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AR KE 37.50 300.00
BT M —BR 20.00 160.00
Phon 44 F 12.01 96.01
RIXAR FRAhF 4 7.64 61.10
AR5 BR AR 1.53 12.20
&t 100.0 800.0
o
R KA (% wiw) #hEE (mg)
170.69 (372X F 150 mg
RRAE T Fraii ik 22.76 KRIF T B AR
FEARE 40.00 300.00
BT W —BR 21.33 160.00
OB Yy 5.82 43.66
RIER TR 4 8.55 64.15
R RS BR4E 1.53 11.15
%t 100.0 750.0
o
- % BB (% wiw) HhRAE (mg)
170.69 (¥ F 150 mg
KR H T TR i 22.76 KR T ik 5w
BEAKE 40.00 300.00
BT My — 8 21.33 160.00
fkan 4 e & 6.60 49.51
TIRR TR e T4 7.61 57.10
R IS B4R 1.69 12.70
%t 100.0 750.0

%
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BA RE (% wiw) #5RE (mg)
CVC &

170.69 (%% F 150 mg
KR H T Faxi i 18.96 KT T 0B AR)
BT M —BR 17.78 160.00
CCHE Y 20.53 184.78
LI T IRt F 4 4.34 39.00
RS BR4E 1.17 10.53
3TC &
FAKRE 33.33 300.00
GO HE TS 2.85 25.62
RIRAR T I thFin 0.74 6.70
AR5 ER AR 0.30 2.68

%t 100.0 900.0
"

B RE (% wiw) HHRAE (mg)
CVC/TC &

170.69 (52K F 150 mg
RRFHH T TR ik 10.34 KR H T s B AR
FARKE 18.18 300.00
BT My — R 9.70 160.00
fkah ¢ Y & 5.82 96.01
RIRAR T AL 4 F 4 3.70 61.10
B g B4R 0.74 12.2
EFV &
Rk F 4 36.36 600.00
fikan 4 & 7.97 131.50
RIER FIRA L E 3.64 60.00
F AR KA ER 4R 0.73 12.00
AL gE 2.30 38.00
B2 IS BR AR 0.52 8.50

Bt 100.0 1650.0
"

AR HHE (% wiw) HFRAE (mg)
CVC/3TC &

170.69 (52 F 150 mg
KEZF T FARER A 10.84 KR F T R
AR KRE 19.05 300.00
BT Wi —B& 10.16 160.00

13
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fkan T & 6.10 96.01
RIAAR F IR hF 40 3.88 61.10
AR I BRAE 0.77 12,2
EFV &
RikF o 38.09 600.00
fkan 4 4 & 3.82 60.20
RIER TR A e 4 3.81 60.00
Bl A H B ER 4R 0.76 12.00
ARG HE 222 35.00
FE G BR 4% 0.50 7.80
&t 100.0 1575.0
99. —Fh A, HEAER L FRHAY:
sy A5/ (mg/#4s)
064 2a 20649 2b 084 2c 064 2d
RRA T T 170.69 (5 2F | 170.69 (F2TF | 170.69 (53T | 170.69 (F T
b o 150 mg & E | 150 mg F L | 150 mg &L | 150 mg KL
T FTHBR) | DT HBR) % F B R % F B R
160.00 (Fshn 2
BT W —8% 160.00 160.00 B R I5 A4 44 | 160.00
AL F)
fhen 4t & 252.68 272.18 272.18 272.18
RER LIt
SR ) - - 19.50
;?{,ﬁ‘ Lk Sl 58.50 39.00 39.00 19.50
AP 5 BRAE 8.13 8.13 8.13 8.13
it 650.0 650.0 650.0 650.0
(1%
tag BRE (% wiw) H#HRE (mg)
KR +HF Frrik 26.26 170.69 (2 F 150 mg
RICIF T # 8 Ak
BT Y — B 24.62 160.00
fkan ¢ & 41.87 272.18
SRR T AT S &4 6.00 39.00
I8 BA4E 1.25 8.13
Bt 100.0 650.0
5%

14
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B RE (% wiw) HRAE (mg)
: 28.45 (%3 F 25 mg
R H T Frrii it 5.69 Rk 5 B 55 6
BEAREE 60.00 300.00
BT M — B8R 533 26.67
Oy 22.16 110.82
RILAR T I e £ 4h 5.65 28.25
7P g BR 4R 1.16 5.81
Bt 100.0 500.0
"
B RE (% wiw) HRRE (mg)
85.35 (7 & T 75 mg
KRR T P AR 13.13 T T AR
A K 46.15 300.00
BT M — 8% 12.31 80.00
O HE 20.54 133.46
RIRR T I 4 F4h 6.50 42.25
A8 8 BR 4% 1.38 8.94
Bt 100.0 650.0
af
BA RAE (% wiw) HhRRE (mg)
170.69 (5 2F 150 mg
FRAH T Prei i 17.97 TRt H T B AR)
FARRAE 31.58 300.00
BT e —BR 16.84 160.00
fik b ¢ Y2 % 24.78 235.43
RILAR TR A Foh 731 69.50
A 5 B4R 1.51 14.38
&t 100.0 950.0
af
BRA RAE (% wiw) HhHRE (mg)
170.69 (% 2T 150 mg
KRFEHT T 21.34 RIS+ F ot B
R KE 37.50 300.00
BT s —B% 20.00 160.00
oo 4 F 12.01 96.01
RIEAR T IR Y4 %40 7.64 61.10
AR g B4R 1.53 12.20
Bt 100.0 800.0

%
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B BRE (% wiw) HhRE (mg)
170.69 (% #-F 150 mg
KRFH T Freih il 22.76 KIRFF T 5B )
FAKE 40.00 300.00
BT M —8R 21.33 160.00
COHE Yy 5.82 43.66
TR F I F 40 8.55 64.15
B8 NG BR 4% 1.53 11.15
%t 100.0 750.0
"
B B (% wiw) HRAE (mg)
170.69 (% #F 150 mg
KR H T TR 22.76 KR F ik i)
FEARKE 40.00 300.00
BT W —BR 21.33 160.00
Tk 4 & 6.60 49.51
RIRAR T IR 44 7.61 57.10
AR 5 BR4E 1.69 12.70
%t 100.0 750.0
%
B RE (% wiw) #HRE (mg)
CVC &
170.69 (%35 F 150 mg
RRFF T P 18.96 KR F T 5B AR
BT ¥ — 8, 17.78 160.00
Thoam ¢t & 20.53 184.78
RIER T I F 4 434 39.00
BRI BR 4% 1.17 10.53
3TC &
FARAKE 33.33 300.00
Tk A Y F 2.85 25.62
TR T AL F 4 0.74 6.70
R JIg B4R 0.30 2.68
%t 100.0 900.0
o

16
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B RE (% wiw) HRAE (mg)
CVC/3TC B

170.69 (52X F 150 mg

KRAF T FrriR i 10.34 KT Tt B AR
FERKE 18.18 300.00
BT M —BR 9.70 160.00
Tkan ¢ 4 & 5.82 96.01
RIEAR T I thF bk 3.70 61.10
FE I8 BR AR 0.74 12.2
EFV &
ik FH 4 36.36 600.00
fhkan 4Tt & 7.97 131.50
RIRAR FIHRA e Fin 3.64 60.00
F A% 2L BRER 4R 0.73 12.00
PSP Ty 2.30 38.00
AR flE B 4L 0.52 8.50

&t 100.0 1650.0

o
B RE (% wiw) H#HRE (mg)
CVC/3TC &
170.69 (52T 150 mg
KRG T Pk 10.84 TR T T B AR
FARKRE 19.05 300.00
BT M —BR 10.16 160.00
Than ¢ & 6.10 96.01
RIRIR T I 4 4 3.88 61.10
A g BR 4% 0.77 122
EFV &
ik H L 38.09 600.00
Hhan & 3.82 60.20
RIER T IR A e 4 3.81 60.00
B A R ER 4 0.76 12.00
BpRAAGEE 2,22 35.00
BB S BR4E 0.50 7.80
| %t 100.0 | 1575.0 |

100. WAL R LR 1 2286 H AL — T T IR I &40 « oAU A L 3k 87 22 98 Hh AT — T fifr ik 1) i

7S BRUAUR ZER OB 1 711, e B A i

101 . — Fh i & AR 3R 1 286 HH AT — Wi pr iR 1) 41 &4 - tnBUR] 223k 87 22 98 H 41— Tiit
FIr i 1) i SR B A ASUR 22 SR 99 BTl 18 7 IR 54, Bk 77 ¥ B4 «

BERE W TP BRI T I ZRUIE B &Y UL

TR TR BEY .

17



CN 105263498 B W F E Kk B 17/18 T

102 WIBCRIZE R 101 BTl (¥ 77325, He b BT i 28 Je v 45 B sl H R 2 28 e v 5 2 R 26

103 QAR R 10180 102FT IR 1 7 7%, Hodk— D a3 & —Fhal 2 i s 71 5 A s 28
Je e FHEHEBMK T I RUIERBEY .

104 WAL ZE R 10 1B 102 B I8 1) 77 2%, Fo i BT i — Pialt 22 FhOE 78 7700 B 100 20 4E 55
TR A LA  RE M H R R I« (L AW I ek R BR 4TS

105 . WIBCRIZE R 10151 02T (¥ 77725 , o o BT i — Pl 22 PE 78 71 @ il fm 4 4 2%

106 . GiAUR)ZE SR 10180 102FT IR 1 7 7%, Hodk— D a3 —Fhak 2 Fh g i 571 5 B b 2%
Je e FEHEBMK TG RUIERBEY .

107 WL ZE SR 106 BT ik 1) 7732, o ik — ki 22 i A 751328 1 28 B B 2 A L s I
el A2 B R R L 4 4 S N ANE A L BERR BN o

108 . WIRURIEE R 106 BT (¥ 77725 , He o BT il — Pl 22 i i 1) 2 A8 IO R R 41 4 3

109. GiAUHZE R 10180 102FT IR 1 7 7%, Hodk— D a3 —Fhakl 2 Fhil i 71 5 A id 28
Je e FP S HEBMK TG RUIERBEY .

110 WAL RN EL SR L0 BT I (1) 53, o BT ik — il 22 e 3 770k 1 s T ks T e 5 A
T AR

111 AR EE SR 109 BT (¥ 77 325, o A B JR — Tl 22 Pl 7)o Rl T R 55

112 GnACRIZER 10180102 Fridk (1 5 7, ot — D AR T R B 59 il BOA 771

113 QAR ZER 1018102 Fr ik (1 5 7, ot — D AFE H TR B & VI e e 2 .

114 GoBUCREE R 1018 102 BT iR 1 77, otk — D AR A ik TRt B A4 5 —Fh
B2 PR AN R

115 WAL R ZE SR 1A IR B J7 3%, AR ik — el 22 FhooRs 47 o & — Pl 2 Fho e
g TR

116 WAL R ZE SR 115 BT IR B 77 3%, A ik — el 22 b JHL i 24 23 1 551 — Fh sl 22
HeEhul i som =4 .

V17 WA R ZER T L6 Bk (1) 7 v, Hoh BT iR — Fh el 2 e P e s i i 25 )ik B
CCRSSZAARFEHL 7 3t N F ) 751 A% T 300 e sy Il 00 o) 7)o A 5 T 10 O Sy T ) 55 A A 1 1
ST RO A1) 751 2 P T 0 o 751 SR Tt 0 o 510 R RS A 1 751

118 WAL RN B SR 116881 17 Fridk i 77325, Ho b pirik — Pl 22 Fp HL e Pl i s 2 245 )0k
H SR FHD KRR E KL FRASE SRR N F LD o PR 2 R e R
5 IEVCHBE LI B Va5 5 VAR 5 OURR g B A s L e B 4 =5 L T BL )l b B
945 BT FL AR R DT F5ROR0 s 5

119 WIBCRIEE R 116 BTl (¥ 77725 , oo BT il He e 24 2 3d M A R R oK S

120 WAL R ZE SR 116 BT IR 1) 77 3%, AR Bk — el 2 i JHL i 247 23 2 91 P oK R e A
wikFt.

121 WIALRIZE SR 115 BT IR B J7 3%, AR Bk — el 22 i JHL i 24 23 1 551 — Pl 22
a5 RGN o

122 4nBUR] 2SR 115881 21 AT — T Bl (1) 77 9%, e BT IR — bl 22 o L 8 24 23 1 77
LA R AR R At e 5 ] R JEAA TR AL AT AL L T B ] R4 2] LR
A NS 4 | Y TS Y B | B R BT A R Bk BT R 2 B B R 4 P R B 1 AT
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MEHMEEREA .

123 GiACR) SR 11585 121 BT il i 7795, i ik — Fld 22 i HL e 24 29 14 575138 B F Atk
T, B ) R EE A A R 4

124 . QBRI B =R 1 & 86 HH AT — T Bk (1) 44470 « Wi AU B =Rk 87 22 98 HR AT — I BT ik 117 il
A AR SR 9 BT IR 1 551 Bld i an BRI 223K 109 2 123 A — T AT iR 1 7 32 7= AR R 41
ELE R TV IT 32603 I IR BOREE 1) 25 90 Hh 1 3%, b BT 922 99 o IR B
iE 08 B B IR I 5 AT AL FRE A B TE 50

125 GnAUR) B R 1 22 86 H AT — Wi Fr i 9 2H &4« WBURI 2 3R 87 Z2 98 HR AT — T AT IR 11 1]
A AR SR 9 BT IR 1 551 Bld i an BRI 225K 109 2 123 A — T AT iR 1 7 32 7= AR [ 41
ELE R TV IT 3203 I IR BOREE 1) 25 90 Hh 1 3%, e BT 922 90 o IR B
i 35 [ T 2 S o B P U G R TR JRE 0 B

126 . WIALFIE R 1 2286 AT — Tl BT iR 1) 2H 54 - GnBSUR) 23R 87 22 98 H AT — T B ids (1Y)
A AR SR O BT IR 1 551 Bld i an BRI 225K 109 2 123 A — AT iR 1 7 32 7= AR R 40
EAE R TV IT 32603 I IR BOREE 1) 2590w i 3%, e BT 92 9 o IR B
JiE A AN o

127 . QAR SR 1 24 13 (9 P 3 » G A B 2 3 R B0 i A2 T B3 1 S 4% o

128 . 4N EE SR 1 25 Frals () FH & , Horb BT IR 290 o3 DR B R A 300 2 S) o 2 1k ek

129 . QAR LR 1 24 F i 19 A3 » oA P 29 03 R B0 i A JH 48 o

130 QAR 2 3R 125 il 1 F 3, e P 99 T PR i i e . 9 928 SR 5 i 25 5 A R
TEE

131 GrARI 2Lk 12580 1 30 Firad iy A ik , o rb BT il 5 00 o IR B e F2 N S5 SR FE i 2

132 QAR L SR 1 24 Fr i () 3 » e v FFr s 2 o i B8 R A 4R 4E A

133 QAR L SR 1 24 Fr i 1) A3 e I 2 o ik B0 R A2 FE A e s 32950

134 QAR 2 3R 126 ik 1) P 38, e A i 5 995 9 R B3 DR S i PR s A 488 SR B0 I 7
P JENE o

135 QAR LR 125 i () FH 3 » e A B 2 o DR B i A2 N B 2 R 1 B3
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FRerwFHHEAMNEBIEMERGE

[0001]  AHOCHRITEMZ X 51 H

[0002]  ACHREER20134E5 H15 H 458 1 3F H AR BN “58 J vo 55 2 46 W S i) £ Fi i
FH777% (CENICRIVIROC COMPOSITIONS AND METHODS OF MAKING AND USING THE SAME)”f#]
e I I HR G 5 61/823, T66 AL e AR &, Birids 5 [ s i) R 47 1) 9 & Fs ot th T BT A B A
51 5 BRI AA L

[0003] i

[0004]  AFifs

[0005]  AAFFI K& A 3R e v T3 B SR WA G W s Hoil #5073 s L RCEATTIR YT R
TR 4R 2 a0 N S e R I B (HIV) 1) 250 &

[0006] i

[0007]  FEJEFF % (Cenicriviroc) #& (S,E) 8- (4- - T & IE L H L) ) —1- - 3
PIZE) -N= (4= (((1-TA 2 - TH-IR M -5-25) HE 28) MIE ) 2K 38) 1,2, 3, 4- IS 2K I [b] Y =%
AT —5—FF 1k i ol FH 44, HA 2 25 0 R T L b o 388 o 15 202 — Fhon] A 2800 043 i
g (N sk ia s EE (HIV) ) 10998 55 0 S50 DL AN R KIS P23 58T, i T 52
HFE R T A B A YA B AR R AR e P e R, 8 2 5 5 B R I PR A FH T A2 BR
1M H., AT 3 e v 1 PRI RRAE B — AR AR H = e e w 15 2, R 2l &
i FH 22 1 LIRS SR 883697 1F FH o DRI, 75 605 38 JE 5 =5 ' (1) 3 B 41 & W A 741 B K& o)
25 FOSE FH B3k 216 0 AR 00 0 A 56 07 ¥ o A R B i I e 7 S 1Y) — 26, 3 H AR AL EAH
KL .

[0008]  fajEMEIA

[0009]  AAFFICHARMES A T8 ) v 35 P AE 9 B — 3 1 AR N 2 Bl P 550 o 3 — A1)
G G s F £ T73 s UL RCEA TR TT 5w B IR L 45 ) 2 A N e % s B s 25 (HIV) 90
BRI FHIS AR SR Sty R, AR WA S R E AR AL AR R sy R, AR A A
W O IR 54.

[0010]  FE—ANSLitiy S, R L3R e v 5 DB SR AR T BRI 454 - £E HE LE 5 i
I R JEVUS SRR SE Y ER R SR T ke

[01]  FEH BT R, AT HER e TP NER, R BV E SR THE
TR E B 2T 108 2910:7, 401218: 105 £710:8.219: 10££)10: 9. 5L £795: 100%2 29100
95,

[0012]  fEH e sEii 2, )T BV S 2115 % 2 £140% , iZ120% £ £130% -
52125 % HE RN B,

[0013] R B R, T E e w TP EE, 38 )Jé v H P8 H S U A SN
2115% 2 2940% , 4n£920 % 2230 % 5 2125 % H & 1 A7 1E

[0014]  FEH BT, HEWEEH —Fha 2 Ma 2 Em e, W
MR FEZ 751, 451 G 38 70 77 A7) T 7

[0015]  fE e SLhti Ty £, H AW — Fhel 2 P 78 57 o 78 30 e St 77 S8, — Fhak

5

# BT
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Z PRI 7R B AR A R 2 B IR UG VAT ZEER  IUBE  RENE T ER PEE L L AL L vE R Ak
RS o 2545 AU, 71 FELE SRt 7 R, — Ml 22 FhE 7 T 2P 4E 2 AR R SE T R
BT TP ERE, a2 MIE AR 5388 w35 2 s S E 2 2 2925: 10
FE410:8, I14120: 10FE£)10: 10 BLZ)15: 10 78 H T 2 92t 7 &b, —Fhiek 2 Fhir 7857 DL
HAEWII 2125 % FE2155% , IN%930 % 22150 % B 2140 % B B 1 EAFLE.

[0016]  FEIL B STty R, AWt — D00 & — Pk 2 Bl i R 7)o 78 B8 4R E St T R
— iR 22 A A AR B AT BT G S e B AT B R R R 4T 4 R BRI K £ R Y . 24451
KUk, 75 SR EE ST Ty S, — PhEE Pl R TR AR T SR AT 4 3 TR Y B 2 4 3
(croscarmellose sodium)) o E4FE SEH 7 ZHh, ZE T 3R B oo H P EHE, — Ml 2 M
iR 28 e 7 B L B L R 410: 10E £930: 100, U925 100 78 H e i 5L i
TR, — R R R FILA AP 2029 22 4910% , iN24 % 2 £98% (5416 % H R ) &
P71

[0017] R SLity &9, HA Yt — D0 & —PhEk 2 FhifE T 7 . 76 58 R e STt 7 £,
— Pk 22 B 3 RS R I TR RO R IS G o 28401t , 7F FE e Sy e, — FhER
22 P R B T PR o FE R B S T R, — P2 M R LA S M £90.25% 2 4
5% , NZ10.75% EZ13% B 4)1.25% HE K BAFLE.

[0018]  fRILE STty &, HE Wit — D8 & — P Z Fipuki A1), Bl g A . e H e s
W77 S, HEWidE— B aE — Ml 2 Fm sh B, g — ARt

[0019]  FEH S 7 E , HAE Y RE LRI TR3aME3bF TR 2HEY) .

[0020] 7RI Esuii H, HAE YRS LT 3am) Lt fil2bi H &9 .

[0021] R Bsit 7 R, i@t i K T 2Ohi AL i 75 v ok 7 AR AT AAT LB K i St T 5%
2SR, I KA SR e v B AR AU T RN AT SR ) T vk R A
ARAAT LA b3 Je I S it 77 56

[0022]  FEH- ST R, Y5 TR — i AR AR, WS A A IS , {91 a2
H , FEZ)75 % MXTIRE N 282 T 240 CAN A2 G AR UL B KA G EA R 2 448
B%,MELZ2EE%HIKETE.

[0023]  FEH-BISEHE T R, Y5 TR — i RS, WS A A I8 , 451 gk B 2%
H, ZET5 % AR N B T 240 CL2H 2 J5 AR UL B3 KA AE 2 4
2.5%, WA 21 .5% I 2= AR A4 7K o

[0024] PRI ESLify b AT DL B3R KA A YIS e w P e R N R 2 5
BA 5 A28 v 35 2 83 78 1 IRt F 2 J5 17 350 4850 A2 01 B R B30 1 2R Au i
PR Aa T AR B AR E ST R, AR )e e F B al L A 4510% £ £950% 2110 %
FA30% L110% Z2£925% £115% 22120 % WP I 48 %5 AR F RS G35 AT 2 [l fir
A VG NG AR — R g St 77 2, B8 8 w5 B e H B B 4515 % 2 2920 % 1~ 3 44
Xof AR R E S S A 2 [R1 ¥ i S B RT3 Rl 7 — AN St g b, 38 e v = B el L
HAHZ13%.14% . 15% .16% 17% 18% 19% 20% 21 % .22% 23 % 24 % 25% .26 %
827 % [~ ¥ %t AR W R RS, B 4G A 1 2 T8 14 B 3 B R Y o FE — R e S T R
i, 28 )8 58 15 BB IL 3 B 2918 % 3 4% AE W R F S o FE — R e S Fe R, DA B3R K
(1) A= 0] FH B R AR AT DA b4 T2 1) 4H S P 38 J6 e 5 2 B SR AE R FL3h P R Ui o 7
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— KR ST b, LB, it A R (beagle dog) o

[0025]  #E— ANt 7 R, A K IR A — Fh AL £9150mg 38 Jé 5o 5 Z el L b M 25 A &
Wy, Hp et g N2l E R G5, Frid A& @417, 000h*ng/ml 22
#£711,000h*ng/ml, WN%7,500h*ng/ml £ £]9,500h*ng/ml .5, Z)8,000h*ng/ml £ £J9,000h*
ng/ml A FEASAUCo-1ast o ££ ST SR, AR W S — Al & £9150mg 38 JE 52 45 2 o e £k
M2 &), b fEE % T2 X E AT RHEW G, iR 59 R4
500ng/ml & £)750ng/ml , 41#1550ng/m1 & £)700ng/m1 FI FRZS Cax o TE— AN S 7 R H , AR
BRI — A 2 29 150mg 38 J& v 43 B sl H Eh M 25 Al &4, o 72 310 6 2% A 1 1m) 52 33 it
HFTREEWZ )G, TR H A I Z£)100ng/ml 2 £)230ng/ml , W1%130ng/ml £ £)200ng/
ml IS Caino

[0026]  7F Oy — skt 7 R, A K BRI — Fh L5 £200mg 28 J& 5o 5 el b M 25 A &
Wy, b fE AR S N TR S 5, TR &Y R I Z113200h*ng/ml 2 2]
14200h*ng/m1 [ AUCo-1ast A 2 £]550ng/m1 £ 2]700ng/m1 #] Cnax o

[0027]  “BEEOIRA” BB B 2 AFE ) a0 N 52108 B0 0 R & FEAT 84, ins2 il
N HEE AR K, L] G it 42 N T 19 R o £ B R A I A T AR B RS I 321 (R a2 )
W] RHREL 2 /D6 /NN, BARSR 2 /08 /N, BT BLAARSK 15 22 10/, HLAE 28 B B AACR 1
2/ 127N 1 AR B R ZK BLAMRARAT S0 320« “HEROIRA” BC“dh & 24 el A
Mz EEHREERE . SETES S RBEEES BAEE KR ERE KEIE
B KB SR R —MElZ h, 3F BAEE B EA POREERAR f, anne S KR
T TR 7K G B Z BT A 2 /06 . 8B 10/N 22, 14010, 11 BR 12/ 256, SR, B AR )
HMIE 75 XA FEIE R R I

[0028] B SL 7 e, A8 H it FH 5 AR LA E3g RISV R I 38 e w5 %
AUCo-1ast A& I 2 R[] 44 1) 751 F B 11 28 JE 32 5 2 AUCo- 15 I 29175 %6 BUK T-175% , 41£49200%
SR T200% 521225 % Bk 225 % 5k 21250 % Bk F-250 % o 78 3 e St 5 2, 72 LR
it 2 J5 AR UL B3R S-S FE I 38 JE e 45 2 Cuax U 23 R[] 420 1] 551 F2 B 1 38 JE e
F5 2 Cuaxtf £/040% , U 2 /050 % 8551 4 /1055 % o il 2 JE ] 7 ) 7)o Ut , L i 48 78 il 77 o
B 538 e w5 B ER UL R —Fhal 2 Mg 27 b mT 252 (R IR 77 » (5 TG IR 35 345 551 58 pH R =75 55
F1o) 2] 4 1) 751 o

[0029]  FEH &Sy B AR LA B3R R H Gt — DA S — Pk 2 Rl e 25 g
o

[0030]  7F B Af g St 7 S, — Mk 2 M e 25 i R — Ml 2 Mk B DL R g
SR B 245 : CORBSZ AR FE T« 1E N A 7] A% 7 20 e S g 00 1) 771 A 7 R B s g 411
TR A A T T 2 S P AT 1) ) A ) ) R Rl 4 o ) A A 5

[0031] A HEHFRELM TR T, Ml ZMEBgEEMNEE S FY
(maraviroc) Hi KK E (lamivudine) IKIEFH B (efavirenz) \E 8T (ral tegravir) &
4R (vivecon)  IF 57 5 (bevirimat) ca T E FF L KE (zidovudine) P+ 5
(abacavir) ¥&ULHF: (lopinavir) AFEHTF (ritonavir) B iE4ET (tenofovir) B iE4E
FXUHRF X BE (tenofovir disoproxil) <& itEFaIZG . B hiE (emtricitabine) (IR E S
= (elvitegravir) Al btk A FEG 445 (cobicistat darunavir) JFTFLIAB (atazanavir) .
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fif g PR 1.25 8.13

[0173]

Mt 100.0 650.0
Opadry II White 57U18539" 4.0° 26.0°

[0174]  a. 55T 150mg %% Jé oo 43 2V B il

[0175]  b.Opadry IT White 57U18539&H A FLLT4E K, USP; 22 2R WM RS  NF; &%

Hl =8, NF s SRS, NF 5 35 f1 , USP; % 4L %K , USP,
[0176]  c. MR EH & & LE %O L RS EEIE N4, 0% w/w.
[0177]  sZjif5]12b-3810 (PEG/PVALL A R CVCERF)

[0178]

Ho W (%w/w) i (ng)
Fe e 13 P L h 26.26 170.69°

T I R 24.62 160.00

Tem A 4= 41.87 272.18

AT F SR AT o 2N 6.00 39.00

i g PR % 1.25 8.13

Mt 100.0 650.0
Opadry II White 85F18422 4.0° 26.0°

[0179]  a. 2% T-150mg 3% Je oo 35 B I B 9l

[0180] b.Opadry IT White 85F18422 (Colorcon) & % 2 3350, NF; 3 4 /K fE 1 5

S, USP s 5 A , USP s — 4 ALk, USP.
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[0181]

¢TI AR T R AR L ERS T RINA. 0% /.

[0182]  sjifs12c—3 11 (FF 3 P 4 PR Tk 0 4K H CVC AL 5))
wy RKE (%ww) |HXAE (mg)
LY R AR 18 26.26 170.69*
BT M —BR 24.62 160.00
(01831 o vtk 4187 272.18
RIEAR T A4 4 % 4h 6.00 39.00
ARG ER4E 1.25 8.13
B3t 100.0 650.0
Opadry IT White g 5
[0184] 200F280000P 4.0 26.0
[0185]  a.ZE%4 T 150mg%E JE 7o =F % UiE 5 B
[0186] b.Opadry IT White 200F280000 (Colorcon) &4 CH FH B & R L 5 W), USP ; B8

. #3350, NF; 73 /K i ) 6 2 A B, USP s TR R &

[0187]
[0188]

200F28000 4 (St ol 12¢H 7, 11 RERY—FE &
T 1 o St 911 2a A1 2b AL AC T 7R AT 252 1 78 5 DA K5 77328 T AR B R B o

c . T AL AR B R AR TR O PR IR R N4 0% w/w.
X T B A R A R SR T e A iR TR R 12 KDY Opadry 1T White

SN, USP W8 F , USP s — 44k %k, USP,

» BT EAAN TSI it 511 2. 4y 7))

[0189] R 12- AL 1R 1 7 At
¥ 5 B R
52 3.4 1 il H—EROR, ;Eéeﬁgﬁ
[0190] 52 3.4 2 TR, H—EEOR; TLEE
AELHROREE; AEROREL
B, REERIG; FHE R HBSEM
52 349 3 s (EEF CVC EHRIGEE)

[0191]  1E40°C F F5E 175 % AXH R FE IR 2 5, ¥ S 4511 2a 11 2b A 78 AL 4K /5711
o e M 5 St 5 20 A B A B A R e M AT LG B AR R ST SR, B B AR S g e

AR AR SN 5 B A MR 45 R R TR 13,
[0192] 13
Wi GR) FHB 2 (RER) | 445 122 (BR) | £34 120 (BKR)
BCVCHR (%) | ECVC R (%) | ECVC A (%)
[0193] 0 1.2 1.0 1.0
2 1.1 ND ND
4 ND 1.0 1.3
6 1.0 ND ND
[0194]  N/D-ZRilfH
[01951 W13 Fras , SE 6 1 2a R0 1 2bFR) 551 55 7 15 S it 461 2 1 A A0 A F 770 1 R o ek 4k

AN T 32 A VERE DL » o AN S S5 Jl 2% o BB A ) o I e 5 SR A g I R
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Je A SIS O R R AR K PE IR AR AE S I T2 Je w5 % Ak sl Ak 2 s s e e B
BERM.

[0196]  SEjiifs)13

[0197]  FEX AN FEH, 75 NG PR S PP A% St 45 2b (SRR T3R8 3bH) (st i3 (7R T
Feadr) FsLjafil5b (R7s T-3R6bH) A -G 25450 712 (PK) kL« St 451 5b T 2H A4 F
EzH.

[0198] gt S it (5115011 4 & W) 1EAT 2b HIME X BRUE AT 78 (“BiF 92.2027) DL 2Pl 8 — e ik
FHR1200mg HE# 3% J& 7 45 2 7 & () PKIE S o FE R FL202H , B R — IR RF S 4L 10K [v] 78 35 it
FH200mg 71] : (1) S e 51 5 b ¥ 2H -4« IR A S it 4 5 b 4 1) 771 52 50mg F 751, It A 75 22 58 3 R iR
FH4 Fr ULt F 200mg 711l &

[0199]  ZERRFTL10 , PPAl SE B 2b I 4B M0 2 IR A E T R AR, R — IR
FFEE 22 10 KB H48 — e ) 538 it F 1 50mg 75 = (1) SE 5 2b 1 &) o R IR , BB 6 FH By
S5 2b Y & 7 150mg 7B I 4L &40

[0200]  ZERFFCLLLH, PPAR A U 75 558 I 18] 2 i sl 70 3k 42 ) (1] B 2 2 it FH 1149 20 0mg B 7 51
7 R PKMEN o 38 1 FH— F S2 s 2b (150mg 71 &) A Szt 4513 (25mg 71 &/ ) Kt
FH200mg 71 &: - fits F = F LA$ £ 200mg 751 2 A F T S e 451 2b AN 31K F 750 F o] F B, 1 dE B T 5%
TR HE A B il £ 200mg 28 8 v 5 2 v FI AT AT PR i o

[0201]  7EDL EWFSE A SRAS PKIE SRR T~ & 14 .

[0202] %14
E x4 A 5, 202 B 110 B3 111
2349 5b 200 mg | 2464 2b 150 mg | 524 2b 42 3 200
CVC (DP6) %:k | CVC (DP7) %k | mgCVC (DP7) #
& @ = &k 2
[0203] (A1)
AUC.1ast 5274 (2369) 8568 (3491) 13732 (3418)
Cmax 406 (181) 620 (220) 624 (159)
Cmin 103 (59) 174 (77) -
[0204]  “JL-T-2bHA% s, b F4& — k2 4E200mg I il H B DP6 SLHLAE 2501 R A FHCVC YR T THIV-
UYL 255 &

[0205] DA _b %ot s 8 e r i A AS e AL S RO W 5T 11070 3145 A AUCHH LE A2 v i
Z WAL 202H SRAG HIAUCIE sy 1. 645 o Rk, ERR A A6 (RIEN A 10K I 2k
FIERGEE) N, R BRSNSV 2 150mg 38 JE e 43 P LR F A il &
A 5 Wt 2t H1200mg 38 JE 52 5 2 3 B vy 38 JE 50 43 & A A Y o 3 A Bl e ] e e
TSR L& R , I LIPS G pH s 18175 ) A & WA CVC AL 5 1) B AT L st 55— 45 A 1) 771 10 B 10
PR B IR, AR e AL & D A4S A W] BE B R B 44 B RTBUIREE I CVC, BRI 25
YIRS o A8 BRI CVC BB AR A 71 RS, I EL G WA 2 5 2 o IR R Y CVCH 7 24
A T REAE SR — TP A S CVCE FEfI He i 2551)

[0206]  BEATHIFFTL 1T LAAE L4 I 18] IR B sl 2 IS 1) 2 i B 20t FH AR i B AL 590 Ja 1EAL PR
SRR THIVEIR ST , WA e 5 22 iy 1 790 60 2 5 D0 Gl B — VR PR 7R o 28 R i, AR
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A (BFV) Ah oK g (3T0) 44 85 F T8 HIVE) e is R4 &8 e
ERVEH & Wt 32 75 5t 5 o T i) sk Bl 2 ik 4 ) (1] 2 AR AR FH o 3 /2 (R N ERVIKI PKARE L 52 1 1 &40
RIS, 3F Bl FHEFVAE A 35 B i I 2 vk FE S (8] (Tmax) & L 1M 42 52 (40 &I4E 4
CNSEEME (B AnRZ %) o 9 52 I [A) 25 24 003k T 45 BEEF Vit F 1 3% 25 77 T SR 28 8 32 45 B0
EFERV A ] jt i 3 [R] e 1], 02 B B 04 2 2 7 gt B ) B 2 O AR I it FH 28 Je o 3 2 s
B 7 B R KT AN ERVSZPA50 (BAK SR 1 CYP3AARE) A AL S5 CYP3A4 R IE M
2 FECVCHUE AR , F HLIH BEFEARCVCRI PRI - R 0L, 4n SR 38 Je ve 45 244 S EFVA & [l 5
52 B 1) 22 Mt Y, TR Ay v 450 i B 1) CVC A SRy i 0 vy 22 3 7K ST UAMEER VAT CVC I AR
S BT DA TR o

[0207] LA FH I S48 — e it FH I 205 %5 T U T ) & A 200mg 78 e v 5 2 1) 2 1|
i), FER ST 2020 fff e HEFE TR ITHIVIN 3R Je o 35 2 B f2 K (S W3R 14) T AN A 3%
JE 7% =5 2 il 351 1 25 b e 1 ARG 2 1 5 H T VO K A ZE I E Sk i — /N4 24 1) i ok
HERHSRESKTE, B E PR REEAKT AUC) GRIEAM 10K F 5 &) th ARG
B R EACFE L. 5% B ERICVCE N E SEFVAL & BT 75 1 P 5 o6 TR S fn s
U 2 e AP I L s — 3k

[0208] 4T RbHb, B 5T 111 SR /s 7 I 43 B 1) B 0 DA AR % BHAH & P T X2 i 45 2520 0mg 5%
Jeie F BRI b S AR S B K 2. 65 M BLIKGTRE B R KF (R14) R U, 758
B[] B 30 14 B VR 200mg 771 1 1 AR % BHAH & ) B A v 1 B 48 — it FH 114 22 R 200mg 771 & 11
Z WA AV LR - Ad FH200mg 71 & 1 AR & B AL A WD FERIF A2 111 SEER R CVC 2 2 7K
Pzt e 2 AR THERVAR U 52 i o 02 M o IR e, AR AF 72 11 LHERT R T-200mg I CVCRF e e
F & 5EFVIL[RIEC 6] 5~ anCVC/EFV/3TCH B — J7 177 2 (STR) 77 i v o BRI, o6 T-4H & 77 i
JR BT R gk — 5T A8 FH150mg CVCH T34 CVC/EFV/3TCHISTR ™ it

[0209]  sEjiifs14

[0210]  fifi FH B i A58 I m) e e 56 (25mm EL4% , 125mm % & LA 20 . 5% 3mm % [ 7 F&F)
F) S 1) 52 06 5 BRI o) 2% T REAL CVCA B - Sk 2 (Tyvek®) & T & A 1R
J I ANAR H S5 R, AT SR AR 2 M R0 2 1 2 i R SR X

[0211]  FERNEEHRSTBEIE w2 HEIRER R T 1 IR i 2 4 2 Fag Bk
R ATk 28, OF BB R B AE I & 205 BPRF 2 B T4055 LA & o U8 IR i BR 6 , JF:
H 425 B 82405 FIR B 51861 - 5 B 100mm X 480mm R~ 1 Ty vek v fr it 47 1 2 DA
T RS 8 e 5 DX ) 56 A2 50mm ) 28, T i He 35 XK AE 45 6 F R 2 ik SIe 06 2 B4R R LIS
BHITIR B SRR A IMLIL0 2 158 R BEE T, I HINLAY 537045 £ 2 2mm) 25 Bt 98 &
UL A4S rpm IR FE (LR B2 =0.06m/s) , 4 & R EE BN ENL T B T4 560 Rk
291,021 . 5mm/EE (A ERNE) HEZ B EMREE X NMEREEEE MR D
SE4 F IR IR ML B2 1 69 ~) ELAR 20 H ANEE AW e % 07 iF = ML R AT B2 BT 45 6 155 25 DA ol
UKL FORE 2 A R 155 BT I 2 AR

[0212] 15

[0213]
My W (%w/w)
FFJe v+ B IR L 32.2
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KT IR 30.2
Tem 4t 2= 33.0
AT IR 1 4 2 3.7

T i 1R 0.9
Mt 100.0

[0214] LA b i) 2% B RORLRE — 20 SRR T 4R 3R IR HY L 4T E S AN AN BE IR IR B 45 5 LA

fil] %% 2 16 7 B (1 CVC 5751 700l 1) o R0 Py 700 ) 5 32 ) 368 3 (S AR 2 3t 1 28 5 77 2 0 1
5y T AR 28R, W R AR — 2 B B 2 20 SR ) 4% B A 326me 5 TR A, O HORE
HAT75mg CVCIF BBk =5 24 L (i FI3LIRI 5 S VI 2R 40, [R5 16 7 1 4.7 1]
EE AT R 4L 70 TA] L 22

[0215] %16

[0216]

Moy WEE (%w/w) B E (ng)
FEJe e T P g 2L 26.26 170.69°
T R 24.62 160.00
(BUTE RS+ 41.87 272.18
BRI F B AT 4 2 6.00 39.00

fif g PR 1.25 8.13

Mt 100.0 650.0

[0217]  a. %53 T 150mg 3% Je v =5 2 JiF B o

[0218]  SCiafs]15

(02191 s i St 510 1.4 F B 38 B4) 77 92 ) e AT BB ARRIBCHE 70K 5 BAR RR AR A ) o
FRI B FRICVC 7)) 771 Fy 71V B R LT op B LRt T 5 BTl e SO s 4L & 10 H
AR gt G 25 77 il ) S A 75 RS S R XA ) & B R s ik L BR e se F 2

[0220] %17

[0221]

H 5y W (Yw/w)
FEJe e 5 P g 2L 40.5

T —IR 37.9

T em A 4R 15.6

B R R LA 4 2 5.0

i fig PR % 1.0

Bt 100.0

[0222]  sjifsl16

(02231 gt i #HE T P 00 00 50 S Tt A7) 14 0 15 3o 3 i 96 ‘= RS 00 T L ) % F) 40F

BURLES) R e, OF Ho s T 105 Bk, (8 R A 1/47 P i BAL T B AL R K 3
B (G M a%) 7242 7 456 W) R I BRI o 75 DU AT~ 100k 22700k g A i 1l 9 ) ) 1 s 1)
100mg s S0 = A B 52 i o REME T 10 e S D RO ZIAE DY A2 RSP _EARE, I L RS A R
R ) B o 3 A 1) s 2 I XA 1 K DA 15 e 2R Je e DL S R e E T
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EW R AR sREE (TS) -

[0224] TS=2¢<F/(@me*D*T)

[0225]  HrpF2 NPE RSB = AR T R R 1, D R BV B AT, - TR R B
JELRE CJi ek DR S Ok T H B S W [ 4443 35 (SF) -

[0226]  SF=m/ (V * pu) =m/[(* (D/2)* = T) * pyay]

[0227]  Homs K EYIRI i, VA iR R, 3F HoZe il & tn A L i E R A 7SS
VI 48 %68 5

[0228] Y 7 St 51 1 4 H e ek S0 56 2 AT AR R AL o1 % 1) it B8 s (14) ] s A 5 38 3 mT A
b AR S RS SR A RS N T 5 % i) 45 B0 B0RE () AT R M AT LR a5 R R T B 11 o R 3
S 3 St 451 1 AR ORI AT % 548 FVec tor—Freund TF-2207E500psi%i T & /1T (S i
16a) PA KeGerteis MinipactorfE4kN/cm¥E T /& /1 1 (SLiti 5] 16b) i 1 ik 20L . ix ke 2k
SRAIE B 256 = FUSLAR e ML AE 7= A2 5 RN T35 28 SRACA ) R 5 0 77 Th A 20

[0229]  Sjstifsl17

[0230]  ffi— &Ry >k F St 5 1A FORL (B8 e v 5 PP BEIR EL R T IR VI AT 4E R
AEBRFR H L A 4k 2 AN AR TR BRBE) 5 ki A hi K J5 i (3TC) il 47 4 25 S B R F S 4 4
ZANTEE IR RREE95S , 3F ELE BB A K T-6kPHIAF 5 A1/ T0 . 8 % w/wit [ A% B 181 5751 . B
130 KBS W 7B A R 18 Frs B 2H ko

[0231] 18 (25/300CVC/3TC)

[0232]

D% WEE (%w/w) & F AR (ng)
FEJe e T P g 2L 5.69 28.45"

P AR E 60.00 300.00
T —IR 5.33 26.67
[0233]

Them A 4= 22.16 110.82

AT BR R LA 4 2 5.65 28.25

i fig PR % 1.16 5.81

Mt 100.0 500.0

[0234]  a. 253 25mg %% JE vu. 35 B i B bl o

[0235]  szjitafs18

[0236] i —& 0>k B St 491 1A BORL (B8 )8 v 5 & AR EL T I IR VIR AT 4E =
AEHRIR L AT e R ANAIRE G R B2) 5 Uk A h K R E Tl 41 4 2= SRR T R 4R 4E R A
ENRIREES &, It H RS 7 Brfs ki RIBE& WA i B A R 199 Frs i A k.

[0237] 2219 (75/300CVC/3TC)

[0238]

D%y W (Y%w/w) B E (ng)
Fe e 13 P H R h 13.13 85.35°
KK E 46.15 300.00

T I R 12.31 80.00
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WimAdE R 20.54 133.46
TR 2 4 2 6.50 42.95
figi R TR % 1.38 8.94
a3t 100.0 650.0

[0239]  a.Z&% T 75mg %% JE oo 35 B I B il

[0240] Syt fs|19

[0241]  ffi—&B 40 >k B St 7 1A FORL (B8 e v 5 PP BEIR EL R T IR VI AT 4E 2
TR F B A4 RN AR R BR BE) S5 RORL AN oK R 8 i A1 4 2R AR FR B A 4 2 A AT
TENRERBE 15 &, FF HIE H B LA KT LOKP R A B AN 0. 8 Yo w/will WE i BE IV 1 71l BT 1S
A L2050 Fros i 4k

[0242] 20 (150/300CVC/3TC)

[0243]

ID%x W (Y%w/w) A & (ng)
[0244]

FREwH YR | 17.97 170.69°
KK E 31.58 300.00

T IGR 16.84 160.00

Them A 4= 24.78 235.43
THRH LA YE 28 | 7.31 69.50

i fig PR 1.51 14.38

Bt 100.0 950.0

[0245]  a. %5 T 150mg 3% Je oo 35 B I B o

[0246] S f5120

(02471 fif— 70 oK B St 1) 1 5 RORE (B Je 7 43 2 F IR & S T s IR Bl 21 4E 3%
AZWRIR TR LT YR 2N AR AR IR B0) 15 UL ALK T8 Bl 21 4 3R AZIRR TR AR £ R 2 A AN
MR 845 & , JF BB M BCEA KT 10KPHIAE RN -0 8 %6 w/wiky E i B (4 1 7)o BT 45
FIEA R PRI A K

[0248] %21 (150/300CVC () /3TC)

[0249]

D%y W (Y%w/w) B E (ng)
Fe e T3P R h 21.34 170.69*

fr KK E 37.50 300.00
T R 20.00 160.00
CTEARE S 12.01 96.01

AT F SR AT o 2N 7.64 61.10

i g PR % 1.53 12.20

Bt 100.0 800.0

[0250]  a.Z5%0 T-150mg 3% JE 7o =F B B i o
[0251]  sjtf21 : S A MR N (16) F R 7 F DM —A16/— PRI (EG) K K e A
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=Y

(02521 FEIXANS Rt U 97 14 7P T I 1) 26 BRI, 1) b 22 Ak S UK AR5 BT s 1Y
A BHRRAE o L RURE 55 A% 0 0 B BRI E Il 2T 4 3R SRR Y R 21 48 22 VAT i
MRS I HOROB RS S W R 71 o 2 1, — P B LK I & A7 AR T 0L P9 57
0, I BRI — R R R E A AE T RURL S E 20 v o T A58 K45 G W0 A0 P 1) B AT 22270

HIZH R -

[0253] %22

[0254]

D% W (%w/w) B E (ng)
FEJe e T P g 2L 22.76 170.69°

P AR E 40.00 300.00
T R 21.33 160.00
(BUTE RS+ 5.82 43.66

S L R SR N 8.55 64.15

fif g PR 1.53 11.15

ST 100.0 750.0

[0255]  a. 25T 150mg 28 Je v 5 2 s B ol o

[0256]  Sciify] 22

(02571 FEIXANSLHEA] A WSt ] 14 7 B 348 1] 26 ROREL , 81 b -2 Ak e R 55 A7 B B $ar
KRRE ML, TLARRE AFAE T LGB o o SRR 5 il 2T 4 38 ACIOR R R 4T 4
PARIREHE IR B35 1, F FLIS il P 7710 TS A AR 45 S A P 1) BAT R 23 7P R B 2 Rk o

[0258] %23
[0259]
ID%x WIE (Y%w/w) A L& (ng)
FEJe e 5 P g 2L 22.76 170.69°
KK E 40.00 300.00
T IGZ% 21.33 160.00
Them A 4= 6.60 49.51
B R R L A 4 2 7.61 57.10
i fig PR % 1.69 12.70
Bt 100.0 750.0

[0260]  a.Z&%0 T 150mg %% )2 oo 35 B i B bl o

[0261]  sEjifafs23

[0262]  fgi—3&K 7K B St 9 1A Uk (B8 JE 5 5 D IR 8 T M IR IR AR 4E R
A TR R L A 4 2 AN NI R R B6) 5 U AN 41 4 25 L A TDE R HR R 4 o 25 B RN IS T 6
BAEUSSEERETFE YR IIN KB EW AR R 2 SRR 4E R R 4T
o R AN IR B BE S B & LIRS B PR R B I R IB 6 - 43 A 5 3% Je v =5 B ks
[k KB & VRIS BK R 8 KR KB G Wil 4 02 B 77« I3 802 fL B A R 249 B
iU
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[0263] %24
[0264]
DN WRE (%w/w) Fr i (ng)
CVCE
FRJe v+ B R L 18.96 170.69°
T R 17.78 160.00
(BUTE R+ 20.53 184.78
BRI F B AT 4 2 4.34 39.00
fif g PR 1.17 10.53
3TCE
P AR E 33.33 300.00
(BUTE R+ 2.85 25.62
IS L R AR N 0.74 6.70
fif g PR 0.30 2.68
Mt 100.0 900.0

[0265]  a. 5521 150mg %% JE vo 43 2Vl B il o

[0266]  SEjiifs24

[0267] MRS HEB18-23 (& 28 Je 7 = B MSTCHI 4L &) FIsLiti 14 (54 28 Je w5 PHE
R BV PR R) 1R T 2 R A B LU A R R I A 6 AR R R 4 LG 451 4 /N i R 7 BA
i 3% 25mg 1H E IR M FR e e T3 2, Hodr R oK I e AH B 34 LE BB IR 22 100mg (B S it 51 1.8)
85 50mg (BT Xt SE il 19-23) o 265 A PR FH RS 45 AR T3k 25+ o 7R 15 S 28+ N B i pH
S B B AR B pHA oK B 96 28 TAC BIR 25 IR S it 4] 14 (5% Je 7 35 A N B 57)) FIsL e
$1119-20 (3§ Je 7 = B FI3TCHI A &) 1) 7 7 A A A B

[0268] 2225
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o CVC %5t A4 AR E | 3TC st A %F A E
(%) (%)
n=5 R ¥ n=5 ¥
24, AFLE (F pH2.0-4.0), n=5
5364 14 CVC B #-£ 8B F 18.1 N/A
3 E A
52315 14 CVC K #]—Vector 20.6 N/A
TF-220 4% & #L
236491 14 CVC 4 #-Gerteis 16.6 N/A
Minipactor 4% /E #L

[0269] 1) 18 13.2 103
923491 19 18.6 95.8
52 345 20 12.0 90.2
S5 21 18.8 108
5345 22 13.8 100
5 #45) 23 13.7 126

B, ZREREALE (F pH 1.0-2.5), n=5
S #1514 CVC B 7 17.7 N/A

—Vector TF-220 #2JEHL 2

52 545 19 18.5 107
92 3491 20 23 96.3

[0270]  a.50mgFIEMFEE L .

[0271] gk A= W R e S s i PR S e 451 1 9 A2 1 1) 2 4 115711 3R 75 1 CV C 2 3 1 5 S i
1417 CVC B 71 1l 71 ALk o St 491 1 9B PEBEAT LA R AN EAT FUIK I WA 2R T AL B2 1 (1) AE P R
FEE RO R TE 8 B pHAR A W], CVC 2 5 /K SR 2 AU » B B B 2 , Hidis th s 7R CVC il 571
() R T AR 5 D R MEAE X AN 2H A 7 it 5 o A5 DL ZE R - S5 21 (1/21G1/2EG 3TC) [ ¥ s
R RIS 2 — 2 E R g9 IE3TCH CVC/ I T 1 —BRAUKL (16) B Rk , SRAF I CVCAI3TC
T 7 A5 S5 19 CVCRI3TC 2 i IR ABL, fE S jta 9 19 , 3TCTE A or T ki o (EG) , 5
CVC/ = T s g B e/ N V)4 ik o 1%/ B8 F8 7 i P /K I 14 () STCHE B T E A U B o
YECVCI) 22 12 H BV T e T s BRI S 6 ) T3 T ¥t b b Y B S ME 3TCR A A
T R AT RENE B AR E PR SR E 25 3TC, (E A R B ) TSRS R T M
TRV SR B P A B R AIE S AR BT 7 CVCAAR P R TIUREAE o L H A FH R FH IR CVC il 771 1) 4% 1)
UL P S 451 20 S R AE TS TIAL B N AN 12. 0% CVC R FR 8, LA S AEBIG B pH4k4F 22.1%CVC
TR A L9118 20 22 A2 311 B R AH 15 98 2 T B2 2 1, I HL SR ) N 5242t FH DA L 3%
FECHAE R FH BE S I8 m] B R AN 7 2 701) R R 8 iz oK R S I S T BT 1 35BS F-90 %6 4
X AR AR FH B A P22 1 5 FE ELALSE AN T 1) 770 28 s R i3 7 2%

[0272]  Sjiifs25

[0273]  JEIE LR 5 KR RAECVC/ 3TC v 1) 5 e 14 « K 11l 2 F T H 2450 30 0 VAl 1
R ) B — B B 78 £9250mL 7K, e ELUER 5 A X A

[0274]  ZR26MER STt 18 LA J2 20— 221) i ff 45 SR o 75 BURL 71 75 A BEAN B 1)z oK 9% 7 1Y) 52
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it 49 18 R120 14 F 71358 735 15 s 1 J Py 70 FR) 43 2K R R 97 1P Bl 7 R ABK ) PR o i o H v — 2 B
HEAN BT PR T A7 T H0RE Y 1) SE Rt 51121~ 22 5 7 HE P ok e =X o Lok i, — 2
5 R K R RE A AE TR A PRSIt 510211 B 22 38000 b i S48 R A o B8 B AR R K O E A AE
TRURL A (1 St 51122 58 2 AN A o 25 1B OK R GE Ab T T0mg /mL T Y v 7K H 32, X B 45 A
H P~ FORH o AT BE B S RIURE PN 2H 2 22 1) A AF EL A R T BEL Lk A 7 RRSOASE R 3 24 94 3 N
itk o B AEZE JE 3 5 BORLAL IR UL PN BT 23 HH S AL K DR E A& — il FH B ORF A 771 o 1) 3R
W, AELER T 7 AR I AR A T A 2045 T O T A 2 MR RE AR 5 0 5 R

CN 105263498 B i)

[0275] %26
pa (TNEEL o AN mmmmsr
[0276] =
PBREREE 1/4 3T B 47 .
) i 2 el 2
N 150 mg et 800 | <30 Aybik Bp %) A A7
samis | 2ismg | YEETRPI o0 | <0 st maiige
5364120 | 133mg | /4 ifgiﬁ’ T 1000 | <30 4 bt Bpl A
[0277]
- 1/4 3&<F B 75 4R 29 2-3 AP R R AR AR
g 0, §; . "
$364] 21 | 125mg e 1000 e
#4422 | 127 mg L4 iﬁ:}iﬁ” # 1000 >30 54F IS 44 %
[0278] =i {5126
[0279]  FE Il A e PSR AF R L 3 7E40°C T A v 77 2 55 1775 %6 AHNHIE B2 IR PR 45 SR A 5

JiEA517  19FN20F8)CVC/3TC 77l LA B S it 3 1 4 CVC B 7 F 7 ) e 4% Jofi o ZE R ST B Ta) L BT A
TR A S N 5 A7) R B 2R AEHDPE R R o i 27a A2 b b BT MRS , St 5117 L 19 F120(1)
CVC/3TC Jy 771l 5 S it 451 1 4 1) CVCER 7 v 771 A B2 i Mk 3TC R 1) 71 2 P-4 (Epivir) [ FEFRE
R &9 B INIE G AT 4% T SE A B AN I 0. 1% o X FR 7R i PR o) 78 3R il 550 A0
R R AL AT A DL KR S [ o FE W26 27 b BT 73 AT AT S it 451 v 5 R WL 82 3] K
5E AR SRR R o

[0280] F27a
B | EHEH 14 %P 17 K#EMH 19 5 3649 20
(B) (B CVC#R | ECVCH#R | ECVC#AR | & CVC #&
(%) (%) (%) (%)
[0281] 0 1.2 1.4 1.6 1.3
2 1.1 1.5 1.4 1.4
6 1.0 N/D N/D N/D
9 N/D 1.5 1.4 1.4
12 1.0 N/D N/D N/D
[0282]  N/D- Rl
[0283] F27b
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B | SREA 17 £ 84 19 L34 20
[0284] (B) | &3TC#&MK | & 3TC &4 | & 3TC &4
(%) (%) (%)

0 BLQ BLQ BLQ
[0285] 2 BLQ BLQ BLQ

9 BLQ BLQ BLQ
[0286] BLQ-{k T & =R (<0.05%)

[0287]
[0288]

St 51127

& St A5 17 . 1981201 CVC/ 3TCH RB-B R IR ki , 3 H B2 R FR129 R

BN IN3TCAT I 109 Bt 7~ I CVCER Ky KB 6 W vl e PR FEA, (H BT A CVC/3TCRH KRB &1
HRATIAR s 9 m b= i B ) BT 5 10 AT 45252 (1) ] R AR ARRAIE o 7 2K R 08 A — e E 4 i e P A
Ji7, A IR 22 52 Fe B el R B M A 5k o 1) K 28 s Ok 1 o B A8 v R FEE 1) oK 3R 5 1Y
S 45117 F120 f B 278 O 771 J53 2 EL S e 451120 22 150me Pt S 5t 7] 19 F w] s 42

[0289]  Sijitifsi|28

[0290]  #ll£& F THIVIEI B — Fr 55 & (STR) 697 I 90 10 B B = i PEFRICVC STCRIfK
© (EFV) 414 1 BUE B 7 FEXUZ Fr 7R, CVC/3TCHL & LA B 2 T X AFAE , 1 58 =& PE 7
ERVLL 28 — )2 T AFTE o A8 F St 471 20 1) 3R 40 & W il 2% 7 7RI CVC/3TCIZ AR, L B A TF )
FEARTCVC/3TCLH A B AH AR AL T 2N AT S Bkl FH -3 XANSTR F A4 i i

(02911 i FHSLANGS ANk AL LR T, 388 3 o F v B UV SUORi Ak 7 v il % EFV 2 o FE 275 1 &
WE T ERBVNIRG ST BGEFV AL 4E 5 S BOR T AR L 4E R A R m IR A2
PSR AT 4E R 270 Bl DL £ 300g UKL I 29673 £ 11 15 6 W s in238m1 4l Ak /K L3R 1518 &
Kifl, I3t BB 3t — 045 G o B3R ) mr i =Cut BB U S ks , o HL7E 8 X T gs Hh 7280
CF )it — Dt B TR ORL, I H S5 8RR BE 48 & . W2 A R EFV /2 H &2 2 850mg , X
V. F600mg  EFViE 4 A 73 F1250mg N TE 771 o 44 FR A CVC/3TC /2 FERV )2 s il i B A KT 15kPI)

B FE AN/ 0. 8 %6 w/wi] G R BE I XUZ 751 BUZ P77 B 2R 28 s IO 2L Ko

[0292] 28 (CVC/EFV/3TCHE— 757 %-1)

[0293]

DN WEE (%w/w) B E (ng)
CVC/3TC/2

FEJe e T3 P g 2L 10.34 170.69°
PR E 18.18 300.00
T R 9.70 160.00
(BUTE RS 5.82 96.01
BRI F B AT 4 2 3.70 61.10
fif g PR 0.74 12.2
EFVE

WikFit 36.36 600.00
T Em AT 4= 7.97 131.50
S LR AR N 3.64 60.00
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A SE R R A 0.73 12.00
FZYSE AR 2.30 38.00
T i 1R B 0.52 8.50
Mt 100.0 1650.0

[0294] 22T 150mg %% J& 0.7 ' ¥l 2 bl

[0295]  sizjifi 129

[0296] 47 S it 451 28 H T 3k #h1] %40, 27 CVC L STCFIEFVAE A3 M F 1 X2 Fy 71, 451 4h 2 kb 2
EFVE 1) 5 52 775mg o {5 FH S it 451 20 (1) i 2H & W il & F I CVC/ 3TCZ o SR 1T, LA B AT
AEAR[CVC/3TCLH & Bl A I AF AT 2UAR v ALl il FH T 1X AN STR A AR & H o Fr 71 LA K T 15kP
[ 2 DL K ZINTF0. 8 Yo w/wit) i R o BUZ A 71 LA 2970 Bz A 2Ll o

[0297] 3629 (CVC/EFV/3TCH— F #77 %-2)

[0298]

DN WRE (%w/w) & F A (ng)
CVC/3TC/2

FEJe e T P g 2L 10.84 170.69°
PR E 19.05 300.00
[0299]

T IGZR 10.16 160.00
Tem A 4= 6.10 96.01
B R R LA 4 2 3.88 61.10
i fig PR % 0.77 12.2
EFVE

iETH6 38.09 600.00
Tem A 4= 3.82 60.20
B R R L A 4 2 3.81 60.00
R FE DR R 4 0.76 12.00
FYSE- AR 2.22 35.00
i fig PR % 0.50 7.80
Mt 100.0 1575.0

[0300]  a. 52T 150mg %% JE oo 45 2 Vi B il

[0301]  Sjiifs30

[0302] &= S5 2829 CVC/ 3TC/EFV 7 FIEAE B FoJIK 15 Wb 25 LA 3 11 LU A R AR 1 4
XTAEWIRI B, 97 H -5 St 91 1 AR CVC B 77 v 770 ) 4 % A2 R FH R AT LU - 4 LU A9 44 /s Pl
A R FRILL s % 25mg 8 5E 71 & 1) 28 JE T 5 DN BB, L rh h oK SR A B 4% L 9 B A DL I ik
50mg 7 E , - H AR L 35 AH N 2 Eb 45146 ARG L3326 100me 71 5 o 8 %5 2B W0 ) F P 485 SRR T
3097,

[0303] %30
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CN 105263498 B ﬁﬁ 32/35 1
10 CVC $#st4 4 | 3TC %43t44% | EFV #&3144%
FRE (%) FRAE (%) FAE (%)
24, AKEnEALE (F pH1.0-2.5), n=5
[0304] 3647 14 CVC 17.7 N/A N/A
h #—Vector
TF-220 3 /x# 2
5 #1528 5.9 81.3 16.5
523645 29 3.9 107 16.5
[0305]  a.50mgFEMIFEJE W+ %
[0306] X A= W) A1) FH B £ 8 S om S ARV T A7 AE T it I, CVCI) 2 55 & ) PRI  AK

245G R I EFCYP3A4H) — R 2 A5 571, JF H.E Bon L H- e 28 B v H P A rh g4
BN, Hh AR SR JE T 2 I RIK LR AR 2245 o

(03071 Scifsi31

[0308]  fEfRIAEASE PEAEAE N L I AEA0°C I A 71 8 a1 75 Y6 ARG B R A B R Il s
Tt 45128 FH29K) Fr 71 R Ak 2% 5 o BT AT 57081 55 T R — b 0 2B A g B 8 B HDPE R -« e 31
HRTEIR , P e A A N A7 25 1 5 CVCE 2 PR 7 I 35 A2 o AR N3 3 1 Pl IR A — S it
IREE PRIk DR SR/ DRSPS W TN (7 R o 1 /P T s A

[0309] 31
BHE | LA 28 | FTHAEM 29 | FHAEM 28 | FHEM 29 | FHEH 28 | FHEH 29
(B) BCVC#H | ECVCH| B3TCH | $3TCH | B EFV# | ¥ EFV #
[0310] B (%) B (%) B (%) B (%) B (%) K (%)
0 1.3 1.2 BLQ BLQ 0.1 0.1
4 1.3 1.3 BLQ BLQ 0.2 0.2
[0311]  BLQ- KT E&EFR (0.05%) -
[0312]  SEjitifs32
[0313]  FEiAR E L, I E40°C T AL 2% Fr 7728 55 T 75 %6 AH X T BE A0 A 35 K

TRt 1511 28291 Fr 771 A R St 45 17 1O AN 2000 F 770 5 B RN /K 5 8 T R 63233 FF Ak
A, AL 2 S A5 19 FH 200 7RI L L% STt 4511 28— 29 1 STR 771 H () CVCANSTCIY) it FE A ¥t 2%
AN AE2 T 2 5 ST ) P TR S AR AT SB35 ARk (H R4 ] 2 )5 S 7R CVC R 3 TCH it
A BUE R BN IX AR B35, 3F Bl T dr 7 v R B AR R R T .

[0314]  Z32: fEMIE AT (40°C/T5%RH) N )48
Sabl 17 Sl 19 %l 20
& id) . =3 me T n=5
(&) el e o
[0315] BTC (%LC) CVC BTC (%LC) CVC BTC (%LC) CVC (%LC)
"0 100009 1003:42 POOL10 991422 P6A~18 102719
2 PS8+14 97.6+52 P81+1.6  986+20 P81+1.1 O98.0+18
T4 P58<90 923-55 [1004-26 999+30 [1005=27 99840
[0316]  R33: fEMITH LA (40°C /75 % RH) T [fI5E &
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B B

CN 105263498 B Wt

33/35 T
B 14) : - Faap 28 #3645 29
[o317] K&
3TC (%LCY EFV (%LC) CVC BTC(%LC) EFV(%ICY CVC
S0 P8S5S+14 1022407 9744 70£19 101.7+£09 98R+1.7
[0318] | 4 P89+12 1012404 101.9+ P85+1.1  101.2+05 1022+1.3 |
[0319]  ZFR34EIRTEA0°C/T5%RU 474 2 )G » A ML 2 S 451 17 19 /12084 CVC/3TC H
FLL N St 51 28-29 8 STR A 75 Fh AR — N A i Karl FischerfE@ /K& B4 B &
4%0
[0320] 34 .7EhniE 45 1F (40°C/75%RH) FHI/KE &
T=0 T=2H T=4 7
P s K% -394k K% 3914 K% 3514
L 0.4631 0.3745 0.3949
FABIT —asga | 0 Toam96 | %% [0as15] %%
L 0.8434 0.7978 0.8538
FAFI 02620 1 085 Tossso | %% [ossoz | O%
[0321] . 0.4173 0.3975 0.3920
FABI20 =g 042 Toa3s0 | %% [030a5 ] 93
L 0.4650 0.4323
52 #.49) 28 55191 | 049 T 0.47
0.3423 0.3763
556429 | 0.3991 | 037 | 03817 | 0.38
1.1898 1.1280 1.2239
[0322]  #£40°C/75%RH FAEAF9H 2 & , AR St 49117 L 19 A1 201 F 77 ¥ Y o £E40°C/

T5% RH B A79 J& 8] , AR EL R 3TCHICVCH ¥ H ith 26 . A8k

[0323]  7E40°C/75%RH i 74 2 J5 Mk 5 it 451 28— 29 1) F FUMI ¥ HH o 35 HE B i ok
T 13-14,

[0324]  SEjiifs)33

[0325]  tH7E40°C/75%RH T fifi 479 Ji 2 J& Wl S A5 17« LOFN20 1 Jv 75 A5 5S4 B 1% o

S FIXAN IR S B St 451 17 ) B — 5B B AE 100m et R, s iisml Mi 1iQuK , B e i &
TEPR 45 b, 7E200rpm FRFEE3070 81, B J5 8 N6 5m 1 FE B o K 08 e B 72 iR 3% #% b, 72
200rpm N FFRFSE3043 0, 3F H A FHEDKE 8 S 0 B 22 100m 1 o ) T~ STt 451 19 A1 2018 741, 1@
i LR 7 2R il 4 HPLORE i < 52— A E AES00m LB, S In25ml Mi1iQuK , ¥ bl
B TENR G 2% b, 7E200rpm FRFEE304 £, U N325m] B, W BB AR R W 48 b, 7R
200rpm | FEFESE30 58, I HASE A B A & R0 R 22.500m 1L o {5 FHHPLC 3 Hr % i R AH DG4
B - 1£40°C /75 % RH Mitif79 Ji 2 5 , CVCAHZR 4 Jii A<LOQ (0. 05%) G N2 £50.2% . 7£40
‘C/T5%RH FigA79JE 2 J5 » AW EE B 3TCAH P Ak TR F1.0Q (0.05%) HIKF .

[0326]
[0327]

RV FHPLCI A S B Tk

#*35
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CN 105263498 B 34/35 TN
BE A #HR
AE Waters XSelect HSS $FP, 3.5um, 8.6 % 150G mm
A8 | CVWC: 283%am
ik 08 mijmis
SE SR AR R LITY
EVE: S0ut
AT g FIFAH > 15 me 00720 Ach K& 10 VIR,
etk ad i) 108 5749
[0328] FENA (WP} A B 10mM 7 B4R 69 0 K, PH S S
8 ou/s PEL/LE
P 4 Bf i) (5-4p) % A -
@ 97 3
g §7 &5
5 g 70
ol 30 70
0 248 25
100 20 80
101 g7 3
108 o7 3
[0329]  sjifiifs)34
[0330] St 28K) ) (A 3R e 7w 45 2 L 3TCHIEFVII 4L &) fE25 &V FLIK B Wb & Ad

BRLEAS R R 1 259 8)) 71 MR o 32 Bl A5 4 /N i R 771 BL 3 3% 48 5 771 &8 25mg. CVC.50mg 3TC
F1100mg EFV. 45 BMEA T #3694,

[0331] K36
ME _ Cmax Tmax AUCyq AUCpy —— T MRTi
B0 oy MEORD oty Cre) apmh)  aemith) AR Cren Gpen)
DIOI 250 268 §38 200 563 5% 607 591 117
DIO3 250 271 45 200 37l W 1 5.4 598
[0332] DI 250 2 488 200 19.5 n3 16.1 23 385
D106 250 259 33 200 1§3 19 649 6.4 648
DIOS 250 258 329 200 193 197 197 428 5.76
FHE 50 257 45 200 266 280 677 480 585
SD 0.00 017 329 0,00 0 219 §55 1.60 1.4
CV% 0.00 6.70 723 000 780 4 819 13 12
[0333] N [ fig, ] DA bR $ AR A N 5 RN G R DLBEAT A% FH BL S STt AR A TT

g T (HE AR HAT R A o ] A AN B B AR 22 T 00 i B mORS e XX A 4 IR kAT 25 Ao
B AR N 53 AT AE3E I R H T IR A A 3K, I HAS 23 I AT BABR AR SCHH R T R 1) 5
CBLAMR T S i o 28 1K U, A8 — B8 St U7 58 Ok TR E SR AR 1 7y (W3R 78
7S ST SE) AR , (E AU E @ B AR SR R 2L B ARE PR Rt al F sl e
AL SR o A 5 AR 24 B 35 B B - 1 X SO 25K A 1) 32 1 e i P26 e e VR ) Bl
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BN - BEAN BRAFAEA SO T3 AR B A B SO BB, 75 ) B3R 23R B
Ho vl e A AT 2 & R A A T 6
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i ——— —
90
o2
L o--D1, T=4 A —e—D2, T=4 A
S 4 —a—0D3, T=4 /& --=--D4, T=4 A
20 »—D5, T=4 B —e—0D6, T=4 A
10
30 45 60
ot iE (5-4F)
K13A
100
1 e o e e il s S e e et
90 T .
0
3 70
% % oI, T4 M —e—D2, T=4 A
Q gg a—D3, T=4 ] --=--D4, T=4 A
20 —»—0D5, T=4 B —e—0D6, T=4 A
10
0 | : :
0 15 30 45 60
o (54F)
K138
100
1
T —
; 70
prl DI, T=4 A —e—D2, T=4 A
Q gg —a—D3, T=4 A --=--D4, T=4 A
%8 —x—D5, T=4 1 —e—0D6, T=4 A
0 : : :
0 15 30 45 60
o i (54F)
K13C
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LC & 4% %

50 —o—F1, T=4 A ——F2, T=4 A
§8 a—E3, T=48 --=-[4 T=4 A
%3 —»—FE5, T=4 Bl —e—E6, T=4 A
0 : : |

30 45 60
i (54 )

Kl 14A
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30 45 60
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K 14B

—o—F1, T=4 B —e—[2, T=4 A
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