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HTrBENDH 5,

CYP3A4ITH ¥ B HiE
[

1) CYP2C19: {11

EM : CYP2C19 *1/*1, CYP2C19 *1/*2, CYP2C19 *1/*3, CYP2C19 *1/*17,
CYP2C19 *2/*17, CYP2C19 *3/*17, CYP2C19 *17/*17

PM : CYP2C19 *2/*2, CYP2C19 *2/*3, CYP2C19 *3/*3

4. BI{EA

BEEROBE

CRBEOHIVEEERE TOHRER)

U RNFENZEHAL HER

WM B THENE S N EERERO 2 WHIVIR G B H % x4

L L7 RIRSS AH 38 (AT424-138 : n=441) 2B WT, AH)|

300mg/ Y +F EI100mg & MO PLHIV G HES-FED 2 %L

I SN S IEE AR ER O E R b 0ld, i,

WoE - BEIR, W, BBEThole T S L—F3-40

BRI REF O T2 b 0ld, AST(GOT) EH., ALT(GPT)

E&H, Bevner kA, vi—-¥EH, CK/CPKLA, #

IV AT H—)V LS, FHEREDETH - 72

URNFENLZHAL BVEER

WM BV TENE S N EERERO 2 WHIVIE G B H % x4

L L7-BR 4 T AR (AT424-007, -008 : n=279) &L V45 M AH

FER (AT424-034 : n=404) 1I2B\WT, KA & MMOHTHIVIEGEH

GO 3% IS SN S S 2 RIEH O E

b olE, o, UE, BB, B, wEESETho. T,

7L — F3-4DHEREMERFOE 20, By v sk

5, ALT(GPT) L&, ki s:cdh - 720

FIAEEDSH HIVEREE TOHER)

U RNFENZEHAL HER

WM B THENE S N2 EERER O & 2 HIVIEG B H % x4

& U7z B R 45 TH A 3R (AT424-045 1 n=119)12BWT, AH|

300mg/ Y +F E100mg & MO PLHIV G HES-FED 2 %L

I S NS OI T E AR ER O E R b Old, FEE,

L, TOE - FOHI, TR, O oW, WiWE, BEBESTHo

72o E72, 7L — F3AORKRMAEMEREOT % 0iE, AST

(GOT) k5, ALT(GPT) E&H, Y MVE Y LS, Y-+

E5H, CK/CPKLER, #alvxAsyu— LR, r) 7Yk
NS, M7 R pEEm, ek, MRS TH -

72

UMFENLZGHBAL HVHER

WM BV TEE S NHEHIED S 2 HIVIRGEE T4

L U7z BRR e MAH B (AT424-043 : n=144) I2BWT, L4t

DFMI % AT o 720 HEERE IR E 2 EIERNE 2 S B G

DI 5 BEH L BERFBEO 2 WEBHE TH%TH - 72,

(VEALEER

KD LD BEWERD S SbN 72 5a121%, &5 2 hikd 5%

WY R ME R 2 L,

1) EEO#EERES, R BEoTEERE, TR(1%Ek
W) SNRH bbb ENHHOT, EHMIFREREZ
119 R EBIE 51T 2 &,

2) ¥ERR, HERFEOBCROEMEE : BRI, HERE 0L
LU EIMBENRD Sb b 2 Ehdb0T, EMMIHmEz
119 % EBIg % M1 H 2 &,

3) HIMERE : HIVY 12 5 7 — ¥ HEII TR oIk S
FHIZB W TEEEOMIMMEREEZ X Lo &35 HimHR
OB EENT WD, TD LX) BIERDED S b
AN SE R N -2 P2 53 5 7 EEW R E 24T S &

4) QTEER, (E3E# (torsades de pointesZ &), BEJ
Oy QTIEE, LZEHH (torsades de pointes% &),
BETay 7 (S~ AV Oy 2) bbb b 2
ENRH 5,

5) RIEFGIEEREERE (Stevens-JohnsonfEfREE), ZHHIHE,
chEM BT R R IRGE R, 2 IEALBE ) O vh itk e 95
BHOLNLIENDHLHDT, BLE 5127w, BED
Ao SN IIREG 2Pk 5 2 &,

6) RMEBMEHEL  KAMEMEREEE D SN DLZ L
HHDOT, BBE I L, ok, BREICH O
LA DTRD O NIHEBIDHRE SN TV 5,



(2)Z D DOEMER
KDL HEWERDH S bI8A121%, FERIZE U@t
BTMEZITH 2 &,

WO BE | 1%L TES FREA
S, RN, W ORI | QTIE R,
DREE B—EAVT T v ¥, L% | torsades de
pointes
5 (27%) SRR, S, WL,
B E L, R
RS Posk, SRR SEE)S
WRAESURG, SO Tt
BEEE | forli(11%)
ERURE W, B
e
R, W PR, T, L% < D,
B R
[
L (GI%). W |, s Wik Bk
W (2.29%). F# |77 o PECIN%,
g | (22%). WO | kW%, R, diA, foil
RS m(12%), BOW | W gk Hhgk o
(11%) N s A
AL s
TR, BUR. BER, SR
BRURS WEE, BRELH,
Rz WR4, TR, SR, R
R
5 (L% | BTHE, 25 e, R,
W, K %
) 595, RN, MR (i
Lot W), OtHE S, B
e WL, SEBE, WML, HH
SIREE, R R, RO
B, IR
WG, A, R
ﬁgﬁié AT, PR, A
il DRGSR, S, C 2 ¢
= Vaws kS
BRI, RROUE, R | IR O
W, REHN, Bk, B | 5 A7 /% R
S TR, R, LT o | (Wi i
SRR Foox, M 335 0 W M
= . AR
> g B K
B, R
nEEE HIUE,
5 (14%) W, T, SR, T,
ﬁiﬁﬁ; SBATHEE, S, 4B PN,
poade Ml ke, AR
& e
CETHEE 7L E— G
. 9 (4.2%) FEIRI K, ST, BN, | g,
AR WEMIREE, WIS |26, Wit
= 9 ot
) TPACTLE ., AR
e T, WA {2 ET R,
e FebEE,
RUE, A% 5o, I
e, B A, e H i,
W B, )Y F— R, {8
R, G156, W
e, W, AR
F 2 <R DI A <AV o =
(37.2%), ALT
(GPT) 1-5-(46%),
AST(GOT) 5
(3.3%), CK(CPK)
BRI | | 7(74%), 73
I —+¥ F5(11.6%),
o=k E R
(2.6%), HFHERIR
BAT%), NEY
LA (15%)

TED) - WEORBIRBIL 20, H63 28R OB 5% k35 2 L,

H2) ¢ 7 L — F3-ADBHRMAM IS FIVEH & LT Shin &) »ch
Db 5F, HRRERC BV CHSE S W AR )

5. BRENDHRE

65 DL L OB A~DOTE G2 oWTIE, BEZLILKET LD
T HMEDR R SN TRV (EIRBESR DRV, F72, Y
HERARCERE I ENTOLEE T RVwEIhTnS
(B ] oEBH) .

— S Tl AE BB AE OIFARAE, BFBERE, OBERESE) VKT
LTHY, $772, AEZAEL, #HLIdMho3Es%2 LT
WAEBADL O TEEL, BEOREZBRL M SHEEIC
BhH¥nz L,
6. 11, ER, RIBEANOERE
(IERADEE
1) 3R L CwW A etk d 2 A2, B EOH
W% B2 WS N LEICOAREE T 52
o URIRP OP 5T 2 a3 L Tn v, i
ARG E LY o455 WEGRER A T b T \nv, ]
BWER(F v b, vHF) TR, BEY ORISR
1 (400mg/ H) & R (74 F) Wi 2% (5 v b) ThAE
VO NG o720 Ty bOREY LAY IS
T2 L, BEWICEEARET A HE (BHE TR
2 fEICAHRY) <, BRI IR A ISR T I EIHI AT &
NWizo B OREHEREI L MI2400me/ A4S L & o
BREABEONRE T, ERICST2EBEIEOONE
Mol
ARABGHIZEE Y VY VIMAED SIS 52 &
5, SMRETN BT K UG RO E i EET S L,
(ARFH 2 o i 5- L7236y, B I AR e
VIV ¥ U IE O AL K OB EIE OSSN D EH I
RATH 5]
2RIBADERS
FLil &AL CHIVE RGO W2 H 5 2 & R OAHI O
HhAOBITIZE D ARG EE A EF RSB 5 W aEM:
BHbHI e, BAMIEGTIHAICE, ZALPIES
5z, [BWER(T vy 8T, FLHHFICBITT 22 L%
EENTWD, 72, BRI ORI PICRITT 2 &0
HhDH D]
7. NREADERE
A RE N, FrER, U, D8, AT 5 et
LT R W (ENICB U B MRS v BiAlE, A3 »
HA&m ORI, BHEEORBHOGHIED D 5 O TARA %
HELAawZ &),
8 BEEHRS
AHA D MBI 5 2R ERS ORBILIER I,
KHAI292g 7% WEZIRIT L - HIVIESG B E 2B \WT, BREENED
ZH7uy 7 BEOPREROLEEN L SN Twb,
MR GRICE, WE(INEEEORE ) VE VIETH Y, E
ELTIHEREMEYLE Y FRICE BB DT, AST(GOT),
ALT (GPT) % O iT B e Al 0 25 Bh & #:394%), PRMEIEOIE R
BHOEONLEBENDED S,
WEREGROMLEIZIZ, BEONL 2 VYAV ROTLE~DE
=5 v 7 RERIEIRO BRSSO — MW 7 L F R AT ) . &
PN U TR B9k 21T, RO R %2 BRET 5. 1§
P % RN OIHIOBRFZIHH L TD v KAlOB RS
RS B AR EANE R v RN, TSR E S,
EOEGENE VD, BTEEAOBREICENEIEIEZON
&l‘)O
9. ZDHDEE
(BAEM, ZTREM, £WESHE: ~7ARTT v MBI
HABERERIZ BT, M~ 2 0 T R i
DFERNPER LD, Ty bTIRORLLE5 4 T7OEED
FERICY FREBALNLE D 5 72 Mk~ v 2 T4 R
DLEABAON Lo HBICBITA2BEHERIZ, M
400mg/H %5 LG OB RN 4 THh 5. HAREE
DW= A TH N7 RUEFFHIIRIE O R A= FAag, B
DO IBREVERY 72 280 CRATBEESE) (2 xF 9 5 Z U Y 70 JIF i 16
THOTTHEIZ X B HDEEZ SN, b FOBKBEHERICBITS
EFE OBV EEZ SN b, AFIE, b bR
) YRERIZ BT Bin vitroD Jetu AR S E Bl EE Lo
HHZ Db S THTETH o720 AmesitBr, v MBS
IR O E I DNA G BGRER, 18 O DN A kL5505
(T Ay b7 vEA)DFERIIEETH - 720 EENE (400mg/
H)ERBEMES » M) X 2M80MES v ) oB#ERE T, AH
1, R, ZMRRE R OIS A B L o 720
B ETIEME REMEE <Y X, v PJROALXT
Ft L 72 AERE G- BRI BT, ARFIP G L 7=
BOFF R E LT, MEYY VY v R OHFEEZORIN, I
D2 R OHERA A S, M~ 7 X T o B % 50
WRD LNz TFEOEANALNI-HETHOIT X, T v
FROA I BT B ARF O FgEFRIL, B M2400mgZz 1
H 1 WS LGaoBHZEEoZFnEh04~126% 04~ 4%
K02~ 7HTH o720 Wi~ X CHAMNGIEIEA A S L7z

3)

ECTOARFOEFZRIX, & M400mg# 1 H 1 M#ES L7125
BOBRBEEOLUETH o720 Ty PROA XTRIMIEIL A
TH=VEETZ NI —=ZDOMWIMHAAHRSLNIZH, 7 ATIES



NHOELIEFED SN o Tz,
In vitrolFAS BRI EER T, AANE Y ¥ AIROEBE %2 L7
B2 e, HRICHEIEREM U 72354 RS Il ok 2 = 5
WREED D 5 o
In vitro R EVEEMREICBWT, RAEYHE - 7rF oo
HHE O TG By AL R ISR L CH R WIEREH 2R L, b
V7 A F v AOVEGE O S G PR E ARG 7 ) 7 AR
(HERGIZ & W =¥ a— F &N 3) K ORIETG AL R
1) v LB % BRI (ICs0>30uM) 12, A1)V ¥ AT & & i
(ICs0=104uM) \ZFHE L 720 4 XI2B T A L0BEROZEAL Gk
70k, PREIFFER, QTHIFIEERE K QRSHFIER) 2SIkl %
B L7z 2 AR P G- B TG S iz, BEgEHE L 72
4 BT 5 2 EMREOR G HEERBE L9 » HEORS
FEPERRBR CIESEFNBE L 72 DK OZALIE A SN o 72,
[EWEhEE
(BEAICH T DK
HAR M e A3 T (1261) 12 7 % ¥ F € v 400mg (200mg 7 7V 24 7L N) % 1 H 1
[ 6 Hi G E &b ICRERS Lz EOBHIRE(6 0 H) 0 IEW B O F g
WEREHERS A RIROHUZR T,
KL BB AIZT & FFEN400mgz 1 H 16 HEAHE & b ICRERG L &0
SEHIRIE D SR By T8

‘= (359N
NG X—=% (n=12)
Cmax(ng/mL)
ST (TR EL %) 6238(7)
Tﬂ’]ﬂ}{ (h)
it 18
AUC(ng-h/mL)
AT (TR %% ) 38814(15)
9 (tr2) (h)
SEARTT3 A (B {72 57(1.7)
Cmin(ng/mL)
AP35t (AR E %) 245(44)

10000,

1000}

M SEH B (ng mL)

Pl + BEER A, n=12

1

0 2 4 6 Rlﬂl’leGlX‘_"OZde
1] (h)
1. AEHERE N (n=12) 127 & HF ¥ )b (400mg) & SRS L7z & & 0@ #RIERE o S i
Herh it e
GEAICE T BRI (BE))
REHER A R OHIVIESEH X L, 7 4 $F Ev400mg Xid 7 & #9 € v300mge V) b
FENM00meg%E, TN H 1S L7z & & OREMEIE T 2 — ¥ & R2ATRT,
F2 MR AR OCHIVIER B IS & L IG5 L SOEHREBIIBT 27 54
FENOIEYFENT A —5

SN 7 % HF ¥ I300mg/ H
- 7 & ¥ F ¥ IL400mg/ H +9 F YL 100mg/ H
HY LT A =S — — -
TEREN | HIVIESREH | R | HIVIE SR
(n=14) (n=13) (n=28) (n=10)
Cmax (ng/mL)
S Il (B R 5% ) 5199(26) 2298(71) 6129(31) 4422(58)
Tmax (h)
rp L fiE 25 20 2.7 30
AUC(ng-h/mL)
S Il (B R 5% ) 28132(28) 14874(91) 57039(37) 46073 (66)
Y (t12) (h)
SR H fi (R e A 2 ) 79(29) 6.5(2.6) 18.1(6.2)* 86(2.3)
Cmin(ng/mL)
I (B R 5% ) 159(88) 120(109) 1227(53) 636(97)
a:n=26

HIVEEGEBH I LT, 7 &% F E400mg (200mg 7 7V 2 5 72 v) Xix T 5 % F
¥r300mg (150mg# 7V 2 4 7)) &Y FFEL100me%, 1H 1, #ELeed
G L2 EOEHEIRBICBIT 27 5 ¥ F VO MAE PR E % 218§,

10000

n=10
1000}
n=13
100E

—~— ATV 400mg
—& ATV/RTV 300/100mg

i B P EE (ng/mL)

10F  BpAERIHIVIZ 69 % ECw® L (14ng/mL)

i 6 6 10 iz 1 16 18 20 2 %
IRFFH] (h)
X2, HIVIERBH 9 5 7 4 9 E400mg (n=13) XiE 7 & HF € v300mg& V) b+
Er100mg (n = 10) P 5RO EHIREIC B 5 7 & ¥ F E OV O3 hit g (SD)

(6)

LIEk 4R
T 5 W F ENEAR WIS I, PGB 2 5 A T TR M I E T B TS
FF VI O B REE R L, £ 5-5200~800mg D #iPH TAUC K U Cmaxld 4%
L (S 2 DL obina R L @RiRBICIES- 4 ~8 HETEL, BRI
34923 Tdh > 720
BEORE  AFLUIAAME ) PFEVERRE L DR GTEE, N ATRLT
B 74 =k, SEWBREOEBMAT S,

F3AEHOR NI, BED L VIEHRGEE & b2 7 ¥ F ¥ v400mg, 7 8 )

Er300mg V) b Er100mgk BRI L7z & & o3 B)iE

ORI AT
NG A— 4 P (ZBHRE%) (90913 41X [H])
Mfr | AT | EIRIEED | EA/AefT | BRI/
Cmax ATV400mg | 1795 | 2824 1795 157 1.00
(ng/mL) (66) | (29) (33) (128-193) | (0.82-1.23)
ATV300mg | 2391 | 3341 2120 140 0.89
+RTV100mg | (49) | (37) (35) (117-166) | (0.75-1.06)
AUC(INF) | ATV400mg | 7392 | 12562 | 10000 1.70 1.35
(ng-h/mL) (69) | (37) (43) (141-205) | (112-1.63)
ATV300mg | 22255 | 29807 | 22430 133 1.01
+RTV100mg | (45) | (37) (35) (1.17-152) | (0.89-1.15)
Cmin ATV300mg 275 | 388 358 140 1.33
(ng/mL) +RTV100mg | (50) | (46) (45) (124-157) | (1.18-1.49)

at 7 7 ¥FENA0mgTIZISH, 7 ¥ FEN300mg+ Y bF EIL100mgTiE40%
bt 7 #4#FEN300mg+ ) kF ¥ 100mgTixa2fl

2.9
TYHFFELOE MIFRANORAIRIREIZE 5386% ThHolze THHFF UM
a-BYERE RN (AAG) RO V7 3 VICHE L, IENORAEHRIZZNEN89I% KU
86% L MFEETH - 720 HIVIERRBHITTA L & H12400mgDAHA % 1 H 1, 1238
ISR G L 72 iBR T, IR R L ORI & 7 & H - L hsBil Sz IR
/M D PP I (n = 4)120.0021~0.0226 D FPHT, HHL/ MAE ORI (n= 5) 13011
~442TH - 70

3
TEHFENDOL MBS ELHE IR BILUSTH B, 2O, UH
RBEOHFLELTERERDDOTIERVA, TIFTEVH L VIEZoR#HIZOV
T, 7z B, N-BL7 v, Mk OBk 3 % ik BALKOS O 1GH
FEME D AFAE L7z AER 7 513 2 AU AT S 7z, wIhbin vitroll B
THIA VR Z RS ehr otz © MIFI 20V = A% 2in vitroigh S 7 5
FFENMICYPIAU L 2% 21T 5 2 LAVRE NIz,

4.8 it
UC-7 &4 F ¥ 400mg % WG L7z & &, Bl BEDT79% A3 # M 1Z, 13%7¢
RS e F /e, FEP R ORI O RE(LR O PRI E h e S
#20% T % TH o720 1 HA0mgZ R L & HICKEEG Lz s &, ek
TORFEEA (n=214) L OWAHIVEGEH (n=13) 12B1F 2 I KF00134 7 K<
Hotlzs

5. LERNDHE

BEHERENIZ BN, 787 FF E &5 LB P e f OV % - i (2 AKAF L 7-PRRY

FROERE;BIEE SN TS,

7 F & ARk AR (AT424-076) 1233\ T, PREHE 4% 5w i A & O I KZEAL o P2 fil

(£SD) &7 & ¥ F € r400mgH 58 (n =65) T24(+15)msecT, 77t K& L#

(n=67)T13(+11)msec TH > 720 T DRERIZ BT 2 PREIFEOIE RIZMERETDH -

720 (M LoEE] 0THBR)

F72, THHFENDOLBRANOREEZE 726 ORI N & v 72 R IR IS B v

THER L7207 % ¥ F ¥ N400mg, 800mg RZSVH &) ORI & 77 v K5 %

WEL7ze 2 A, 779 FENIIQTHI (Fridericiad i 1E % v 72) 12 ARSI 72

R RITE e ho oo PIHIVEL A2 T B 17930 OHIVIRGEE S TIE, 759

F NV RO RIE O QT RIEHE M TH -7z 7T I FFENE L Sz

HERASTHIVIEGEZ O W NUIZBWTH, 500mseck i#E 2 5 QTcHIbE X720 bz

otz

7 & HFEN400mg 1 H 110l &ECYPSADIE TH S Y IVF7 X 4180mg 1 H 1 lalfk

DOIEREIRBICBNT, YNVF 7 ELOMAIEED 2 15 F5- L, PRIEFISH LTH

MR RO SNz /2, 7HHFFEN400mgl H1ME 77/ 8 —)L50mg

1H 15 o REREIZ BT, PRIFEICH L THNMM 2 ZB IR 5Nk

ol

kR

BEE

BT % HiAT LTV 20 W IR O B  (30mL/min Al 12 A #I400mg % RS- L7z &

EDOCmax| X HHEIEFEH LD S 9 %ML, AUCK U Cmintd 2R Z119% K V96 %

Mo hs, BN ERGAT LT 2 EIE O REEE BN & AT Lo 7ok ST

52 WM\ ET 2 AT L 72 & &, Cmax e OPAUCIX FFBEREIEH % & 1 3 #930~50% 1%

B0 Tze IR BT L Cue 2o v BB RE B L R O L B A (O - i

VIS B A o) OB

FFREE -

T8 HFF VA EIHFE TR % 21 TR %o T E~ TR IFRE S5 R AR

(Child-Pugh BEE141 2 O°CHE 2 ) 12 331> TA00m g Hilml £ 5% > LW By ik % Meid L 72

KEL WFREEH O AUCIZAEHER A IS R TA5% 2 > 720 T 72, HEHERA O [0 7¢

AR TH B DK L, FFREEETIRI2ZIBHTH 572, LdoT, hEEEH L\

BEEOMEEREICOVTIRT ZHFFENVOMMETRER RS2 EFHENRS

(O - ARSI S 2 M L oTER) OTHEH)

i

FAEH (2961, 18~40i%) & 5% (3061, 65mLl ) ORBERAIZ BT, Hilulfk 5 i

DCmax % FAUCIE F R H D J 31T % 670> 720 WFFIZH L3 2 <, gz

AT L 724 & 2 G- OB STk v,

N

6 ~18mOHIVIEREFHIZT ¥ F N L) M FELZZRERARREERSETIH 1

3% 5. U7z & & OEHAIREICBIT 27 ¥ FF IV OEYIE NS X —F 2 K4 1T8T,

IS



Fe4 NRHIVIERBEIC T Y FEFEV (I TEVAD) EV) P FEVERG L E XOEF
REEICBT L7 7 FFENOEYEHE ST X — 5

7 &S EN205mg/m2 1 H1H
+1) b EIV100mg/m2 1 H 111
6 - 13 Al 13-187& A i
(n=17) (n=10)
Pk (mg) thJLfil 200mg 400mg
[min-max] [150-400] [250-500]
Cmax(ng/mL)
HA T3 ME (LB R E %) 4451(33%) 3711(46%)
AUC(ng-h/mL)
BT it (LB %% ) 42503 (36% ) 44970(34%)
Cmin(ng/mL)
AT T LR %) 535(62%) 1090(60%)

7. EWEEER

7 & HFEV I TCYP3AAC L WL &N B, 7 & ¥ F EIZCYP3A4E A i
WICHEST 2, ZOCYP3ANIH T % FLE & (Ki) 120.84~1.0uMTH %, F7z,
UGTIAIZ L, ZOKdtiiZ1.9uMTdH b, CYP3A4RLUUGTIALIC X DL sh 2
BRI IH] & OPEITMET B 2 & (PRSI 0EBIT) .

7 HFFENMIECYP2CROMERTH Y, Kifid2.1luMTH b, 75 HFF it
CYP1A2J OFCYP2CO% B ML B L, Kiffiid12uM, Cmax/Kiflilt13#90.25CTdH % o
AANECYPIA2d %\ ECYP2CIIT & 0 AL & 2 364 & SEMAN AR % 5EBLS % WTHiE
WHNEZOND, MAKHETHONDRETT ¥ FFENVIZCYP2CLI9H 5 it
CYP2E1% B L% \ro Tn 0ivoll BT, 7 7 HF CIIARHA E & OR8 % Fie 3,
F7:CYP3A4TIUH S M 2 A DA 2 R L v B GHABRIZB VT, AHNIX
R ONEMES f-t FOF T aVFV—l/alF V= VIt Z KT 8¢, CYP3A4%FH
WL RWI EARIBE NIz,

CYP3A4EME A2 FHHT 2 HKNIT ¥ HFFENDZ )T T v A% RS, M4k
FET S RENEN D 2. F72, AH L CYP3A4Z BT 2l & ofF I 5-1C X
)T 8 FENVOMBERIEEA LSS 5 WA B % .

ARH & O T RENE D B B A ALY B REE M LA OFRHE & L C— Ml il &
T2 HH) & OFEWA HAE B % J23 L7z BEHHS-25Cmax,  AUCHK UCrminlZ &
[EER % 2 59/ 40= LIS

25, PEHEEDT & W € OIEW BRI 3§ R

PO . e T 5 HFEF N OEWTRE ST X — 5 1
Bk | ko | MOBEERIZCN | g R 0% KD
ss 2 v
Yot Crnax AUC Crin
77/0=N |50mg(QD) | 400mg(QD) 19 100 093 0.74
7~11HE, |[1~11HH (0:89, 1.12) | (0.85,1.01) | (065, 0.86)
19~230 H
79 A< | 500mg(BID) | 400mg(QD) 29 106 128 191
2% 7~100H, |1~10HA (093,120) | (1.16,143) | (1.6, 2.21)
18~21H H
YF7EL | 180mg(QD) | 400mg(QD) 30| 104 1.00 098
7~11HH, |[1~11HH (096,1.11) | (0.95,1.05) | (090, 1.07)
19~23H H
77V | 600mg(QD) | 400mg(QD) 27| 041 0.26 007
v (BFV) 7~20HH |1~20HH (033,051) | (022,032) | (005,0.10)
600mg(QD) | 400mg(QD) 13 114 139 148
7T~20HH |1~6HH (083, 158) | (1.02,188) | (124,176)
300mg (QD) +RTV
100meg (QD) (EF V4
5 020 i)
7~20H H
600mg(QD) |300mg(QD) +RTV | 14| 117 100 058
11~24HH | 100mg(QD) (1.08,127) | (091,1.10) | (049, 0.69)
1~10HH
400mg(QD) +RTV
100mg (QD)
11~24HH
(EFV & )

e DB

T8 HFFENOEYTE ST A =5 1

O R | /x| DB | gm0 0% )
s va—
Ya—n? Cmax AUC Cmin
77%FY> | 40mg(BID) | 400mg(QD) 15| 053 059 058
7~120H | 1~120H (034.082) | (040,087) | (037, 0.89)
(77EFY VLR
R4 5-)
40mg(BID) | 400mg(QD, pm) 14 1.08 0.95 0.79
7~12HH | 1~6HH (082.141) | (074.121) | (060, 1.04)
7~12HH
(77 FFY v 4
D101 R 5 200 21
i)
40mg(BID) | 300mg(QD) +RTV | 14| 086 082 072
11~20HH | 100mg(QD) (079.094) | (0.75,089) | (0.64,0.81)
1~20HH
(77€FY LN
R4 5-)
20mg(BID) | 300mg(QD) +RTV [ 18| 091 090 081
1~170H | 100mg(QD) +7 / (0:84.099) | (0.82,0.98) | (0.69, 0.94)
¥L300mg(QD, am)
1~17H
(77EFY VLR
R4 5-)
40mg(QD, pm) | 300mg(QD) +RTV |20 | 089 088 077
18~24HHE | 100mg(QD)+7 / (0.81,097) | (0.80,0.96) | (0.63,0.93)
EL300mg(QD, am)
1~10HH
18~24H H
(77®FY v 5
D12M %)
40mg(BID) | 300mg(QD) +RTV |18 | 074 079 072
18~24MH | 100mg(QD)+7 / (0:66.0.84) | (0.70,0.88) | (0.63,0.83)
¥ V300mg (QD, am)
1~10HH
18~2411H
(77EFV /50
100 B> 7 7 &
F VB O
Hi)
40mg(BID) | 300mg(QD) +RTV | 15| 102 103 086
11~20HH | 100mg(QD, am) (0.87, 1.18) | (0.86, 1.22) | (0.68,1.08)
1~108 H
400mg(QD) +RTV
100mg (QD, am)
11~200 H
7 Va3~ | 200mg(QD) |300mg(QD) +RTV [ 20| 103 104 098
v 11~20HH | 100mg(QD) (095.1.11) | (095, 1.13) | (085, 1.13)
1~20HH
7 b3+~ | 200mg(QD) | 400mg(QD) M| 09 110 103
% 7~13HE | 1~13HH (077.1.28) | (089, 1.37) | (053, 201)
AESEY | 200mg(BID) |300mg(QD) +RTV 23| 072 058 028
1~230H | 100mg(QD) (0:60.086) | (048, 071) | (020, 040)
4~13HH
400mg(QD) +RTV | 23| 102 081 041
100mg(QD) (085.1.24) | (0:65.1.02) | (027, 0.60)
14~23H H
A7 V= | 40mg(QD)® | 400mg(QD) 16| 004 006 005
% 7~12HH | 1~120H (0.04,005) | (0.05,007) | (0.03,0.07)
40mg(QD)® | 300mg(QD) +RTV | 15| 028 024 022
11~200H | 100mg(QD) (024.032) | (021,027) | (0.19,026)
1~20HH
20mg(QD, am) | 300mg(QD) +RTV [ 13| 061 058 054
17~23HE | 100mg(QD, pm) (046.081) | (044,075) | (041,0.71)
7~230 H
20mg(QD, am) | 300mg(QD) +RTV | 14| 069 070 069
17~23HH | 100mg(QD, am) (058.083) | (057,086) | (054,0.88)
7~16H B
400mg(QD) +RTV
100mg (QD, am)
17~231 H
)777%> | 150mg(QD) | 400mg(QD) 7] 13 115 113
15~28HE | 1~28HH (114,159) | (098, 1.34) | (068, 1.87)
)77 ¥y | 600mg(QD) | 300mg(QD) +RTV |16 | 047 028 002
v 17~26HE | 100mg(QD) (041,053) | (025.032) | (002, 0.03)
7~26H H
) b €| 100mg(QD) | 300mg(QD) 28| 18 338 1189
(RTV)® 11~200H |1~200H (169.2.05) | (3.13.363) |(1023,1382)
/K€L Y| 300mg(QD) | 400mg(QD) 34| o7 075 060
v7aEyNT |9~16HH | 2~16HH (073.086) | (0.70,081) | (052, 0.68)
VS 300mg(QD) | 300mg(QD) +RTV | 10| 0728 075¢ 0774
15~42A 0 | 100mg(QD) (050.1.05) | (058.097) | (054, 1.10)
1~421H
&1 39— | 200mg(BID) | 300mg(QD) +RTV |20 | 087 088 080
M(CYP2C19 | 2~3HH, | 100mg(QD) (0:80,0.96) | (0.82,0.95) | (0.72,0.90)
DB | 22~300H | 11~30HH
FAIOULEA | 400mg (BID)
TaMEE) | 1HH,21HA




BHIEORE | e T HFFCNOEY BT A — 5 1 BIIEOR | e DO BHE ST A — 5 I
O | ko | PRORERIZC] | e R 0% i) B s | e | FRORETI | GRS DR Q0% G
a5 va— a5 va—
P Crnax AUC Crnin PES Crax AUC Crnin
&Y 3+~ | 50mg(BID) |300mg(QD) +RTV | 8 | 081 080 069 F/KEL Y| 300mg(QD) | 400mg(QD) 3] 114 124 122
V(CYP2C19 | 2~30H, | 100mg(QD) (066, 1.00) | (0.65,097) | (054, 087) v7uEyL7 |9~160H, |2~160H (1.08,120) | (1.21,128) | (115, 1.30)
OEHEREL | 22~30HE | 11~30HH < VRS 24~30H H
T a4 &% | 100mg(BID) 3mg(@QD, pm) | 300mg (QD) +RTV [ 12| 134 137 129
W) 1HH. 210 H 1~7HH, | 100mg(QD) (120,151) | (130, 145) | (121, 1.36)
a BRI TR nRR R LIRS 2 EGL 2. 25~34HH | 25~34HH
b RA 5T B 2 MR OZEIEC G 2 75— &5, Y3+~ | 200mg(BID) |300mg(QD) +RTV |20 090 067 061
¢ 7 FHFFEN400mg(QD) DN FE TOWHIL LT, 7HHFFLEL/) FFELD WV (CYP2C19 | 2~3HH, 100mg (QD) (0.78,1.04) | (0.58,0.78) | (0.51,0.72)
300mg/100mg#% 51 (QD) D Cmax, AUCK O'Cmin DA F-Hfiti i3 Eh2n18%, 103 ORI | 22~30HE | 11~30HH
% B U671 %I L7zo ) b FEN LGS L7z & & DCmax, AUCK UFCmin®# AT THIOPEA | 400mg(BID)
FIHIZZ 2 16129ng/mL, 57039ng-h/mLJ% U°1227ng/mLCd - /2. TouEE) | 1HH,210A
d: U RFEN/T I RCVGARL Y P EVREIROT ST EN 87 2 -5 Ol ¥ 37— | 50mg(BID) | 300mg(QD) +RTV | 8 | 438 561 765
o 7 HHF LN/ | I EN300me/100mgl FIEOT 5 F C N ORERIE, 75 V(CYP2CI9 | 2~3HH, | 100mg(QD) (355,539) | (451,699) | (571,102)
FFENA00mett 50 & 0 b Eh o 72 (HEcS) . 3 AP DO Cmax, AUCK UCmin D 22~30DYLI 11~30HH B T R
DEMTTFIfEZ 2 N3190ng/mL, 34459ng-h/mLJ% 0°491ng/mL T - 72, T4 50 | 100mg(BID)
6. 7 7 W F C A HSE OSBRI KT T W) LHH,21HH
FAIIE 208 o DEASEOEWBIE S5 A — 5 I 537Yy | 937Y> | 400mg(QD) 19|937v | 9379y | 5379y
oo 3| G/ ZWJ?*X'?%Z n | PERIIRE/JE D FIRE (90 % 5 X 1H]) +YF7Y Y | 150mg 7~120 H 1104 103 1112
Ya—na rYasn Conae AUC Conin +YFTYY (092.116) | (0.98,1.08) | (104, 121)
7EF73/ |1gBID) | 300mg(QD) +RTV 10| 087 097 126 fof‘{;gélgm' TKTI | TKTTY
T2y 1~20HH | 100mg(QD) (077,099) | (091, 1.03) | (108, 146) : 105 $ 105
11~20H H (0.88,1.24) | (096, 1.14) | (057,0.84)
— . VETVY|VETVY | VRTYY
77/0-)L |50mg(QD) | 400mg(QD) 19 134 125 102 vl rnrar|rnrar
7~1HH, |1~11HH (1.26,142) | (116, 1.34) | (088, 1.19) o
it 4K 0954 F:1.00] 4 F:082
(0:88.1.02) | (097, 1.03) | (062, 1.08)
= .
?Z:xn? ;(ﬁ)lf(l)grﬂi%m) ?(E)%glq(%m A (13125?71> (17159316> <23§6238) a B S TO AV ARERE RS A ERL 72,
; o YA B b 7HHIZBW TR 2R #ICA 2 TV — V&5 L, 20H B IR AR
18~21HH IKERALIR o | KERALAR | KRGS : < 2 1
028 030 038 2 RIS I G- L7z
- ; : ¢ KBHRE TRV,
(024,033) | (0:26.034) | (0.34,042) NA - Szl
YVFTEL | 180mg(QD) | 400mg(QD) 28| 198 225 242
7~11HH, |1~10H (178,2.19) | (209,216) | (214,273) [EE R IE]
19~23HH TFATYF | TATYF | TAT£F (GBS DEEFRINER)
VINFTINIVTT | VTN T THHIVEEIC & 5 BEERO &V BEIC 5 5 R (A1424-13838)
BA 272\ L0265 ¥4 1221 PHIVEES X 2 S REBR 0 7 WHIV- 1R 8488301 & kR4, A (300mg 1 H 1) +
(244,308) | (245,287) | (202, 242) )b EOL(100mg 1 H L) 58 (ATV/RTVE) RO T EFEL + 1 b FE N
IF =)V A | Ortho-Novum | 400mg(QD) 19 |zF=Vr | ZFV|TFZVT (400/100mg 1 H 2 []) #% 5-8# (LPV/RTVH#) L LT, ThZhs/ RELY vy 7Fafx i)
SVF—N- | 7/7/7(QD) | 16~200 H ANTVA|ALIVF | ALT VA TVEH/ T A M) Y5 ¥ Y (300/200mg 1 H 1) & OfHHIC X B, ML —T >
VIF AT | 1~29HH =V 115 = 148 = 1191 WA % J2l U7zo 4RI P3N 365E (FEFH : 19~72i%), 48% 251N, 69%H 1k
v (099.1.32) | (131,168) | (157, 233) Hoteo BHHMOFHMBETCDAY ¥ S EREIE214cells/mm3 (#PH : 2 ~810cells/mm3),
INIFA| INIFA| S NTF R HIV-1 RNA L~ i34.94log10 copies/mL (#iPH : 2.60~5.88log10 copies/mL) Td» - 720
FOY67 | Furi210| 7 H Y362 7. PUHIVIEIC & 2 IR BR ) 70 WHIV- DSB8 2 0 R & L 725058 (A1424-13870R) 12
(142,196) | (168, 262) | (257,509) BV 5963 0 i
IF =WV A} | Ortho Tri-Cyclen | 300mg (QD) +RTV | 14 | =ZF =V | ZF =V T | TF =)V ATV/RTV# LPV/RTV#
7Y%=/ | (QD) 100mg (QD) ATV ANT VL | AT TF (n=440) (n=443)
VrEAF A= | 1~28HE | 20~42HH —b0.84] =1 0.81] = 0.63 ; : - -
o o il il
Ortho Tri-Celen (074,095) | (075,087) | (055,071) TR e o8 S *2
10 QD) = e - L
9~a20 H SO B A 400copies/mLA 86% 80% 82% 74%
2 F 2 —|% % 2 % % 2 50copies/mL A 78% 74% 76% 68%
. - i Tw7BEoEE
b:1.68| 1 :1.85)F:2.02 IH S = f J”x -
(151,188) | (167,205) | (177,231) gX}éjg‘AEm{ﬁ; ”"Iﬁ%”‘b”ﬁ -300 | -321 | -313 | -319
703+~ | 200mg(QD) | 300mg(QD) +RTV 29| 105 108 L07 —m RIS
v 1~20HH | 100mg(QD) (099, 1.10) | (102, 115) | (100, L15) CDAY Z I SERHUDBG R SO |0 268 219 290
11~200 H AL (cells/mm3)
AETEY 200mg(BID) | 300mg(QD) +RTV | 23 117 125 132 a : Roche Amplicor, v 1.5 ultra-sensitive assayfii
1~23HH IOOIZg';%D) (1.09,1.25) | (117,1.34) | (122, 1.43) 8. NS DY H-Hi 2> © D ZEAL (ATA24-1383KER)
4~1
- ATV/RTVEE LPV/RTVEE?
400mg(QD) +RTV 121 126 135 — . . — . .
100mg (QD) (L11,1.32) | (117,136) | (1.25,147) Al 4834 9634 P 4834 9634
14~230 1 mg/dL?|mg/dLP| ZLS |mg/dLP| 1L |mg/dL°|mg/dLP| ZLS |mg/dLb| Zte
+ A7 = | 40mgHilnl . 400mg (QD) 16| 124 145 NA (n=429) | (n=374%) | (n=374%) | (n=312%) | (n=342%) | (n=124) | (n=335) | (n=335) | (n=291) | (n=2919)
% 7HH, 2008° | 1~120H (1.04,147) | (1.20, 1.76)
- . LDLIVI gy | qg | FI% ) qgp | F 1A% | ge gy | H19% )y | 1T
)777%> | 300mg(QD) | 600mg(QD) 3 118 210 343 xzu=| ol 2] ol o | 0685 o0 | (153%,
1~100H | 11~200H (094, 148) | (157,279) | (1.98,596) e '° ls7%) | Y 163%) | 1 206%) | 7| 18.9%)
150mg(QD) 25-0-7A | 25-0-7'A | 25-0-7 A HDLa L +29% +21% 7% +29%
11~200H TEFLY | TRFVY | TEFNY o s | 46 Oy o136 | 48 21 46 .
ol Rl W 27m=l oo | 06 | B8] ge |90 go | gr | B46%] (o | (268%
7rIFYNTTTFL N TTT T e : 3119 | Y | 234%) | 13920 | | 316%)
1820 £2201 $756 - - —~ -
(590,1140) | (1597,3034) | (30.1,1900) @ava|] 1o | 160 | B g | FI% | g5y | oggp | PB%) g | F2%
o ; ‘ soone| (18) | @o |21 o) |1206] 7 | gz | OB] gy | 236%
150mg(21) | 300mg (QD) +RTV | 7 | 249 148 140 : o 1da%) | T 146%) | 1 266%) | Y| 263%)
1~156HH | 100mg(QD) (2.03,306) | (1.19,1.84) | (1.05,1.87) S 5 5 -
1~17HH B-0-F2 | 255-0-74 | %5-0-7 2 Kooy 1o | s | PP g | FI% ) g | qeq | PRI gy | 0%
FEFNY | THFLY | TEFNY voAFe | @D | 43 512.24; D) iwl‘ff' (39 | (64) (483‘;' (59 (ﬁ%
Srgsy | 97799 | 7975y 7.8% 6.1% 56.0% 54.2%)
777 :1090 11145 at FIRIAESEAC & 2 Wh#E % BdG L 72 f) (B SRTATV/RTVEE © 1%, LPV/RTVE
(613.983) | (814,1461) | (815,1610) 1%, 48823\ CATV/RTVE 1 2%, LPV/RTVE : 8%, 965EIZHBWTATV/
Rosiglitazone | dmgllil | 400mg(QD) 4| 108 135 NA (RTVEE: 3%, LPV/RTVEE: 10%) b Tt L7z
CKHAKR) | 1HA, 7THA, [2~7HA (103, 1.13) | (1.26, 144) b:I?@;ﬁkﬁfiu%ﬂmﬁw%—'Hwu R
17HA 300mg(QD) +RTV 097 083 NA z . L)ZDLF;“ tx %EHIDﬁﬁgﬁﬁﬂu tf&’-‘mﬁ T TS
100mg (QD) (091, 1.04) | (0.7, 0.89) s, ) Co
8~17HH o

(8)



2. FHIVERIC & 2 8RB O & VL BE (B 1 3 iR (A1424-034585)

PIHIVIEIS X 2 RGO 72 WHIV- &G B #8106 2 1 412, A (400mg 1 H 1 ) +
537V (150mg) KUY F7Y ~(300mg) 1 [ 2 W#%5H(ATVH) &7 7L vy
(600mg 1 H 1) +F 3 7Y ¥ (150mg) KUY K7 ¥ (300mg) » 1 H 2 4 5.5 (EFV
)& LT, MIEAAL T REMILBGRE Z J2 0 L 720 $25- S 7280561 4R it T- ¥ Ml 1334
e (HEPH = 18~73i%), 33%ASHAN, 65% D TVETH o720 FeGHIDOFIHCDAY ¥ 78 ERE
13322cells/mm3 (#iPA : 64~1424cells/mm3), 5O T-HMAEHHIV-1 RNA LX)V
4.84log10 copies/mL (#iEiPH : 2.23~5.88log10 copies/mL) T - 72,

9. PLHIVEEIZ & 2 IGHAERO 7 WHIV-VEGBHE 2 4 5 & U7 3lBR (AT424-03438%) 12
BT 548 D i

ATVEE EFVE
(n=404) (n=401)
HIV-1 RNAKAS
400copies/mL A 67% 63%
50copies/mLA i 31% 36%
A8 A IC B LTIl S hTwz
BHRoOHE
HIV-1 RNAH&OE5Hiftih 5 O _967 o4
24 Lt (loglo copies/mL) : ’
CD4Y >/ SBRE DL G Hi A & O 176 160
2L (cells/mm3)
a : Roche Amplicor HIV-1 Monitor Assay, test version 1.0 1315
#10. IR O G-HifE 2 © OZAL (AT424-034508%)
ATVH#? EFVH#E2
e 4838 e 4858
mg/dL | mg/dL ZALd mg/dL | mg/dL ZEALd
(n=383) | (n=283) | (n=272°) | (n=378°) | (n=264°) | (n=253)
LDLa L A7 u—d 98 98 +1% 98 114 +18%
HDLa LV A7u—)v 39 43 +13% 38 46 +24%
waLAFa—) 164 168 +2% 162 195 +21%
PRSP E 138 124 -9% 129 168 +23%

at FIRIESE S X % WFE % BIAG L7200 (B G-iTATVRE : < 1%, EFVEE: 0%, 48
WBWTATVEE : 1%, EFVEE: 3 %) kv THfat L7,

bt %GRl & AT D Wi 2 FHI L 7 H OB L0 Py

¢ LDLI L AT u— Uil il L7z Bg sk

d : ZefBiE

3 HHIVERIC & 2 ABHEER D & 5 BE (BT B R (Al424-0455K58%)
AV AR EIE RN % B 5 PTHIVIEIC X 2 REER D & 5 HIV- 1 #3581 % ki %
12, A (300mg 1 H L) + Y b ¥ (100mg 1 H 1) (ATV/RTVEE), 4] (400mg
1TH LD +4FF 0 (1200mg 1 H 1) (ATV/SQVHE) LU B+ +1) FFE N
(400mg/100mg 1 H 2 ) (LPV/RTVHE) L LT, ZhEhs/ RAEVY Y TuFy L7
~OVIEREL (300mg 1 H 1) & X 27 Lo ¥ FRUURGRERHESE 1Al & o HIc L 5, &
PEZALIE E L BERER & o0t L 720 SRR T3 41 5 (REPH © 24~745%), 60% 251N,
T8% WY TdH - 720 PG HIOFHMEEHCDAY > /3 5k% 1337 cells/mm3 (#iPH : 14~
1543cells/mm3), HIV-1 RNA L )b iZ4.40log1o copies/mL (#iH : 2.60~5.88log1o copies/
mL) T& 720 ATV/RTVEE R ULPV/RTVEFIC BT 248 WDt % %11, IREA %S
HifEA & D24 % K121 . ATV/SQVEE (11561) 124515 2 HIV-1 RNA RO % 5.1 il
25 OFHE LRI - 1.55log10 copies/mLTd V), LPV/RTVH: & O Time-Averaged
Differenceld0.33CTd o 7zo CD4Y ¥ /BRI D EAL®IZ72cells/mm3Bgin L, I4erh
HIV-1 RNA L )V %%00copies/mLA i (50copies/mLAI ) I2# 2 &7z E#F iz h2h
37% (24%) TH > 720 RRERIZBWT, ATV/SQVOHHIEGIE 0 2R Hs &
I C&hhot
F 72, A6 % W U T, ATV/RTVHE LLPV/RTVEOHIV-1 RNA O 51
B 5 O PR EALE I IBILE LB BV TSR R L 72,
FIL BRI 20 EoLR b 1HAOTa T 7 —LHESEPD, HERETE RN
EHE(NRTD, MM R G R R B E 2 (NNRTD % & SHiHIVHEIC B W TR R
A5 HIV- 1RG5 % 5 G & U 723005 (AT424-0455008%) 12 BT % 4838 0 i

ATV/RTVEE | LPV/RTVEE | |me-Averaged
(n=120) (n=123) Difference
(95%(3 41X [H])

HIV-1 RNA A

400copies/mL A 53% 54% -11(-137,114)

50copies/mL A 36% 42% ~64(-187,58)
I S W C v BE oIS
HIV-1 RNA® O 5§l & _ B _ a
D2 (logio copies/mL)>© 193 187 013(-012, 036)
CD4Y ¥ RERB OG- Hi D S
TR (celle/ ) 110 121 175(~456,106)

: HIV-1 RNAKE DI ZAL 51975 % 15 X ]

: Roche Amplicor HIV-1 Monitor Assay, test version 15 Jf]

: 78 b 3—)V E®primary efficacy outcome measure

T BT £ 48 OCDAY) ¥/ SERE R FHIU L 72 8% (ATV/RTVEE, n=83: LPV/RTVHE,
n=94) 2B 5 FHELE

F12. IR O 5-Hifli2» & D 2L (A1424-045:85%)

o o

ATV/RTVEE® LPV/RTVEE

5 4838 963k 5 4878 963k
mg/dl® | mg/dL® | ZALS | mg/dlb | ZMES | mg/dl’ | mg/dL® | ZAES | mg/dLb | 2L
(n=111%) | (=769 | (n=75% | (n=52%) | (n=52%) | (n=1089) | (n=76) | (n=73") | (n=14) | (n=43)
iz 108 | o [T e | T s | e | 0] e | DB
paone | ) | ap |THI g (ORI g gy |3y (258
: ot | | e | g | Y| saw)
— 70 — RO/ 0, 0y
mLavz| 40 | a0 | 0 gy | Ty | g | PR gy | TR
suor | ap | a2 | g |58 g | gy | SR g | B8
: R RV B A 2w | ] %)

(9)

ATV/RTVEE LPV/RTVEE

s 4834 9634 ek 4834 9634
mg/dL? | mg/dL? | &ML | mg/dl® | A1 | mg/dl | mg/dLP | ZMES | mg/dlb | 2L
(=119 | (01=76%) | (n=75% | (1=52%) | (n=52%) | (n=108%) | (n=76) | (n=73% | (n=44) | (n=43"
gavaz| s | om0 | 8 b | T g s | O i | PR
- 6o | an | I g | g | | W% | gy | 60%
- Yol -e0%) | Y[ —ame | o sew) || 17%)
o "o . o
L B O T I T B O B S Y I A B S B
gtie | a6y | 08 | T8 aen) [C8 g | aag) | B g | (248
; Yl 22%) 1 46%) ! V1 36%) | 0| 406%)

a EIRMAESEIC X 5 W% PaR L 72900 (3% 5-ifATV/RTVEE © 4 %, LPV/RTVEE :
4%, A8MIZHBVTATV/RTVEE : 8%, LPV/RTVEE : 19%, 96HIZBWTATV/
RTVH# : 9%, LPV/RTVH : 20%) 1ZBCTHRF L7,

I (B R )

s PGl & 4838 3L 96 DT A FHI L 72 BE 2 BT B AL T

CLDLI L A 70— Uil 2 5Hl L 7= R 8L

By 1

4 FHIVERIC & 2 AAHEER D & 2 BEICH 1T 2 i (Al424-043558)

WINZ 1T ROHIVZ w7 7 —EHEE L 1 H& SHHIVHRE S BV TRRA T4 2 HIV-1

G BB 30000 & 3 G AS, AH) (400mg 1 H 1) %58 (ATVH) Lo EF e+ b

YL (400mg/100mg 1 H 2 [6) $ 58 (LPV/RTVE) L LT, ZhZFh X2 L4 ¥ KRl

G RERAER 2 H L OB X B, BRI — 7 > BB % JE0 L 720 TR

482 B VT, IMAERHIV-1 RNA#A%400copies/mL A (50copies/mLA:i) T - 72 &

HOHEIZ, ATVEE(n=150) T45% (32%), LPV/RTVHEE(n=150)T67% (51%) TH 1,

HIV-1 RNA# O 55t 2> & O P32 AL iz ATVH T - 1.59log10 copies/mL, LPV/

RTVHET - 2.02log10 copies/mL T » 720 ATVEEDOHTY 4 W ZZ)FIZLPV/RTVEEIC 1L

BLTHEIED - 72,

5. /MNRIC (B K (A1424-0205888)

Mot 3 1 ~21i% OHIVIE S B 19361 (FIHIVIEIC X 2 IO 72 W B FH-6HI, HLHIV

T K 2 IRIRREER D B % BA107H)) 2K Gis, AH (7 7wV A DOEEG) 1 H 1 m$k S

BE(ATVEER) B OARHA (5 7R VHSUEEGH) 1 H LI+ ) b E V58 (ATV/RTVEE)

LT, ThEh s LAy FRUIGBERERE2H L OFHICE 24 —7 v illig

FEhtiL7zo

ARHN (D T R IWVHD) OB 20 72 6 ~ 18 A O HIV &G B E 10561 A53FI S L 7zo 5

i O CDAY) ¥ SERBUE, PUHIVIEIC X 2 B O 2 WIEH O ATVEET326

cells/mm3, ATV/RTVH#: - T355cells/mm3, HLHIVIEIZ X % {H#REBROH 5 BHEDATV

#T430cells/mm3, ATV/RTVH:T522cells/mm3TdH - 72

13, 6 ~ 18 A O HIV &S R H 12 35 1F 5 963 0 1 (AT424-0203U5%)

o Ao o

PUHIVIEIC X 2 i6306REER | PCHIVIEIC X 2 AR
DO EH D% B
ATVH# | ATV/RTVHE | ATVE | ATV/RTVE
n=26 n=17 n=37 n=25
HIV-1 RNA#AY
400copies/mL A 38% 65% 30% 40%
50copies/mLA i 38% 59% 19% 32%
[ T AN QAVAS L E AT FE
CD4Y) ¥ 78R D $e 51t A 431 343 201 335
5 O PR (cells/mm3) (n=16b) (n=12b) (n=19b) (n=12b)

a : Intent-to-treat analysis
b $E5-HT L 96 DCDAY) ¥/ ERE A I L 72 B

[E-3E-3::)
1. {E AR
T EFFEN(ATV)IRTHFRTF FROAIV-1780 77— ¥HER(P) TH %,
HIV-NZ &G LM BT, AAlIZ 7o 77 —EHEEMICL YVHIVY 4 V2D
BB (Gag-Pol) I3 A T L, ZTORE, REMEHT2WAY 4 VADEL %
s %
2. 4177 A JV Z{ER (in vitrostER)
KRB, ~2 077 —3, CEM-SSHINL & OMT-25H 12 &4 & 72 %5l
HIV-157 8RR IS BT B ATVOHLY £ VW A OECsofiiiE, b MG F T2~
5nMTdh o7z, ATVIZMIBREERERICB VT, HIV-1Z V=M 7% 47 A, B,
C. D, AE. AG, F, GRUJOSHEMRICH U Cilitk& = L7ze HIV-240BERICH LT
IZEC50fH1.9~32nMOEB D & 5 it % /R Liz. M3 BRIC BT, ATV &I
Fe R BB ES (NNRTL: 9 EVY Y, 277 ELY YRR ETE V), PI
(7Y7VFEN, £ TYFEN, BEFEL, £V T4FEL, ) MFENETYF
FEN), WEEMHEEEKRNRTL: 7NXHEL, V¥ IV y, TAN)YIEY, T
ITVY, VTV Y, FIREN, PNV IRV RTV ), AV A K
BHETHLTFTHREVKPYNEY Y OWFh L0 28BH O 4 v AiEER
BRI, DR EEA E CREPU R IR0 S, MIEEE ORI b 22 0o 72,
3. A4
(1R 2% 30 -
ARG RIS BT, ATVIZS » AR L7224, ATVISH 3 5 &2
1/183~1/931AK F L7z 3D R 57 4 W ZMDE S 20 TS DATVIHE
IZHIV-1% 4 W ZADI50L, N88S, 184V, A7TIVRUMAGIDT I 7 WA 5 LT
Wiz, 2, 7TI/BERIZTOT 7 - CHEBMTORO SN, 0LEA L,
PIBMOMO X Vv — %7 I VBiEHRE & T 2 WHllARZ Y 4 VAT, Mlaksz
RERZB VTR ENRD SN, $MoOPI(T Y FLFEL, £y IFEN, T
EFEN, RV T74FEN, U EFENVEOHFFEN) I 2R K0
STz ATVRUST ¥ 7 L E L o@JI P 4 & L CIS0L & 150V 252 il
D HNZZH, RIS 225 720
(2B D 72 WK T ORISR ©
1) IBREEER D 72 WHIVIES B E ICATV300mg 1 H 1 E+RTV100mg 1 H 1 [ (ATV/
RTVHE) L OATV400mg 1 H 110 (ATVE) D5 I 79 v+ =V 7Y v b
JHTFC B % el (AT1424-089%KER) o



F14. 96HIFIZ BT 2 7 A W AEI I D 4

B ATV X %7 4V 2221 DR

[XHREE K 5]

TVAM - RAX =X A7 4 THRAEE 274 7 VIERED
(FERT) WRHRHTE X P HifE 6 — 5 — 1

(TEL) 0120-093-507

JLOT A v RS J o5 R AL
ATV/RTVE# ATVEE
(n=95) (n=105)

96381 A ) A 2E I AL (>50copies/mL) 15(16%) 34(32%)
BIRTRROERRENEET S 74 VA : 7
ESIESieS
963BIFAT VI TED 7 A )V A2 S5 B bk 0/5(0%)" 4/17(24%)"
96;HIFISOLZE R 2 473 % 7 4 W AW R 0/5(0%)® 2/17(12%)"
53 HERRS
96T I 7Y VIHEE AT BT 4 VR o/ \b o/ \b
0 WS B R 2/5(40%) 11/17(65%)

a7 A WVAFIIBIALI6HE 7 4 W A RAIEA U 2% o 72 B L 096 IEIZ 7 £ v A%
M Ny 2 FRAEUZZBED D VIEY AV AREAR 512 & 0 i 2 il LB
et

b o TR R OB 5 — & DEAET B 7 A IV AR I R O B4 (%) o

¢t I50I/LOREGZALA MO ATVA00mgik 5- % 2 I TRD b7z, WIhbATVIC
X3 B FHBVELRD SN o7,

2) IR O 72 WHIVIE S H ATV O300mg 1 H 1 [0 +RTVI00mg % %5 L 7234
55 (AT424-138305%)
ATV/RTVOI6H B ERE I 7 A b A M (>400copies/mL) % feBk L 72 ¥
B B\VIET A N ARIEADIIEMEPNERT G2 Pk L2 BE O MY >~ 7 v
DOV T AT N O R IIIANT % F 0 L 720 TRATEOE39BI(9 %) Th o720 2D
MR, ATV/RTVIEEZ V—TI2BWT, YAV AZEM S BERO 1 61Tl
ATVIZHT % &S VEAS1/5612 K F L, L10F, V321, K43T, M46l, A71I, G73S,
1851/ V . O'LIOM D PIBIE D B #5385 H 7z, F 72, BB B 5 BT,
MI8AL( 1 B1) IEMI184V (4 ) DA ATT 5T 2 MY ¥ € VfETEBIL 720

3) HERERR D 72 WHIVIER R ICATV D400mg % 1 H 1 k5 L 72508k
ATV400mgD A DTEET 7 A N AER I A RERL, Witk L 2o 728805 055
VRT3 % < OBETS0L O EHAED & N (ATVEHE #5008 E), F 72
ATIVOEHEZ G LTz, £72, 1 7L E 0PI Mo (6] 213 V321,
L33F, G73S, V82A, I85VILIZN88S) ASIS0L & [l & % W IZI50L 2% LICHBIL
TWize RIBHFBHICBWT, FEAPIBIMERZ A7 X $I2I50L O {0 AA35
BLL 72 4 v A5 HERRIE, ATVISR S 2 B2 R L7225, foPl(7 7
LFEL, £V FEL, BEFEL, FLT74FEL, Y MFELKTYFF
YOV Ik U UMy 28 kB < ISz M o IR FF 0SB S /e,

() MERERR % AT 5 HBH T DRRR RS
IR E AT A HIV-TEEICATVIUIATV/RTV 2 5 L7238k, 7 A4 v A%
Yl R L 72 B0 & 0 BE L 7213 & A E O ATVIRE MR T, B OPI
LOitPEE B L7227 3 7 BB L, PUCHT 2 EZMILT 2530 s/,
ATV300mg& RTV100mg® 1 H 11 (K27 2 AL & 1FEONRTI e <Rk
L72BHDOY AV AGHRICBWT, Ikd —WICRD SN zERIE, V32,
L33F/V/1, E35D/G, M461/L, I50L, F53L/V, 154V, A71V/T/I, G73S/T/C,
V82A/T/L, 185VRULIIV/Q/M/TTdHh -7z, TDMOEHE LT, EMK/A/Q,
G48V, 184V, N88S/D/T, J%ULIOMAII0% Aciili 0 5 ikk Tilsd b 7z. BEL
TATVIUIATV/RT VG- BIUGTHT O B F OHIV-177 4 )b A (ZI50L O {4 % & s B 5L
DOPLF YR AT 2 P41k, ATVIC B EA: UZzo IS0LIE L, Wk
AT B BB ICATVO RN G%IC 7 4V A E U Z R L2 BETOHRSh
T, ATVIRHHC L ) 7a 7 7 —ERREMOZ L A U2z, Shd oz
ATVIHPEOREEE L IHB L %220 > 720
4. ZEMmE
PIDHIEREER % A7 5 BB ICATV R &S LZBR R BT, ATVEGMIIZY 1V
A G5 BERR 0 FEBUR B ONEAR T BURHT % 0t L 7220, BB O PIIC S e & R L,
ATVISH LT b 2E0ER R L7z 184V ILIXGASV B % 43 % 47 BERR D90 % VL E7%,
ATVICHEPEZ 7R L7ze F72, LOOM, G73S/T/C, ATIV/T, 154V, M461/LdH %\ i
V8T & AT 5 5Bk D60% UL EASATVIHETH V), B 2 TD30N
AT B MR D38% BSATVIYETH - 720 ATVISIHE 2 78 3 4 B IZ o PIIS L
THREMMEZRL, 42 YFEN, TEFEL, FUT714FENL, ) B FEVRY
FFFEMTH L TIEI0% UL o5 ivks, £72, 7Y 7L FEVITH L TIE80% ¢
2R L. BERBEAT AEZEICB VT, PIRMEICHEES 57 3/ BRERICM
2 CIS0L%& F6 3 L 722 PLit 4 7 4 v 255 dEk L, Ao BIBOPICH LT b 280 % 75
L7z

(BRI 2 ELERAER)

—Me% 7 & T COVEREE (Atazanavir Sulfate)

1344 : Dimethyl (3S, 8S, 9S, 125)-9-benzyl-3, 12-di-tert-butyl-8-hydroxy-4, 11-
dioxo-6-[4- (pyridin-2-yl) benzyl]-2, 5, 6, 10, 13-pentaazatetradecanedioate
monosulfate

4313 ¢ CasHs2N607 - H2S04

STt 0 80293

M

H
NN
HT CHs - H2SO4

CHs
CHs

"R 7 FEVRBREIEA R~ EEORKRTH L, AF /- VI ) — )L
(95) 1IR3 <, AKITHEITFIZ v,
SEARE (Po/w) 1 646(1-F 27 # 7 — )V /K)

8 #]
LA T8y Y HhTEI150mg : 607 7L EA)
LAT7 2y YHhTEI200mg : 607 7t (EA)

(10)

AN
A

BERF T

® © BERREAE

TIARLAANR 24T FR\ait

RREBHEXEHTE6-5-1

360677



