 Y HIV-1 Zfis
Gag-Pol £ JEHR I MZLE, AT RELIT RS0 A% G o RERSURE P T o

Z Ll CYP3A WERRA MR (3 P450 i (1 £ HLER 41 550, % CYP3A /AR
WEAIEIER, A CYP3A YN RS # =,

RSN U IR

PR RGN T MR ASME ML AR St/ BV r i, 38 TR
F5EATPHIV-1 S2560 S HRANG R 2 B bk LK HIV-2 SZI6 S AR A3 1, ECso (L AIVERIFE 1.2~
8.5nM (0.7~5.0ng/mL). RS FER R, B FHRT HIV-IM 4 (A, B, C. D, E. F.
G WA F1 O HIRAA 7> BRI HATRSIMURERE Y, ECso TG HI7E<0.1~4.3 nM. 7E A&
H, Gk ECso 3N M AR5 H N 5.4

MIEFIFE HIV & ARSI 2 B BILmds. el I, =4Em
Fiv BB WEIBFH BRI TS 2N, BUSZT /A% 1R 2810 g B ) 771 B 2
RF L AR B bR FoKRE . "R E . BT AL R EGY 2 R w A
iR, B AR R SRS R R 2t R e  ARAETR . AR AR, RIS AREER
TR, DL S HHF R R AR S 2, SRR F 5 R AT 25 Al A7 A
FEPUER.

F A e 7EAEARIE PRI B2 HIV-1 85 ARE, /55T HIV-1 40 AR5 At A A 0 2]
U EREYE, HAE LA S A HIV-1 Bl s 259 5o #8835 R [ AR EFS HifE
M.

iR 24 14 -

bR

KPR RS AR P AR ANRFE AR5 A, 385 Ak A1 0 e SR AT 7 8 5 i 245
HIV-1 555 « INEFAE HIV-1 riifiade th B934 7 I8 200t 1207 85 (R BBUsk v R B 1 21~88 £
RAMILRIER 2~4 FEILERE e, 35 S37D. R4IE/T. K55Q. H69Q. K70E. T74S.
V771, 185V,

MNET=HEZ Ef 25 IARN) 9 Fh HIV-1 Bbk g Xtk 2 I FHim 25 s tk, RIER
FEEIE A E ST B 22 FROEAR, 45 L10F. VI1I. 113V, 115V, G16E. L23I. V32I. L33F.
S37N. M46l. 147V. 150V. F53L. L63P. A71V. G73S. L76V. V82I. I84V. T91A/S.
and Q92R, H:A L10F. V32I. L33F. S37N. M46l. 147V, 150V. L63P. A71V 1184V N
O W0 RE P IRF Z K R A R DAY 8 MRAR, BBURNE R RE 50~641 i, 33 ECso
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JEH N 125Nm~3461nM.

I R 560 <

A b i 2V BAE R B T IA R . BT L AN B YU R, RO H % L]
A HIV i 25 B 4o 37 38 =55 (R PRI 24 PR B0 2 Wk P 5 i) se B AL (5 B

A X S g -

TS 3 8 (T B0 22 I 2 R . TEA s b, X285, B4l s, Bt
Foo WL AR FIFEARS . VoA IR AR/ B BRI 241K 3309 1l PR 43 B bk
(1 90% Xof 125 25 I8 FRIARURR L FRAR 77 ANHEE 10 %, R o] 336 e 2R 1 Al 100 70 7 243 P60 95 2 0
IR PR RN o A L8 FE 1 WA A1) T 24 16 PR 2 B R 1Y) 26%0~96%0 of At 2 11 Tl 4] 71
R PR T AR 10 5[ AEIF (26% ) FIFEIE (34%). IKILANF (46%). Hitth
M (57%) FIFLIBEH (59%). WEME (64%). LHMF (70%). BHHBFH (96%). ]

T HUR B AURE, P IR SAL AL T i SRR AR AR S R S
#77 (NNRTD. FhEHIHI7]. CCRS FS2 A4 47 BRE & B4l 77 2 (8] AN K AT e = AR 28 X
i 24512 -

HEHA

pu: =

PR Ames U5 IR T2 AR G Al A 0 ) B AR P ek i e 5 SR 2 B A

ELE ] Ames UG /)N BB EL98E A8 AR BRI 00 285 S5 M B

ArE R

NN ETARERT S 73 0 48 T A A PRI Sy, kO i R e N T N R T
FEE RS MR 365 CRED B, BOYE LA b 2 8 o9 N HHER R E T 25
B L6 AT CRED F38fF (F) B, RIWKEMHRARRSL. L) i 5 #a 5y N RHE
TR T B RN 1.2 50, R W 706K R B G A R .

B R R A E IR R IG R AR LR

fE/NR (1000mg/kg 157 845 GD6~15 Hph2524) . K (1000mg/kg %7 545 GD7~19
US55 FIFE IR K (1000mg/kg 357 85 GD8~20 FihZy24) A B IERT 5T
R IR R vE s v . DL ERF ik P IR R R (BT AUC) SilmpRHER &~ A
R ER ML, KRB G, ARAREMR CNT 1D,

KB IR E I R, EFLLE TP IRSH (SRFEIRFH G HEAGHD Stk
TR EIGIR AL, JRETET 25l 2t o i B 8 . SRR (1000 mg/kg 5 FFEA B
FD MR Ee i KAEZ N NI R HERE & T (SRR BEE R 50%.

FElfh: HHafhfHRER (AUC) AHEERIE (150mg, BH 1 00O T AGRE
g fo L 3 G G N NS SRS A B N -2 B sV = G o e A s K (LRGSR 8
(AUC) MlERHERE & (150mg, BH 10 FAEREER 1.2 58, FRKREFS
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LB B

GD6~17 MR K RE 4524 125mg/kg/ Rk, WMEBIIRIAHE IR G F 0 38 hn K R AT 2 %
1, R WEEEH. Somg/ke/ KiflE NER KR ARG R (AUC) = HLIGRHER I T Ak
BREEE 1.6 5. ZHUAMERESFIE 100mg/ke/ K& 4T GD7~20 k%, & WEHA AL
BRI R T RS RTE (AUC) EHIRKREENE N AEREER 3.8 4. [
PEHIR BRI T, KB GD6 £ PND20-22 4 [145 T % e @t 75 mg/kg/ R, AW EHA
WRBEM. ZHE NI RS RE (AUC) B NIRRMEERE T AMEAREEN 1.2 5.

KPR B Fw TR, A 10 RIMER LL 75mg/kg/ R4 255 2h, LR fifE
FLIT AR AR A P 3IR BE EE A 1.9 i

BB

RS RASHHEBSZ) (104 D VAN TIA P AHLEN BATR R i BusE . /)
BUAE H 7R 150, 450 AT 1000 mg/kg, KELEEHFFIEY 500 150 A1 500 mg/kg. /N5 KR
Tl R P 0 7 w257 R R T 4 it R P 280 e 1) A A 2 52 70 g e T v A K B e vy
AL FETR J 7 4 L FIRE o 7 Mk 2R 30 1) A P e e 0 5 380 0 5 SR A A 5 N R IR S
PR o 3870 5 E A 45 25 W] 5 3K B ORL AR B O F T SRR IR R B R T, S 8ORR
AEANZD 5 KAEFREME . R EERET, B RHNRER (AUC) 292 AHE#
FE GEPAR 600mg+FIFEARH 100mg & H 2 W%, BUA A5 800mg+FFLA+ 100mg &
H1%0 TREER0.4~0.7 15 CMED F10.7~1 % CRED.

E L e A BREBOE PR, MERES) I AR M SR 50 F 100mg/kg/ KR T Z5H0HH 5%
F Jir g 2 2B R AN o 170N 5 B R A A R P Sh 47 v R R 40 O N A R T 2
NERERBEEMN TR 16 5. KREUBTEDFFEH, 25 1 50mg/kg/ K5 4UiENE L& 30mg/kg/ K
ZELME:, P 200 e /BT e R 1 i R 2R 3 T o L 20 MR AR A A A R K BRI,
R RO ARG 15 5 0 FEOIR IR R i R 4k R R SE, 5 NTEAH R o K BR B0 1 1R 6 o v 711
T, W RGE RN NEIGIK O & T R 2 £,

BREGHENT

AR AR RERIR AT TaA 7 8 F B 28 BLEAR 7T, IFE R BURIR kAT
TIBF I FAFER BT ER . KREZAAGTEIAE T, 100 mgke/H &ZLL L
FE HRBEAR TR ACTER, S8 B NG RS SRS FTLLA FFRAR . Al i 21 41
FEAHR SR B, A PTT 3. WRFCEER, 7R KBRS 31 (1 A0 FCR IR AR S e 17 %
B S T N S B, T AEAS BB . RAE 120 mg/kg/ H A RIAL 24 T HEFEFIE T IR 5
FREm, R R O T

LY

KRR, A2 EEIA 1000mg/kg I 7 PNDS KASIIET:, M REREN
0.1~1.0 fs NAZR R & . 75 4 FERLAFMEVIFH, I PND23 HIFWHEA 2 (4T 2~3 %
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JLED ARRAESET:, MKRFEE (GRFEIRFHEHD AN R 2 .
(2R3 7%

TERE € A FE 52 33 AT 1 — TRAE AR Y BE W 90 SR AR i 5 0 75 I =/ B TR 65
800/100 mg & H— X ik B Fifa s F dz A 4.

B JE A IR N IR, A 55 R/ LLE A 800/150 mg FA24
A ¥ B A Rk
STie

RIS B skt IR AE IR FE 208 37%.

RS HAE ORA MG, &P IBHAR PR 5F e s R, P984 —
FEAE 3~4.5 AN/ Y ISR IR BEIAIE . f@ RS IR DIRAS S G, 725 Lh R A 205 1) 2~5
ZINESF RS 128 L W] At i 2% 74 FEE DA

528 [F) B s 725 I8 = A 0T R i R AR R AT IR A 1.7 e BRI, AR R 5 48 [
MRo BB DM A I R R
Zigi

B S MR AL A RLAN 95%, FEEIMW ol - IREFEEALS .

LAl 5 AR MR B S AR 97%~98%, I35 4 i A 25k FE 5 {2 Lt
20 2,

AR

B P NIFRORLAAAR SRS B, kP 85 R AT AR . 1k P 0 5 4 4
Mo P40 BE A 2 AR, LB CYP3A. —IFE(E SR E P AT C-ik 5 A
WU Bow, SRR A A 2 A /AFE AR 400/100 mg J5, ML P RSO EE R Bk A
B AR . N E D CR I E 3 Ffak 25 AR5 S A AR =, BT AR R HIV-1 903 25 (1T
TR ERE MY 2 2 i P R Ry 2

FHomh: FHEfha CYP3A AR, NI 4 CYP2D6 B, AZid & TR
. MC-F R DRG 25, MR IR FR UG A 9%k B 2% L m bR AL 2454)) .
TEPRIANSEAE o g 2]/ B AR, AS5Emi % L mIAB ) CYP3A HIE 1 .

HER

AP A BRA MC-A P AL E/AIFTHE 400/100 mg J5, FEFSEAR BRI “C-
KA 2 50 o5 AR AR K2 79.5%A1 13.9%. ST SR A JE R 3K 725 385 43 51 o5 AR
FIR KL 41.2%H 7.7%. FKH 20, X8 FH MR (150 mg) 505 GGHE R
AR FiE HIS, WS RREE > 508 32.8 L/h M15.9 L/h.

B IR 5 2 L A i A F P 2R IE BRI L0 11 /NS

LA b R C-Z5 LRI 5, AN BR SRR 0] 5 40 Sl o s AR FH 7 52 1) 86%
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1 8.2%. HRFIZ LL w5 1 2R TS bR AR R AL 200 3~4 /MBS
L5 YN 2
JLEHEFE 178K

) AT A i £ ) L B8 S R 254K 80 ) SR A EAT I 5T
ZHEBRHE (65 ¥ KULLD)

B HIV G B ERAA LB I 220 R, P I 25 R3) 1 AN
HIV-1 &G ip e — € AR VL (18~75 %) K kR . AHFFERET 65 %
BRI .

FLE Ml AN LRI AR R (65 % Vb)) TR EN S A AT e
G il .

P

B BEARZAB JIE RN, AP EAE HIV R G ot o o 2 5
(16.8%) W& T HEEE . ZEFARAIRKRE L.

FLE A AR A TR AAETEE R S B IR R AR S 2R B )y 5 22 5
B ThEE 47

v AT ' T RE A1 B RO AR S EAT B

BRI C-IE IR /RIFETS 5 A PR AT A SR R, IR Rk e R
T2y 7.7% AR AL 2 A 8 e PR . EAR  RTE B Th B B o P AT IR A
FwTe, HEARAREN %0 Bon, EhEE DRI HIV EQLEH (CrCl
29 30~60 mL/738f, n=20) ik IEH 25408h 1) ok 52 3 8 5.

FL Rl 7E— e E D Redifs (CrCl Ak {E<30 mL/Z3480) 13k HIV-1 B
SEARE AT 7% LR 25 30 S 2 e b, AW 5 3 2 B2 W T R 45 493 32 1l A B 524K
H AATEA B U LR 253 15 2 5, X — RIS 5 L w4t B R3S B e (K — .
) e dhifh

v A TE I T R4 197 £ 3 PO AR S HEA T

A AR ¢ T S A LA TR AN B o — T 2 A8 /B A8 5 (600/100 mg,
FHMIK) ZIRG LI ER, E£8E (Child-Pugh A 2%, n=8) F EFIhGER 1%
(Child-Pugh B 4%, n=8) i & ik P F AR S 203N /1= S5 5 1d R 2 4.
(B30 B 32 5 8 5 R FEE 0 il i 4 55% (Child-Pugh 734% A) 1 100% (Child-Pugh 432% B).
1 A B B 1 K (I PR 338 S, TR ST P s 7 A8 =5/ A 5 o i AP 7 o P IFF Ty et
SHIE P AR 2B 1 R

a2 bR 3 B AU A B . 7R B Dy REd S (Child-Pugh 432K




B) [IAE HIV-1 RS2 RE AT T — 0035 LRI 254R80 1 54 7E . ARWLEE 21 o B i
Ty REAVI Ak B 238 ) (1428 LU ) A 254R3) 0 2 A Im AR AH R 22 57 o B2 28 vh B I D e 4%
BFEATH IS E . MARTE S E DR (Child-Pugh 434% C) 2% Lt )ik
(1) PK 5200
LR/ BN o 2 L Jk G

W TG 78 73 (A I PR 6 244X 30 0 2 s FH 6 2 PR AR/ R P 2 B e e AR it 244K
SIAEAIN) AT
AEgRANTE JE

FESRURES 2 AU 3 M (RF 3N HA N 1D B2 & AR M NPT B i 35 07 RT3
F LRI R SOk P R B BRI (6-12 JH)D KIEFEE (WER 12). iR
s CHINEE &P BRI 2580 )1 B H (Conax M AUCaan) B 5 B B AR IR AR T &
T S R AH R AH

F12: EEYRE 2 3H K= G F & 18 7 36 /2% L 7] 46.800/150 mg q.d.Huidige %
RB A RATRERSEERFHRSIDRER

RIXFEHFRERIN 1% YEUREE 2 H#A EUREE 3 A =
CFH1E £SD) N=7 N=6 N=6
Cmax (ng/mL) 4340 +1616 4910 970 7918 +2199
AUC24 (ng.h/mL) 47293 +19058 47991 49879 99613 +34862
Cmin (ng/mL) 168 +149 184 +99 1538 +1344

TEUEYREE 2 W2 A s e, ~FBAMAN BIEF I F Cracs AUCoan M1 Conin 73
B JEAEAR 49% 56%M 92%, FEUEYREE 3 1, 70 mlBU™ S EAK 37%. 50%H1 89%.
(5]

30°C A FIRAE
(3]

mE R ORI, WA ILEAGH RS, &3, 30 A/&.

(]

24 1 H
[T

25 i E PR AE 1X20170271
i 025 M AHES ]

B ENHIES . H20180030
(%5 ETFTREA]

% FK: Janssen-Cilag International N.V.
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VEMHuHE: Turnhoutseweg 30, B-2340 Beerse, Belgium
[A47=40]
4 FK: Janssen-Cilag International N.V,
Hitik: Turnhoutseweg 30, B-2340 Beerse, Belgium
E7=] 7. Janssen Ortho, LLC
B bk State Road 933, KM 0.1, Mamey Ward, Gurabo, Puerto Rico, 00778, United

States of America
f1%%]: Janssen-Cilag SpA
Hbudik: Via C. Janssen, Borgo San Michele, 04100 Latina, Italy

[ YR R AL

LR PRI A AR A

Hbhk: BV AR VG 22 T e T X R Pl B b B DU B 19 5
HEE WD : 710304

HIE5HS: 400 888 9988

FEH515: (029) 82576616

Wk:  http://www.xian-janssen.com.cn
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http://www.xian-milechemical.com.cn/

