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(1889) |2 L7 2 LERE300mg (T / AEL Yy FaFy
& L245mg)
b AF#, JuAHNLAT—RANa, b RaF
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TFME R RE
[F/ME : &AME]

1) BRSBTS RO D HEEME, 41961

F2) 23 vS— b A MEITRER, 61~626], I RS v b Crrough® 53f]

16.2 ORUN

16.2.1 BEDXE
HARMNERBA BTN UCAR 2 ZERICHEREIRSG L 56, S8R
(413kcal) BEEEHELT, TILETFZTELDCrak FAUCKHITF
NZNS5% L US50%ETRL, 7/ AELDCrax X VAUCKIEZNZE N
28BERL7ze F/z, TET AT Y FDCradd7%E TR, AUCHild6% L
FLU, TLAN)YYEYDCraxkUAUCKlE ZNZFNI3% K O2% EF L
7oo —7, WA (250kcal) {EEURFE HERIEMEE OB T, WIh
DT S Crax CAUCKH L FIFEE TH - 729,

16.3 9t
ILEFZSE)L b MIFEERICNT AEERIEIng/mL~1.6 ug/mL
DOBEEFHHICBVTEBEICREETI8~9%TH o7z, TILETFIIE
Lo IR/ IS HIZ0.73Ch - 72 (BHEINIC BT BRUE) %
YR bk MIEEHICHT 2B ERIZT~B%BTH DO, [
WP/ MEREEHI30.5CTH > BHEANICBIT BE) Y.
IAMYTHEY b MIFEEAICHT G, 0.02~200¢g/mL
DBEEHFHICB W CBEIREFEE T4%RFBECHh 72 GHEAICBIT 250E) o
FT/AREN YV FuFy L7 )VEEE e MEERICH T AEARIE
0.01~25ug/mLOEEFHREICHE WL CEEITKETT0.7%RETH > 72
(FAEAICBIT B ) -

16.4 X385
ILVETF TSN FI70Y—LKUOCYPTA VYA LER NN
VItroRERICB W, TIETZIEILIEEICCYPIAIC L D RBETS 1,
%7-, UGTIAL/3IC& D, ZLrarBiasz2id- GHEAICEITS
) Yo
I ZRYy b Iy —LRUOCYPTA VA LERHWLIn
VitroiRERICB W T, IV RAY Y MEFEICCYPIAIC LD R#SH, —
EHCYP2D6CR#E s NzYe F7z, in vivorkklhiz, ZLrorBias
FiImHs g -7z GHEACBT 2EE) V.
ILMNYVHEY e MFI 70V —L2HWEERETICBWLT, 2%
RiFOREI B HEH SNz, "C-ZL M) VH UV EZEEERE L&
%, BEEO13%OREY AL MRFICHEE SN FHEANICB T B
?’ﬁﬁ) 12), 13)o
F)AREIN DV TaF T v I)VERE  BORER, EP,ICT ) RE
VicREsh, 20%, MilaNTT /ALY VERICRE Sz, in
VItroRERICBWT, T/ AL YV aF IVRTT ) AELIEWT
NHCYPOREE TIEHB W EARENT JHEANCBY 25E) Y.

16.5 BEtt
INVET T I BEHEEICY M ELI00mE T — R b LTHC-
ILET 7 IENS0mgx BEREG L& 25, HERD4.8%MHFIC,
6. 7% RAFAICHRt s Nz (SEANICBI 2R0E) 2.



JEYAY Y b EEEBEICICSAY Y MS0mgE6HBRERS L
FeBICHC-a Y A Y v M 1S0mgE G Lz 25, HERD86.2%M
#APIZ, 8.2% M RAFICHEtE N (SEANICBIT DHEHE) Ve
ILNYYHEY  @EFBREICTLAN) VY EV200mg R RERS
BUC-ZL N VYV ERERES L5, BEED86%ILRFI,
14%13#EFRICEIRSN7ZY, B2 )T SUADPHEEI LT F=2 20T
FU A% EES /2 EN S, REMES B ERME OB EHIE DM 12
Kot REBE Nz GHEACB T SE) ¢

TAREN VY FaF T < )VEEE  HIV-UBREREZICT / RAEL
YV FaF VLT 2 VEEE30mg | HIEARREROZRS Lzl 5,
BEED32% (7 ACVHE) S4B AICRPICHERs N, 5/
AENLZBIRNES L5 E1E, #E5EDT70~80% 728 E Tio, 7
JARENE LCRFUCHRE N, BT SV AREEI LT F =
TVTTUVARBATWAEEZONLZ NS, RIRMESBERME
ANOREBEIRIC X BB AR S N (HEAICBT B EAE) Y.

16.6 WEDNERZHIDEE

16.6.1 BiEEEEEE
ILVEFZSELRPIACYRAY Y N 1 LT F 27 )75 AN
15mL/minbl E30mL/minkifOEE O BEWERE 2 H T 2 18E Ok
BTEE) KB4, TLEFZ7ZELI0mgRkUaIEY Ry v b
1S0mgHE SO TILE T /I ELRTILY ZY v hOAUCK, 7
L7 F=r 7752 ANI0mL/minBOWHEBEIC L, ThEng
25%IE TN UHI25% R L7z SEANICB T 248 9. (7.4, 8.3,
9.2.2, 10.2, 11.1.1, 15.1 ]

ILNYYHEY 1 7L TFZU )T T 2 AH30mL/ minski O B E
DEMERELZET AWEBEHEICBITS, TA MY Y% E2200mgHEE
EBOLLN) VI EYDCraxkAUCKK, ZJ VLT F2T7UT IR
780mL/min#B D EE#F 1Tt L, ZNZNHI30% % O0F1200% 7 Lz,
/2, L7 F=r 7T T2 AH30mL/minkl E50mL/minki# o s
EEOBREEELZETHHHEICBTS, T4 M) YY1 200mghl
EHEEOTLRN) Y Y DCuukTPAUCHK, ZLT7F=2 7075
> AH80mL/minBBOHERE TR L, ZNZNHI50% % UHI120% EF L
7o (BAEAICBI BAE) 7. [7.4, 8.3, 9.2.2, 10.2, 11.1.1, 15.1
%]

TORENL DVTAF VLTI INRE  JVLTFZ VI )T T UAN
30mL/min kKO EEOEHREREL T 2HBEEICBIT5, 7/ 4E
L YV TaF )7 2 VEEE300mgBEIR S5O T/ A EL O Chak O
AUCIE, ZL7F=> 20752 AH80mL/minBOwEE Icx L, T
J ARE LD Crax &k CAUCIEHIT0% R UFKIS60% EF Lize 72, 717
F=> 77T > AA30mL/minkl_E50mL/minziiE o Hh o B L
EEL2ETHHEBEICBITS, T/ REL YV TFOFYILTVILEE
300mgH B GR DT /) RELDCraxld, 7 VLT F =0T IT T VAN
80mL/min# DO ERF I L, Z{LixgEo 5nd, AUCIEH160% EF
L7z MEAICBI HEHE) P, [7.4, 8.3, 9.2.2, 10.2, 11.1.1,
15.1 28]

16.6.2 FTHEREEEEE
ILVETF7ISELRVACTYAY Y b FEEOF#AERSE (Child-
Pugh/ 2 5 AB) 2 BT AHBEEICHB TS, TILET T IENL150mg
KUOaey 2y y MS0mgHREIREHROILE T 7T ELRUITL Y R
%y bOAUCH:, FFHEEEEEREBEICHL, TILET 7 IELTIE35%
bR UM, a2y y bTREERD N o7 (HHEIAICE
JBRGE) Y [9.3.2 28]

IANYYHE Y  FRERELE T SHEE ICB T 5B I
LTV,

TAREN PV FaF N T IVEEE  FEE» SEEOFKERE S
BIAWBEICBITS, 7 /KL DV FO0F VL7 < VEEE300mgH
5O T ) RELOEYBREZHE Uiz, EERBREICHLEED
JFHEEEREE (Child-Pugh%# 2 5 AC) 2B T 2 HWEBEDHAE T,
Cra X UAUCIZFNZNHI40% LR L7z (BLEAICB T 5 508E) 2.

16.6.3 HIRPDHIV-1RPEEEE
IEIRFOHIV-1TEHERE ICBIT S, TILET 7 IENIS0mgkfay
YA v F0mgEEL L IR VEEROILVET I IELRUIE Y
AE Y s OFEYEEEIEET Uiz, TOMRE, HER (6~12) IS LT
IRAEE (1441) TlX, TILETF 7 ITEILDCrax, AUCo240 %2 O Crin?S %
NEN8YW, 24%TV82%ETRL, T AF Y hDCmax, AUCo 2K TF
ConZNZN28%, 4% V61T Lize £z, HERICH LIFIRE
H (2401) T, TILETFZISELDCnaxy, AUCo20 8 P CrinZF N2
N28%, 44%KUV8UETL, T AL Y b DCrax, AUCo200&% NCoin
BENZN38%, S9%KVCTWET L7z (FEANCBITDEHE) Ve [9.5
%]

16.7 EYIEEER
fEREAICH L, RAIIARR ORI S % &R 287 O HEE &
G L7zB0, RAOBEMED IS HEOENEREAN DL E L RI~TIC
RY BLEAICB T 2 5HE) o

3 HRAERGHEOTILET VI ELOEYHE/NT A —5 1

RECRABG L e
VigzE-20) 5 ¥y rY il VET 7T EL OIS
G R | D70 RS || 55X =Sk (0%(E
B3 [ LD FEXR)
& Cox | AUC | Com
PUISTE ] 200mg 50 0 | oss | oa | o0
2o 0| FE | AIE | Tsom |12] ©49, | 0.28, | (0.02,
S| 1628 e 0.61) | 0.33) | 0.04)
20mL 0.95 | 0.96 | 1.04
Anr#i 8 (0.84, | (0.88, | (0.93,
B[] 1.07) | 1.04) | 1.17)
s 20mL 0.98 | 0.98 | 1.00
71 ahrig . |10] (0.88, | (0.91, | (0.90,
LTS wE | somg |P07EY | 1100 | 1.00) | 1.1D)
BN & | 100mg : ' :
s | 20omL | eE | 00 0.82 | 0.85 | 0.9
0.2 | 2hrd 11] (0.74, | (0.79, | (0.82,
PR 0.91) | 0.91) | 0.99)
20mL 0.79 | 0.80 | 0.80
2hrig 10} 0.71, | 0.75, | (0.73,
85 ] 0.88) | 0.86) | 0.89)
20mg 1.02 | 1.03 | L8
12hrf avsz|10] (0.89, | (0.95, | (1.05,
777y 1A1E | 150mg | v b 1.17) | 1.13) | 1.32)
) 40mg | 1HL[E | 150mg 1.00 | 1.03 | 1.07
G 1HIE |16/ (0.92, | (0.98, | (0.98,
1H1E 1.10) | 1.08) | 1.17)
s rar | 200mg | tsomg |? 7 2% L L7 18T LeT
L | e | AT | 0omg |18] (1.04, | (1.36, | (1.48,
1H1E 1.33) | 1.62) | 1.88)
AV aE TR
L VAR |90/400mg | 150mg | 5 k{0 g% (ég (?g
Zen® | 181E | 1H1E | 150mg oo | Tom | Loy
[10.2 &) 1H1[E ) ) .
omg | oo [VFFER] | 0.93 | 0.99 | 0.9
2hriil | JoTE | 100mg | 9| (0.83, | (0.91, | (0.85,
1A 1 = 1.04) | 1.07) | 1.04)
_ [2omg 1.6 | 1.10 | 1.13
iijg 2hrid avsz |11 (.04, | (1.02, | (0.9,
181E | 150mg | % v b 1.30) | 1.19) | 1.34)
20mg | 1H1E | 150mg 1.3 | 1.05 | 1.10
12hrf 1HIE |11 (0.92, | (0.93, | (0.92,
1H1E] 1.15) | 1.18) | 1.32)
N aL¥ YA
V7775 somg | 150mg | ot 0.91 | 0.79 | 0.3
2 | e e | eomg |12] 084, | .74, | .27,
[10.2 £:78] 0.99) | 0.85) | 0.40)
1H1H
aE TR
OANZ% | 10mg |150mg | #v b 10 (8(;;1 ég? (832
#om | wE | 161E| 150mg 1.07) | 1.14) | 1.16)
1816 : : :
aE TR
757L¢| 750mg | 150mg | & v b 0.79 | 0.84 | 1.29
o | T || taoms |16] 074, | ©.79, | (114,
e 0.85) | 0.89) | 1.46)
3) TAL7 75 CABARE b5 DR (hr : B
£4 HHEBREROIC Y ZAY v SOEYEEIST A —F H
e 1’@%”9?)335#/3'%#?@5#@3
PERZEED . vy R il YRy v+ OEYBRE
% | HEZ - & CLo AN 5 INT A =% (90%(5HE
B [ H& X[H)
Cmax | AUC Cuin
N 4
ﬁgy;ﬂ 200me | 1o lsome 0.28 | 0.16 | 0.10
0 ol FEL e DE ) 0.4, | 014, | (0.07,
Sy | 182 0.33) | 0.18) | 0.14)
20mg 1.04 | 1.05 | LI
12hré 10} 0.9, | (1.02, | (1.06,
7-%7v| 181E | 150mg | 150mg 1.08) | 1.08) | 1.26)
v® [ 4omg |1A1E| 1H1E 1.06 | 1.03 | LI
RS 16] (0.9, | (0.97, | (1.00,
1HIE 1.13) | 1.11) | 1.24)
AV
I+ VAR |90/40mg | 150mg | 150mg | 0 (}'fg (i'ig (g'ig
ZeAs | 1E1E | 1E1E | 1816 Ly | Lo | Sy
[10.2 5] : : :
20mg 0.90 | 0.92 | 0.3
2hril 11| 0.82, | (0.85, | (0.74,
275 | 181E |150mg | 150mg 0.99) | 1.oD) | 1.17)
J—1® [ 20mg |1HIE | 1H1E 0.94 | 0.9 | 1.02
12hr# 11| 0.85, | (0.89, | (0.82.,
NG 1.05) | 1.09) |1.28) ®




e I OF S /FEGE D 3
CitaE30) 15 av YR il YRSy b OEYERE
PiR%E | HE - #& CLo LAY % N A =5 (0%EFE
57513 [ HE X[H)
Com | AUC | Cun
Fo7Le| P8 | 1somg | 150mg 0.87.1 1.02°) 3.32
' AR || e 6] (0.82, | (0.95, | (2.82,
1H3[E 0.93) | 1.09) | 3.92)
1.06 | 1.09 | L1
SLFEND foE(l)rlnﬁg] NA#0 11;?%%@ 14| (1.00, | (1.03, | (0.98,
1.12) | 1.15) | 1.25)
NA : 5T

F4) a2y v MUEIHES A S OB (hr @ FERE)

5) Cmin® 710/

#H6) FILFEL  ACTVAY Y MHILANIYIEY - T IRENL TTT2FIRT
< VRS % I\ 7o SR B RE B

K5 HAEBREGHOTLN) VY E L OFENFHEINTA -

. R Al Ot/ JEPE RO T 4 b
AL IR A i
= ?z*i Z M| A—FH (0%EFEXR)
= Crax | AUC | Cmn
tILrZY 50mg 200mg 9 822 0.84 0'34
) | e 19| 082, | 081, | (0.9,
0.98) | 0.88) | 0.99)
UARATE 1.2 | Lol | Lo2
e | 0CNME | SIRE oa| (.97, | (0.98, | (0.97,
5 2L 1.06) | 1.04) | 1.07)
77 oosmeng| 20mg || 0S| 0o | 05
1H2E | 1H1EE o | S | e
[10.2 Z5] 0.95) | 0.9 | 1.10)
0.90 | 0.93
77 AL¥7 | 500mg 200mg
; 12| (0.80, | (0.87, | NC
33) ’ ’
HEL L I 1.00) | 0.99)
NC : i

F7) TILETFZISEL - AEYRYy b TLARNYTIEY - FIREL TTT )
NN NVASQIY sk IRVAE YN E:
H8) TLNYYHEY - T )ARENL VYT OFUILT IVEEER 7 R B R B

£6 PHEBRSEEOT ) RELOEYEHENNT A -5 1t

BRI 7/ AREL fhFEI O R/ FEGE AR O 7/ &

piEE |-y | 0 0F | A CLORMEE T X =5 1
= & NI (90% 5 4BX )

EatE O R i Cusx | AUC | Cum

FI7LE | 750mg 300mg 103 106 108

U me | mme |16 ] ©on | oz, | auos,

1.16) | 1.09) | 1.12)

147 | 1.35 | 1.47

Lo, Laa| 37, |, | .3,

1.58) | 1.42) | 1.57)

64 | 1.50 | 1.59

g, 23| (s, |, |,

Loriay 1.74) | 1.59) | 1.70)

L+ VAR | 90/400mg | 300mg Lo 198 ) 2.63

e | e | e 15| (56, | Q.77 | (232,

[10.2 S7E] 2.04) | 2.23) | 2.97)

o 300m 1.32 1.40 1.91

151@53) 14| (1.25, | (1.31, | (1.74,

1.39) | 1.50) | 2.10)

1.6l | 1.65 | 2.15

Lo, 29| (st |9, | (205,

1.72) | 1.71) | 2.26)

1¥9) AE% - B e B

E10) 7Y FENL ) RFELATILRNY Y FEY - FIAREL VY TUuF VLT
IVEEIR & I\ 7 R B R B

FILFEL )R FELFTLANYTHEY - FIREL DV TUFIILT L
BRIE % B\ 7o BB REE R

I77ELYY - ZLNYVHEY - FIREL DV TaF VT IEEE
F W 7= B B RE AR
ILRYTHEY -
[BVAE 27 ) v
RLFZIEN+ILRYTHEY - T IAREL IV TFuF VLT v ILEEEEH
W 7o e B RE A BR

11

E12

*13) JLEEY Y - F AL YV TuaFyLT v VEEEA

*14)

K7 INVET7IENBAIRTaCY Ry y MUAL a2y A
NIFARARS RO AREOFEN B/ ST X -5t

Le | v {1751 63 FH I / FE0F R e O
g | PR 575 O o | FSE DR B RE/ ST X —
HE Lo mE | ZH (0%EEXH)
FiE - Cmax | AUC | Con
NN ¥
E7 e |ng | g || 12| 15 | 0
2.2, 1]0.1 1H2E | 1E1E | 181E Lo Lo e
i 112 | 1.35 | 1.6
7;:%@? 0.98, | (1.18, | (1.43,
16~24mg| 150mg | 150mg | | 1.27) | 1.55) | 1.93)
gy | 1BIE | 1B1E | 161G 1.24 | L4 | 1.57
Jesa (1.03, | (1.22, | (1.31,
1.49) | 1.67) | 1.88)
7735 o 50 1.24 | 1.65
(EXAR | Sure | NA | ETE 18] (108, | (136, | NC
E 1.44) | 2.02)
— .41 | 1.08
vaxv ¥ 0.5mg 150mg
NA 22| (1.9, | (1.00, | NC
R ’ ’
[10.2 8] | H[g 1H 1= 1.55) | 1.17)
LoraE| somg 1.63 | 1.78 | 1.91
| ey (151, | (1.64, | (1.76,
1.75) | 1.94) | 2.08)
N 1.3 | 1.36
AT [OmE | SmE ool (114, | (121, | NG
400mg 1.56) | 1.52)
URATE| 1B1E 1.33 | 1.4 | 1.53
JVEERH (1.22, | (1.41, | (1.47,
> 1.44) | 1.48) | 1.59)
0.72 | 0.72
FoEyL 41561%% }SE?T@g ig?@g 17} (0.61, | (0.59, | NC
0.85) | 0.87)
0.180/0.215
/0.250mg 2.08 | 2.26 | 2.67
JNERF | IR 13| 2.00, | .15, | (2.43,
A= R RO FA— b 2.17) | 2.37) | 2.92)
TF=nrx| 1HIE | 150mg | 150mg
A Y [0.025mg [IHIEHY| 1H @S
FL® | TFoL 0.94 | 0.75 | 0.56
[10.2 58] | T2+ 13} (0.86, | (0.69, | (0.52,
Y- 1.04) | 0.81) | 0.61)
1A1E
. 1.0l | 1.07 | 1.10
Rt 11| (0.91, | 0.96, | (0.95,
80~120mg| 150mg | 150mg 1.13) | 1.19) | 1.28)
| 181\ |181E | 161 0.9 | 1.00 | 1.02
SIUr 11| (0.87, | (0.89, | (0.89,
1.06) | 1.12) | 1.17)
V77 TF 1.09 | 0.92 | 0.94
v 12| 0.9, | 0.8, | 0.,
[10.2 58] | 150mg |150mg| 150mg | |1.20) ¥9|1.03) =9[1.04) 6
iy | FELE | 1EIE | 18IE 484 | 6.25 | 4.9
it 12| @09, | .08 | .04,
5.74) #16) 7.69) E16) 6.04) 16
OANA% | 10mg | 150mg | 150mg 10 (}iz d?i NC
<~ 240, 14,
Fr Hi[E 1H1E | 181EH 2.4) | 1.67)
757VE| 750mg | 150mg | 150mg | o (égg (1'(1)8 (}ég
28) HI15) EIS) : ’ M ' M *
v IE3EJIBIE 1 1EE 1.16) | 1.29) | 1.25)
1.02 | 0.9 | 0.97
| SOE | Namn | 1B il 0.9, | (0.92, | (0.82,
1.09) | 1.07) | 1.15)

NA : #5¢79, NC: REH
E15) AHI% - Y B B ER
*16) V7 7 7F 300mg 1 H1[EH# 58 & o Hg
¥17) ¥LFENL - ALY RAYy bHILARNYYFEY -
< VBRI % F 7 S B A B

T)REN TIT72FIRT

17. BREREIIE

17.1 BERUREMICET 35

17.1.1 /BB MABEER (236-01025K8%)
FHIVEEIC L 218 RR S 2 WHIV- 1 EBGWEBRE 215 s L, =77
LY - ZARNYTFEY - F RN YVTaFUILTTIVBRIERES
#& (EFV - FTC - TDF) 20B& L —Ee5HHERBOBREERIIC
RY (5 144EE) 2,



21 236-01028 (1¥54%144E85) 24 236-020HBROMR (15 %4ASER)
N EFV - FTC - TDF NNRTIEO
Kéfg};"f* 15 KA B FTC - TDF#f
(352451 (290151 BE58
71 AR o s (14361)
HIV-1 RNAR 51 AR
50copies/mLH (80.2%) (75.3%) HIV-1 RNAR (932% : ( 88121% :
BRI 4.9% 50copies/mL& i P P
(95% (B HEIX ) (-1.3%, 11.1%) e 5.3%
(V¥ =3 | 0y 0,
S ——— (7256% (93;1% (95% (B HEIX ) . (-0.5%, 12.0%) 1
270 170 2o 4)
B (%) VA VARG (1.0%) (0.7%)

E1) #E5&I44EROMEEHRHIV-1 RNAEAS0copies/mLEL EDRER], 1BEIIRDOR
MBOWEFIC & O BRI HIE L7ER], BEFR, BT, REIRORUMULR
FLANOIEH THIELER DS 5, FIkROMmEEFRHIV-1 RNARAS50copies/
mLEL BT a5 7= e

EIEFAFEIRSERE L, 48.9% (170/348f) Ta -7z, ELBIWERIE, ED
16.4% (57/348f1), THI11.2% (39/348%1), E%4.6% (16/348%1) <
Ho7ze

17.1.2 BHSEMAEEER (236-01035K5R)

PIHIVEIC K 21888 2 WHIV-UEBSERE 2R E L, Y MY
LVTT—AMLT Y FELEREE (ATV/1) ROTAL MY THE
Ve F RN VY FuF YT v LEEER S (FTC - TDF) %%t
e L —EEMHEEBOBRERUTRT (RE5EZ144EK) ¥,

2 236-0103RABOAMER (BG4 14418Hs)

B (%)
4) 12 5%48 R O MEEFHIV-1 RNABAS0copies/mLEL_ EOEER], EEHREDOK
RO & 0 FHNCHIE LR, BEHR, T, AENRORUNUSHE
FLUNOEBATHIELFEF DS 5, FIEEEOMEFHIV-1 RNAEA50copies/
mLEL_ET & - 725ER]
BIVEFAZEIRSBERE L, 23.4% (68/291H) TH-7-. ERBEWERIZ, B
4.8% (14/291451), FEE3.4% (10/29161) TH -7z,
17.1.5 ;@5 EMAEEER (236-01233E8)
FHIVEIC X 2BBRESH D, 71 L AZIIH S TWwWAHHIV-1
BYUEREEZNREL, ILT VI AY 7L (RAL) RUFTC -
TDF 5 ARANCEID B R 1-ED, RRIOEMMERORLEEBET 57
DICER L7z, IFERRBOGREIOITRT (RE51%48EK) 2,

#5 236-0123FBDIER (I 5%RA8EEF)

ATV/tTRUFTC - TDF ARAN S B
1
Zkéls#?ﬁ)ﬁ 5 (4841)
(355 PRI E Sl s
A LR HD R HIV-1 RNAR g
HIV-1 RNASE (772 7:ty ) (75650/ ) 50copies/mLA i (100%)
50copies/mLA i or -0% o1 L A S EE 0
BRI 3.1% B (%)
(95% = HEP<H) (-3.2%, 9.4%) 5) #5548 O M HFHIV-1 RNARAS0copies/mLEL EDRER], 1BBHRDOR
: 28 % MR OHES I & 0 RIICHIE LR, HEHR, BT, WRNRO RN
7 A L ARG =) (7.9%) (7.3%) SN OERTHIELZEAD S 5, ILRKOmEFRHIV-1 RNARAS0copies/

% (%)
H2) %548 1448F O MEFRHIV-1 RNAB#50copies/mLEL_EORER], HEIRED K
MR OWTFIC & 0 BENCHIE LR, AEHER, L, WEDRO RN
FLANOEEATHIELEF DS 5, FikFEOmEEFHIV-1 RNAZA50copies/
mLE LT - 72 5Ef
BIEFAFIRSEE L, 46.7% (165/353f) Td -7z, ELBIWERAIE, ED
15.0% (46/353f1), TH113.0% (46/353f1) TdH -7
17.1.3 /B985 MAEEER (236-01155H5%)
MHIVEIC X 2BBRELSH D, 74V AZIIFH SN TWwAHHIV-1
BYEREZMREL, VN FELTT—RA LT OF 7 —HHESR
(P1/1) OFTC - TDFA 6B D& 2 =180, KEIOAMERD
REMEMRIT 572 OICEW L7, PI/IRUFTC - TDFiksE&R 5 % L i
& U2 dEERHEERBOMRE 2 E3ITRT (RE5%48EE) 0,

#3 236-01ISHBRORER (I 54%485EKF)

AP 5 B PI/T&U];;C{;%TDF%%
(290431) (139f)
PRI 3:hL !
272 121
HIV-1 RNAR
50copies/mLA (93.8%) (87.1%)
e inhs 6.7%
(95%(EHEX ) (0.4%, 13.7%)
N = 2 2
7 A U AR SR (0.7%) (1.9%)

Bl (%)
F3) #5%ASER O MEEFHIV-1 RNAS A 50copies/mLEL EDRER], HBADROR
WMBROBHIC LRI PR UER], BEHER, LT, GEDRORAILH
FLANOIH THIELER DS 5, FikROIMmEEFRHIV-1 RNARAS50copies/
mLELET# - 7]
BIERZIBEE I, 24.9% (73/293f1) Th-o7z. ELaERIE, BD
3.4% (10/293f), #ik32.4% (7/29361) TH -7z
17.1.4 BHEMAEEER (236-0121558)
FHIVEIC L 20BREESH D, VA L ZAZHICHIFE S h TWwBHHIV-1
BYVERZEEZ MR E L, FMBRRMEERREER (NNRTI) RO
FTC - TDF» 5ARANCEI DB A 12B5 0, REIOBEMER R 22 HEt
T 570ICEM L7, NNRTIXUFTC « TDF#ffEix 5 % wid & L7z3k
EMHERBOBRERUTTT (15%48EK) .

mLEL T d > 72 5EH]

BIMEF R ISR, 25.0% (12/4861) TH -7z, EaBIERIZ, EH
6.3% (3/48f) TH -7z,

18. EERNEIE
18.1 {EFR

ILEFZSEL: TLEFZSENIE, HIV-1A4 V775 —F¥DlRE
HETH b, 177 5—YOEEICLD, HIV-DNADEFEDNANDE
HIAAHZEMZ, HIV-17a7 A4V ADFERKL O A L A ZHIET %,
ILVETFTIELE, B hRAYRT—F I RUOTZVITNEHEEL
&L)A3)o

VY RFy kA Y Ry Y ML, CYPADRBIRMLIAERETH 5,
IALRIYFEY I ZLNIVIE UL, YFIVVDORRX LAY R
FEATHY, MIENBERICEID Y VEBtSAIAN) YFEYS -=
YUBEERBY, TANYYEE LYY -ZY VERIZHIV-1EESREED
HETHATAXFVIFIUE - ZU VBREBRAET A ERUHIETA
JLZDNAICE DA ENBICDNABBEZEILSES 2 &ICLD,
HIV-1WEEERBEDOEE 2 BET 5, WLEDODNARY X5 —Ya, B8,
eRVIPIYRNYFZDNARY XS —Fyicd AL b FE Y
5 -=Y VEBOEEERIZFHNY,

TARENL PVTFaF LT IEBE T AEL YV FaFyLT
TR, 7T Y= VEEOERIRX I LAY R - RARVEEY
IAFNVFEETDH S, T /KRENL IV FaFI IV TIIIVBENP ST )
RELVANDOEBITIE Y T AT IVONKFEPBRETH O, ZO%MEN
BEREICLD) VB EZY, TRV VBRER DY, T AREL
=) VBRI, HIV-1EEEBRZORETHHTAFOTT /) VU5 -2
UVEREFAT S ERUDNAICED A E N2 HICDNAMEME 2 EI1-
SHBHTLICKD, HIV-INEEBRZAOEE2EET 5, HAEODNA
RIRXS—Ya, BRUI LAY RYFTDNARY AS—EyIld 57
J ALY CEEROBEEERIZFTNY,

18.2 iU JLRIER (in vitro)

HEMEZHWZIn vitrofftARETIZ, TILEFSIEL, TANY
THEVROT ) AENLOIEFHIC L AEFERIERL, ALY RSy
MEMATHHEIRDONLE Do,

IIETF Tk FTY VSFERSEMAE, Bik/~ra7 7 —-I RO
FRAYIM Y > SER AR B 2 FW T, HIV-10OEBR SR & O R 5 B
HRICHT 2TV ETF 7S ELOIRT AV AEEZFE L7z TLET S
FENDS0%BAEREE (ECsfE) 130.02~1.7nMOEE T > 729,
VALY k1 ay A&y ME, HIV-1, HBVEUHCVICRT %
HANAEEABST, $HLILETFTIEL, TAN)IYEVH
HWVIET ) AREILOFLT A IV ATEEICT T AIETUERIZRD s e o729,
IARMYTHZEY DB TV VBRI, MAGI-CCRSHifak &
OVRAY M B ER A RS Z AL 2 W ¢, HIV-10EBRE MR O R 9 8



HICHT AT L M) VDRI AN AEEZFHE Lo TA MY >
5 ¥ DECxEl, 0.0013~0.64 u MOEE T > 725 5,
FAREN PVTFOFUILTIVEEE b FTY VSRS, B
B/~ a7y — VHREEMREEORMIMY > 8kER W THIV-10%E
ERE MR OB R D BERR IS T 2 7 /) AR E L DHT™ A L R &% 57 L 7=,
7 ) RELDECEIX, 0.04~8.5uMOEHETH - 70
18.3 ZEAlM %
18.3.1 in vitrosiER
IIVETZIEN L in vitroBE THESNZTILE T 7T EVITHT
HREZWNET LZHIV-128HKICIX, 12T 275 —EDT66A/I,
E92G/Q, SI47TGRUQI4RASFEERL LTROONTz. F/z, FE
ERZH-HIV-198 1212, DIOE, SI7N, H51Y, F121Y, SI53F/
Y, EI157Q, D232N, R263KKEUV28IMB 88 517z,
ILNYIHEYROTF ) RENL DV FaFy )T )VEEE  TA Y
THEUIET ) AREITR T B ASMETR LHIV-1 Bk % 558
L7ce TAMYTHE T 2BZHMATIE, HIV-1IHEERERO
MISAV/IER L BEENRD 6N, T/ RENMICHT BBEZESET
U7-HIV-15 iR T3, KSREEASFHIL THBY, ECEOHFE/RE D
e d Bfold-change (FCH) 132~4f%i1C ER L7,
18.3.2 BREREER
(1) FIHIVEEIC X Z8FRERN IR VHIV-1RRESRE
236-0102i%8%, 236-01035kBRICHB VT, 71 I AZHEREHES N
WEEDS 5, B5%480EK, 96ER, [44AR IIRHICHERFPILE
72 o 7o RO MEEHFHIV-1 RNAEA400copies/mL % #8 2 72 ¥ 88 ©
HIV-157 B2 (6%, 42/70141) OBEZEFRMETOMRY» S, TILE
TN, TARNYVIEYRIET ) AL OEEEREEE RS
Bl (43%, 18/426]) 1238 6 Tz. 186D S B 13611L R ER R 1A% 48E D
BHCER® 65, 36349 A 59618, 261397 7> & 144GEDRICFEED 51
7o BOLEHETRD SN ERIE, HIV-1EEEEREOMISAV/T (17
Bl), TLETVIELVOEREMEBELERCHLIA VT T T—ED
T66I (2f]), E92Q (9%1), T97A (1f1), QI48R (3fl) KUNI55H (5
Bl) Tholzo FIHIV-1HESEROKR (56) D SN T
LVET 7SN OEEMEREERZRDI-HIV-1KTIE, BIRERL

LT, 4177 7—X¥DH5Y, L68l/V, G70R, 173V, GIl40C, SI53A,

EIS7TQRUGI63RLEBD bNTze 1 ¥ T 7T — Y RO EBEREE ORI
BERAIGON, POA VT T I5—YOEREZRD-EE (1461) 1%,
MIBAI/VH RO Tz, FRFABIMFTOKEER, MI8AV/12 RO I-HIV-15
BERRIE, T MY Y VICRT AEEES, FEKICH LTSNS
I52{EBET Lze TAETF S ELOEEMEEER 2580 -HIV-1
BiE, TILET T ITENITHT BREEZEDS. 615 H 5 198EHBE T L7z,
(2) FMHIVEICLDBBERBRNSY, DAIILAZHNITIMHEINTLSHIV-1
RRERS

236-01153%8%, 236-01213ABRIC B VT, R EBASERIBEE TR UFE
RBURIFTORR & 72 > 7o WERE 1, TMHELZERORRIRDSNEH > 7
18.4 REMm M

KHENORBREBI > & 58 L ZHIV-18KIZ, 1> T 75 —YHEERD
WM RU I ERRIAER IO U4 XM 2R L, ZOREIEE
D7 I )BEBHRIZSCTE L. 2heDHIV-1#IEX, $XTOIE
BAMEEBEEERR 05 7 —VIHESRICN U CRZ 2 i L
TWiz,

ILWET TN A VT 7T —FHEEOM TREMENS RO 5Nz,
BEEHAEZICBVLWTILVETF Z7SELMEY A LRI, SLFTIEL
Ioxt LBk 4 R REMEZR L, TOREEHIV-11 V77 5—¥D7 3
J BEBEHOMPEEITIS U T Uize KBID ™ A L A EHRE B
POBMHESNAABEOILETF VS LOEEMEEEZRD S 5,
E92Q, QI48REUNISSHOME % DERIE, TILEFZIELKRTT L
TN T HEZEOE R 2R L, FCHEIEZENZN2EL EERD
S5EEBLEIC ER U7z, TO6LE, TILEFZTENITHT 2B ET
L, FCEMPIMELLEIC ER LA, LT 7T I BFCIEIZ3RE
DRTH-7. @EOT LT Y I VEEREEELZE (Y143H/R,
QI48H/K/REUNIS5H) @55, YIBHZBRS IRTOZEENIILY
T TENIRT 2EZHOE R Z/RL, FCEIZSEMU EIC ER L,
IAN) VY Y MBREEERFRAEROM TREMENIRD 5N
7zo HIV-LBEEEBROMIAV/IERZET HHIV-1HIE, 537V
I L CREMEER TR Lize £72, TNHEIL, V¥ Y UROT )R
YL D#5ICEDin vivoTHIRL72K6SREEZE T HHIV-1HTIZ,
IALNY)VHEIHT 2EZHEOBRTAER SN,

TAREN VY TFaF T v IVEEE  BBERUEEEREEROR T
REMESED SN, T/ RENVICI DB LZZKSREE A FHD
HIV-1#EIZ, PRAHELRIE DY) VoGS n-BHICBLTHH
MT BT ENHBH. KSRERZFHOHIV-1#IZ, TLA M) YFEVRD
FITVNT HREZFHELE T L0, KOSREEY AV AEZET S
BHETIE, INOOMBRYESRREER IO U2 %R 6
WD B, FHE3HFIOY R TV VEEEE (M41L, D67N, K70R,
L210W, T215Y/FXI3K219Q/E/N) #H&9 HHIV-1EEKSHEERE (2061])
T, 7/ AENICHT 2BEZESETL, FCEEF3. 151 EF LM,
VRTVUMHEEER)S L, LAVERY AL AEET HEE (8)
TiE, 7/ RELVOERBEEMSET Lz, YIISFER (3f1), QISIMZE

B OQFl) LITEHEAZR (461) 2 >BHEDT—Y RO TS
», &HTT ) RELOBZEHEMERL T\,

19. BMKPICEET 2B EFENRR

—MHRI : LT I e (Elvitegravir)

{E%42 : 6-[(3-Chloro-2-fluorophenyl)methyl]-1-[(2S)-1-hydroxy-3-
methylbutan-2-yl]-7-methoxy-4-oxo-1,4-
dihydroquinoline-3-carboxylic acid
C2HuCIFNOs
447.88
HE~MEGOMETHY, IAFILALFFY R, N, N-¥
AFINVARIVLT I RXET h I Ra7 7 BT d<L, 7
TRZRUIL, XF ) —=LRIFTH =)L (95) IZRRBETIC
<K, 2278 ) —)UIZEITICL K, KITIFEAEB T,
{tZ#EE

PFR:
DFE:
MR

CHg

HO—.,
C‘JHa H - CH3
Qa0
ClwcozH
F o

Bl = #9163C

SECREL - LogD=4.5 (pH6.8)

—iRMZH : a2 v b (Cobicistat)

{£%4 : 1,3-Thiazol-5-ylmethyl{(2R,5R)-5-[(2S)-2-(3-methyl-3-{[2-
(1-methylethyl)-1,3-thiazol-4-ylmethyljureido)-4-
(morpholin-4-yl)butanamido]-1,6-diphenylhexan-2-yl}
carbamate

CaoHs3N7OsS2

776.02

HE~MEGOEGKRTHD, 7MY, Yoy,
FAFIANKRF Y RRIIAY ) —)UITETF T L, KEA

THNFEAEBIT RV,

PFRX:
DFE:
H R

feZEs
&
-
IRTPOS
HsC N S N S S
HsC s CHgs o N

O

B s T AEBIREST, £9200C (5f)
DECREL - 4.3 (1-F 2% ) —)L/pHS.50 ) > BRIEEE )
—HRE9RFN : T4 Y ¥ (Emtricitabine)

{£¥42 : 4-Amino-5-fluoro-1-[(2R,5S)-2-(hydroxymethyl)-1,3-
oxathiolan-5-yl]pyrimidin-2(1H)-one
SFIL ¢ CeHFN3OsS
DFE 1 247.25
% R AE~FHHERACOWMERTHY, K, A¥ ) —LIZETFRTL,
T b= bUIICEITICL L, BB Y 7 u EILICIED THET
12< W,
{EFEE
NH,
_ F
]
PN

N

HO—._ O
"
B R R155C
DBREN - -0.43 (A7 % —IL/K)
—RRBTR : T/ AR DY T uF VLT v VEE
(Tenofovir Disoproxil Fumarate)

{b%4 : Bis(isopropoxycarbonyloxymethyl){[(1R)-2-(6-amino-9H~-
purin-9-yl)-1-methylethoxy]methyl}phosphonate
monofumarate

DFI ¢ CroHaNsOwP + CsHiO4

PFE 635.51

% R:AE~HEAAORBEEONEKTHY, ¥/ -, T¥ ) —

U (95) IZRRBETRTL, Ty, KIIPRBETFIILL,
PIFILI—FIUIIEEAEE T2,



{fEFEER -
~ N H
NK B O\\P/O/\O 0" “CH, )YCOZH
NN o—"o_ _o_ _o_ CH,  "OC
\ : N 3
T H T Y H
CHs (o] CHs;

B s 114~118T
SECREL 2 1.25 (I-4 2% ) —)L/pH6.50 ) » BRIEAEET)

20. BBV EDER
Mgk, BREEITRET AL,

21, GRS

N1 FROFERICE > T, BEICHLCHAANCE L CEZSEME -
REMDT -y 25| SRENBHRTHH I EFLZ+FICHHAL, 1~
TA—LRartrraBaskS, BRICEHT S L,

21.2 AT B W CHRAERE T UIEE P OBRFHBRIC OV TIE, & THRE
R EBREGE N ORI R 2 R T 5 Z &

21.3 BEEMMAPKRT T2 TOM, FAlE L TENOSRSIER 2R
ELBERGRRERERL, FAOHHAERICHET 2ER (BEE
=, OB - Rt (EHIGFRAROEDE - Zelteal) RUEMHE
BEEMOT—54%) 2RELCEFMNICRET 2L b10, AEOMER
ZHEEEHFERICHFTMMBER S LTRET S 2 &,
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