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%5 ¥ Corvas B M A 3 z WO 02/008251 ¥ » R % % T

Schering 2 8 z WO 02/08187 2 WO 02/008256 - T
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J- HCV = Bk ¥ %] #] > %» 4 %8 F Boehringer Ingelheim 2 £ H
¥ #) 6,534,523 ; 6,410,531 ; & 6,420,380 > A B 48 P Bristol
Myers Squibb 2 WO 02/060926 ¥ 77 48 7+ 4 ;
ke ZFRAKB > Bl wHCVZ % B8 & Qs 3 8 > 4
& Schering 2> 8] &£ WO 02/48172 & pf tk it & ;
L v & 2kk 89 %88 > 45 &0 HCV 2 NS3 % Az 5 & & &5 37 4|
#| > 4o 4£ 48 F Schering 2> 3 2 WO 02/08198 $1 48 ¥ Bristol
Myers Squibb z WO 02/48157 + /7 48 5= & ; &
m. HCV & & 85 4¢ 4] # > %o &5 Vertex 8B # &£ WO 98/17679
¥ » & & Bristol Myers Squibb &£ WO 02/48116 ¥ £ f& it
%A °
2) EARET A Y 0 H A4 ANS4A R A F & § #1 NS5A/5B
XA Z#EARAHPLCAR B ¥ BT A M B 249 % > 40 & Sudo £ A,
Antiviral Res., 1996, 32: 9-18 fi 3£ & % °» £ £ 2 1t 4 4 RD4 6205 -
RD46193 R RD-1-6250 * A A A R A R A 2 WO M4 & &
ARG AR
3) R ok o oM R PEE R BR OB 0 4o & Kakiuchi % A, J. EBS
Letters, 421 @ 217-220 - # Takeshita & A, 2 #7 4 # /& %, 1997,
247 . 242-46 7 48 = &
) BMERIBBIH A > wdDana¥ AL £ B £ 45633358 8
WO 97/36554 ¥ #5 48 & # ;
5) BUYBREBWHAHNLERLEFL > o & R Ferrari £ A,
J. Virology, 1999, 73 : 1649-54 ff 3 & & ;
6) ZE #H % > & V.Lohmann % A, 5 & £, 1998, 249 : 108-118
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IR Z—HRRARED

7y R A & KBS A 5K B8 KB R 8 (S-ODN) > Z 4#
i%%éﬁ%%zS'#&%%(NCR)“P443&1:'@1%’ﬁnéM.Alt
% A, Hepatology, 1995, 22 * 707-717 #f 3£ % &

8) #i i 8 326-348 > # & 4 4x # HCVRNA # CEBRBRT X
NCR 2 3 % 3% S 45 3 # 371388 » w M. AF A, A FFZ
X g, 1997, 142 589-599 ; Galderisi ¥ A, J. of Cellular Physiology,
1999, 181 : 251257 A 3 K &

9) TRES /X # # # 3% 2 4 % # » 4o @1 Tkeda F A, JP-08268890
Y. Kai % A, JP-10101591 £ 48 7= #

10) 4 #% & % > B A S A B BB K d DD
Maccjak % A , Hepatology, 1999, 30 : I & 4 3% 995 Barber & A £
£ @ & # 6,043,077 ¥ ; A& Draper ¥ A £ U.S. 5,869,253 $ 5,610,054
i K &

1) My LR AEBREBUYENLERTRE B
% & R A% & Lo 4o & ldenix B % & WO 01/92282 - WO 01/50121
. US. 6812219 & US. 6914054 ¥ srie K # » £ ¥ % #B 7 — &
EABRAERLBEESHD s HRCHF X - BRER/RAR
%&%zﬁ%’%@ﬁ&%%&%zi%%ﬁumyQM
& A K BD & B—L*Z‘%FEXL%%%LT’T%%ZEESL%?&% » B
ﬁﬁﬁ%fﬁﬁ%%M%ﬁ&%’ﬁﬁaﬁﬁﬁiﬁ&%
zﬁ@l‘f’°*ﬁ'ﬁﬁﬁw%ﬂ'ﬁ“f%ﬂﬁh‘E—T'BioChemPharma/z}r‘:](iﬁ,
% 2 Shire Biochem 4+ 3 ) 2 WO 01/32153 $2 WO 01/60315 ; & Merck

N 3) 3 ¥ 3F 2z WO 02/057425 82 WO 02/057287; & Roche 3 & #
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% 2 WO 02/18404 ; #% & Pharmasset 2 3 Z WO 01/79246 ~ WO
02/32920 & WO 02/48165 ; & 48 F Emory X £ 2 WO 99/43691 - &
2003 4 4278 > 3 & % % M Savannah = ¥ 16 & 4L % & & %
BREAICEN XA E(RAER)DEEHVE Wit
#HCV 2 220 § 2 #% ¥ 14 & Eldrup % A #v 84 4% i ; 4 A HCV
RNAA B 2 T4 8 2% FW %% d Bhar ¥ AR it
(BFATSR) AP ERE2 UG 2B Y G ER Lmb b R
RZBAEFHRATBEE R HEMS; 298 % 2 8 3 £HCV
RNAZ # L2 At dO0lsend A& ($AT6F) -
12) ERBRAABRF A FHARLEACHUF A A L 244
tem BN e 1-BmEA-REBTK » o5 FGold% A
ABEEA6034134 F AL RAKE - 4 FER K4
LA ML B > £ R T Chojkier ¥ A 2 £ B & #/ 5922757+ ; A %
W SRR TRE > AR TOzKEAZLREF
5846964 % A T &  N-(Bi 8 A 2 8 £ )L-R P & B 88 2L~ &
o b % #A 0 4o f£ 48 F Diana ¥ A 2 £ B ¥ #] 5,830,905 ¢ £7 % B
# R H B o £ FDana% A2 £ B & # 5,633,388
THBTHE RRYBITAY o AATWagd AZLER
# #15496,546 ¥ pr L & 5 2'3-= % & WY > 4 £ %5 T Yarchaon
FAZEBR EAI5,026687 T AR A Rbokok > o T
Colacino % A 2 £ B # A 5891874 ¢ A sE B & ; RAE M & & -
o R T Tsai ¥ A2 £ B & A5837257 58 F Omer ¥ A 2 £
B & #5725859 ¢ prow F o
13) AnEHCREAM X% HZItsd ¥ &4 & Schering Plough
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=4 2 B & &K% £ -10; & Interneuron $# 4t 2 IP-501; & Vertex

$& 4 2 Merimebodib (VX-497) ; & Endo Labs Solvay # #t X
AMANTADINE® ( 4 M| % % ) & RPI 3% 4 z HEPTAZYME® ; &

Idun B # 32 4% 2 IDN-6556; & XTL &= £t & XTL-002 ; & Chiron 4%

4 z HCV/MF59 ; & NABI & #t X CIVACIR®(C & #F % % & XK %

& ) : & ICN/Ribapharm & #& % LEVOVIRIN® ; & ICN/Ribapharm
(Valeant) 42 4 z VIRAMIDINE® ; & Sci Clone #& £t Z ZADAXIN®
(¥ B % a-1);  Sci Clone #2 # 2 B B % #v £ @ PEG it 2 T #&

+* % Maxim 32 4% % CEPLENE® (@& % fx — @ 8 B )’ &5 Vertex/Eli 0
Lilly 2 # % VX 950/LY 570310 ; w Isis & # /Elan & 4 Z ISIS
14803 ; & AKROS Pharma #% 4 % JTK 003 ; & Boeﬁringer Ingelheim
32 4 z BILN-2061 ; & Roche 3% 4t 2 CellCept ( Nk By B E JEH
(mycophenolate mofetil)) 5 & Tularik 42 £t 2 T67 ( B-#4 % & & 3¢ #
#); & Innogenetics & ##t Z 4t H E2 X 54 & & ¥ o Fujisawa {%
4 N 3] 42 4 z FK788 ; 1dB 1016 (Siliphos > © AR K f & % -B% A5
& BE kb #E W % & %) & ViroPharma/Wyeth 32 44 2 RNA A % # #|
#| VP50406 ; & Intercell $2 Epimmune/Genencor REgEZER-REYE S
& Anadys #2 4 2 IRES #p #] #| ; & Anadys 3% £t X ANA 245 1 ANA
246 : & Avant 3 4 Z % J& % & "Therapore" ; ¢ Bristol Myers
Squibb/Axys 2 Corvas/Schering Btz & G Bsdpd B B Vertex &
p 2 fRIE o B 49 B B o o Trimeris % 4% X &k & 3 & A O B
CellExSys 32 4t 2 T 4= §g % 7% Biocryst 3 £t 2 A B I B
# ;& PTC 36 #& B 2 3] 42 4t 2 4% ) RNAJL # ¢ &7 Immtech B &
24 2 — B & F ; & Agouron $ Chiron/Medivir 3% % 2 % & B 47
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% # 5 & AVI BioPharma #1 Hybridon 42 ¢ 2 R 4 & £ & & : &
Aethlon & £ R 4 2 m b /L H ; B Merix RE XL B A S © &
Tripep 4% $t 2 "Chron-VacC" » — # 54 % /& % 5 & United & & ] 2
8 #& 4t Z UT 231B; o Genelabs 3 4 3% 4 2 & & 8% ~ A2 4% % 6%
B ¥ e B % & ;0 & Immusol 3% 4% = IRES # #] # ; & Rigel &
B & #% 2 R803 ; o InterMune # 4 2 INFERGEN®( F # £
alphacon-1) ; & Viragen 42 4t 2 OMNIFERON®( % # F # % ); &
ABEAHE @ #2038 24 2 ALBUFERON® ; & Ares-Serono 32
© %zREBIF‘E(‘T‘@:?B-la);éi%%%—i’&ﬂﬁ%zw‘?ﬁ
¥ B Amarillo £ ) H HRM 2 0 R F4# % o & InterMune 42
B FHREr Tt Rrlb; G Valeant R 2 AR F# % o
Onyx % # 4% ft % Nexavar ; & Progen T % 32 % % PI-88 ; &
BioAlliance Pharma 2 £ 2 % %, % &e i £ R X, % 4 ; & Jenken 4
W # B R # 2z JBK-122 ; B Idenix 3 4t 2 # b ¥ Z
(Valopicitabine) ; & VGX B # 32 £ 2 VGX-410C; & Migenix 32 4%
Z # R & 4 (Celgosivir); & Bioenvision 32 4% % # # + (Suvus); &
Viragen # 4t 2 % % % (Multiferon) ; & Intarcia 32 4% 2 o F £
& Innogenetics 42 4% 2 INNOO0101 (E1); & Pfizer 42 4% 2 PF-03491390;
B Flamel 3% #7 32 4t 2 £ & b (medusa) + ## % ; & Intercell 32 4 =
IC41 ; & Schering $2 4 2 SCH 503034 ; & GlaxoSmithKline 32 4
G126270 ; & Pharmexa 4% 4 2 GV1001 ; & Roche # # = R1626 ;

Maxygen/Roche ; & Pharmasset/Roche 3% 4t % R7128 ;: & Nautilus
Biotech {4 2 R 7| % B (Belerofon); & Romark 3% 4 2 7T # B &
(Alinia); ¢ Peregrine 4% 4t % © % B % 44 (Bavituximab); & Amarillo
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rmaaRgzoRTFHEF B Novelos 32 4% 2 NOV-205; &
Globelmmune 3% 4 z CGI 5005 & ViroPharma/Wyeth 3% £t X
HCV-796 ; & Chiron/Norvartis 3% 4t Z HCV/MF59 ; & Transition 74 #
#| 32 4t 2 EMZ702; & Biopharma 12 4 2z AVI-4065; & ANADYS #®
4 2z ANA975; & Antipodean B # 2+ 3] R #4 X MitoQ ; & Achillion
% % j2 f¢ 2 ACH-0137171 ; & Roche 32 #% z R1626 ; o XTL #& #
> XTL-2125; & XTL $& #t 2 XTL-6865 ; & Biolex 74 # #| /OctoPlus
32 4t = BLX-883: & DEBIO 32 /¢ 2 DEBIO-025: & & United /4 # &l
N3 R4 2z UT23IB: AR
1@ﬁ?ﬁ%%%’@ﬁxm%%ﬁﬁiz%mﬁimﬁ’
a3 2-B & -FLa H R A 3-AT R 4 > 4% 4 B HBV » o £ R
F Idenix B # z WO 00/09531 @ WO 01/96353 ¥ Ff # 7~ & 5 BT
% 4 @ (acyclovir) Z & & 8 A ° o 4 %8 F Beauchamp z £ B #
44957024 % pE A A o

“Tﬁ%i‘i‘(“l’ﬁﬁ’fg)7T<4b%4h'é\4#&/éﬁ.§§ﬁm Z A E
BzAbEH > REAaEER oA B 4o VX950 T3 F X %
# o T 4& A %= F # & & 1 Schering-Plough 2 o-F # 4 -2b & 4 >
Intron® A $2 PEG-Intron™ ; & Hoffman La Roche z Co-Pegasus 2
PEGASYS (4 PEG it = F # % a-2a) °

B A A X Al

Bﬁﬂ?i@lﬂ'%/&%‘%%ﬁi?ﬁ&iiﬁﬁBﬁﬂfi&%—’:
BB E Lz EMER AXEAMT KT B
# FF % # & F # % -a (Intron A > Schering-Plough) ~ #& PEG 1t X

F 3 # (Pegasys® Roche) ~ & 5K & & (lamivudine) (Epivir-HBV ~ Zeffix
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% Heptodin + GlaxoSmithkline) + F i % ¥ % #& (adefovir dipivoxil)
(Hepsera » Gilead) - 4% # + 4 (entecavir) (Baraclude ° Bristol-Myers-
Squibb) + 85 54 # & (telbivudine) (Tyzeka % Sebivo ° Idenix) % HBV
% 7% ¥ %& & (HyperHEP S/D > Talecris ; Nabi-HBV : Nabi ; Hepa Gam
B :» Cangene) -

ERXREAMTw P  BHXHAFIC (=8B Z
(Emtricitabine > Gilead) ~ L-FMAU (7 %] £ & (Clevudine) » Pharmasset;
Levovir » Bukwang) + X 3 # 4X (tenofovir) (Viread > Gilead) - ¥ 3%
L 4 (monoval) LdC (Valtorcitabine : Idenix) * DAPD (% % # &
(Amdoxovir) » RFS Pharm LLC) - Ana 380 (LB80380 ° Anadys) -
¥ # 4% (remofovir) (Pradefovir ° Schering-Plough) ~ # #& 4% (racivir)
(RCV - Pharmasset) - BAM-205 (NOV-205 - Novelos) - XTL-001
(HepeX-B » XTL Biopharm » Cubist) + & 4t L (nitoxanide) (Alinia °
Romark Labs)  UT 231-B (United & # # 42 3 ) - Bay 41-4109
(Bayer) ~ EHT899 (Enzo Biochem) * #4 % ¥ a-1 (4L & ¥ (Zadaxin) -
SciClone) ~ Hi-8 HBV (Oxxon) - eiRNA (HepX * # F # ) - HepaVaxx
B (Virexx) ~ HBV # « 3 B 7% # (Emergent Europe) s SpecifEx-HepB
(Chromos) -

Renm &4 €K -HVAH

LKRABE TR RAXFHAEZEMAELCRERLT
BAXFPHEZEFRROESHRIBER - M3 1% H
S a)k ABdrHl B b)rE ok R AT A M 5 c) IR %k BRI B
BRODRXRTFTEHBEBE )R DR b H AL X EHE 5
R A BARMB A B R B8 %R A M Y % (S-ODN); h) IRES
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rEMRE Bz A DEBEEE S DB RMD # 5 k&
Idenix & % £ WO 01/90121 ~ WO 01/92282 ~ WO 04/00300 - WO
04/002999 & WO 04/002422 ¥ £ 38 5= Z — R R A ¥ B D 2'-
S ABY B MY > m I-NH- XK T K Nk kY o
wAi FEREBEALLE pARE - ALK B BB T B AR
qQ) N-(Bf 8 % ¢ 8 % )L-X F] & & DR B )RR
%Fa’u:ii%:t)ii#":%u&;u)z',y-:.%ium%t:v)#ﬁ%iiiﬁz:
w)x flwb o 82 5 Ax) B NABENKXBERERFANER
EEE -ERER/IAFAEZILALAEY  BEZA2SY
IR I A

An s BpHVZ B —HAEHTAH & G 8K
B~ HIV-% & 8% # %) & ~ 16 2 4 B8 % % 49 % Bl R R & &k BE
¥p % # ('RTI") - # b 2T A A ARERY R® &N A
("NRTI") s 3F #% i R #& & 85 4 %] & ('NNRII") - A EBRT
bl P BoMRE AN T A KB ERY R
/a\-é%/a\#rl%']ﬁ'l°%i%%&kéﬁ%ﬁﬂﬂﬂ%%%ﬁaﬁ%%é\%
%&%zﬁﬁﬁ%ﬁ&ﬁz%ﬁ'&%&mm%A,&ﬁ
nEnAHBzRAA4EREABRTIRE, BR T 2
3 B, 1997, 5(8) ¥ # AR °

A2 L ABERA P E MRS K RFIC 23-= & A3
s 5. FL A B B R M3 ) 141W94 (& # 3% AR 44 (amprenavir, Glaxo
Wellcome 4 3] ); 4 31 B & (Viramune) (# {4 $= ¥ (nevirapine)) ;
% #] # 4% (Rescriptor) (& 3 {8 T (delavirdine)) ; DMP-266 (& # 18
8 % (efavirenz)) ; DDI (2,3-= % £ ML 3 ); 3TC (3-8t -2'3-= & &
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Fe B A% H ) DDC 23“— x & E 2 %) > M B+ 4%
(abacavir) (1592U89) > # 14 # (ISAR)-4-[(2-Bx £ -6-3% & £ -
B )OH-%% o -9-K ]-2- R MW -1-F Bt s B - % 2 &
(Tenofovir) DF (Viread) ~ DAT & AZT & 4 & /% X # & F -
TERAXTHBTZAAAMEHR/ZXIEER 2 A
FRZERES CHEERARA SN+ 42 4t (foscarnet); + &
% B (carbovir) ; FT 3 # B (acyclovir) ; T4 % 5 Ak & #p %) & -
% 3w B 4 4 K (enfuvirtide) ; #2 B-D-=— {5 B # 3 » 2 4 B-D-
© —REEK L R4 DXG) » fD-= § 46 B £ -2,6-= B & & o
(DAPD) & (-D-— £, 45 B % -6-f & <€ 4 (ACP) - T4 fl = F i
% @ 4% Schering-Plough 2 a-F # % -2b # 4% - Intron®A &
PEG-Intron™™ ; & Hoffman La Roche = Co-Pegasus #1 PEGASYS ( &
PEGib 2 F# % a2a) - T @3-Sk — et F2x@d &
# & % A& (Epzicom) (ABC+3TC) + = ¥ {4 (Trizivir) (ABC + 3TC +
AZT) ~ # # i (Truvada)® (Emtriva®( % = & # % (emtricitabine) ;
FTC) & # 3 43 (Viread)®( X # % & & % % & @ (tenofovir
disoproxil) R T # — & B ; X 3% % 4 (tenofovir) DF)) & # it 44
(Combivir) (AZT+3TC) -
TRAAXTHBETZILEDEHAR/ZXBER2ZEG
B # B X W B0 & 4512 K R B e FF 48 (indinavir) ({1(1S,2R),
5(8)}-2,35-= & R -N-(23-= & -2-5 % -1H-2 -1- % )-5-[2-[[(1,1-=
FELEMEEAIBA]4Ca 2 £ F A )1 &b 4 & )2(%
ERFA)D-F B X-XBEsis® ; Merck2 3); £ & JE 3R 18
(nelfinavir) (Agouron) ; #] #& #R 44 (ritonavir) (Abbott Labs) « 7 & 3f
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{4 (saquinavir) (Roche) ;5 & % 3 FF 414 (Amprenavir) ; FT ¥ #F 18
(Atazanavir) ; # L & #F 18 (Fosamprenavir) ; ¥ 7| 4% #& (Kaletra) ; &
DMP-450 {[4R-4(r-a,5-2,6-b,7-6)-x £ -5,6-4 (32 % )-1,3-4 (3-% % )
AT A 47 (R AT A)2HI3 = R B-28 )R TR R
& @ (Triangle B % 2 3] ) -

TEEN RS RE KT AR iR EHRE LR
wAb A H 0 &35 (ISAR)-4-[2-Fk % -6-3% & A& -H & -OH-F - -O-

£ ]2-% & M -1-F B2 3% 34 B B (1592089 —~#FE %A
(carbovir) # 1t % » % B GlaxoSmithKline); BILA 1906 (N-{1S-[[[3-[2S-
(,1-= 7 & 2 %) & 5 & JH4RB-0k ok o A F A1 AR
Gtz A J2R-8 A -IS-X A F A YA A ) AR E)2-TAA
£ )-2-+k ok # & BE ) (Bio Mega/Boehringer Ingelheim) ; BILA 2185
(N«(1,1-= F % Z % )-1-[28-[[[2-26-= F & -X R K ]-1- & A T K]
B A 12R-%8 & -4-% A T % MR-ut =% & B A& 2-% Bk R - &
% ) (Bio Mega/Boehringer Ingelheim) ; BM+51.0836 ( = = J % -= &,
w] & 8 £ 4 4 ) 8 BMS 186,318 (B % = B #7 & 4 HIV-1 % & &%
¥ 4] | ) (Bristol-Myers Squibb) ; d4API (9-[2,5-= & -5-(#% & & ¥ &
£ )-2-7k o & )-8 & °¢) (Gilead) ; HBY097 (S-4-B A & X -6-F
G A 3[F %A -F A 1-34-= & o % ok -2(1H)-5% #) 5 HEPT (1-{(2-
A -2 8 R)F A6-[R A KM R ER) KNI-272 ( 4 (2S,39)-3-
k2% A 4% T8z = k)5 L-697,593 (5-T % -6-F % -3-(2-
g - F AR D Ak A - & )b o 2(1H)-8R ) 5 L-732,524 (32 BB
A &% & B HIV-1, % & 88 ¥ 1 # ) (Merck 2+ 8 ) L-697,661
G-{[(-4,7-= F -13-% # -5 =& 2-8)F £ 1 £ }-5-2 % 6-9 % vk
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% -2(1H)-81); L-FDDC ((-)- B-L-5-f % -2'3-Z > fL e “E sz 25 i )
L-FDOC ((-)- BL-5-f.-— & 15 B f % = ); PFA (B 8% & F & &5 .
"% # F R 4% (foscamet)" ; Astra) ; PMEA (9-(2-B% 8 £ ¥ & £

A& )RR % &) (Gilead) ; PMPA ((R)-9-(2-B% 8 £ 7 f £ -5 & )-4% &
*¢) (Gilead) ; Ro 31-8959 (%2 7 Mk #7 4 4 HIV-1 & & & ¥ 4 #))
(Roche) ; RPI-3121 ( gk £ ﬁé%%ﬁﬁlﬂm&mw¥i£-
RE)IRABBA) A28 A 4X R THANE =T
£+%$ﬁﬂ%ﬁﬂ%@ﬁ&%&:?&#@ﬁ%ﬁi&
© A )3,4-= & % <% ok -2(1H)5% &1 )5 SC-52151 (%8 7 £ Fk ) & 4
% & 8 49 %] #] ) (GD. Searle) ; SC-55389A (#& Z % -} 7] & % '
& &% #7 % #| (GD. Searle) ; TIBO R82150 ((+)-(5S)-4,5,6,7-m £, -5-
A -6-3-F A -2-T 5 & )-ok ok 3 -[4,5,15k]-[14]- % # = £+ B 2
(1H)- &1 ) (Janssen % # ); TIBO 82913 ((+)-(55)-4,5,6,7-m &, -9-§ &
S5-F K -6-G3-F & -2-T # & )k & # [4,5,1-k]-[1,4]- % # -= &
-2(1H)-%% &) (Janssen % # ); TSAO-m3T ([2,5'-% -O-(% = -T £ =
T AR A)I-R-5-(4-1 A -1'2-8 58 5 B 2',2-= & 4t )]- 3-D-
Kol % ¥R R N3-F KB B oE ) U90152 (1-3-[(1-F £ 2 & -
B A J2-0k o K 1A-[5-((F 4 %% & & )-8 & J1H-% & 2-2 |-
ﬁjnﬂ%%yuumﬁ?mX%ﬁi%ﬂmmmymmm
(N-[4- 5 & 3-G-FA2TH L RR)EA]2-F £ 30k o 5 55
B Az ); UC-82 (N-[4-R A -3-C-FA2THAAA)EA]2-9 £
SR B ERBR): VB 11,328 (8 2 A -5 AR B G BE ¥ 3 &)
(Vertex/Glaxo Wellcome) ; XM 323 (3 Ak & & &% #p 4] # ) (Dupont
Merck) i & K & & #4 @ (penciclovir) = # X % — 5 £ # ® % |
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P o 4&14@%#&4&1&%%4&;@'}@&%@% #| LG 1350 & 4

B® -

T 7 ,\%Téﬁi‘i‘?Fﬁ&%zﬁ/—\%*‘\ﬁ&/‘ki%ﬁ

::

- Y oo

3TC, Epivir® & i & 5k & % (lamivudine) GlaxoSmithKline
BT & F 4% (abacavir) & B X Ziagen®, ABC 3% GlaxoSmithKline
1592U89

ABC, Ziagen® & 2 I & - 4% (abacavir) & 1592U89 GlaxoSmithKline
Ammwﬁmm@&m%$%mmmmwﬂAmmfai
¥t 3R 44 (ritonavir)

AG-1549, S-1153 & F # & # # (capravirine) (CPV) | Pfizer

AG1661, Remune® % s HIV-1 % % /& % Salk & & PR RN
Agenerase® & W & & 3% A 48 (amprenavir) (APV), GlaxoSmithKline

141W94 % VX-478

AT i AF & & F F (aldesleukin) 7 & X Proleukin®
&% B & 4 3 F F-2 (IL-2)

Chiron 7 3]

% # # £ (amdoxovir) % DAPD

Gilead Sciences

141W94 2% VX-478

4 % 3% #P 14 (amprenavir) # B X Agenerase®, APV, GlaxoSmithKline

141W94 %, VX-478

Aptivus® Boehringer
Ingelheim

APV, Agenerase® & i & ¥ 3% AF 18 (amprenavir), GlaxoSmithKline

T 2 AR 44 (atazanavir) 3 B X Reyataz™ ™ &,
BMS-232632

Bristol-Myers
Squibb

Atripla® Bristol-Myers
Squibb & Gilead
AZT, Retrovir® & }# % % % % (zidovudine) (ZDV) GlaxoSmithKline
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B sR

-

Bis(POC) PMPA, Viread® & i X % # 4% (tenofovir)
DF

Gilead Sciences

BMS-232632 =, Reyataz™M &, p& poT 32 3R 44
(atazanavir)

Bristol-Myers
Squibb

BMS-56190 =, DPC-083

Bristol-Myers
Squibb

+* & A 85 (calanolide) A

Sarawak
Medichem

+ # & 4 # (capravirine) (CPV), AG-1549 2 S-1153

Pfizer

Combivir® & 12 % % & & (zidovudine) + % % & &
(lamivudine) &% AZT + 3TC

GlaxoSmithKline

CPV ( F # #r # #k (capravirine)), AG-1549 2 S-1153

Pfizer

Crixivan® & % B 3 78 44 (indinavir) (IDV) =,
MK-639

Merck 2 )

d4T, Zerit® & #& & 3% # & (stavudine) % BMY-27857

Bristol-Myers
Squibb

DAPD = % % # # (amdoxovir)

Gilead Sciences

ddC # Hivid® & % 44 & £ % (zalcitabine)

Hoffmann-La
Roche

ddl, Videx® & p# — & 3 ¥ (didanosine) %,
BMY-40900

Bristol-Myers
Squibb

& # 18 JT (delavirdine) # /§ Z Rescriptor®, DLV
U-90152S/T

Pfizer

= #+ # ¥ (didanosine) # B = Videx®, ddI &
BMY-40900

Bristol-Myers
Squibb

DLV, Rescriptor® & ¢ i #r 14 5T (delavirdine)
U-90152S/T

Pfizer

DPC-083 s BMS-56190

Bristol-Myers
Squibb

Droxia® & p¢ 7@ £ ik (HU)

Bristol-Myers
Squibb

& B 16 B R (efavirenz) # B = Sustiva® % EFV

Bristol-Myers
Squibb

139384
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R &% N

EFV, Sustiva® & p¢ & % 18 & % (efavirenz) Bristol-Myers
Squibb

# = & £ ¥ (emtricitabine) 7 & X Emtriva™™ 2 Gilead Sciences

FTC

Emtriva® .5 ## # = 7% 3 & (emtricitabine) % FTC | Gilead Sciences

B # # K (enfuvirtide) & B = Fuzeon™ g, T-20 Trimeris $
Hoffmann-La
Roche

Epivir® & ¢ # 5k £ & (lamivudine) & 3TC GlaxoSmithKline

it ik = (epoetin) @ (12 4 3R 4 & K )M & z |Ortho Biotech

Procrit®

Epzicom® GlaxoSmithKline

R 4r fo 3R A A K (3L & ¥ (epoetin) o) # B X Ortho Biotech

Procrit®

Fortovase® & }# 7 & FF 44 (saquinavir) ( # % 5 % ) | Hoffmann-La

% SQV (SGC) Roche

# Uy # A% 16 (fosamprenavir) 2 GW-433908 £ GlaxoSmithKline

VX-175

FTC % Emtriva® 2 /¢ # = & 3 & (emtricitabine) Gilead Sciences

Fuzeon™™ & p& B 3 # X (enfuvirtide) 2 T-20 Trimeris
Hoffmann-La
Roche

GW-433908 2 # L # FF 16 (fosamprenavir) 2 VX-175 GlaxoSmithKline

HE2000 2 a# & 1 # (epibromide) HollisEden B %

HIV-1 % & /& # & = Remune®, Salk % & # [ RN R

AG1661

Hivid® & 1% 14 & % % (zalcitabine) % ddC Hoffmann-La
Roche

HU %, Droxia® & ¢ & X Ak Bristol-Myers
Squibb

¥ % Bk 4 & = Droxia® & HU Bristol-Myers
Squibb
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L X

i

IDV, Crixivan® &% ## B 3 3f 44 (indinavir) % MK-639

Merck 2 3)

IL-2 (] & s 3 7% # -2) & Proleukin® J3 ¢ /7 it
A & 2 7K F (aldesleukin)

Chiron 2 3

B 3 #8 14 (indinavir) #& & % Crixivan®, IDV 3
MK-639

Merck 2 §]

& & f K & F -2 (IL-2) 2 Proleukin® .2 4% /o7 i #7 | Chiron 2 3]
& M2 3K F (aldesleukin)

Isentress o= % 3% 4% $i 14 (raltegravir) Merck
Invirase® & > % #F 18 (saquinavir) ( 52 £ B % ), | Hoffmann-La

SQV (HGC) #% Ro-31-8959

Roche

Kaletra® 3 p# 5% - #F 14 (lopinavir)/ #] & 3} 14
(ritonavir) 2%, ABT-378/r

Abbott ¢ 5 %

# 3k Z & (lamivudine) # B = Epivir® & 3TC GlaxoSmithKline
Lexiva® GlaxoSmithKline
% “F #R 14 (lopinavir)/ #] 3& #F 414 (ritonavir) # & = | Abbott ¥ %% %

Kaletra® % ABT-378/r

MK-639, Crixivan® & % B b #F 44 (indinavir) (IDV)

Merck 2 3

R B 9k AF 14 (nelfinavir) ﬁ J& 2 Viracept®, NFV %, |Pfizer
AG-1343

#% 14 # F (nevirapine) ¥ B z Viramune®, NVP 3 |Boehringer
BI-RG-587 Ingelheim
NFV, Viracept® & i & & JF #F 14 (nelfinavir) & Pfizer

AG-1343

Norvir® & & #| 46 #f 14 (ritonavir) (RTV) &% ABT-538 | Abbott & &% %
NVP, Viramune® & $% %% 14 # P (nevirapine) Boehringer
BI-RG-587 Ingelheim
PNU-140690 s #& # & #F 19 (tipranavir) Boehringer
Ingelheim
Prezista® Tibotec
PRO-542 Progenics & #
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U

.

Procrit® & p# 3% i& & (epoetin) a (4% 4 o 3K 4 AR
*)

Ortho Biotech

Proleukin® 3 }§ FT i Bf & #&2 3 # (aldesleukin)
B & 4 3 & F-2 (IL-2)

Chiron 2 )

Remune® 2 p¢ HIV-1 # % & 2 Salk % & %% © R NS
Rescriptor® & % i 4t 14 ;T (delavirdine) (DLV) & | Pfizer
U-90152S/T

Retrovir® & ¢ & % & & (zidovudine) (ZDV) & AZT | GlaxoSmithKline

Reyataz' M & ¢ 7 3 #R 44 (atazanavir)
BMS-232632

Bristol-Myers
Squibb

#] #& A} 48 (vitonavir) #& & z Norvir®, RTV
ABT-538

Abbott ¥ & %

RTV, Norvir® & p¢ #| 3t A8 44 (ritonavir) 3, ABT-538

Abbott ¥ A& %

Salk % %, Remune® % f# HIV-1 % % /& 2 AG1661

RN TN

77 & #F 14 (saquinavir) (R R B £ ) B =
Invirase®, SQV (HGC) 2 Ro-31-8959

Hoffmann-La
Roche

7 & #F 14 (saquinavir) (kR B X )R B =
Fortovase® 3% SQV (SGC)

Hoffmann-La
Roche

SCH-C

Schering-Plough

Selzentry & h¢ & $r 4 % (maraviroc)

Pfizer

Serostim® & i¢ 4 &k M %

Serono ¥ A&

4 & ¥ % # B = Serostim®

E
Serono I & %

139384

SQV (HGC), Invirase® & i¢ 7 & #f 14 (saquinavir)
(% % B &) % Ro-31-8959

Hoffmann-La
Roche

SQV (SGC) 2 Fortovase® & h# 7 & FF 44 (saquinavir)
(BB 3)

Hoffmann-La
Roche

% B F & (stavudine) # B Z Zerit®, d4T &,
BMY-27857

Bristol-Myers
Squibb

Sustiva® & B¢ 1k % 14 B % (efavirenz) (EFV)

Bristol-Myers
Squibb
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B 2B

o #

1-1249

Trimeris $1

Hoffmann-La
Roche

T-20 =% Fuzeon™ &, p& B # # K (enfuvirtide)

Trimeris #1

Hoffmann-La
Roche

TDF, X # # 4X (tenofovir) DF # & % Viread™M &
Bis(POC) PMPA

Gilead Sciences

R # # 4 (tenofovir) DF (TDF) # /& = Viread®,
Bis(POC) PMPA

Gilead Sciences

# & W A 14 (tipranavir) £ PNU-140690 Boehringer
Ingelheim

TMC-114 Tibotec-Virco
Group

TMC-125 Tibotec-Virco
Group

= & 48 (Trizivir)® & $& BT & + 4% (abacavir) + % % | GlaxoSmithKline

% % (zidovudine) + #& X & & (lamivudine) (ABC +

AZT + 3TC)

# % i (Truvada)® Gilead

Videx® & j¢ — F+ 2 ¥ (didanosine), ddI %,
BMY-40900

Bristol-Myers
Squibb

Videx® EC & p& — % 3 (didanosine) (ddI) : z£ B

Bristol-Myers

2L B8E Squibb
Viracept® & 1% & @ Ik #F 18 (nelfinavir) (NFV) s, Pfizer
AG-1343

Viramune® & 3% &% 16 $ F (nevirapine) (NVP) &, Boehringer
BI-RG-587 Ingelheim

Viread® & f¢ X # % 4% (tenofovir) DF s Bis(POC)
PMPA

Gilead Sciences

VX-175 & # A # #F 15 (fosamprenavir) &% GW-433908

GlaxoSmithKline

& & £ K (zalcitabine) # B Z Hivid® % ddC

Hoffmann-La
Roche

139384
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R 2B R
ZDV, Retrovir® & }# ¥ % % % (zidovudine) & AZT GlaxoSmithKline

Zerit® & J& ¥ £ E % (stavudine), d4T sk BMY-27857 | Bristol-Myers
Squibb

Ziagen® & % IT & F 4X (abacavir) (ABC) 2 1592U89 GlaxoSmithKline

% % & % (zidovudine) #& B Z Retrovir® , AZT #, GlaxoSmithKline
ZDV

THEMRRADOHE/ZXFERAILLEN S -

GW5634 (GSK) MIV-150 (Medivir/Chiron)| 32 # 3§ #¢ 18
(Tipranavir) (B-I)

R0O033-4649 (Roche) TMC125 (Tibotec) TNX-355 (Tanox)

GW640385 TMC114 (Tibotec) UK-427,857 (Pfizer)

(GSK/Vertex)

BRX &SR &7 % % & (Alovudine) |TAK-220 (Takeda)

(Elvucitabine) (FLT) (B-I)

(Achillion Ph.)

MIV-210 (GSK/Medivir) | 3 & 4% (Racivir) PRO 542 (Progenics
(Pharmasset) Pharm)

SPD754 (Shire Pharm.) | kb 4% (Reverset) Schering C/D (417690)
(Incyte 2 3] )

FP21399 (Fuji Pharm.) |AMDO070 (AnorMed)

GW873140 (GSK) BMS-488043 (BMS)

'Fi'l%’%%?Iﬁ%ﬂssc#ﬁﬁﬁ#z%ﬁﬁﬁé\ﬁ&/ﬁi%

% A -

LR X % % AR N HLEH
Abelcet, &t E ¥ B, M ERZ | RE A
Ambisome ABLC FLE B B

R AL BETAES M EXHRX (AR
(Bactrim), # ¥ |4 B =ZFAF | RERAL X
3£ (Septra) = & R E®H DR
A K
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LR LW A # - U A
b fT R, F B HEE BB S BRIFEHB |Abbott K B F
(Biaxin), Klacid |(Clarithromycin) |78 5 #1 /4 % %
ET A -
tm Bo 4 R 2 HE 4% R il # CMV 4% 49 | Roche
(Cytovene) (ganciclovir), BXZIARF
. DHPG e
DaunoXome BHELH K- |M»F % ®K |Gilead
% BE A A Bz 1t 2 &
*
Diflucan B E v M» 2% 8 Pfizer
e (Fluconazole) BB BE RE

BAZiABE

%% 5@ % L k4@ & |M»F % ®K |Ortho Biotech
(Doxil) BERBME ABZIILER
KL *
Famvir B AR YR M 7 Ja % Z 1 |Novartis
(Famciclovir) &
# &+ & 4  |Foscavir W 7 Jg %~ CMV |Astra 8 #
(Fosarnet) REBEXZH
& A
Gamimune N ABEHKEEB, LRLEFTHEAP |Bayer & Hh #
o Y K& G,IGIVitm § & £ 2 % |
A A
Intron A + # £ a-2b Karposi K, A # , |Schering
CH A X
& 2 3% (Marinol)| % 7 & R RERKX |Roxane ¥ 8 7
(Dronabinol)
% Jo 7 (Megace)| F 3 3 &R B% 8% |75 % £ 4 - 88 & | Bristol
] W e Myers-Squibb
Mepron FT 4% R BR 8 & X B X | GlaxoSmithKline

(Atovaquone) EREBE Z
R L &%
A 3
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LK R 8 LR AR R
Mycobutin, B AT e kR H |Adia B #
2V EE (Rifabutin) A ZHRYER
(Ansamycin) , BEARALEF
NebuPent & % Bk 4t B% & X B X |Fujisawa
A ZHRARE
Lk F
Neutrexin B = F o o5 a0 & X B £ |Medlmmune

(trimetrexate) & |#% H# XL L R &
BB ATFTEB | HHREE
W R K%

Panretin % B BT #) & % % B |AIDS 48 B < Ligand % #
(alitretinoin) £ | Karposi K A /&

B 0.1%
Procrit, Epogen  |4% 4 o 3k & A% | % #& 8 @ 43 B |Amgen
% , EPO z AZT & *
Roferon A F & ¥ a-2a Karposi K, A /& Roche
#CH A X
Serostim 4 E 3 £1DNA (% % 8 & & 48 |Serono
Sporanox &R R % # ¥ A B % > 4a|Janssen B ¥

(Itraconazole) SERA KB
wBRBHKAR
Az A& R

4 3 & 5% mHEHNE Karposi K, A & Bristol
(Paclitaxel) Myers-Squibb

Valcyte B AR @ & 18 B 7 CMV 4%, 48 |Roche
(Valganciclovir) | B X Z L % 3

Vistide #®%HE R B % CMV iR 48 | Gilead
(cidofovir), WA AR E
HPMPC i

Vitrasert {4 A 4 |32 B R 4 A B % CMV 1 4 |Bausch & Lomb
(ganciclovin) 3 |B X X L& &
A E
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LR PR 8 4 % A i R A 1
Vitravene #% 3% Bk 18 A& Ml ACMV AR 4 |[sisB &
AKX 28 T E 4 |(fomivirsen) 4y (B X 2 B &
X 4t #
Zithromax T % B & B AR H |Plizer

(Azithromycin) |H Z H#i & &

T4 M T # FDA L3 4 & B R #1 % (IND) i# 47 4 6 % HIV

BRREBAIDS Z B B EZ AY - TH EHTH AP Az
ZEMHARAFR/IZIEMER -

139384

B = F < o5 (Trimetrexate) 8% 45 8% B > &£ R e H X B2 & 34
B AXZAIDSHE & ¥ AN A AWHE XWX

% B R 4 B (Ganciclovir) » £AIDS % & Y AN S B E ta o
wEREB L -
REBAARRMK  £ADSKE ETANEABL M E XMW X -
Réxtm 3K £ F > AN S KB F % A F (zidovudine) 48 B =
B oo

FT 4 E B (Atovaquone) » A W6 % B & A & X B X = AIDS
ARE A GH=ZFARAFT _BEr-mBEFRAEST4 AR

B R ATHE -

#) % A T (Rifabutin) > £ AIDS% & ¥ A N R » RE R B
ATHRFRAABR e R -

# 7 K 4% (Vistide) # Bk W & % % @ (cidofovir) > AN A & &
BERMEBEANEEZIABTESDREFCMV)AR @B X
Z HIV g # z A 11 (Hoffmann-La Roche) °

& % % (Serostim) » —HHAHMITAL X T ABLE K&
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% > At B AIDS A3 B 2 & 48 (Serono X & %) ©

AT EBEROT  AXPHBIZIFRRE TR
— —HESMAAEGR-HVESHIIERE £ -RE
ABREHREB P Z—HERKESR
15) & @ agdp 4l & R EALE 8 K& A A (amprenavir) =
% @ 7} 14 (tipranavir) ~ B 3 3 44 (indinavir) ~ 7% & #F 48 (saquinavir)
(& %5 i & A% 18 (saquinavir) F %t s & B) ~ & F 7 1A (lopinavir)
#] 36 #F 14 (ritonavir) ~ # L ¥ #F 44 (fosamprenavir) ~ & & AR f&
(darunavir) ~ B £ 3 44 (atazanavir) (& 3% s & B ) & & @ JF 7 48
(nelfinavir) (&L 3% F i 82 8 )5
16) B A BEHREEKBIpH A AFEALEaHRE R
(lamivudine) « # = & # % (emtricitabine) + FT & F 4X (abacavir)
4 % % % (zalcitabine) ~ ¥ % & K (zidovudine) ~ X # % X (tenofovir)
(44 X 3% # & & % % & @ (tenofovir disoproxil) & T # = &
#) - = J 3% ¥ (didanosine) & % ¥ E X (stavudine) ;
17) B RGasHH B > RHFLEAE & HAT
(delavirdine) ~ 4% % 18 B % (efavirenz) & #& 44 4 F (nevirapine) ;
18) B HE&A > RHALEAEM=E i (Atripla) » %tk 18
(Combivir) + = % 44 (Trizivir) & # # ¥ (Truvada) ;
19) #E A B B (Boambws B RCCRI‘XHERA) >
AU 8 3 4 % (maraviroc) #2 B # %4 K (enfuvirtide) ; &
20) % A BE 3 ) Bl 0 2 4o 3 R B 48 (raltegravir) (MK-0518) & &
4 32 3 18 (elvitegravir) (GS-9137) -

LE R D —HMHBR-HVEZERLT  ETRHERALES —#

139384 - 66 -



200946541

P BB 5hEHh KoY THEHPDRX - %5
P HEEHHE  -BARRR-HVEFTEY

21) BH R#E&EeEIrH B > ARHEAE B X % # X (amdoxovir)
» FT & % ¥ F (apricitabine) & HRF &, % # % (elvucitabine) ;

22) Zassir# A RAERE R A A H F R 14 (brecanivir) X,
GS-8374 ;

23) CCRS CHEREB > RELE A ML & 4 % (Aplaviroc) -
PRO2000 & #: #| # % (Vicriviroc) ;

2) MUY RBEBHHAE RAGRAERNAL R EHRK
(Etravirine) (TMC-125) ~ #| tb # # (Rilpivirine) (TMC-278) %, ¥ # M
&5 (Calanolide) A ;
25) EomswH B HGARENA L 4 R K14 (Elvitegravir) -
GSK-364735 2, #% # $ 14 (raltegravir) ;

oot Rl B R ARG LA R 4§ F £ (Bevirimat)
(PA457) ;

o fm B W Bl 0 B B AR

BN W B 2 4o 4 ) 4 % (vicriviroc) s TNX-355; &

BB ERZHHB 0 2 %K R T (Immunitin) (a-
% & 1t 4 (epibromide)) - 3 & f 3} % (IL-2) - # B £ (Remune)
(HIV-1 % 7% /& ) ~ BAY 50-4798 % IR103 -

BE  AEAB BAEERAXITHAREZEMTL & E K
BRE THHHIZIARERTHAREZIERRNMBELERE -
HNEBE A S ERBEHZIRERNT FHANTERL X4 A
—REHAELAEBRBRT  c EHRHLA D THEEMTBELRE
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BF oo FX - FEeBIKX-EHFTX - HKA
fﬁ~&mﬁﬂ~&Tfi~ﬁé£§~@ﬁﬁﬂ~§m

FX-BHRFAXBERALRE > ATIEZEH - RAREAR
LU

E—-BABRE®RHY  GEFEFHAGN ZERLAHR
AL RLIAREZIERIALSY KB LI H R EF K
o MAGLBERLIAEETRRRESFHAR  "HHE"
@ﬁi%'riﬁifﬁELX1$i%ﬁé%§§Zi”'é?%%éﬁ'lﬁn*ﬁiﬁ']%
WwAXPHRIIAHFEER -

LAz HBETAERYLIELNSER/ 2R &1
FHNEL/AFBREZHEN > E—KMHLAHZEXRHOI]
EHI0EL/ AL HE2ZHE  THERABRBKEHE >
HEF 5BER X H05100F F > 0510 %F 5 £05-5% 2 A
§°Xﬁﬁmﬁﬂuﬁm’ﬁaﬁﬁﬁﬂaﬁ%k%M&s
EEINFRESH 2B E - BRI TRLNAMZIAKBE
ﬁ@%u&ﬁﬁ%z&ﬁﬂ%ﬁi&%%zé%%%ﬁ#
EmB 2miitohAresBTEN AABKETHL
i AT A M2z EE S daRFrEF LI HEELT X
& 3 o

ot baAHELIEMNAEREART el
ARAREREMB N A HATEI000E % > 4702 1400 £ L >
;gggzszglboo%iﬁ'r&ﬁyﬁ}%omﬁu’ﬁqsoglooo%;@zn
BB B L@ Y A A E 0 &3 450100~ 200 ~ 250 ~ 300 ~ 400 -

500 ~ 600 ~ 700 ~ 800 ~ 900 % 1000 & % 2z — & % & # ¥ & X
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P o BB ET AL > Gl # H10-100%1-50F % - F &
KRikdEANFE HO0LS0E K > 0120% % > £0.1-10 & # 2 #
E AL AEbFOBRRE  HlBEEEHRIABRARE
ZHERXY > THABRKEE -

FHERTTRHRE  RTHETARFSIHIDEE X
ERFRRERTRE - BRAGH L > HAHERGHRNM%
HBEERERZLHH > ETHEACLARXRERE G K F
BRAXEFRISIRABBEHEISE DGR FIAANEG - BEER
o ROREBBBZENFNTHERKABER IR EE ALY
FRABRHR  HEMBEIARERT B IBMERAER
MEHFRMALE REBIFRARAFAIF R LS HBREA
AR ¥4 BEAXMREZEEEBEARMmE
ERERBRHAXPHAREL LS ZHB KT % -

EXEABTEBNT  AXTFTHRB{EZILES ALY
TUR—R-—RE-BE IABREA >R EL -—XRKF-
EHTEABITEHBF b HIEebWHBEARKFmR -
EHZBEBRBEREBF Lo HRREeSbWEERBETF =R
EARZTEBREEBNFT b HRBEAWBEREZETFREX -
EREBBEROGFT oW bPWEERETF —

£ HABTEB T GETFEHERNG > RERFNRL
EMZRELEREAHONRETO UM » H 405% 10 M -
Bldo » ETHBHBRAEHEFERADZO0OIES%ER > AH
HAEBKF » IR FREERNZIAABZF HER - B Hex
MEHEMBEIREMNT > HEAHERA L EMKE o5 A
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ME QUHERBEAETL BARBHZIRK - RFRGR
REMAY  c  MWAMRBZIAEAEARMAMDT  EFE
ZRHFEL S RBRT R FHAETHERT
ATHESAF SR IHILAHMZAAMBTART

EMHILSO Mz —HBBEEXGADR ORESHBABR
ABEMABEITRAARBM A THEHEAABB & v
BER LA IURBIXAH HoRERERKERT
ERALAOMTHARBE  AHARRKBESIHABRIERL
B A A KREXBEANXERA - -ME"BESHA"
HEBOAE P RAMAERNZIBEALE AT —HAGARRL
MOWsRAEXBR —HANT  HA'EBER"AETRE
LE S RMAEAHZEE R4 AELSRAHELES > UE
A E AN BEBRAILABABBEIHB BHRER
ﬁ%ﬁﬁﬁﬁ&ﬁ%’iﬁ%%ﬁﬁ%%ﬁ’%%%m%
%zi'«%ﬂm$°%%Lﬂ#ﬁz”ii%&%ﬂ&/ﬁ{iﬁd%ﬁﬁ
THhOAEALESHZ —FH -

€ EED
x 4

RER—BEAF

R 4 8K 4

B REREBETRLERRETEL M & X Zeiss & A
BE M4 0 AR ASHY o £ EAEREKR—
EEBMABERS —RERNPEMERARAL  BARLE
A F A100X c &R TF/ABARIABKZIBE  THER
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Y HzHEE -
% F % #% £ -'H-NMR

AR GEOBELI0ELEEZNALF005% (Vvm FE® I
(IMS) 2 = F B (DMSO)-dg + M # & - A HE G N E BB E
F » 4 Varian Gemini 400 MHz FT-NMR 3 3% 4% F 4k % o

= £ & # | 3 5% (DSC)

DSC# 4 14 £ TA% 52910DSC L K % - — &z f 5 » 441
EF0ER A ERBR IR LR EREF  ERNI10
CilanaT #RESOEA/ pETFTZRMKA » #25F #4250
C % 300C # # -

# & 4 # (TGA)

TGA# #H 14 A TAHK B2950TGA L W & -« — g M & » 445
ESEA A EHR AN I EA K ELAMAEREELIREE 2
SBREEBREF P ENI0C/ 04T >  ERALEI0EH/ 24T
Z /MR H25F H300C F 4 -

o A | £ A% 57 (HSM)

A& B BEARAETR KRR A Mettler 2 # & M 4 2 Zeiss
BABRME WAKE-FZRASRRERE - EEN
BEERER L AR/ RHRAYE BHI00X - FRHBAL3HI0
C/% 4T & 25C /w# £ #200C - Linksys 32 38 B = 4] 81 # #
M %M A 4 (Linkam Scientific 4 % 4 3) , Waterfield, Tadworth,
Surrey KT205LR, UK) - 24k % - B L4 A - R AR L %
ZHRE-

fr S 4% & W 2 (FTIR)
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MRty HhovRgnade—FRE - i
% 3 44 2 # % Harrick Splitpea™™ & 3 & R 4 ¥ & Z Nicolet 510
M-OFourier # # 4 /h % AR K F - — A RKKELE
MRESZAEBE EUABRAET B EMALY2HE L - BRER
4000-400 A 'z ko RA MM A AAN ST B HESH
W £ 128k F M o

X-4f & B K % & (XRD)
X%ﬁ%*&%@&%ﬁmﬁﬁmzé‘%imng
8 % 1% BA 4 4 B = % 7 HiStar @ 3 14 R & X Bruker D8 4 7, -3

MM  KEBMMBMLL A0 - 4£ A 440 KV R 40 mA
T3 2 CuK- 38 & 1.5406 3% R R » SR & Rk o Xt & K

OB Btk 05 E K SHILE H KRB & X Gobel R & 8% AT @
RS EYEY EEBESET EEE-E A BLAYE?
14975 % » R KB H %2-0 % B A440 % - B RAEERK
AETEBRRTY  HH—SKR - hERTEERERR
£ UBEREBE  —K&MT O KRRERE > HERE
BEALUSHME  TRAHNFIHABEXHED REH
B EZRERBE S EN02E20 XAE—L2HFEAFTES
HHO03E260 wkAFEFHARGE

i 3
%%ik$gzéﬁﬁﬁAmﬂm¢°%m%m’ﬁﬁ
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W LA X EBEREFHEL -
RAMN-HEXAREHERDVS)
( & Surface Measurement % # 2 3] , Allentown, PA i 47 )
BAIGHAHILH B AR REER >N B PMAE- R
REEZFPHBE RALFHR HAFIKAXABRBRBKLEIARS T
ERBEELTAMKLRERL > AHAAOYRHT AA &+
REAL - EREMN2CTF > ASE%RHS BB ¥ # £ 0% 95
%RH & 4 £ 0 %RH -
RHPLCH @ Ak E Rt 2 # ¥ MK
% AHPLC-TANM # ## # £ 58 X1~ & X VII &R & K IX
ZRAHBZIHEIHREE  RAFARASIHYEHYM 2z
Bl - BRERICGEARF AR HERGE A HHEYHE
RihAhhe - LEaHERLCLHBERAYEEHRMLY A
AHHgE kR -
FMERZEBEABA_AKBERIZIHHERSE R %
o (HPLC) % % > £ B A $h4a B R BF/ T B/ = & B2 & (75:25:0.0375
BH) HE2RAMERIRL RQHY03ERL/EHFEHZE
Chiralpak AD-H% 4 - A £ B 04 E F /2 48 - R %A L2355 %
WKk THBUVAR-ASHFRRARPBEE: FEIS2S MM -
# & Karl Fischer (KF) Z X #y
MA K2 AERKFARE S H L E/T BRABERE
E & e RN AR F R # o Brinkmann 716 DMS Titrino 1% #

\\

# B N B8 £ F 0 M Mitsubishi 3& & 3+ CA-100 14 4 & B » &
AR EPY BRAKOINERL )AL BEE EFARBESLZE
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X1 2 8a¥HHEHKER

At A 4 2-B F 8 A -5-F0 A -1H-w] ok 3-K )-[B3-((BE)-2-R A& -T
WAR)S-FA-XAIRABBETEAMEETREZEZ LR
B BRABARAZIBEREX > R1FAT -

(1.5 AKX Z2H
LIEW A o
B K1 & K
A X VI BEXxeM
B K IX £/ K

nERltmF2AREKXLHMAEEREHAREREK
e e

# % — AR R X (R XD A& KR T AP ERRER
EBRRARATFTEIFRALAEX] RAKXKTHALRY X
VII - A X MAN46CTFTH KUK xBEFEERTEHEWE &
B zXRDHE # Lz &% -

AEEASHE X (B KAVIDZ 8- RAFTAHKERAR
Bt RRESRAFLELABLEXRSHZHALRBRARND
(R KO > A4 XIRCEL S HHEEHSMH -
EHEMAMATEASRAANKIZTEARNB R > &
L 3 R I

BAVIIZRAKRATFETFTH/ABR AL TRARFH
ERRBR(BETR)AL EH WA KAVE A VIIieE
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AR EEALABRRAD T R VIIZ Bt K & KE &

BAGEKRKEORNARER Y EBENERKXZFRAET
OB R R BT A

PAIZAKEGHATAKBCREE - — M T ENBERE
BESOCT » AAXxFERARR BLIF6RE  HAI14
THRELERBERGE KT BABTXRDBH# L2 & % - 345
HAXIGHERBLRBKAVII A Emwise BPHE
NERKEFRLESFTR - $AXVIIZ B E5E LS (b4
° WEMERT) LB R KBRS A VI A
—BEHRXAVIIZ (AU AEGENERKEHRLE) AR
B & @4t A& A K VI -

ABXI-VIIRIXY > REBBE F(LEEK2TEF)
PAXEARBRERE - AR KA X AN KTa D X VI

MERRRT RV ESR - FALTRZIVANXZIKE
EHBEHAAXYERRR OGNV RXIAVIIZ B AL AR B
PREAXAIMELARAEG2HAIX -

PRAIAMAKXXEFAREBN F 2R RETHRABELE DR

BHAHAA XK ABRB NS ERZEZRHA -

—f&k T o -8k P A -S-R K -1H-7 vk -3-K )-[B3-(B)-2-R A
LHE)S-FRE-XAIR-RBBETFEABEATRIESL K S &
BA(RXIAIX)-—#E K44 (2 KX VIR &4 % # 1L S
PAAEBKARRAUNEX - BARAVXBAKES DR EHBTEKF
Z KB BRE

NERBERARAT BAXGAEZZTHNKX - AR H
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BAAEREMBEAERZIEARN R LR 28N
R XIXE & -
tBREEHEAEHRAER > BXAITHARERSH(H
XVID - Bt BXTE BN —BAERTEHNTRERER
BE K By oo

54120 X-8 48 K 4 & (XRD) ¥R

®15Q FEA SR A CHE % 3-A)B-((BE)2-REA-TH
£)5-F A -XRAJR-R Bt Fas 2 XIZXRD > B AxHHE
1A% o B 4ABE = B 7 Q-8 F & & -5-f & -1H-73 =k -3-% )-[3-
(E)2-f A-ZHA)S5-FA-XA )R-k m# 7ol XX
~#HXRDE A BA - BI3ABRT W N Q% F & 4 -5-8 4% -1H
) vk 3-A ) B-(EF2-R A -THE)S-FE-XEXIR®-RB AT
s R X VI B # - B 2A B~ B AN Q-8 F & A-S-8 & -1H-+]
ok 3-AYB-(E)2-R A -THA)SFEA-XETR-RMEAT B
AKXz B #% -

RMAXT2z B —HKEAMXRDB #HhAFnESF o kB &K
ERORE20ZFBANEESEHMAID KRS -2 A
2 XRPD AR ARt A A B MESMZIBHEATREK2TY

o

A2HM AR KXIZIX-H G B N2 KEFTA

AR |dfa HBE (BRE%
2-6°  |% it 3 |%

7203 [12.2633 |19.6 |459
9289 [9.51324 |31.4 |73.5
9.624 |9.18309 |20.4 |47.9
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AR |d BE BAE%
10.628 [8.31754 |15.3 35.8
11.297 |7.82611 |18.7 43.7
11.6 7.62278 |15.2 35.7
12.092 |7.31332 |18.1 42.3
13.766 [6.42769 |21.6 50.7
14.435 [6.13107 |24.2 56.7
15.481 |5.71908 |13.9 32.6
16.653 |5.31928 |13.9 32.6
18.635 |4.75781 |[11.2 26.3
e 19.221 |4.61399 |14.8 34.6
19.954 [4.44616 |16.2 37.9
20.854 [4.2562 16.9 39.6
21.276 [4.17266 |[33.7 79.1
21.758 [4.08146 (42.7 100
22.634 |3.92539 |13.9 32.7
22.99 |3.86541 (144 33.8
23.262 {3.8208 18.4 43.2
23.829 [3.73118 |28.2 66.1
24.832 13.58262 (154 36
e 25.481 [3.49281 |15.8 37.1
26.109 |3.41024 |25.5 59.8
27.845 [3.2014 15.1 353

BAVIIZ 5 —#REAUEXRDE#K A TN BO6F - b B #
%EAO001E2-0 2 S B ARIEFESI M ABCHKE - &
XIZXRPD A E St H S MESMZIBESRTN LS
|'.Po

XH3: #ATH
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% o A XTI H2zDSCHBEKAEBTEBERFS - MRR
BEHABEIECC(HIAEF/Z)MB - BHFAHLEISBCUEER
IE)VTFTH B2 R EABRE 2 F AHAA23CEEF/L)T X
GRHBHRE  BARREHLBERANER REANBEBR
FAMBE MR MA2MC TZHREEFRXXAHAH0TEEY -
B IBEE ~DSCHRTGA# e %4 X B 58 °

EA3LHMARN X VIIZ X-5 ke 8% KE TR

AE |dfE BE (BRAE%
2-6°  |% T | %
6.707 |13.16806 |243 21.8
9424 [9.37658 |48.6 |4.4
10246 |8.62628 262 |23
10.883 [8.12333 |46.7 |4.2
1136 |7.78314 |41.1 |3.7
13.401 |6.60182 |331 29.6
17.166 |5.16155 |52.3 |47
17.736 |4.99693 |57.9 |5.2
20214 |4.38944 |1115 |100
21.792 |4.07515 |59.8 |5.4
22.839 |3.89061 [41.1 |3.7
24364 |3.65047 |33.4 |3
25347 |3.51104 |352 |32

BAMAY XTI T8 B EX-44% %45 VIXRD) K & A ¥
B M BETRTE BB XIZREALAXRDRE K #H F 8 25C
e E225C c REREBBZHEALT P DRI %4 B %BR
A b B % 0 H P 4225C - 4 A DSCAH & Bz 115C £ 170
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BAMZ BT AHALE DT ERB T3 XRKE S HA
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)M B EZALISCOETF/A)THSHZERALE &
ERARERE RA2RCREF/ )T HABLBRRRE -
TGAB ~4£240C TXH EEH X AH07F F % - XRD ~ DSC
BTGAB BB TR RS ARG L E(REHELHR)EX
MY  c  B4BE TDSCHATGA# M u % 2 F EH -
EATMP R XM TEEEHLLEHET R XY 4
BMEXHETH - KA ALAXRDE T ¥ A 25C Ao # £ 180T -
XRD B # 4 » 110C F » 8 7204°20 T2 2 2 R W% 3% A L
ZHBK RAREARLSIELEE - AL BERFAEAR AA R
BETHRAL - FRABAHPTHESNC e RBEKIZEE R
o LR - LERRAE—FBRBEDSCRFH - R ALY
IISC TREBHBEY RAIELKET > wADSCH A& K F U R H#
EHBRE ARBENINVCTHEMARABERLESR - B4CH T
VIXRDG 4 B X A 2B - R B ERAME N BB ARMLE WS
bR AF X B b X @ AR - HREKAE0C/ 28T
BNV BOETHRRYG BERASEI A £ A %BLEN
GiiF o HHBICEINT ) — R FHBMARTWXES
B £1255CTF > BEHMABRELEH A ERBHESR - R
RAFERAHIACHEE  REARRLHBAEBRBAY
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B BESLZEBAEN224CTHE# -

AR BAHAEARANMY E L A FETET  UEH
AR RBZELEEE  BHEZ2AAMNMKE A ELRBZR T
NEBBETREHIX T BREBH > AKEXRDHEHRE -
MM GhakETHmAESFTERARE AT B K&K
Pz B FMHEAR BE&3IR - g R A A VI-

MAVIIzZ BT hAGEa T LR FTHEZTABE>NMR
% o WA VIIZDSC# B GBT5MERKE - §RI105
COABEF/ L)AL ZEARERHRE  HBAENKH4EEY
2TGAE T3 % > sbteia BN H 13 F K - F£169C (65 & ¥/
F)FT2RBEGFAN KK ZIBLEEHFA - H£E23C 2
RBERGFEANALE LRGSR - XEANRKEAR
zHEREE LK% AEBN20C T # # - B 3B~ DSC
ATGA# M 2 FEE °

RAANXVIIZ 2 E2HEMBE FRAAREBRARY AW
P AEENEIOCC T ASCHH A XAMR% - BT
HAURNC THEBREAME BRAISZMCEEBRNZ
FABEE ATHEBEMEMEzELE G4 FESARDSCHR
#ENTGAET BH % - AN HBSKAEABRKERZIRAE T
BRI B RALERZAEB(BAEF/F)EMANEL T B8
BASFTAEALGBERTHRE—REZTAE - Bk AHK
%AEIMCEINBCZRERNERLABEBRAL L KEXR
HGEN2CTHER 22 — LR GLELUEDETREEH
BP 4# £ 254°C F 9F & -
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TN AKX VIIZ TH BEXHLEH TH A4
MEEXRTH - HHXEAEAXRDE T ¥ 825C o £ 185C -
AR ANHTSC THHE AR TRKERE B 4 1202 150C 2
RERNERTXLIELE - NIOC T » RV X128 4
RALEBRAKERZH > REGURBPXIBL S - £HM#
XRD¥ 2 8 B4 SDSCR # % R TGA€ €48 % — &% - § 3C
BTREIEZXXRDEKEH -

X #l4:
© BARABEREAR

RHEAEARAHIOHE LR S HALERKSTEEBBL S -
AEHRERATRIABARYISES - A G S84+ RE#4
ZERFAGHAR TR ERER BRAHPBE A KREE
%%¢$Hwﬁwﬁﬂ%ﬁ&%’mﬁi%ﬁi%ﬁ#i
Z HE4ER

ARG RERG EBFEE T  RHBEERBER 4B
BB EaARDAMER - BBAEFTREAAGEA B> 8-
R BERmBZINBEPEE(BR) REREMLH
Bl ff - 8% BERXLBEAELZALAREBE  $3BER
MZRTRE > AHBER AR

¥R T GBS EADEREIARLZBARAAEL &%
s a - MPZEAXRa B ERESHAREN R4
b ASEMENZABEARABHEA o R SR P
ZAR BHE AR REHGALAFRAERLKBERT R - B»
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hARBEzEREHNETARTNESEIT -
AmEALSAARGREAR AL ZBR AHEEERS
B F RS BRKBRMAELZRYL - H B HRXRD Y
W BB RERRAER REAZRTHMNAE R K
£ AXRDHBREHE - —RAMRAS KRS

R ¥ [ « Debye [B 4
BpELs - EHEMEARBEHRBE -

242RMARRZBHEAFRARBREZRYE

Rewam| B A | | BH% | £k N,
zHBU(EBHE)(EH) BE BE BRE AR
(C) (C) (C) (psi)
I 26 40 15 25 35 25 0.5
I 26 40 15 45 65 55 0.5
111 24 40 15 25 40 25 0.5
1\Y 18 100 4-15 40 55 40 0
\Y 4 50-200 | 3-60 25 40 25 0.5
k5. BELRARARRBREAL:
# p -8 BERE HE& LB M |XRD&FH
(EA/EFH)
1 4 10 a6 B 2 Tgr b #1I
2 Z 8 3.64 G & B a8 I
4 2-% B <2.67 B e B a8 I
5 1-7% & ~2.67 b6 B I
6 2-T 8 <2.67 2 I
waéE 8
14 |5 X F ¥ 5.71 kMY I
ma e R
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ROAEBERARBKE2:

vin - B LEHR | XRD@
2 z B kB Y I
maeBk
4 2-7& B WE Y I
umaé R s
5 1-% &% niBWHE I
wmaeE g
6 2-T &% wiEmE I
oG e E 8
7 1-T &% kEHE I
BmaéRE
17 | B & & &= =R E 1
2T BE R BE3:
| 1 2 3 £/
R & &)
MeCl, A 12:3 7.5:7.5 3:12 2-% B
EtOH B 12:3 7.5:7.5 3:12 %
% &) C 12:3 7.5:7.5 3:12 1-% 8
N3 D 12:3 7.5:7.5 3:12 B 8 7 &S
ZHRLTE | E 12:3 7.5:7.5 3:12 THF
DMF F 12:3 7.5:7.5 3:12 i 1
MeOH G 12:3 7.5:7.5 3:12 £ 15
EtOH H 12:3 7.5:7.5 3:12 w R
MeCly A & HE JERE IsE&H 2-7 B
EtOH B I 2 9k & % I 3 & % II X
7 & C JE&H JERHE ERE 1-7 &%
i3 D 1& P T JERH IR E |8k T8
Z# & | E NA NA NA THF
DMF F Nk Y NA NA i 1
MeOH G I $2 3k & % I s 9k & % M#iE & H £
EtOH H NeukEay \Y A% '3

139384

-83-




200946541

i NALE B A ®TXRDE & °

A8 B ERAEARKREY:

3 %

% A A%
(&)

H&LE M XRDaAFH

1 ¥ B2

8

a & B a2

2

o
b

11

a & B &

10 | B4 82 L B

4

a & B &2

11 ([P AT AW
(MEK)

15

a & B A

pd | bt | et | Pl

13 z RE

4

g & B R

3 DRBEENEF T AHI0E T -

£IBHERFARRBES:

% R

B i
(€ %)

% Al
(%

it
)

AELEM

XRD 48 3%

B K
(3:12 vv)

200 60

N )
AR

II

& 7 Ik B F

tfo B R

x #55:
# 4T JE R F
/&ﬁg' ig(

AALE ¥

FRFEERT R
HREARR R -

LEXBRGEARAR S &B K

A RR %2R XGFAF) Bt

-84-

REALEMELEABRBERE(BRER)ZS
HERTRER -
Bk asmn(ER)EE FH > RATER
M maE®gz % &KX
MR LR ERS
-

AR X BRE(BEX
) Z AE AT % f R X
23 BEMXTRZ BABRILR -

d B 7T

BR BB o 2R
#XE A B
AR AHBEf B EFABEK
oot 0 FE W #F

MR R




200946541

FREFTTANHERBREALE DR EB O ER -
BITRRER  EAF7ARAEBEI"RB"WEREZLR
B EtnERBETREAABAIRBREIR BEXRYH1AE -
HERUAKRMETANBE P LR SGXRDS M 0 R B E AR
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b AEX-SH R SHZAH » FEREE L HBE
ERFERRTBZIBAA TN XIOF o

(s ) ZI10.FBFHERT B
X 5 % A XRD
1 P A I
2 1-7& B I
3 z B I
4 2-T 8 I
5 1-T & I
6 7K I
7 B AT I I
8 £ AAR I
9 B R R & I
10 z R I
11 ¥R IV
12 % (50°C ) I

HIERTFRGHEBEREBET R HEXHRHKI2ZH S - HXRD
PRZAT R R RER BBEVTR -

BATERERFHERTR  EF7ARBEHET S &R
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I 70
I 66
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I
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) EHEBAKAXABREAN S LR AKX (YN D R
I) -

BRI AEARFHERRT RN Rk aitrd X
VI - #XIXFAEKFHERER " ERNAXPHBAEE R
$oRBHX - LS HBBADRIGE SR EKAM W
° B AMUAXZARAESBE - ETHRA S X X2
BRAEARE AT RERBAENIHBEH H L - AKX
RUAVIIZ ZRETABRBL AT 5K ELmED X
Mz @ %g %

BFEEBRHAINKAIAVIIE " AAPEIHBERT R
T - BARAAVKNTIEZAKXVIIZ LS4 &4 FEE/k 14823
(VV)Z B ZH FTRAECKREKXAVII» B A FEE/K32 (viv) ¢ &
LR BT EHBEHMABXI KSR ZIBERAZERES X
HA%NZESNNKEE - 2R HF—AETHR(FTEH/ K41 24)
A REMGHRBIERKAS Y HAALBEE I - ba
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I 1 VIII ¥ Oz 3R |
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I 2 VIII P 8/ K 3k VIII
2% F& tb 2:3
I 1 VIII g/ K 3 X I
| B2 % tb 3:2
I s VIII ¥ /K 3 X VIII
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1 2 VIII B AR/ K 6 X |
2 #% tb 9:1
VIIT 2 IX K 5 X VIII $2 IX
VIII s IX 2-T B3 5 Rk IX
411X 2-T &% 6 X IX
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BITREEBEFHERRT B X AKBEZSEHEX
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P o BLBRERNBEEE@RC)KXSCTEIL HEBSE
ERR O OUBBFHRNLEPHE - EXAFRFIALEE T #d
MO BUEBRIEE RLEXRDUEBHMER - H& 5
NEBERZTREIEBNCERIDER L » EXSH &5 H
ZH A ERBBEIRE  c HLERGRENEZAIBELTF -

FB AKXV KX VIIBE FHLERNHR £2CTHBEA

o RHBR[K(EE%| RED K
I 1 VIII 84 VIII
I 2 VIII 70 VIII
I g1 VIII 66 I + VIII
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I g1 VIII 51 I+ VIII
I $2 VIII 46 I + VIII
I $ VIII 41 I + VIII
o I & VIII 24 I
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I ¢ VIII 84 VIII
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I ¢ VIII 66 VIII

I s VIII 61 VIII
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I s VII 46 1 + VIII
I s VIII 41 I + VIII
I s VIII 24 I

A5 A XUA XA VIIZ FHERNKR £2CTRL12X

EmAR | K(EE% | KAREX

I 52 VIII 84 VIII
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I 52 VIII 66 VIII
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BEARMABLEERALS R FRE -
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- Solid forms comprising a compound useful in the treatment, prevention and
management of various conditions and diseases are provided herein. In particular,
provided herein are solid forms comprising (2-carbamoyl-5 -chloro-1H-indol-3-yl)-[3-((E)-
2-cyano-vinyl)-5-methyl-phenyl]-(R)-phosphinic acid methyl ester, including salts thereof,
having utility for the treatment, prevention and management of conditions and disorders

including, but not limited to, human immunodeficiency virus infection.

139384 -1-



200946541
- FHEHED

Lo— 4 Q-5 F & & -5-f & -1H-w3] *k 3-£ )-[B3-(E)2-§ £ -2 #
E)5-FA-RXATR-R BB Pa5 2488 X .

2 wF KAIZHEEHX > A a sk -

3 FERAIR22 B EHK - £ hBF A 421820 F 2 X
R K %5 R I E

L W ERATIR22E ED X BT A #9320 F 2 X
SIS T

[ ] S WHRRIR 2LV KX L4874 42132388 26.1°
20 T Z Xt B8 K 4 4 R I & o

6 wHRAIR22 LB X A /T T LB EMNEIAZ X
HeEw KB -

7. ﬁu%%:]‘iiﬁléiZiﬁ‘éé%ﬁﬂ’%%?’E’L#El@%@SiX-%
KB K& EHE -

. WHRRIR22ELEEVK AGBAAARMERE S 4
2BC 2 2 H 44 F 3% & #% o

9. WHRKRIR 22 LR WX A hBETEE 425 ik £ 4
2OCHZ B ENSNETRELAA LN LT B2 41.0% -

100 3% RR1R22 & & X > #4487 £ #3284 823063 4 5 !
T s kPR &

.o RRIX 22L& SV X 487 4£ 41619 82 1010 2
RS W B

12.@%%@1;&21%&%&;{’%&#B@%@7zﬁ9]~fé%ﬁ£°

BoBFRAIR22 4 EWX > L th4a BN ES82 & bp £ 38 o

N

)7\'1

139384 -1-



200946541

14.

15.

16.

17.

18.

19.

20.

21.

22.

23.

24.

25.

26.

wE fEAIZESBX  HhETK -

P AEIRZ4ZERBR AAHAELRSY

wHE RABEIR 42T L # 1k BA ¢ £ £ 202°20 T X X-
54 B K YA ROKE -
@%*ﬁlﬁmz%%ﬂﬂ’%%ﬁ%&&wwazx
e R KRG BRKE -
@%£ﬁ1ﬁmzﬁ§dh&wﬁ%ﬁﬁ&%&7¢M&mv
20 FzX-4 &8 K& sRK%F -
@%ialamz%%ﬂﬂ’%%%ﬁiﬂ&%@mzx
sk R et B -
@%*ﬁlﬁmz%%ﬁﬂ’%%?EL%E%E61X
DR X R S
@%iﬁlﬁmz%%ﬁﬂ’%%%%%ﬁ&%ﬁ&%%
105°C 2z 7 £ % 3 F 3 % R B
ﬁ%%ﬁlﬁmz%%ﬁﬁ’Eﬁﬁﬁ%ﬁﬁ%ﬁ&&%
WIC zAmEWRFHERBE
@%iﬁlﬁmz%%ﬁﬂ’%%ﬁﬁ%é%%@ﬂ%i
# 120°C ﬁzﬁyé%#ﬁéﬁ#ﬁkﬁ&@%%z#ﬁ%;@zfﬁ%
z f e

ik R AR 142 8 BT R 0 BT ENIBIRITA
FlFTzasbg s ERUE -
@%*élﬁMz%%ﬂﬁ’%%ﬁﬁ&%mBﬁww&
Sl Tz bHERUE -
%%iﬁlﬁmz%%ﬁﬂ’%%??Lﬁ@%@9zﬁ

139384 -2-



200946541

9 koo
2T wF KA1 F V28 53X A AT T LRAENABRIOZ &

9 K o o

WihF KAI R 14268 8% K iﬁ??iﬁ ENE 12 &
s A 3

9. —HEBFGWwHFRAIZB8FE-—BA2LEBX2H % &
QAR (2 F 8 A -S-R A -1H-7] ok 3-% )-[3-((E)-2-f % -2 #
A)S-FEA-XAIR-R M ® PR EEREHPLEIZH
% - |

30k 3 KBA29Z Fik AP BB EBGAAKRKFZBET
g‘g_o

3l RA292 F ik AP BHREB O FE

32. — #& (2-8% F B A -S-F A -1H-7] vk -3-R )-B-(BE)2-f A -2 %
A)»S-FEA-FAIRBBEFEIRASEHR Y AL H 2 & &
X -

BwHF RKRANRZELHAKX > HA A5 L K -

34w RA2H3B2HEANKX > L 4B T4 42720 F2
X-$ &0 KRG R %E -

35k KFE3I2 X332 L& &KX > L4487 4411820 F=2
X-4F & % K & 4t & W& -

36wk KA KBz & KA KX » A 14 874 469822320
FTXIX-HEHRGEHRKE -

37 HF RANXB2HELEX A4 T A LRAENE2AZ

X-4t & 8 R % 4 B % -

139384 -3-



200946541

38.

39.

40.

4]1.

42.

43.

44.

45.

46.

WHE REARNIBILELVX EHOTERB IR ZAREE
B R AB T AN HUTCHM IR ERTN -

WH RAREABzLELAIX AGKBATEAEHNLCHRE
HAOCH 2 HREFHETRAXANINNBETEZH10%-
—HBRBEEAY HRAA W RAIEZ28M32E39F 7 —
Bz X R—RSHEELLTHEZZRAE RV A
% BB

WwHE KFEW2EEusiY HAPL&ELHEYXBE&EK -

WwE RFEAORM 2R Basy A FTab B UBEM IR

A A 4R B

wH LFEORN 2B REEs Yy R hasbhhE—F e
4 #) = & £ F (emtricitabine) 2 X % % X & & & ® @ (tenofovir
disoproxil) R T M — B& B -

— B ABEVEB T E—RzEBEab N ERES
Lzmﬁ’ﬁ%Mﬁm%%ﬁ‘ﬁ%~&%ﬁQEEMV
BB R M OB R

W RBAMzAR RV EBGLEsTH —HEFHA-
wH EAEASZ AR BT B —HERBAL=Z BEER
(emtricitabine) $ X % # 4% ¥ % % ® @ (tenofovir disoproxil) K T

. RN

139384 -4-



200946541

ACBR

Lin (3t %)

, e S —
30
# £ idx-12899 60164-7-3-617-1.aw
2 - - 100
1 { ERE R - o
11656°C .
| by EIRC g |
R e
R 12068°c 190 |
3 By -
$ | ()
% 2 i L :
% [
!
m— = KR NNOGD D% 128%0 5D 16 4070005, 17 -1 I
----- KB AB.OC6 D1 2895, 60 16407 00351 7=1
-4 all
21561 G
ﬁ S
- y , . v L]
C L] mo 1= 20 =0 m
#H ML 2K (C) ARV KB

139384-fig

& 1B



200946541

Lin (st#)

Lin (Cps)

AP A e

PEPETITAE TR TR U A A |

Y .
U f\\.," N,

\f\\

Y -~ .
O L N TN AW 2,

A S pei A

2% : 1dx-12899 60164 736171 26C.raw

Y+ 18.0 mm - 4% & : idx-12899 60164 736174 110C.raw
Y + 30.0 mnt - 48 R : kix- 12859 60164 73617 1 120C.raw
Y+ 450 mm - 18 R : idx-12899 80164 736174 140C.raw

T T T T
0 30
2-6-RE
Y + 80.0 mm - # K : idx-12899 60164 738171 170C.raw
Y+ 75.0 mn - R 1 1% -12899 60164 736171 100C.aw
Y +90.0 mm - 4% K : idx-12899 60164 738171 215C.aw
Y+ 105.0 mm - #& R : Idx-12899 60164 736171 226C.raw

& 1C

139384-fig



200946541 o

0.4423%
108 ' 2
%
Ii % e |
1 f
" w%ﬂj’j'anmvc N
-
o5 '___—--"‘ 8.
1 S V1 13k
‘v—._...d-""--
A ) =2 =
F e K0, 043 bt (2900081112 Iv S
£ o= erax00s wizeems 12 f 3
o —mm = kieri 290 k1280306801 OW0 ,' + pe
! ¥
l"”- H -
e Jec
ot i
N - =
A 3 "'..-' ]
-~ i =4
-~ }
‘ ”,..-r” | 256.5%°C
Y™ T4390Wg
“T% " n P & 3
HMHL 2R %) ARV TARE
a0
300 ‘E
b ]
£ ]
52w ]
7
L
1
100 __‘
]
]
o e R o T T T T T
4 »© ] 30

260-RE
# % idx-12899 60164-068-001.raw

& 3A

139384-fig =3-



200946541

We ; 44314 2
‘\ 030462 %)
w0 \ 177.78°C
| \  21288°C
{ 104.54°C \ 7880Jig
1 113.0.4g - —-l-\-1 - a
~ e Con 160.07°C
e / g
. o / 85 41J/g [ -
i ! %
121.94°C i #*
. |
----- K Db OR3 K1 289960 15 4-08-0D 15 10~ |
- KONN DTS HELIIBIGBO 16 LDEDO) B10-1 |
154
) 215.19°C
[ 1] Y T ]
B =m mno 1= =m &0 m
HAE & (T) W AR R B
WW’J\/-,\‘-MWW
]
3 ] %
E Lo T
5 wa
[} T T — T T T T ™ T T =T -
e "0 2 R
2.6 -RE

139384-fig

# R : 1dx-12699 60164816101 S0C.raw

Y+ 16.0 mm - 4% & : idx-12886 60184816101 76C.raw
Y+ 300 mm - #& % : idx-12899 60164616101 100C.raw

Y+ 80.0 mm . 4R idn-12899 §0 164816101 1500 10wy
Y+ 76.0 mm - 4% % : 1dx-12899 80164816101 160C.raw
Y + 90.0 mm - # £ : Idx-128989 60164616101 180C.raw

Y + 450 mm - 4% & : idx-12899 60184816101 120C.raw

& 3C



200946541

139384-fig

Lin (3 %)

160
150 ™
140 =
130
120
110
106
80
80
70
&0
50
490
30
20 -
10 ™
1] T T T T T T T T
4 w0 20 E ]
20-RE
# % idx-12899 60164-06-001-904.raw
2 e X 100
0.6783%
(0.06412% %)
175.42°C
T
\ | 21301C
\ 115.40'C \ | 8228)g
= \ AT o e
s | e =g 165.48°C / g
= 120.02°C 65.47Jlg | 3
woo. ] ol
® »
% |
|
|
!
e |dENix.080 idx12889 60164-6-1.904-5 l
-4 Idenix.037 idx12899 60164-6-1-004-S
215.43°C
6 T T T T T +- T 60
50 100 150 200 260 300
K@ B K (C) AR VIOGTAR B

& 4B



200946541

Lin (3t $¢)

¢ +—r——v—r"——r——7—r—r—T—T T T T T LN S S S M |
. 0 0 0
2-0-RE&
£ R 1dx-128996016481804S 26C.raw Y + 80,0 mm - 4 R: dx-1289960164619048 170C.raw
Y +20.0 mm - 43 % ldx-1269960164818048 110C.aw Y +100.0 mm - 4% R : |dx-1280960164818048 backto 60C.aw

Y e g0 Gmn: BRI 285860184619048 1700 raw
Y +60.0 mm - & R: Idx-128996016481804S 140C.raw

& 4C

o
—~ 30 ] 7

“ E %
= 2 ki
<

-l

. de3 20140

139384-fig -6-



200946541

1100 3

(% 4s)un

2-0-RX&

&l 6

0101

. d0R))

2500

3500

gﬂ. v
e R,
7
" T2 ’
3
3 e o
6. " - -
H 98¢ R
L)
?
H %
> :
v o
m :
3 ]
1 d
= e ¥ & 2 =2 % 3 3§ 8
5 <3 o ) -] < 3 -] [=3 <1
e E¥E . I

&7

139384-fig



ot o

1500

2500 2000
b8 A A

R X

[ O

i

200946541

b
..«

: }
3 . 3
“ ~
.
w §
3
- 3
m }
: )
H ¥,
. &
ﬂi@jﬂw Y ASCERIE HE SRR ALE S AL ™~ ER 4 =

€ I § § 2 ¢ 22 8 8 38 8 8

©o © o o o & o o o B & & o

MLEW JYTEM M R 1
024
010"
0.08 1
0.08
0.04 :

0.02 -

(A1)

2500

.00

139384-fig



200946541

.....

o
el

an ) Jpe e

* T

Ea

- »
: R
w A8
i ./ e N
. Z6ZE .
‘ kN
; S
v !/..l!e,x
"2,

! b
! g
w p
-
™ AN B a1 L 2N A R DR R SR IR N | Ty p—— Y
P2 § g 3 &8 8 ¢ 8
2 88 8 8 8 8 g § § E
2 k=] < L= o (=] o o o o o < o

W AN

B 10

8128

1500

wg e
U
TF
vﬁNﬂ,.\.}.w T~
T
W
g.\. - -
| 3|
I3
S MASRNISARRI AR AL AL ERILS AELSS ALAEDLE RANE] g vr . .3 ﬂl.
SR RN EEEEEEREEE
o o © © © O 0 © 9 OO © © © © 9o o
#¥XB

1000

2000

B (25 -1)

2500

Bl

139384-fig



200946541

W EEREE
(—)AEHEEREBA S ( 1A )HBE-
(D)AKEBZ A HRBERSA

(B AABRRA)

5 AREHERE > HBFREATEARBOEER

139384 .



