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SRR T 2 R SR R 2 T 2 BN 2

SR WUV FH 25 (V] CYP3A) , THE SELET

RE B U 5 AR B T % . K

KA TE 5 R 250 2 R R AT I R

K .

el 257

10 B AR L He 257 s 2 e 5 A 2

EjR =LY/ B TDOACs

H % 0Ok b st %

(DOACs)

BTORVDBE. FIAb Bt

BEN = ) 1S NI QR R

DOACs FE 1 CYP3A4 ARUHAI /B8Rl P-gp #%
B, SKMEGIFELZETTEES] DOAC HfLHK
WEETH &, TS EOH RS 38

NP5 5 P-gp A1 CYP3A4 521 1 DOAC
IR, SREURYSHEAF RV I

45 DOAC CHLFEIR EL IR VI A2
CYP3A4 fIs2m, {H| P-gp #i8, S5AME
FHE, B UCHEAT I PR W W0 A/ al 7 i

gy
FRR R SR B PR B A PR T
SR B | A SR 2RI S0 B A AL

{85, AR LR b B LS T
BT

PR VIEFIRE ROk CYP3A S5, o

T L A {662 He i A 3 5 0 0 S v 7 S
R SR T A A 5 T

REHZ PP, RO ZEEZ A .

T

A% ity 55 SR PP A 2 B AR A 5 A

ERDWE

34T




ARV AR E GBS CYP3A) , AlRE S 80T
R AP A 251 o AN BUE A 5 R
VO-F& o N 25 A e Ath 40 150 R 25 0 AR
.
SR TP 5 R B 2 PR A B 2
WSE G CYP3A) « A5 5i%Fil iz &
FH B S S A T 1 R M 0
BLEER ) : MYLINAL 254 A 5 X S B HAR 259 A F 2 1A bR
B K 5 AR 2 EE (M) CYP2D6 /58 CYP3A) .
i A B A 51X S B IR 2590 4 F IR SO AT I
A kR PRGN, H AT 68 75 2 X B s 254 i 75 & it
2 7E T 1T,
FHEM
2x AR
i 1
LR 5
EZALT A7 ETRAE A . MR 2 R LR AN B
MEWAY: AP A i 5 3K S T L 250 A P S s PR
7 e T LA A F. L E AN BT 2 (Bl
T, A e THEE Y CYP3A F/gk P ¥EE )
SRR A58 FH A ) 5B 3 RN LA AR S R, kAR
b Feme T/ ARG Eb B Ady 45 SR S5 s i AR o7 e e 2
Pl s HHH.
TATD R A i 51X e 5 TR 259 A IR R AT I
AR T M R
A A R, e R A ) 7 A
iR 200 mg/H .
PR TR ELY A A RN, PG 24 ) 5 i 2 1
] 7] I e e P ARG A i 5 B ) IR s AR R TS s
FEETR o
iR MRKKAL AR A 5 5 AR K AL BB A A 2 338 n AR KA B ) Rk
FRAKAL % & G CYP3A) o 24582 WAK KAl B
s R
AR DI RE ST ShRE i B S R A S
FKAK AR -
PES SIEFIRE A 5 T B TR A 2 I 2 1 T A
T R A 2 AL 2 KGRI GE CYP3A)
T H A ity 5 R R A 2 I O 7 TR R R =L
{E A 2 2 R ofs 23 n, & P N 75 12
.LE\O
WO BAES: VIEFE A SRAEA T FAEPERES T &S
FlAEA T N ARk B ARIE PSR =5 Fn /s % L m ik i (55
FIAET MHAEAR T CYP3A), 7] 85 E0J7 %0 A= A i 2451k .
FlAEmE T SARME RN, FEA T R RSN,
ANEVOR S S RARAR T FRAES T A W
TRRAEA T SAMGH, FIAEA T IS
FER 150mg, &kE—H. AR SFEAA T
A P AT I PR M o P20 A B 5 7]
1A H
1 A S 5 5 R R FR 0 = A S 38 27 1 IE
EEAE. S ARSI G R
Pl /MR 2
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A% R, SRR TG TEAC T | A S AU A P T S PR A AR
7 TEYEACEI Y LR B, 3 T PRI S AR
EHNEI M MR FIESE . AENARE &
—— EQEMJWméﬁ AEYUARRE St
T A i o 7 A% v T A A 1 I Sk
CUBBTEINN | o R,
B- 52 1 FEL T 571 - B-SZ 1A B U 751 S B-SE AR A 41N B-32 4K BH
R Wik (H CYP2D6) . A B-324K
EFLIE IR FELIT 712 FH I 2 G3EAT I AR B, ELS 25 fE
M8 ML) % /K FAAIG B-52 A4 BELIBIT 751 1) 711)
R M REHZG A G AG ISP A P 2 BN A £ B 2 ik
A& M (4] CYP3A) o A 58545 1245 & F i 2
Hu /R = BOHEAT I R I
BV I
Je =~
il 7
AR MK
B, A5 TR ) 25 A R B R AT RE 2 5
JeE MR R T B2 LA E, R UGHEAT IR PR WS
JoRL I S
SR \Y gl MR T A M S®AZ & A 2
(ETHEE) WOR FH 2 A 1 B 2% 1 et 27k
B2 2R ViEF A+ A5G R ERRE RSB
WAL RS IE | LEEMD EFEMFEMIE LR MMIKE (FS
SR CYP3A), n] 585 EUJ7 %32 A= A= i 2451
HZEKY (EHMHHZD AEWA S 4 AR &
T CYP3A R H
I 2K i TR 2K [ AR N, R K B S . A
f At K An %AﬂMEEé%ﬁﬁﬁilW&fWH
A M A5 B6r, BLFE RGN L RRFS . A5 S
F R RN/ J7 5 2 -5 P O 2 50 AT I PR U 7
BRI FEAE I HAL B R 2hW, U RKIH 2R,
[ 7o)2
i 22 23 4l
N 4RI B R AR DL | Vi IS 5XRME RN, WAIKESEN. KAhS
5l S H A WA A B G AT IR RIS, H e RE R
WA T A B A A AT R
A4 B W0« e Fitlaet/l ARG MK, ALY RERSH
e The PEARKE AR S5 ARG H .
2 fH T
KA FE &
FF 52 A Tk
MBI ViEF AR+ A SRR SR R AR B & H & K
P Lk dE e LA EFEMFEMIE LR MMIKE (FS
wikiEe CYP3A), W R8T BUT R R A=A i 2451
AW RS ERIE e A IE R & H .
=7k bl TG Ib 4 F) 5 ME BE, mvbnFR R R s,
[l FEEEE AR W STV R A .
H: R AR HLH: SIEFIRE MAEFHBLHIE & CHD B R R, Ty
PHIK T o LA A5 Hy S2ARIETA G A 2 7= A BAE

15T /3t
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EEBT

o RS H ZEEEGUNER, HIEH

RALET EE sl
HRET

HRFFARZ (HCV) R 5 0 L ] 1 = 2 B e 1
HEERHZEY: w“ T EEEE (3H OATPBL #1 CYP3A) .
e =t T 5 P4 A By 5 0 EEL ) 5 I e 2

glecaprevir/ pibrentasvir

Tglecaprevir
Tpibrentasvir

A5 glecaprevir /pibrentasvir & Al g2
141 glecaprevir F1 pibrentasvir () 5 % & (1
il P-gp~ BCRP /5 OATP1B1/3) . A&
WA i 5 glecaprevir /pibrentasvir & 3£45 24 .

AR ity 55 8 B 5 A FH 2 B AIE 7 I 5 A0

Sk st i =]
s s WA T IERHLBRAD o ALEi
A ST EH.
B25: VIEF S A AR CRIRERD Zsa i
e AT SEARE S B FEE LR ik E (F S
CYP3A), 1 {3 BT R e A=A iy 2451 o
FESRME R 5 58 2L 2 e (TIHERD g
A H .
HMG-CoA & EEEMA] | THMG-CoA ik Ji i | HMG-CoA if JR B0 1|7 5 A< A FH 2 14 0
3 il 71 R I 25 W A LS R B (PR CYP3A Fl/EK
BT FEAR AR YT iz) , nRESEAREM () Mk
TCARARYT A RS HMG-CoA i & B 457 & F st
ARANYT FEVPGHAT IR W, H N2 Fe AR B M A5 25
B ARAh T PIF & . AR SRFe kAT & H,
EARANYT BT HE AR At YT O HHE R L UG 77 2 10 mg/H, 7]
EARAMIT R e A 52 17 328 47 18 T o] 6 AR At T F 75
PR A S VAR TT B ARARTT A
FoAth it Fs A 57 - &£ A IR %xmﬁﬁﬁ‘ﬁﬁﬁmxﬂM@%@ﬁm
& EABIR BEE. ZILBEHRY,
G B HNHIF - M PN %L%ﬁaféiﬁmﬂﬂﬁﬁﬁ S 110 G 2 10
HHER HFIFN AR E % CYP3A) o Skl 75
e L] mh A FH I 7 1 AR I SO YR T A 1A R
(g2 FEHEAT IR . A UCH K YE SR 5 A 5 A
fihy 7 % ) H.
A B 2RI NS A5 EFED & H S £55 2 Wk E
WK (4] CYP3A) . A & FED R DA K
RO MU A R XS 3G i, B4 QT &
Ko BRSO . AN RSV
EHRP G IR Y.
PR M2 2 i 51X LLRRU 24 B P 2 15 IR 2 1
5K Je FE ($1#) CYP2D6 /e CYP3A) . AfhS
A IX LB 2 & F I BT I R A
5=
PRI B 25/ 8B K | <> T i FFUG 5 A A G 5 % T 74 i ke ek 55 b
BRHIEIT : TR T R FR 55 B AT VR B, (H T R R AT RE TR
TR HE YNV FOREE T A EMEESE VOB A&, BT PAE
TV HE S T YEVDE X BB 2 AT U 0 e R R
293 1
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KV

MR E: s th 2 E 2y A i 55 1 R o2 0 24 A FH 2 B 0 ORS i 22
wy JhER SEZGIIUE (4004 CYP3A B CYP2D6) &
VG 55 FEARRE A i 5 D R AN DG 5 S A
7 V5 WEL T 5 A G A 218 i T i R R
FEE (P CYP3AY o« HARME R, ROKIERF
ERFR A A R IRERLF 77 & . VRS S WER T4 T5 15
Wi~ Mo
A 5 R A) () AR 22 e 24 A I 2
HEATIG R I, HLR 25 R B ARk i 22 58 241
7.
Rl 2B
Y& e Tyt FEEERE A 5 907 E I A
WM —Fs®E (PDE-5) )1 | TPDE-5 1|5 A5 PDE-5 i #)& H 23 in PDE-5 I
albalP FIFN IR E Gkl CYP3A) , AT SRR H
BT AR AR E PR R ORI« S BR. F5E FE RS AT
75 H AR A EREDE .
R v B
fRHu IS E {5 Fl PDE-5 i1 5)¥6 57 Bzl Ak &5 1L =
o JEEMAMGTHIBAESH (B
(2] ) ;
o CEAIAFAES A A HE, U
R A 1
e N T o R A NI LB A
k-
EOaBEZAMBITEL—
M B, JFUE A IS Hr dE
20mg, B H—k . FETMam 52
B, KrlEREE 40mg,
H—%.
R LR AV | B OB B A=W AT N
HH
FF 4R A & ¥ 97 309 1) 2k G £ FH Ath
iEHEAE o FFUR A B A i ARk
Fr e 25 5/ 24 NN . TFEAAE
A ZEAD 1 G EFTrahE
FAbiksidE 20mg, 4 H—K.
BT AR R LR A
40mg, &FH—X.
{5 PDE-5 #5736 7 $hAg I RE [eehs «
AT DR 76 Hi I8 A (48 /NI P ) B TR 45 245 75
B 25mg)  ARHARE (72 /NI
PRSP B A 2.5mg) B A AE(72
NS N BRIR G5 2R B AN 10mg) , H
N A I S PDE-5 I FIAH K (A B
HAF . ANRVCEA S SETIIES H
ML/ BRI F - TR F % A i 5 B A B I A FH S 18 0 4 B v R
BRI (4] CYP3A Fl/sk P BEE D o AU
A5 B A H -
JRF IR SIEFIRE A i 5 5 T2 A 3R A JE 7 R AT R O
BRE R FE L HE M £,
= AL
RS iy e

17 /34T




PEFEf e

ERAE AL

EREIRE MEER IR ZG A 5 X S FR AR 25 A S 28 — &

TOME IR HLRZGYNIRE (4] CYP3A) .

A b E R FEER AR T S ORI e s =M A

G 2 558 W A0 25 24 1R WK TR M A Y BF 0 2B R

] e BRI R WM, 78 R A U 40 ] A/ 5%

FG P B TRV EEL R B 7T 45 T30 24 10YR 9T N EE %

R IA M IR T &, 5 ) DRI M 45 2548 11

1215 2 —REMER T .

=M 2 it 55 B 0 ) FG A B e IR 24 5 FH B S A
BEAT IR WS, H N % FE B R AR AR LR 24
55

18T R 2

IEVATETT MEHTETT FEASKE R 51K TETT A H

RER IR NEETEAR A . IEIEEZR Z E F R AL H A

R 5w TR B 2 RN, AT B RIER D e MR AR

RAEH I &

o WMZGRET; T FrEmm gk, L. BARm 25k

[(ZiYdE]
AERAAAE
A Bt B AL A R iR SR IR & 7 5 0 R TR R &
3200mg LAA S HEFEAR A I IA 7 4 fl & ik 1600mg i, FFR AR IR R I
IENEY I
m T ARSI RE AR . P, 35 60 FIfE R 2R
2% Al 400 mg FRIRZG . RIRE EREEAR R RN . AN 2 R R RN .
AT R S 8 P A PO S A AR 24 o o o A YR T A — MR SRR
G, /B M A i A R A 852 R 3 (I AR B
BTk A AR L A i 5 MR R A = E 4G, g A el
(A787859
AR TG SO ERT ROR B T LR Bk A IR A o B LG R AR AR s R R 24K
B) 753G OR i CAE ZARE) S S T AR DAIESE 2B 1 i 7, 5 L Rt 150
mg 1 A 8 R IR U5 2 5 7 A 800 mg % 75 B 5 FIFEHR S 100 mg 1E Ay RGN B
SRR E B MEYSERET S, AT PS8 B 515 7 8 800 mg
H—k 5% LE w4t 150 mg & H — A 824 48 F I 197 RO TR (2 L2 RE0 1% D
AR iR H — R SO 2 B T — TR MR R BE A B2 9R 7 I AR 3 v AT 1Y
W5t GS-US-216-0130 1 24 i #edha 70 #r LA K I T 73 Sl AERTIA AT BRAE L2 32007 1 8 3
H AT TGS ARTEMIS H1 ODIN (32323 7 I8 =5/ FFE 845 800/100 mg 4 H —Xif

EIERIETE R -

18T /334



7)o
X PE AR B AT BOIR P AR /25 L El 4tk 800/150 mg 4 H — IRIER PR 5T ) ik

GS-US-216-0130 & —TifE 313 4 HIV-1 /& Ge i N3 (295 HilH]vAE 2 Al 18 fil4%
iy A T VR IE AT 5 LRl -A -2 B 15 et szt
AT R B L FRCHEIIDALS . B 732 e T3 14 58 1K 5 A P A RO 1 R e
SRR SR YT 77 2 (R [RS8 75 5 35 800 mg 4 H — K IE&-2% L Al ik 150 mg
BH— BT .

B IX TR I (1 NS FRAE K] HIV-1 RS B2 75 AT JEE R B 0 A LA ) Tk 7 A8 = i
Z5HA 55848 B¢ HIV-1 RNA>1000 $2 D1/mL 955 55 5 S 2 1 58 SRR HIV-1 RNA
I3 B 2k A <50 #% Dl/mL.

FA 313 Bl B E ARy 35 % (JulH 18~72), 89.1% A5, 59.7%NHE N,
34.5% NEN, 21L.7%NFHEF N, 1.3% NN . W16 FIREAE O 3521097 1) 2 35 i R 25
1M HIV-1 RNA BB FIFEZE CDA+A T2 h A28 43 51 9 4.8 loguo #5 D1/mL 1 370X 10°
YHHI/L G 6~1473X 10° 40 /L) LA K 4.8 logio #% U1/mL A1 107 X 10° 41 /L (Ju [ 5~643
X 10 ZHARIL) o IR HOR T 2 45 Rk 3 Fir .

R 3: B GS-US-216-0130 HFENLIEIT IR EELER (5 24 A

T4 A ZRIT S ‘ B ZRE
BERFELA | o BFAFCE LA
800/150 mg#E H — EEIEZ T | 800/150 mgsE H—IK
N 800/150 mg#FH —K + OBR
%+ OBR + OBR N=313
N=295 N=18
Jp3 B R T
HIV-1 RNA < 50%% Il 83.7% 61.1% 82.4%
/mL
g B 22 R 9.8% 38.9% 11.5%
B 24 B[R] T RIS 5
2R 1 R A
R R FH A s A0 TR 4.7% 0 4.5%
s 7S
IR e Ath Jit R 17 3B HH A AT 1.0% 0 1.0%
B TR) 2 N B % , 1B
éggggiﬁﬂ% f 0.7% 0 0.6%
N =6 HdE 23 18 NEG
T BEREE24)E 2 A K B = e S AT R R A R, SR 24 A I ) B > 5048 DL R, L
J T ST EAH TR AR VR U R
T 4520~30/E I [E)
§ QISR LK A A i 2 8] FOAT RTINS 8] 0 RUAS R S0 sl Tl 0 B, R B
SECT L E I R P T B A
1 HALERS: BEER. KU, WHRE B R R E< 50 #U/mL.

Fr 1A% GS-US-216-0130, fE I JHiA%: TMC114FD2HTX3001 (AMBER) Hixt i
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H GEP /25 L m A [ 2 FI 4L A +FTCITDF) FIIG 323 Th b 134 25 IS5 e
2 LA fth 48 YT AL TREESRIEFN 88.4% (HIV-1 RNA<50 #5 Il/mL; PR,
XTE R B H AT IR 5 AR AFIFERH 800/100 mg & H — IR PRBF 52 iR
JRN B3 I R X

I AR IRFC IR A R UE S 2 5 T — TEWTIR HIV-1 RGN B AT 1Y
BEAL. W& FF AP IIRES (TMC114-C211) K 192 JA$dh 4 #r L be — A 252 3L
PUS I FFRTFIRITH HIV-1 BN B3 th EAT RO BEAL. XTI L JF b 25 1IR30
(TMC114-C214) 1) 96 JAEHE /3o MeAh, 60L& 78 W S8 d il % Om 8 25 W0IR 7
) HIV-L RGN B R AT P IEEAL . XTHEF b 3G R%: TMC114-C213 Fi
TMC114-C202 [f] 96 JE%i# .
NG YN EA

TMC114-C211 58

TMC114-C211 Bt Ftt — WAL R TR 1 315, H B R ARl g
TREFZIPIVIIE HIV-1 BRGS0 RN 3 b BBk 7 A R FE 78 800/100mg 4 H — IR
& HIS VLA FH/AFEARF 800/200mg CRAEEH ket H— R4 257780 PIANHE)
[E 52 8 507 RN H— K E DR 4R 5 kg 300mg (TDF) A4 H— V2 b
Ji 200mg (FTC).

FFE X TR 1 N EARIE R HIV-1 I8 523803 [ 5% HIV-1 RNA>5000 #% D1/mL.
e 75 AL IR 1) 7 H5 3k B (HIV-1 RNA<100,000 #% Ul/mL 5>100,000 #% D1/mL) Fi1f7
FERT 1) CDA+ZH M TH4L (<200 41/ mm® 5>200 ZHf/mm®) XFFENL AT T 20 2. W
BENE I E SCAFINMLIE HIV-1 RNA gk < 50 #5 UlmL. 40 A 6 46 I R 150
TMC114-C211 W58 )% 1 192 J&i6 7 B2 AR Hi 1) 689 #5217 .

ey U ETRRIE R ovi IS CEAE R AW L SR NI v IS R EN NI E 2 0 e o 1 B3 % S (T v o T
F* 4 PR T I TMC114-C211 Haks P i 45/ FFE 845 800/100mg 4 H — R4 21X
FAE RIS F/FIFEAS F5 800/200mg 432 1% (1N 1 Gt 22 MIFELRAHAIE

£4: TMC114-C2LIBF T ARk E I O G vHE IR LR AR E

BEHLEF L TMC114-C211

FH-REFERFHAFE | SEBRLTFAETRS
#’FE 800/100mg + 800/200mg + TDF/FTC
TDF/FTC N =346
N =343
INEE NP5
ER (%) 34 33
TR, %) (18~70) (19~68)
P
51t 70% 70%
2 30% 30%
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N Fh

HAA 40% 45%
R 23% 21%
SR IN 23% 22%
DIZIPN 13% 11%
BE2RE
B LRI P 3 2R W F AR Clogio 4.86 4.84
copies/mL)
FLL N Y CDA+ZH M4 228 218
(ANMmm3) GEE, NMmm®) (4~750) (2~714)

JE£89% 75 % H>100,000 copies/mL#
JT i bl

34%

35%

F: 45 CDA+4H i 1T % <200/ mm33 T

41%

43%

ik L A

TMC114-C211 Wt FpEF H — A P B8 F/FIFE AR 800/100mg 2H 52 1 26 192 J&

ZERIER b Py

£5: F192FBR TMCL114-C211H R R FENLIRIT IR B R

TH ﬁﬁﬁfﬁfﬁmg BRI AR
800/200mg + TDF/FTC
TDF/FTC N = 346
N =343

I3 B 2 LT .

HIV-1 RNA < 50 Ill/mL 0% 61%
g B 2 RN 12% 15%
55192 JE INF 18] & * I 09 55 S B
FA) JER AL
RIAS B s AE T I8 H A 78 5% 13%
[R] FL A J55 PRI 17 38 HA A 7T 13% 12%
gl;girz W Sk, (B ES 5 <1% 0%
N =7 HdE 2305 1N H
*  950Cl: 1.9;16.1
T AIEEL1928 2 0T K B Z 53 A RO TR R, S 1925 N 1R & > S0¥ DL

DL 5607 A T 907 A SRV I T U R
T 45186~198 )% I A &
§  ELRETESE LK Z A (8] B 2 (8] AT AT B (] AR AN R SR EAE TR R, R AR
SECT L E O R P T B A

1 HAEFE: BEFER. RV, FIE B R R E< 50 #5 DU/mL.

FERE ST TMC114-C211 (1) 55192 JE G 7 I, 4 H — & P I8 /818 7 55800/100mg 2H

Hh CDA+4H i TF AR 55 T3 2k (¥ 7 o v i 2584 4l il /mm®, - H i DU 5/ FIHE 0 5
800/200mgZH 92632 ffd/mm®. 7E 2548 JE I AT 85 2% % (<5045 Jl/mL) [k 38
IFIFERR 332 10, 5192 J8 I A7 819 4T3 SR AN AT, 5 2 AH ELs UL S/ RIFE R 5 7968% .

1928 53 eh, AEITTAIOP AR H 25 2 /s ik A F MBI 4377 R 5 VLIS 3/ FFE A 4377

E i

2

LR giih A R
BRAIRIT RN B
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TMC114-C229 5%

W98 TMC114-C229 2 —TiRENL FFRRAIREG, 750 i 5 DR A i 24 M Al St 7R o8
KRR 25 A SCHAR (BP V111, V321, L33F, 147V, 150V, 154L, 154M, T74P,
L76V, 184V, L89V) Hifikymisd it 1,000 HIV-1 RNA # Ul/mL, 28971
HIV-1 e 2 o HLA T 3 2 R 5/ FIFE AR 45 800/100mg 4F H — Y& 53 5 I F /I FIFEIR 55
600/100mg & H — X, WAHHRA TRMEFITSR, T ZHasEm R # L £ 2 Fhag 2

L _E NRTIs.

P& 2 5 I TR AER HIV-1 B2 iR C A B2 m A s e i 2R 7 7T &
(HAART) Z/b 12 . R MR 2 M MK HIV-1 RNA g &K T 50 #5 1
ImL. S3HT R ELAESE L 48 J a7 SR TR HE K 590 4152183 .

# 6 LI TR ST TMC114-C229 Hak 74 83/ HFE R 5 800/100mg 4 H — ik 4H 321K
F ML A B IAFEITE 600/100mg £ H —IRAZRE N D GE it AL AR AE . R

SR Z A AT

F6: TMC114-C229%fF 58 H 2R & W N\ O Gi -2 F B R R 1E

FEDLATF ST TMC114-C229

8 H—IEF A HIF

8 H ZJET HFHIF

¥ 800/100mg+ | FEFIRF600/100mg +
OBR OBR
N =294 N = 296
INEE N 2P
(@D 40 40
(FERJaH, %) (18~70) (18~77)
5
EEgcs 61% 67%
M 39% 33%
N
SELUN 35% 37%
EYLUN 28% 24%
ECRIEE TN 16% 20%
DIXIPN 16% 14%
ERFFE
SR PR 8 E (logio copies/mL) 4.19 413
FEZR NP S CDAY 1% 219 236
(ANMmm®) GERE, A4Mmm®) (24~1306) (44~864)
%éﬁfﬁﬂ%@zmo,ooo copies/mL# fiT /5 Lt 13% 11%
L2 CDAZN i1 %1<2004N mm3 it 5 EL 451 43% 39%
AR B E (JERED 0.50 0.50
(0.1~1.8) (0.1~1.9)
525 A DL N S E A E GaRED: T
PI AR 3 4
NNRTI 248 2 1
NRTIZRAR 1 1
LRI X BT A W Pls VUK 2R E EH 88% 86%
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=4

2N AT DU B (1 3 2R E A 7R %

AR AR 1 4 P
0
1
2
>3

84%
8%
5%
3%

84%
9%
4%
2%

ZHIE L ARVSs R E T
NRTIs
NNRTIs
Pls CANELARAR T EAIFEHS )

3
1
1

3
1
1

* TR (Antivirogram®)

fJohnson 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
FHRIFE ARVS, ARG BRI

OBR: fith 5 HE

TMC114-C229 W5t s H — & 7 A F5/A1FE 745 800/100mg 2H 52 i # 156 48 Ji

GURTER T han .

F7: BA8EIF TMC114-C2298 AL BEALYAIT IR B2 55 5

BEHL 2 4HBF R TMC114-C229

& H—UIEF BHIAFEIR
5 800/100mg + OBR

& H YA HIAFEIR
F 600/100mg + OBR

B

N =294 N =296

HIV-1 RNA < 50$% 1/mL 69% 69%
I B S x 26% 23%
S A8 JE I 18] E I JIC 9 B 2 B 1
JR AT
RS B H A AL TR H A 7 3% 4%
IR A Ji PR v 2 L A 7 2% 3%
i 1R) 2 N A s, (B a2 5 0% .

o <1%

N =587 KA 30 AN

T EE4A2-54)F A A

LR 548 i i1 T A Rk h = s R TR R, 48N IR A >504% DL 3, X
ST R R P AN SO VRIS SO B (B S SUR ZEAE 3 B S5k A A
i AER B R AT TR 2 /7D, LA R B T-AES/BE T LL A Pk = B3t 2k LA i HAth J5 R
MR B (BB R 3R A AR B R T (HIV RNA>509% Dl/mL)).

T IR AN (AT A AT T I 18] AN RSP s T TR Y ) B, 2R R DL 2L
TAERLRE AR 5] 2 A T s 2 2 e
§  Hibfudh. HEIFEE. KRS, WORB N PR E< 50 #% Il/mL.

PIANVEIT AR CDA+ZH B TH AR B T 2L 2R 10 P33 & A0 2 GE P IR F/RIFEAC S
800/100mg & H — IR 4L A = A8 43 /635 55 600/2100mg &F H — ¥k 2H 43 5124 108 41 fd/mm?

A 112 40 He/mm?®) .
TMC114-C214 5T

TMC114-C214 582 —WUELES AT IBENL . XIS FFERRZEM 1 IR IR 56,
H IR S A2 i Pris e SR R 2WI6YT, BB UL FHAFHTIERE HIV-1 B R
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NEFEHLLBGEF T AFEA s 600/100mg A H — A1 ILARR/FIFEAR S 400/100mg
B H e AR 57 % (OBR) ¥AHER/D 2 Mgl 3 mi525 (NRTIs il
AN NNRTIS)

FFEr IX TR I (19 N SEBRAE K HIV-1 (152303 1) 2% HIV-1 RNA > 1000 #% D/mL,
M H &2 T 20 12 AR SRR AR (HAART). i TR M2 58
SCAHIAILEE HIV-1 RNA 75 #E4i< 400 # IUmL. S HTE ST TMC114-C214 g
AT 96 JER YT BB ATIR H ) 595 152 F# .

IS AR IRFE A HANE VB HAFE BN DGt A R LIRS B T P4
#* 8 B VWA TMC114-C214 Hils = IEF/AFEAF5 600/100mg & H — Ik 2H 32 %
FVE T IR F5/FIFETR 35 400/100mg 45 H = IR 2R 1N DI Gi TS5 R EL 21

£ 8: TMC114-C214 BF R H 28 F I O G i F B LRAFAE

RENLIF L TMC114-C214
BHZREFTFHA | 8H KB LEFR/FT
= 600/100mg+ | #HF 400/100mg + OBR
OBR N =297
N =298
ANOGH%5E R
FERE (B 40 41
CEWRYIRE, %) (18~68) (22~76)
P57
51 77% 81%
7 23% 19%
N
HApA 54% 57%
EYLUN 18% 17%
CHEEIN 15% 15%
DIVIPN 9% 9%
FERIHME
FELR N P35 .3 5 £ 4 & (logso copies/mL) 4.33 4.28
FEZG I T 4 CDAYH i i % 235 230
(ANMmm®) GERE, ANMmm®) (3~831) (2~1096)
%zﬁﬁ%fﬁiizmo,ooo copies/mL# T i Lk 19% 17%
Fe 2 CDAZH M £ <2004 mmeE it |5 EL 43 40% 40%
B SR ERED 0.60 0.60
(0.10~37.40) (0.1~43.8)
UL H 5P e ERED 0.70 0.80
(0.40~74.40) (0.30~74.50)
St 25 A B L N S T GufED: >
PI 5878 4 4
NNRTI 2848 1 1
NRTIZAR 2 2
JE 2RI A DL B 1) 32 B AR A B 1 5 8
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AR B 1 oy
<1 78% 80%
2 8% 9%
>3 13% 11%
ZBIE L ARVSs R E T
NRTIs 4 4
NNRTIs 1 1
Pls CAMELFRAR T EAIFEH ) 1 1
SLLG IS P A AT FISPE CANVBAEIE P 85D
i 244 (9 52 50 1 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 RUHE ARVs, AEFRHEFFER S
13 FERA (Antivirogram®)
§32 i N7 & BT Pls
TMC114-C214 Bt 75 st H — UGB /A4 600/100mg 432 A F 5 96 )&

GURAER 9 han .

2£9: FI6H M TMCL14-C214B FE h ENLIE T IR S 8 B

BHZWEFEHRF/FAFER | FH ZKELBFH/AFER
% 600/100mg + OBR 3 400/100mg + OBR
N =298 N =297

HIV-1 RNA < 504% Il /mL 58% 52%
I B S x 26% 33%
5596 A I 1] B B 005 2 2 0 1
JE AT
RIAS R 5 {4 BT T2 1 8 HH A 7t 7% 8%
K] JFCAth Ji DRI 7R HE F A8 8% 7%
Egi@ W IR SR, B ES S 1% 1%

N =B $ ¥ 12 & B2

*  [FE 968 2wl G = a3t g S TR Y B SR, SE96 N TR B N> 508 LR, LA
R 5B TR ZEA TR E SR EE.

T 5590-102 & i [a) 5

t BEISEEIRENEE 2 B R S R A R FHA S TmE H S, R LR ER
ST L0 R OR8] B N TC I R .

§ HAhEFRE: WEIFRE. KU5EE, WHIEHR R EEE< 50 #IU/mL.

FERE FETMCL14-C2141 Z596 fa Va7 I, Bk H 0k = 8 F3 /8 +E 1 43600/100mg2H
CDA4+ ZHM T HorR s T2 2k i T i & P E A8 gl e /mm3, & H —IRI& UL F/RIFEH
3400/100mgZH 993> 4t ffd/mm3..

TMC114-C213 1 TMC114-C202 #ff 5%
Il R 56 TMC114-C213 Fll TMC114-C202 £ mi/K T Pl i 24514 1 e N 321k & v itk
ITHIBENL. XHHE b JHRES, R+ 2 N TFUEI AR % B AR R

JE K 2538055, X850 T BEAL 4 2L B3 75 I8 HARFE 0 5 L T 52 1 A
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% 7 &, B 600/100mg B H iR

AR LG H N AR AE BB HIV-1 /93230 # IS HIV-1 RNA> 1000 #% Ul/mL,
2R3 Pl (s). NNRTI () Al NRTI (s) JRI7, M 204 1 FiE Pl 548
(D30N. M461/L. G48V. I50L/V. V82A/F/S/T. 184V. LIOM), T HIam D&z 7
Z/b 8 FMRGER S PLRTEIT 7 5. KIR Pl R ER . I 2T (K9 B AR R 5
JIRAE I S BERL 43 AT T 53 )2

VPG T B2k PR RFE RS +OBR (2R AN BRALZ iR (B2t i i
¥ P1 (s) J7ZE+O0BR) M5 F M2 5o BEAL 5> 2H 2 H E A 7 2 AT 4 o R 28 i 24 A A
A Z BT ARV JRJT 3%k P1 (s) 1 OBR. OBR ffE% /> 2 Ff NRTIs (InsiASinig
KA. A AIEEER PI () GdE: WILIBFHH T 36% K 2ilE, (fos) LM+
F T 34%, VWWZEIBHHT 35%, FTFLIEH T 17%; 98%H XS M2 32 i85z 1 AL
FHG R PLTEE, Hr A 23%HI0 I 2 X 2 7 XE IS 5 i Pls. A 21k #FH 4y
A7%F%5% T BRI, Horh 35% 2 X AE A ENF. i 88 5 R R E ORI HIV-1RNA
R R EAN R T R PR E D 1 logao.

FEXHIR AR IR G TMC114-C213 Al TMC114-C202 HEAT I oA ef, 3572 I8H/FIFE
HEFAFF IR PI LI VG E 2RI BRI IA B 7T 3K 10 W ELEL T X TMC114-
C213 F1 TMC114-C202 AT &I, & H =k = H/FFE 5 600/100mg 4
ZARF AL PR E N Gi b RIS

#£10: TMC114-C213fITMC114-C202B 5t 2 iR & A Qi FRBELRHE LA

7

ST
BEHLEF F2
TMC114-C213f1TMC114-C202
BHZKEFIRHFELRS TR
600/100mg + OBR PI(s)+ OBR
N =131 N =124
ADOGH R R
FERE (F) 43 44
ERJEH, %) (27-73) (25~65)
P
51 89% 88%
Z 11% 12%
N
SELUN 81% 73%
LN 10% 15%
(VPN 7% 8%
FERIHME
FE NP3 IR 4R (logio copies/mL) 4.61 4.49
FELG I S 25 CDA+ 4 i i1 % 153 163
(ANMmm®) GERE, ANMmm®) (3~776) (3~1274)
JE 2497 75 4 5>100,000 copies/mL T 15 EL 5 24% 29%
Fe 2 CDAZH M <2004 mmeE it |5 EL 43 67% 58%
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AR F AR AR E 4.3 3.3
Sty 25 A B L N EE T GuRED: *
Pl A 12 12
NNRTI 58435 1 1
NRTIZE48 5 5
FELRIN A DL B 0 2 AR R ) AR
ZARNE H o s
<1 8% 9%
2 22% 21%
>3 70% 70%
Z B I ) ARVS BoE At
NRTIs 6 6
NNRTIs 1 1
Pls (AR ERFEAE) 5 5
FELB I 6 BT A AT EPIs (ANELHE B R 98 35 AlLiA 3% 1%
PR BT RE T 0 0
2 RAE 3 BB = IR ) 52 b 20% 17%

*Johnson VA, Brun-Vezinet F, Clotet B, etal. Update of the drug resistance mutations in HIV-1:
Fall 2006. Top HIV Med 2006; 14 (3): 125-130
t3F%A (Antivirogram®)
F32 G NIEWT T C TR Pls
& I 5T TMC114-C213 Fl TMC114-C202 Hh 32 #E# 50 & A H kPR F3/ R

A5 600/100mg 1321 (156 96 JH 45 RAESR 11 .
#11: TMC114-C213RITMC114-C202iR %96 B FEALIGITE B (LB

BEMLER T
TMC114-C213f1TMC114-C202
B HZKEFIRHFELRS EL#:Z5PI(s) + OBR
600/100mg + OBR N=124
N=131
SRR N B 57% 10%
WINEE 96 JH /0 L AL (39%) (9%)
I 1 logio HIV-1 RNA
(%5 96 JHIF< 50 # J1/mL
)
Il B 22 R W 29% 80%
i = W1UG B> 8% 53%
Ji B R Ok T 17% 19%
A SZ B4 4% 8%
RA BN A6 T B 5 24 9% 3%
R FLAh i R £ 24 5% 7%

* 2 12 JE 5 FE LRI AR LE AR AN 20 BRI 0.5 logio HIV-1 RNA 15210
TEVIERNZ (AR BB 1 logw), 1HEE 96 J& I AHH NI 8 3 & FE 1K 1 logio 152 #H
15596 5 5if W ACTE BIRHUE I T B loguolt) 32 ik &

& 30F 5T TMC114-C213 #il TMC114-C202 o, @it 48 JARIGTT, A2 I HIFFE

A 600/100mg FF H IR FIXTIEZY Pl 2H 9 HIV-1 RNA <400 #% Dl/mL )52 i3 te A
535N 55.00F1 14.5%. B4k, i3 HIV-IRNA AHE: TR E IR : 380
IFIFEAR S 600/100mg £ H — 720 —1.69 logio #% U1/mL, %t & 245 PI 405 —0.37 logio ¥
UUmL. CDA+4H A THEUH T 2 (¥ i B AL 7 AR/ FIHE AR 600/100mg 43 H —
AL (103 A/ mm®) = X2 PLAL (17 4Hfd/mm?3).
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[(ZEEHE]
ZiEEH

A S AHT HIV-1 25953 55 35 4550 CYP3A 1] 771125 L ] b 4 1 1 55 77 177

YERILE.

EPIFN HIV-L (R IR0 GIR, Al v M i B A B I 40 Y HIV-1 St )
Gag-Pol £ ZE 1 MZLME, AT BELIT Ac i G 14 o3 2 JURE R T 7 o

F LAl iy CYP3A WP RN (1 2 PAS0 BRI B MENLER P HIHIF7], X CYP3A /- F AR
LA IHIEM, AT CYP3A M RS R

(TN Ay

B RGN T UM R . NS A A BRI N A% B R R, 38 3
FEA P HIV-1 258 SRR R 2 250k DA HIV-2 SE36 bR I3 1, ECso (VU REITE 1.2~
8.5nM (0.7 ~5.0ng/mL). &AM FT R, EAHFNT HIV-IM 4 (A B, C. D, E. F.
G WA 1 O MR BRI HA RSN BEiE M,  ECso (35 HI7E<0.1~4.3 nM. 7E A L&
i, JEARES ECso BN AR5 HCA 5.4

MIEFEE HIV S ABENH 2SS LSS il S IR d . BRI
o AR S W R AR B 2T, Bl S A% A% TR 100 S5 4 o 75 o £
R AR BbAiE, Rokde . "lfbRE . Bt . LIRS 2 R e Ba H
2t B ARRE R S IR 2 b e . kAR S kAR, RIITFE AR
FHF, DAS R AR R KA T 25, 3R MEEENE 2 A 5 _EIRATAT 2P [l A 1E
FEHER

Al FEAEARIG P AR E A HIV-1 8 A, 7E50 HIV-1 40 3006 bt R K 2]
PURTEETE, HA RS O HIV-L B o 8 299 B 5508 1 2 R A AE S SR
H .

iR 25 12 -

N %«

BT IR I P AR ARIFE AR A e, G R M R SR A0 7 T8 5 i 24
HIV-1 355 o BT A HIV-1 H 7308 H AR 725 10 5 T 243 ok a2k 72 10 45 P U 1 T B 17 21~88 3%
RABE RIS 2~4 MEIERR B, {035 S37D. R41E/T. K55Q. H69Q. K70E. T74S.
V77I. 185V,

ME P24 2 B 25 AR M 9 B HIV-1 F 0k e b ik P A F5 T 24 i vk, R BLAE 2R
L A E IS B 22 FPoeAR, 4G L10F. V111, 113V, 115V, G16E. L23l. V32I. L33F.
S37N. M46l. 147V. 150V. F53L. L63P. A71V. G73S. L76V. V82I. 184V. T91A/S.
and Q92R, JLr' L10F. V32l. L33F. S37N. M46l. 147V. I50V. L63P. A71V Al 184V Jy
B Mo IR PSR AT N 2 1 #5520 8 R A, BURIE N BF 50~641 £, T8 ECso
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JuE A 125Nm~3461nM.

I ARG

A% i T 2R RO Ok B A BB . TS RS AT BUR B R, RO % H 2 L]
AR HIV T 24 B4 o 27 R =5 (I PRI 2414 208 2 Wk P I 5 i) se B A 7 (5 8

3T X 2

CUU 5 3 B IR 77) 28 X 20 5 TEANMRE IRk, a5, BfLan. gt
Py UL A AR FHEAR . YOZE A AN/EE hr 8 51 241 3309 11 PR 43 B bk
() 90% Xk 1% A0 43 AU M FRAR 1 AN 10 135, $R 30T I 6 2 po W00 o) 70 i 245 14005 2 5
A7 A AR SRR o 33 M T 1 AT 1 R 2471 PR 23 B A P 1 26%~96 %% JH Atk 2 11 441 ol 751
(RBURME PR T AT 10 5[ AERE (26%). FFTHE (34%). JEILHTE (46%). Hitth
A (57%) BIILAEH (59%). WZEMF (64%). ZEHHFH (70%). BHHIAFH (96%). ]

BT U ER SR A, G R S A% A B i S B IR A% S i S g
7 (NNRTD. @G5, CCRS LS AA b i BRE & Bl 771 [A] AN K AT e = A28 X
i 245 78 o
BHEHA

pu: =Y

LA Ames GG IR T A G (0 A M AR 1 0 A0 /) B AR P AR e 5 SR B B A

LAl Ames 56 /) BRI BB I0 AN K BRUIMAZ RS 45 SR 21 M [ 4

AT R

YA THFRVERE TP R 4 T AR B RRY, is R R RN T N H AR T
R LA ChNRAMGD M3 CRRD B, B0 Hm i 285 200 N9 HHER & T 5 i
L6 £ CRBD F138 65 (F) I, RIKEMIRA RS, % Ll w5 5 &y A A
AR N R EE R 1.2 A5, SR @ I LR BRUR B AN R R

B XK ERAE AR ARG K B R LS .

7E/INER (1000mg/kg ik = 845 GD6~15 Hpli4h 24 ). KE (1000mg/kg i #4 GD7~19
OS2 B S FIFEIRFRIE ) M4 (1000mg/kg 375835 GD8~20 Hhss 2h) AR EE IR IT
ok W EE R BB . DL B TE A R IR B R (R T AUC) SR RHER & A
R R, KRB 35D, MRMRER UM 165,

RREFIR GG SR, IS TER IS (SRFERHEGHEANERD Stk
FARMAE IR A, JR RIE T 254 A7 /i R 7R . SRR (1000 mg/kg 5 FIFE AR5 Bk
FD M35 Fe i KAE L0 W ARG R HER 7R T (SRR ) 285 & 11 50%.

L. FLhAfhfe H R R (AUC) NHEE R (150mg, B H 1% N AAREE
O T 3 G G N D S S A B NN 2 e i = G o S e S K (LRGBE 7S 8
(AUC) MifPRHEZERE (150mg, & H 100 FAKREEMN 1.2 5, FAACKREF
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LB B
GD6~17 AFURK B4 M43 24 125mg/kg/ R, MERBIMAREE IR G R RGN & b 11 5 2%
1, RWEEAEM . 50mo/kg/ KRR FEIRK R ARG #E (AUC) &= LI RHER & A&
TR 1.6 4. e flifmimE 100mg/kg/ K& 45T GD7~20 WiR %, A W EHAIE
BIRGAFERIE . 2R T E RS R TR (AUC) B HImRIERE B N AR R R B 3.8 15,
PR BRI A, KRN GD6 F| PND20-22 4 145 F 2% LL w4l 75 mg/kg/ R, A WL BEK
BREEM. AR T RGRE (AUC) mAIGRIELE IR N A RRERN 1.2 15,
RERE PR R 7, W70 10 RIHER L) 75mg/kg/ K& 2 )5 2h, L RTE
FLIT R R SR B P A 1.9 £
Bt
BFE: RIS OREB S (104 FD PN TR P LR/ AR R o 8usE . /b
f A H 71 & 150, 450 1 1000 mg/kg, K 5REH 779 50 150 A1 500 mg/kg. /I K B
T T 2 7 o 350 T DL 4 P e P40 e ) R A e S 7R B MRS P T v, e KB e T
AL FER JII0E L 20 i R o M 1A RS 3000 ) T 4 o e e O % 380 0 45 RS 9 5 AR IR S 1
PR o 2k AR L 45 21T 5 5 K BT IORL A Bl O S BOTDIR IR IR IS e Tt i, SO
EAZ T 5 KRR . Wi mRE T, S IHrRER (AUC) 292 AHE#
g GEPARHE 600mg+FIFEARSS 100mg & H 2 ¥k, AP 95 800mg+FIFEHRH 100mg
H 1) THEER 0.4~0.7 5 CNRD MO0.7~1fF CRED.
LAl N R BRI T, MERES) AR 52 3] 50 F1 100mg/kg/ KR &R 250AH ¢
(1 PR R A RN o 570 N 2 L] b £ e P RO s 0 o 1 B R R D A Ak E R
NREEMN 7 MM 16 5. KRBUEMER 7T, 25 il 50mg/kg/ K7 &4 ik L K. 30mglkg/ K
CHLMEE, VL2 e AN SO b8 (R A S g . VLA IR AR A A A R KRR 1,
SN R A Bl 25 5 R0 R R B R 0 4 R S 8, 5 N TEHE St o K R B0 MR 00 B i 771
T, MRS FREE N NEIGIRHHFE T 2REEN 2 £,
BERAHFM
B AN RRANR BT 18P IR B # 20T AL, IR R AR kAT
TIEFRFAFCFB R . KR EZSATHEAL S, 100 mgkg/H &L E
FE H R EAR T IR ACER, S8 e i RS B RGE. FTLLA AR AR . AT WL 2141
FEAHDRSHCR B, WAk PTT 3800, BFTCHR, 7E KRR houl 4 21 R IR AR A S e 1 5%t
B SRR S S S, T AR BB . RAE 120 mg/kg/ H 7718 FURE 24 T 77 B T I PR 2
FRif, R WLE R RO
LY
KA SR b, 45245851k 1000mg/kg I 7E PND5 & AEShIFET:, K55 &k
0.1~1.0 {5 NMhF R . 18 4 B EHEILZEME0 7, M PND23 HIFMA4A 2 (ST 2~3 %

-
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JLED) KRR, MR REE (GRFERFHMH) MR REER 2 ff.
(254307131

TERE A Jo 1 B 523 v AT (0 — TR AR FH B At 90 S R AR i 5 0 P T 5 AR E R 6
800/100 mg & H— X Bk A Aa s 24 5 B A 4 o

BEE AR IRRAS T B2 A L A Sk IS5/ L ] 4l 800/150 mg HA.2Y
A F 38 B Sk
LT

T S 43 B 24 a3t 1R AR L BE 20 37%.

R EEEE DRARG, S od . 5H A R, LRt —
MAE 3~4.5 AN/ MR FE iR 0 . (i GRS DUIRAS e, EE LL R Zh 24 f5 1) 2~5
ZINERF %5 3802 LU ] Al %) LA A FEE Vg A

A [ RS 3 7 T8 3 (R AR T 2 B R AR B I IR 1 1.7 5. DRI, AR 5 4 )
Mo EPIABIA L R A i 1Y) B R 2
il

B F S M AR S S R LN 95%, EE SN al-FRVERE SR (454

R S5 AR R A SN 97%~98%, 155 41 P 25 Wik FE ¥l 2 b
214 2.

AR

BRI NI AR SR R, T8 IR AT AR 382 8 4
Mt P450 B 2 ) 2 A0, EER CYP3A. — IR EIE & k4T UC-ik
WU EoR, BRI A A AFE AR E5 400/100 mg J&, I A (RBOR S T Bk A
B . N 2/ CARIN ] 3 Pk A 5 S AR =, R AR Y HIV-1 R 3 470
TS TR 2 2 Ik PO RS TR+ 22—

FHEfh: FHEMbs CYP3A AR, /N4 CYP2D6 Bgftibf, Azl % Hik
. “C-H UMb ARG )5, MK T IEFRBURR A 99%3K H % L =] il JR AL 2547
TEIR AN ZEAE rp S 1)/ BEARIN Y, AR5 LE =] 4 (1) CYP3A I .

B AR MC-IAPTIR AL 400/100 mg Ji&, TEFEE AR R B “C-
75 8= 43 5 o IR 70 f K24 79.5% 1 13.9%. S5 o S AR ik 12 0 43 ) o5 R
FIRIRL 41.2% 7.7%. FHIKH 250, X835 50 (150 mg) 85 %57 & F)HE
WFiE HInS, RS> 5)0y 32.8 L/h #15.9 L/h.

TS5 45 2 L A A A P A 2R TS RS A0 11 /1

2 LU A Al IR 4C-5 L w5 A AFE RN JR Hh TSP ) 2 3l o R FH 722 11 86%
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F18.2%. i b Al At 5 i 2R T B b A R LA 20 3~4 /N
RERRNEE
JLEEE A7 S ELLT)

i) AT A i A L 28 R T R 25430 1 S R EAT R
CAERE (65 ¥ KU E)

B HIV G BE ARSI 1220 BoR, B F25R3) 1A
HIV-1 J&4e g e — B MAE I TS ) (18~75 %) el kR . EHFER T 65 2 i
H B R
F LA AN R AR F AR R (65 % M LA b)) 2SN ) A AT
Al

o7

i
1

EFRE: BRI iR M, B IBHE HIV R EE P R E
(16.8%) Wi T HrEHE . SEFARGREE L

H LR AR LR A7 LE PR S SO s PRAH S 2R3 T 2 2 5
‘B ThEeHis

0 AR E B T R A3 B R G AR S AT I 9

PR — I MC-1E P A F AR 1) ot B P A i g R R, IR Ik 8T
H 2y 7.7% AR B2 A OE i PR . ELAR WA TE B ThREAR 5 B R AT IR R
FHEIL, ERRZREFE oI ER, EhEE RSN HIV &Y (Crel g
[y 30~60 mL/7r%t, n=20) Hhik 8 =F 2550 17 oR 32 B B 3E U .

L mE b, fE—DUEH N E A DhRe#ifs  (CrCl Al {E <30 mL/4341) #IE HIV-1 B
AR BT 2% LL R 2R BN 5 g, AR A5 3 7 5 B ) R 05 52 33 A Ak e 23
AR B R RN 12 S, X RIS 2 LR b B T B R AR 2
HEIh Bt

WA AE AT Th BE A5 £ Pl A S AT R AL

ISP < S S B AR AN B . — 00 7 A8 45/ FIHE 8 (600/100 mg,
FHHMWIR Z2RGHKMIER, ERE (Child-Pugh A 2%, n=8) Fl i iRetif
(Child-Pugh B 2%, n=8) 3233 ik P I A S 2R3 11 5 S 5 g e AR A 2
B B35 7 AR 5 R B 43 99 i 4 55% (Child-Pugh 732% A) Al 100% (Child-Pugh 434% B).
e A 2 3 R R I PR S, PRI A RS P I F3 R B I8 o e AR AT 5 B B2 Dy e i 4
XFIk PR 250 1 BRI o

LAl 2 LR fh T S AR RN R . 7E P E R D RES (Child-Pugh 432K
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B) fAE HIV-1 A2 i it AT 7 — 005 LR i 25 Bl 220t gt . AR S AT
DR Ui A i RS2 AR TR 25 LU Rl A 2948 1A A IR A R 22 57 e b T Dh e i d
BB AT BB MR, R TR AT ZhaE i (Child-Pugh 734% C) X% LL = Al
[¥) PK 500 .
LR B P T B R IR

1 70 78 70 (Al PR 16 245 X80 70 2 Bt P 0 8 2T AN s JEH0 53 I X AR i 254X
2 1A IR o
SERRAN " o

FEGEUREE 2 A% 3 31 (B 3 NN 1D 2 & M B s 75 77 /9697 )5
e E G R A PO R IR RO S (6-12 ) KIERIR (WK 12). dEiRIIE
Jes CEEE &P I A 25 B0 12 S HL (Crnax M1 AUCaan) ™ I B B AR IR B2 AR T
B AR AR R

R12: FELEYREE 2R3 35 K = Ja 3 518 7 #5/25 LE =] 41 800/150 mg q.d.piididE %
WBH RGBT ERBBEREARE 1225 R

RIEFERFHRIN 1% MRS 2 3 YRS 3 A =
CF#{E +SD) N=7 N=6 N=6
Cmax (ng/mL) 4340 + 1616 4910 + 970 7918 + 2199
AUCzs (ng.h/mL) 47293 + 19058 47991 + 9879 99613 + 34862
Cmin (ng/mL) 168 + 149 184 + 99 1538 + 1344

FEMEURES 2 S A e, P MR N SR P 8 Crnaxs: AUCaan F1 Crnin 43
™ FE AR 49%. 56%F1 92%, FEUMEURES 3 i, 430 IS MEAK 37%. 50%7F1 89%.
[5R]

30°C BA F R AT
(3]

R LR O ERDREE, WA ILEASIT kG, &2, 30 h/&.

(Epet)|

24 ™ H
[T

HE 2 i iR IX20170271
[ O 25 R HES ]

G HIES . H20180030
(2 LT REA A

ZFK: Janssen-Cilag International N.V.
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VEMHbE: Turnhoutseweg 30, B-2340 Beerse, Belgium
[47=4b ]
M4 Fx: Janssen-Cilag International N.V.
Hotik: Turnhoutseweg 30, B-2340 Beerse, Belgium
A= Janssen Ortho, LLC
A= HidE: State Road 933, KM 0.1, Mamey Ward, Gurabo, Puerto Rico, 00778, United
States of America
A2 . Janssen-Cilag SpA
Hohik: Via C. Janssen, Borgo San Michele, 04100 Latina, Italy
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Hbhik: BTG A8 TE 22 T e T DX B R B R U % 19 5
HEE b : 710304

HLi% 5. 400 888 9988

FEH515: (029) 82576616

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