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Biktarvy:ll A 2% A i EERT DhRE N Y B (22 S A 21742, 4) Rt REEFEEH(12.3)] -

10 BE

H A A R 0 3 (o I Biktarvy 8 8 5 RV E ] - (IR 8 BRI S E B A IS
PERZ ERENES - Biktarvy (s FI 48 By B 5 2UR— AT SRR - B R A an R i
B EEEROIREE -

E R FTCIRIYL.S/NRF BRI ET TIIRIBE T AT > FE3/NEFEATIIRIZY A FR30%HIFTC
Pl & (MUROAUR 4002 T H o338 - BENTIRCAUR 60022 T H 7 5) - H AL ERIFTCR & nl A48
HERAIEATIEER -

R AT AT RS tenofovir » ZEHUARLT By 54% -
11 MR

Biktarvy (bictegravir - emtricitabine£itenofovir alafenamide) 5 1R 58 FH A [E S 5 £18 5 5E
7 - & bictegravir (BIC) ~ emtricitabine (FTC)Eitenofovir alafenamide (TAF) 457 ©

o BIC B —fdtx S HHEFLIIGEEI(INSTI) -

o FTCE &R IcytidinetZ HEY) > & —MHIVIZE ) SR EEHIHIEI(HIV NRTI) -

e TAFE—FEHIV NRTI » fFRE etk Litenofovir » tenofovir& X5 - iR EF Bk e Y B IRt % 1
el i B (R ) ) -

FRESER & H502Z5EBIC (fHE1252.5% 7ibictegravir sodium) ~ 2002 5iFTCEI25Z 7a TAF
(FHE A 28= sZtenofovir alafenamide fumarate) - DL FFIFEEM:R 4T © microcrystalline
cellulose ~ croscarmellose sodium ~ magnesium stearate - A§EH7E A — @R » FEACAYA
T fEOpadry 11 Brown 85F165072 -



Bictegravir : Bictegravir sodiumiy{EE244 £52,5-Methanopyrido[1°,2":4,5]pyrazino[2,1-b]
[1,3]oxazepine-10-carboxamide, 2,3,4,5,7,9,13,13a-octahydro-8-hydroxy-7,9-dioxo-
N-[(2,4,6-trifluorophenyl)methyl]-, sodium salt (1:1), (2R,5S,13aR)-.

Bictegravir sodiumiy5y+=( FC21H17FsN3sNaOs » 73F & F471.4 > HAERE0T -

oo,

Bictegravir sodium f/K H t6 2 5 (A [EG - FE20°CHYRE I HoKois g 0. 12 w271 -

Emtricitabine - FTC #y{L244 £ 4-amino-5-fluoro-1-(2R-hydroxymethyl-1,3-oxathiolan-
5S-yl)-(1H)-pyrimidin-2-one - FTC 2 AliiA: 2 cytidine JH{LIPIHY(-)FE 5 58T - B1H
ftt. cytidine B [F] 2 a1 56 S LB EREA —(E%H -

FTCHI>+3 B CsH10FN3OsS » 438 5247.24 » H4stE4T ¢
HoN N (@)
L
N O
F \Q%OH
S
FTCRHHCEKA TR » f£25°CHVRE  » H/KFUEREEL B2 /2T -
Tenofovir alafenamide: Tenofovir alafenamide fumarate £y 5% 42244 By L-alanine,
N-[(S)-[[(1R)-2-(6-amino-9H-purin-9-yl)-1-methylethoxy]methyl]phenoxyphosphinyl]-,
1-methylethyl ester, (2E)-2-butenedioate (2:1) -

Tenofovir alafenamide fumarate Ay & E5 = £y C21H2005NeP+Y2(C4H404) » 431-& £ 534.50 »
Hebfg=aT

P [ HO ]
k > 7
(0] .
K/O ‘F‘)‘\\\Oph \
; ~N \NH 0]
CH,4 . o i OH |4
H3C\ \(
o

Tenofovir alafenamide fumarate £ 4 {4 2 ik 5 (B8 E= & GV K - FE20°CHRRE T » HoK
SIRE B4 T 52T} -

12 ERPREEEE



12.1  fEFIM&H]

Biktarvy2—f&Ebictegravir (BIC) ~ emtricitabine (FTC)Eitenofovir alafenamide (TAF)ZE#¢
S 8 I 7 B A PIT 4 I ] E T B 4 7 B[ 22 S 7 - #7750(12.4)]

12.2 28

LR P

FE—THE T ABAL R Lo\ B AT THYSEBEQT/QT et B - BICIEA & HY AR 2 2 1.5(% 16
ERVEIE T G EQT/QTCRM » th A EERPRIEY » f£—THEH A8 (25l E FTiE
TTHYSCREQT/QTCHZE T » TAREREAIE [ sl & H R A 8 2 SEEE T A g2
QT/QTcHM - A EHERPREMN - HATNEAHERFTCH QTR -

BB BT 28

TE AT AR — B SR T BIC 755 52 (R R L SRR Z o - A2
FAMFILL: - S5 7RI LA KRB AR REARE R SR (A P49 2L 50,1 mo/dL - BICEHh3
BB T 754 5 B B R R M A5 s 2 M AU oD exol 1 BT B sl A
B -

123 #YEie

Biktarvy.Z $H i o B EEPIEN 1 E2 (PK)FFIELIRAFTR - Biktarvy Z 80 ppl s HY % R EPKS:
B(RIRR R S JIEL ) LIRSS -

&4 Biktarvy Z &R HIEEYIEN IR

Tenofovir Alafenamide

Bictegravir (BIC) Emtricitabine (FTC) (TAF)
IR UL
Tmax (h)? 2.0-4.0 1.5-2.0 0.5-2.0
e FEL S8
(?’Egﬁfﬁ;é;% ?tlg 1.24 (1.16, 1.33) 0.96 (0.93, 0.99) 1.63 (1.43, 1.85)
ftr}% 1.13 (1.06, 1.20) 0.86 (0.78, 0.93) 0.92 (0.73, 1.14)
PRl
NEMHEEASEER(%) >99 <4 ~80
MR- MmAEELE 0.64 0.6 1.0
BEB®
twz (h)° |  17.3(14.8,20.7) | 10.4 (9.0, 12.0) | 0.51(0.45, 0.62)°
Radt
AR CYP3A i 4H4%E LAY (PBMCs)
UGT1AL R AR AL B A CES1 (340
ettt
F R g B AAER B R (E F B -
i BV B et
PEAFR A EL (% )° 35 70 <1
PEAS(FEHIELEE(%)° 60.3 13.7 31.7

PBMCs=/HZ /K %A  CES1=fZER:RE 1 -
a. [LEUEARSIE B &Y T BiktarvyHySE R



b. IEEGFRRPKSENI R LR[S lE B/ 22881 (90%EHEE M) - Sl EMLIE800K+F » 50%H5
A o

c. tiefH{aFImMmA L= A 8(Q1, Q3) « & : TAFHYEM: L4 (tenofovir diphosphate){EPBMCs 11y
HFHA B 150-180/ N\ -

d. BAREIR  TAFEEHIAN/KigR tenofovir (EZAEH) » AREHRRELIE ARSI (tenofovir
diphosphate) - #85MA5EE T~ » TAFZ#PBMCsEL B AHAE Yy 4H 4% & H BEA K AT 4HAE iy CES 1AL
tenofovir -

e. BEVHEHFRAERANEE % PERIMACIBIC ; NEE10RZXIG TFTC &% TERI[“CIFTC) ; &1

FHI[“C]TAF) -

&5 HEGEHIVAYER AR A DR T Z R EBiktarvy 2 1% » BIC ~ FTCRKTAFKIPKZE

SECFIECVY%)

Bictegravir

Emtricitabine

Tenofovir Alafenamide

Cmax
(el=71)

6.15 (22.9)

2.13 (34.7)

0.121 (15.4)

AUCtau
((ERUNETE=2))

102 (26.9)

12.3 (29.2)

0.142 (17.3)

Ctrough

(el=71)

2.61(35.2)

0.096 (37.4)

NA

CV=g2 {58 - NA=F /]
FHE R

BT 2EE

fEE LB ThRE A 2 (P Cockeroft-GaultyA (i f5-HYCLer Fy 15 £ 2922 1 57 #8)H Y ~Z 5t Bl
fEpEZal B 2] > WRFEIBIC ~ TAFSCH AP tenofovirty 4898 ) 2 RIFA (L 2ES
PRERI IR 22 -

HTEIEET 28 E

Bictegravir - £ 415 (Child-Pugh BER)ATFLIRE A EHYZal & > WA BICHYZEY 8 /152
THA A B REAR AL -

Emtricitabine - HFilis AbH5EiE FTC {ERFIIRE N & 2 25l PHISEEN D ERIR . Al o
FGY FTC YRR AT R R =AU E T Q> (It - BFEE A R EEZ AR -

Tenofovir Alafenamide : {F#& & 5 1 & (Child-Pugh A 4581 B 4%)FFIhRER £y 2 st b
G ARZEER TAF BCEAAEE) tenofovir BYEEYE) 11 B2 A (0 AR PRBAR MR B L[ 2 257
JEFEZ (EHH(8.7)] -

IR 28 Rl BC ZHT 56 i

H A RS #BIC - FTCEATAFLE & fF RS BIY K/ SR CRIRT 3R i o Z S22 sl & TP RV EEYIEh 7]
BRI -

EFE



H AT AT a2 BIC » FTC 8 TAF FE2 4 A (65 BR(2) LA L) P RYEEY B 243 - $t
¥ Biktarvy 255 3 #istla iy HIV BB &Rl THVERG S5VIE N2 BUR > 1ER=)
T4 BRAVEERHEIEIN R BIC B TAF AYZEE 811 & & s T ol A ER PRI s 2
[ZZFFEBEZ (E/1(8.5)] °

BTG
FEBIC ~ FTC R TAFHYEEY ) ) E2 hall AR B S m] AT BR ALY M Al BAd R A B R AR B A -

SEY) 2 b (E FHTIE

FBiktarvy & —fE5 BHYHIV-1REHE GRAC T - NIL - fEREIE R TR (B A T S Gk 5
SRV F] fE 3% A 2 BEY- SRS EL(E F S YR RAITEE

BICECYP3AHIUGTIALH)Z'E -

BIC/ZOCT2BIMATE LA - (EREFRAHRIZEE T BICJEOATP1B1-OATP1B3-OCT1
BSEPTAT el di = ~ OATLOATIE R fidfmaEH ~ SCYP (BECYP3A)SUGT1ALS:
I AR -

TAFZP-gpE2BCRPHYZH -
TEERRAHBAIRE T > TARIEIEP-gp - BCRPLFZEY) i 2 H - OATP1B1 - OATP1B3~ OCT1 -
BSEPZFTHi i Z 1 - OAT1- OAT3~ OCT2- MATELE B i i 2 1 - SLCYP ((IHCYP3A)
HUGTIALERE R AVIHIA] -

SEY S EAF ST D2 LI Biktarvy s HAH BRI T #ET THY © RO T AL T 2 AT EEYHBIC
JTAFIIEEYIEN 550 8 - R8HE5 T Biktarvy sl H Al plep sy B L SEY) I S8 )22 2 -

A Z=p)EBiktarvy Z e 7 17 2
K6 HAMEEYIHIBICHIRE

BIC Z &g /1S BHIFHEHER(90% CI)° ;
_— )t PR R BIC g
bR | Ew SRIEFPE-1.00
Cmax AUC Cmin
Ledipasvir/ o 75 0.98 1.00 1.04
Sofosbuvir () | OO0 EBHTI | en” e | (0.04,1.03) | (097,1.03) | (0.99, 1.09)
L ] 75 0.80 0.62 0.44
7z .
Rifabutin (Z2/2) 300FH—X | g% | (067,097) | (053 072 | (0.37,052)
o ] e 0.72 0.25
% o
Rifampin (i) 600 H— | BAITS | 067078 | (022 027) NA
Sofosbuvir/ 400/100/100+
. 0/100+ 50 0.98 1.07 1.10
velpatasvir/ 100 voxilaprevirb
Voxﬁlaprevir () o HH—% | (0.94,1.01) | (103 1.10) | (1.05,1.17)
Voriconazole o+ B 1.09 161
(28) S0EHME | BAITS 96 123) | (141,184 NA
B R B HHH| 20 27T} © B3] 50 0.20 0.21 NA
(RIS » 7258) (CIFR) A (0.16,0.24) | (0.18, 0.26)




AR B
(7T Biktarvy iy | Ei7] 20 ZFf © 7] 50 0.93 0.87 NA
2 INEBI T > 22 (CIHR) a (0.88,1.00) | (0.81,0.93)
Hg)
B A58 il
(7% 7 Biktarvy iy | EEF| 20 Z 7} © B3 50 0.42 0.48 NA
2 /NI o 22 (C1HR) F' (0.33,0.52) | (0.38,0.59)
Hg)
B R S I B FHH| 20 =71 © B3] 50 0.51 0.53 NA
(FIRSHLF » i E 9) (C1fR) " (0.43,0.62) | (0.44,0.64)
s o s 0.58 0.67
b pi|
(EIHE T » 2208) Fif 1200 FHISO | 051 067) | (057, 078) NA
st e - 0.90 1.03
I i
(FIREHL T > i o) F 1200 IS0 1 578 1.03) | (0.89,1.20) NA
Ferrous fumarate [ b 0.29 0.37
| pi|
(EIRHL T » 228) FiF 324 HAIS0 | 526.033) | (0.33 042) NA
Ferrous fumarate e S~ 0.75 0.84
N | pi|
(EIREET » i 9) FR 324 F 50 (0.65,0.87) | (0.74,0.95) NA

NA=AE H]

o

FrA s AR TR TSR B Rl -

b. #HSMEHvoxilaprevir 100 e ETHASTZE By T 2RI THEIEHCV IR B & 2 Ffyvoxilaprevirg gz & -
c. mABEFFEMETEASHS0ERARA(LIN - 80E W E AL K8E rEsimethicone -
d. G4 B ZE R KRR T -
F1 EEYHTAFRRE
Tenofovir Alafenamide 2 &#&h 7
v = Tenofovir B 2B HE2E(90% CI) ;
s2 b Ot YR & . B2 HHIPITLER(90% Cl) ;
BEHZEY) =) Alaf(e%%n;'de AT B 488=1.00
Cmax AUC Cmin
Carbamazepine 300 FFHWIZX B 25P © 3%'43 51) | (0 4%'48 54) NA
Ledipasvir/sofosbuvir 90/400 & H—%K 25 FH—X @ 0%)'117 38) | (1 1%)'217 34) NA
Sofosbuvir/ 400/100/100+ 198 157
velpastasvir/ 100 voxilaprevirc 258H—&X ’ ’ NA
voxilaprevir - (1.09, 1.51) | (1.44, 1.71)
NA=7#

a. FTEXXOAEFRMRATEITEH RS R EFE S -
b. BHZLET{E B IYEEY) Bemtricitabine/tenofovir alafenamide -

c. #HYMsEHlvoxilaprevir 1002 T EITHIZEE Fy 1 2SI FHIIAEHCVIEE & h & Z A voxilaprevir £ FE & -

Biktarvy =45 0E 57 3 B 1 221

L HE
5’/555

#8  Biktarvy Z i B EAMEY IR B
Bt RIEEY) 2 B8 SR 2 B Ta LR
¢ e HEHZEMATRE | BIC | TAF 90% CI) ; E{FABS%8=1.00
Grr @) | @D (90%C1) : FEMPE
Crmax AUC Crin
Ledipasvir 90/400 5 H—Z 75 25 0.85 0.87 0.90




SH | &0 | (0.81,090) | (0.83,092) | (0.84,0.96)
O 111 1.07
Sofosbuvir (1.00, 1.24) | (1.01,1.13) NA
1.10 1.11 1.02
_ b
GS-331007 (1.07,1.13) | (1.08,1.14) | (0.99, 1.06)
0 | 2 1.28 1.39 1.36
. :/_, . . .
Metformin SO0 HRK | & H 1 FH 10 51" a6y | (131, 1.48) | (1.21, 1.53)
—; | —%
0 | 2 1.03 1.15
. DI:IWE[ . .
Midazolam Hi 2 SH S 687 103) | (1.00 1.31) NA
—; | —%
Norelgestromin N - 1.23 1.08 1.10
orgestimate (1.14, 1.32) (2.05,1.10) | (1.05, 1.15)
0.180/0.215/0.250 | 75 1t 13 14
Norgestrel HFH—X/ &FH - : ' '
9 ethinyl estradiol | (1.10,1.21) | (1.07,1.19) | (1.06, 1.22)
. . 0.025 & H—%K 1.15 1.04 1.05
Ethinyl estradiol (1.03,1.27) | (0.99,1.10) | (0.95, 1.14)
. 1.17 1.12 1.16
Norelgestromin Norgestimate (1.07,1.26) | (1.07,1.17) | (1.08, 1.24)
0.180/0.215/0.250 o5 1o o9 11
Norgestrel FH—X/ - &H : : '
g ething! estradio pe| (102,118 | (1L01,1.18) | (1.03,120)
. . 0.025 & H—%K 1.22 111 1.02
Ethinyl estradiol (1.15,1.29) | (1.07,1.16) | (0.92, 1.12)
10 1.14 0.93
. nnﬁl _ . .
Sertraline HA 50 f:';'d (0.94,1.38) | (0.77,1.13) NA
. 1.14 1.09
Sofoshuvir (1.04,1.25) | (1.02, 1.15) NA
1.03 1.03 1.01
- b
G5-331007 soonoonoo+ | 20 | 25 | (099.1.06) | (1.00.1.06) | (0.98,1.05)
100° &5 H—% #H | 8H
Velpatasyit e 0.96 0.96 0.94
(0.91,1.01) | (0.90,1.02) | (0.8, 1.01)
o 0.90 0.91 0.97
Voxilaprevir (0.76,1.06) | (0.80,1.03) | (0.88, 1.06)
NA=AEH]

a. FTAROIEFHMZRAVETE R E RS E -

b
C.
d.
e. ZEYMdiHvoxilaprevir 1002 e #E{ TIASE 2 s T 2RI THIAEHC VAL E S h & ErYvoxilaprevir iz F2 & -

. Sofosbuvirf(y = ZEERZ H ) -

LR Y 5EY)) Byemtricitabine/tenofovir alafenamide -
WFERR {5 F Y457 Fyelvitegravir/cobicistat/emtricitabine/tenofovir alafenamide -

124 PHEVIE
{E At

Bictegravir : BICEHIIFIHIV-1if & B H SRS S (S B HE] 5 INSTI) » HIV-1
Gl E— T A HIV-1E NS R - RN E R TR IEE R - HIdE GRS AT H
1EZRPEHIV-1 DNAGR A TS EHIFENZHDNA - e 2@ HIV-1 55 S HITE B SR EE -



Emtricitabine : FTC Z2—fE&EHY cytidine fZH (LY - FTC &l EE ZuiEA(L - TPk
emtricitabine 5'-triphosphate - Emtricitabine 5'-triphosphate & f1XK /A& deoxycytidine
5'-triphosphate 35 5 - W& AIHr A0 5 DNA 455 > fEMmHIH] HIV-1 g EgRE N -
A 2827 DNA §#%% 1| - Emtricitabine 5'-triphosphate £ F &0 DNA ZF&la~ B~ €
Fetréits DNA EEEE v S e — Ty NG -

Tenofovir Alafenamide : TAF £y tenofovir By & ZEtk G MR e sE (2’ -4 SR Er et e a8 oY) -
TAF FyIm #4752 & (5 DUS 7 AU - 232 - TAF [T & A m4H & B A 59
7Kfit{E LRk tenofovir - Tenofovir 1% & FF &S RSB IEEL (LI E P BOSE MY
tenofovir diphosphate - Tenofovir diphosphate &% % HIV K7 5 HY(F FH ik A% 5 DNA»
5 DNA &b > femmis] HIV-1 BUESEH -

Tenofovir diphosphate 2555 H FLENY) DNA S RE(EREHI S DNA & vHD
CHIF SR Dbt e e L R vk 2 N s S SIS - =

A B s B T A PUR B T

AT EsEReTT » BIC ~ FTCHBITARE =fEEEY)HVAH S EbumsE T T A & L
PifEM -

Bictegravir : i 31 ¥ BICEHE EAE SR BE4HRERE - PBMCs ~ #J4) ERfZBK/ E G 4IFE K CD4+
TR ER R EHIV-1 2 B w= iR iR S BRI B s R PUR 3 E o St EREEHIV-1
NIBHYMT-44HRE (N BB E REHRE TARRE 2) > F3950% 5 R0RE (ECs0) £52.4+£0.4 nM >
B EIEECes({H /361 nM (0.162f5e/ZH) < /S {LAYPBMCsHr » BICHHIV-1{{3 5
BEM ~ N OB IR s ikl vl A DU s st > BfEmAA-B-C-D-E-FKG"
HECsof& 1y fir #50.55 nM (#i[& 2<0.05%1.71 nM) % BRI HIV-255 8% S5 1R E Cso
511 nM o

Emtricitabine : ¥ §1#f FTC FEHAT T SR R4HALEE - MAGI-CCRS 4ififtk &2 PBMCs
it HIV-1 2 B 2 i gk R R IR 7 B s R DU G 1 « TR MRS HIV-1 5530 A

B-C-D-E-F & GiyPBMCs > FTC gy iz ECso fE 55 9.5 nM (#[E s 1 2 30 nM) »

B HIV-2 HI 5 7 nM

Tenofovir Alafenamide : ¥ $+4 TAF SF HARMKE REATHRE - PBMCs - $J4%SER/
4T R, CDA-T HRELER it HIV-1 255 B > BrBp e st bk R R PR S MR AT o
51k - TAF 2 ECeo (EAVFGIEE 2.0 % 14.7 1M - 4UfERF s ERMET: » TAF SFTAHY HIV-1
SYBEM ~ N % OYHU el At Ho#imie: » B0fETiA A~ B~ C~ D~ E ~ F J% G (ECeo (E7A
[ % 0.1 25 12 nM) » 5§ HIV-2 75 ] 728 2 EL 35 M L M 05 1 (ECoo (ELFI IR 0.9
Z 2.6 M) -

DlgE:
A B G

Bictegravir {4 {E4HA R e s P A 8 1 BICRUR M ERIHIV-1 7 BEm 2 tr - fEE P —
RLABICHEFTHYEREE S » & R —FEHIV-1E S B A A B AU CMS0IEAR 263K 3 °
A TERIZEEKIMS0I ~ R263K Kz M501+R263KHUZE A B A= Al 5ty - $BICHYBURL: 77



AR T 1.3 ~ 2.2/ 2.9(%  {£55—KAEmET G R AR AU (T66181S153F - HT66I -
S153F k. T661+S153F 73 Il & ({55 B BICHY BRI ERF(EK0.4 ~ 1.950.56% - ILAT - fEAmEE
WEAR Ch 8 HFR S24G R E1S7TKHAY, -

Emtricitabine : T 4HAERTEHER KX A FTC )aRyZal# HEmEE H i FTC URliEFRHK
Y HIV-1 3B stk - $ FTC AYBUEMEREART HIV-1 RT 884 M184V = | FRfUARE -

Tenofovir Alafenamide : & {EMHERE Bea B o gt cH ¥ TAF SRUERIERERAY HIV-1 SR
IR o DL TAF BfEEHZREY HIV-1 S EER SRR 2 AE HIV-1 RT 284 K65R HUft > HiFl &
tHi3R S68N Bl L4291 U 5 bl » G EEE] HIV-1 RT 3848 K70E HUCH R ZETk -

Vi N

S HTHRE T 1] 11 [ B R B G e S A a2 - G s E s Bk 1489 B 1490 [ 47
EaRi7E(14) ] 1852 Biktarvy JER 255 48 1 > HAITHEE R e T ~ 55 48 A
BEE FUE ST g i S HIV-1 RNA SR EEE Y 200 copies/mL 2 7t AU AT
FREL AR T HIV-1 EEmRE iR TR S RIS M 3T - 1F 8 i nl sl 2 AL AU 4
MR E R sz sl B R U T E B R R I U R » R bt e A v LB RL IR
A BIC Hig2MaVRATRME - 1£ 8 MRE&IERHGAY G AU BRIk - R AT A
FEHAR HERRY NRTI JTEEMAHRBA U E - $HEERA M BRI e TR IR P gE M5
PrHV4ESREEIR - FIEPA AU ES HIV-1 fHEEER - H¥ BIC ~ FTC B TRV HYZEYIRURI M 2 5L
BALER YRR R BER R R T -

CAEF 2 2 AHIRCR A i - AE2TAST S R RIS Z HIV-1EE &
(n=572)F 1T 2 AR (U0 1844 81187 8) [ L i Kt/ 70 (14) [NBLEE M Sy M iBRT+
A M B 5522 S PR S22 5 B A INEL R Y R R > LUK 2417 3R S 58 PR 521
Zate B RTERE F RIARIERL o G2 el & A 1Y e R IR R R R R sl A
ZBIC ~ FTCE(TAFHTEEMAYHIV-1 -

Bictegravir: E7EINSTIsHREI 2L F5¢ Wi gE: - 2 641K A IAS-USARTYI H 2 B4
INSTIHTZEMAHBEHUHVER IR 70 B ik (200RHT A B — AU 44RRT A 2fdH 8 FE S HU )
T R E T BICHY R - 775 BE—INSTIHEEMEHU(EFEES2Q - T97A - Y143C/R - Q148R
JeN155H) 7 55 s 5 PRI BIC BN PR S B R 2% o BICHUE MR RIE S 2,505
(B BICHY AV 2GR HY P A 7 B B ik (n=14)&177 A G 140A/C/S f: Q148H/R/KHI A, ;
HARKE77(64.3% - 9M14)E8 2IE S HAINSTIFTEE MRS > JRRISS7MT A INSTIHTEEE:
EUL74M ~ TO7AEKE138A/K - 1FFTEEE YA G140A/C/S K Q148H/R/IKEVAE R B4 M
HHAMINSTIFTEE R EY s sk 538.5% (5/13)dY[FKiE L8 482.56% - thih -
##5G118R (A F dolutegravirfiraltegravir; & AR HFHATEUC) . G118R+TI7AM E
EhZe B 5 H BICHYBURLME 73 B e K345 k2 2.8 -

FOEF A B BE PR EERE - BICE A EANNRTI ~ NRTIR PIFTEEMEAHE 2 HURAYHIV-1285%
EEIR A EE A TR DU B a1 > H BRI (R (R 24 -

Emtricitabine : #ENRTISH#HZZFAE Y Hi24M4: - HIV-1 RTZAEM184V/IEV(LHYFT Chi &k
ME s e Eflamivudine FEE 422 Y HigEM: - Fl|fHabacavir ~ didanosine Kz tenofovir{t fe A g
ZEHARAHTAKE5R RTHURAYHIV-1538E SR FTC 2 I FHAY SR M & (K -



Tenofovir Alafenamide : 8 {FNRTIs P 2L 2132 W i g& 4 - Tenofovirdi 14 AHEH T K65R
BIK70E & {555 Efabacavir ~ didanosine ~ emtricitabine ~ lamivudine 5z tenofovirf & gk
PEREAR -

A RN » A 2 Ethymidine A EIY7HT(M41L ~ D67N ~ K70R ~ L210W -
T215F/Y ~ K219Q/E/N/R)JHIV-15k 4575 T69SEEE it A 28855 Q15IM#E & HIfR (R f
KB5R)YZ A% H DTSR EHIV- 1 TAFHY BURRE & (K -

13 JEEREHE
13.1 EEtE - BREM: - EFEE
Bictegravir

FE—IA6(E H rasH2ZLAHEE /Nl at B - AR = 22 1002 50/ 24 T/ H (43 ) BE300 % 5/ 1 1/
H(BEDAVETE T > BICE REIREHENE - fE—HRBI2EAT R EGERT » £ 23002 5/
NITIHZFIE T > BICKEEREUEN: -

BIC/EAN I [EI1E Ze el ir(AmesatER) ~ /N ERES R S0 AT SR B MUAZ o3 i o e R B LN 25
PE -

FERLNIH: Biktarvy 2 237 & (502 7 BIC) MATZE] .2 R (AUC) S HI29EHVRAFEE |
BICIL A& B AN KB BIREIVAERTT ~ AJHRE IR i E 7T -

Emtricitabine

TEFTCHYRIHEUE MR - B/ N T =2 750 =50/ A T/ HEVE B (EEm B B E A ER A
JUEBiktarvy 7 iR B (5 H 2002 70) MATES|Z & 5485 EE S HY25(5) - SRR T/
=S EE6002 5e/ 0N T/ H BB & (8 i Bs B E 5 A EBiktarvy Z R & T ATz s] 2 £ 5 4%
AnFkFa EHY30MH) 2 1% - MR SR (L BLEE i A BE R R 58 A T m PR B

FTCLEAN R 115 2e8 5t bn(AmessER) ~ /INEUREERE oA s/ NERBSX oA op e R B B N 2
M e

FERNIE: Biktarvy 2 R & (5 H 2002 7e) [ ATie 31 2 855 % Fa 8 (AUC) & &y 14065 (2
R E)ER60ME (/N BNV EE i R FE 8 | > FTCUAEsoBEF T - AL AERI(REHEEN)
EVERFIEER RN S m(E H #2maE 2 (AUC)E S Biktarvy 2 7 & (5 H 200
£ 50) NMHTERHVEE R TR B = HAYE0Mm)H N T - EFTIEIEFIRAE

Tenofovir Alafenamide

A TAFE B Laiitenofovir » H K BB NEFE T TAFZ T R tenofovir R FE 2 LI
T TDFZATZEZIF(K > RIPLE S TOFETTEUE T o 8 DUNBERIK BEAETTTDRHYRHA

IR o M > TR E R AR R B E = S E N AEETDF Z HIV-1 G YE R =
(300Z %) MRTZEE| 2 FZFEEML0fZ(/NE)FIARZ(CKE) © Eteetbn T ivtenofovirfZ e E4Y 5 A
ST Biktarvy > 5 H 2575 B 1% P tenofovirg 52 = Y1512 (VNE)FIS L (KB « 18



B/ > fEtenofovirREE B4 5 NIRRT E 2 1015 (3002 5 TDF)EL 15115 (Biktarvy)iy & A
BT AR A INaER S - BiREIN S - BTtV E ARG IR RRa i -

AN ERIE Ze SR (AmesatEn) ~ /N T ECR BMAZ i - TAFS RER AN
G

HAR B HT28 RINREIF THIEAHE T AR 2 2 15515 (LG R mfs S LLRE )iy
TAF (2527 TAF) » LUHEER B ABCATIAR BRI R T TAF Z 23630 > HAF
71~ R TR IR RG S 5 S i s 2

13.2 EYEHE /SRS

T TARZ R - GEZEFINE GRS A BRI IR 52 - HA%E3(E H
ol HIR R ERREREAEE  &B3(E AVIE Z R AR - £ B4R FE B
B AJE{EBiktarvy 2 TAFRYE H iR & e s 2 88 an 258 BT (% (TAF) K 1415
(tenofovin) i - SR SEFRTAIERAF 24 -

14 GRS

141 EERsBEERA

aFdBiktarvy B 2 4= HE SR H 81RO -

9 (#HF Biktarvy &8 HIV-1 FiE B E N ER

BRF RS
R R s AR B

Sk 14892 Biktarvy (314) 48
(NCT 02607930) S AT R B ABC/DTG/3TC (315)

=1ES 14902 BV ERRACERY A Biktarvy (320) 48
(NCT 02607956) DTG + FTC/TAF(325)

5hEy 18442 Biktarvy (282) 48
(NCT 02603120) } ’ DTG+ABC/3TC = ABC/DTG/3TC (281)

BRI HOR © Biktarvy (290)

st b PN iktarvy
N 5?%216?)281 07 ATV 5, DRV (& cobicistat B, ritonavir) 48
( ) #i1 FTC/TDE = ABC/3TC (287)

a [EHE - gy - EMEYEEEE -
b. FEM -~ BN - TEMEEEY S ISR -
c. FEEHARY HIV-1 RNA {&j2 50 copies/mL -

14.2  FeREEMIUR BN BV Rk Z HIV-1BEYE B HEE RSB R

1EaE5 1489 » ZalF DAL LEE RIS T BT » 73 Hl##57 Biktarvy (N=314)2(ABC/DTG/3TC (600
Z 7 /50%57/300% 7%) (N=315)4 H —RHEHR - 51490 258 & DAL 1L BIFERE ST e -

SR Biktarvy (N=320)2{DTG+FTC/TAF (0% 77 +200% 77/252 ) (N=325)%5 H — 2

JEPRE o

FEsER1489rh - Zol BHH P IYERL R34k (HEE © 18-715%) » 90% 51 - 57% FH A > 36%
RN > 3% R » H22%HY B RraHE A AL T M - ZEBEHIT T HIV-1 RNAHY



$59{H F54.4 logio copies/mL (&i[& : 1.3-6.5) - FLREHACDA+4MFEE T EHE1E F5464 cells/mm3
(#1[E : 0-1424) > IH11% 7 B EACDA+AHAEE T2 200 cells/mm?3 - H16% 7 575k &AL
wEHAR 7 &2 = 7°100,000 copies/mL -

TEER 1490 » ZE 1 I H R3 TRk (HilE - 18-775%) » 88% 51 » 59% K H A > 31%
RN > 3% FyniN A o H25%HEE R PEEE o AL T =M o EEEHAM HHIV-1 RNAKYF
$59{H F54.4 logio copies/mL (&i[& : 2.3-6.6) - FREHACDA+4MFEE T EHE1E £5456 cells/mm3
(#ilE - 2-1636) » A1 12% 7 E#HICDA+AIAHE KA 200 cells/mm? « 519% 7 525 YA
HEHA 3= = 7°100,000 copies/mL -

s HE R o Z2alE B RATERIHIV-1 RNA (f2 20352 100,000 copies/mL ~ 52
100,000 copies/mL H &2 52 72400,000 copies/mL ~ =, 5;2400,000 copies/mL) ~ CD4:1
F(EFA50 cells/mm3 ~ 50-199 cells/mm?3 ~ =552 12200 cells/mm?3) &z 1 1% (357 =35 ]
ZANHETT T -

s 148981 149048 fEE AT R AR L0FTR »

R10 HBR1489821490¢t B e RTfREM PN BN E R e i ek 2 2 & » BT/ o

487 HHRER
Sk 1489 =B 1490
Biktarvy ABC/DTG/3TC | Biktarvy | DTG+FTC/TAF
(N=314) (N=315) (N=320) (N=325)
HIV-1 RNA<50 copies/mL 92% 93% 89% 93%
ﬁﬁiﬁjﬁfﬁfﬁzzzg%) -0.6% (-4.8% % 3.6%) -3.5% (-7.9% % 1.0%)
HIV-1 RNA250 copies/mL" 1% 3% 4% 1%
3 48 BN HEEANRERER 7% 4% 6% 6%
%4 AE BEETTE W EEEY) © 0% 1% 1% 1%
PRI SR Rl T 4 A9 C 689 » B
& IS HIV-1 RNA<50 5% 3% 3% 4%
copies/mLd
e £ AE S 2z, 2
?ﬁ%i:%g%m%ﬂ ERIbE A4 (E IR 206 <1% 2% 1%

a. ZBA8HENFRIHEIEAIEEE295 KR EE378R(E) -

b. BFEFASFNFEIHEE 250 copies/mLiyZalE ~ RIFEACR E @2 R e sl - R4t
AN EHEMF(AE) ~ JET ~ BBERCN B EEE RBERLAS  Hofth R PR HR BT > B BRI ST 2~ 3 2250
copies/mLAVZEFE -

c. HFEMSE—RZE IR EE AN TR RS - REE4AESZEUIN REMAE - BEEEEREEN A /a5
R E A E R 2 -

d. BEFEREZEAEAE ~ JET ~ BUERCN B EEE AR LAY N HA FRR(QIHECHEE - 85 EHEE) i hErf e 2
A -

TEARAFEHE ~ PERI ~ TR ~ BB 35 8 K B HERA CDA+4H RS 8 & 3 YR ERS - HRJsARI 208
FREERIRERAHL -

1F0551489 > Biktarvy4HEZABC/DTG/3TC4H 554 8H CDA+AM R HrtH e i ELpEE 1 n ey~ F
Y{E 453 B F5233E2229 cells/mm?® » 153551490 BiktarvyzH EiDTG+FTC/TAFZH A1 4351 5180
Ei1201 cells/mm3 -

14.3 BEEFHIRBENFIRRZHIV-1EEYE R ZEWAKBiktarvy /G RRATE R BRGE R



iR 18442 —THET ¥ L2 FR s 2 IHIRER (HIV-1 RNA{KA50 copies/mL) 2 HIV-1 4 E
RN B G FTET TR R - B 5150 (N=563 B 7 fE i oy 4H Bt 4E)  E1ERH51¢DTG+ABC/3TC
E(ABC/DTG/3TC & A AR Biktarvy Bl 22 M « 2 el BT st 2 fi A A HE
FEHEROER AR T AR EAIHIRER(HIV-1 RNA{KA50 copies/mL) 2 /D3(EH » Hig(Efa
PR Sk o ek B AL BIRER T - —4H A FRE AR s Biktarvy (N=282) » 55—4H
et AU S s R A e (N=281) - el BV F i R4Sk (filE - 20-71) »
89% Fy B » 73% B [ N > 22% B BB A FH17%0Y 258 B P HE A AL T BN - EeEHIC DA+
AR AT 9 {E B3 723 cells/mm® (#i[E : 124-2444) -

S ER1878E—THST BT RIR B I HRIRR 2 HIV-1LRYE R A BB T bEt ~ Bt

WFFE(N=577 » B2tk s 4HELIEE) » 51EREE1EABCI3TCEFTC/TDF (200/300Z 7)) JIATV
5{DRV (Eicobicistatsiritonavir & {45 2E) Ak Biktarvy iy R Bl 22 et - Zel BV ECAEH
FEEROERT B T EERRRE RIS 2 /V6(E A > Jepift & EA(EAINSTL AR » HE(EE
R MAL S - kB DAL AL BIRE e - —4HEEa R Biktarvy (N=290) » 55—4H4E4E (4
HERRE G S SRR B A B (N=287) - il BN 950, 46k (F#1E - 20-79) > 83% 55
M 66%E AN > 26% RN o H19%HYZ5E RPaIEF AHL T EMA - BEHICDA+4HAE
ST {E £5663 cells/mm? (#i[E : 62-2582) o Zel BEACHIFT R IV AE T8 - 15
Ertals > H15%0 23t E T2 ABCI3TCHIATVEYDRYV (Hicobicistate;ritonavir & 145 4%

B H85%M i IEE B2 FTC/TDFIIATVEIDRV (#lcobicistateritonavir & (f452%)4
3!? o

i 184481187848 FEAE R AR LLATR »

R11 HER1844811878HHERERBRMGIRER 25 E - BHEBiktarvy/&F481HZ
RERER

aE% 1844 HES 1878

2L ATV B, DRV
Biktarvy ABC/DTG/3TC Biktarvy %g@ﬂ?ﬁ,ﬁ b

(N=282) (N=281) (N=290) (N=287)

1% <1% 2% 2%

HIV-1 RNA=50
copies/mL°
S oy
ng/:ﬂgﬁﬁiﬁ 0.7% (-1.0% to 2.8%) 0.0% (-2.5% to 2.5%)
HIV-1 RNA<50
copies/mL
fREE 48 HRHmE AN
WERER
(R#4: AE B3R
1%EHEH%§?§¢% » Hi 206 1% 1% 1%
&MY HIV-1
RNA<50 copies/mL
PRI ECAth R PR T 5 FH
HISLERY AR 204 o4 % -
51y HIV-1 RNA<50
copies/mLd
I R EE A
Hb o (B4 e FRET 2% 1% 2% 2%
JEEEY)
a.  EASENFHEIE IS5 295 K EEHIT8R(E) °
ATVEicobicistatsiritonavir& 4544 - =iDRVEicobicistatsiritonavir& (4544 » 471 FTC/TDF=ABC/3TC -
c. EFEEEA8HEIFRHIE 250 copies/mLAY sl ~ RIFRCN 8/ BCEE L B #2 7 -RERIH T 26k ~ RN S EE SRR DAY LAt
JR PRI FPETIA 2T - L APETIH ZERs 2 5 55 8250 copies/mLy<Zad % -

94% 95% 92% 89%

5% 5% 6% 9%

=3



d.  EFERSAEAE ST - SRR B BES LSN EMR R (UM R - SRS M P e e ry 2t -

sAB51844 > RIS ~ MERY ~ IR R & S B REFRE R > W AHA G R AS SN E AR - fEiiA
A BiktarvyiyZ s & - 5481E 1 CDA+ETHHE i AL RE (H 8 (£ 19 B-31 cells/mm? » 4
4 FHABC/DTG/3TC &= & HIl Fy4 cells/mm? o

= B51878 » (XAEHS ~ MER ~ MR K IEIEE T REERE T - HWAHAY e A SR NEDAELL - A
A Biktarvyfy B E - 55481EM CDA+5 I R A E 1Y 881 115 5525 cells/mm?3 » g4 (i
FE AR e EE - IO cells/mm3 -

16 BEHR/MTF IR

Biktarvy el fy R B EIP B RSE - —m%ZIA " GSl, T - BH—mHZIE 9883 ) Tk -
ERASA30FH5E(NDC 61958-2501-1) ~ 1EIY BaZ R « FXBATE] > 37 LAAT B 5L ZE R Ry
EZE - FFEBiktarvy$E & A 502 sEbictegravir (BIC) ~ 200 sEemitricitabine (FTC) 5225
= retenofovir alafenamide (TAF) -

R T IY30°C (86°F) DL T HYHRER -
o FEiRFFEEREES -
o [ERIfEA RIS A HEL TR -

Biktarvy £ e 3700 /% B e HAH R 2 SIHVRE M PR - {2 LR AV RT A HAtr et s iR & s i H S B
A A E -
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