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L. il % [ 7R 25 0300 B 14 75 325, BITid o i EE A I AL, BTl s 4 o & 2 b —
il HIV 85 R 50 22 20— Fhon] 24 FH K PR 286 0 R0 22 20— Fion] 24 FH 3 T s R 5, e
fp— R 2 /b—Mr A AR R W BA 20 50°CH Tg.

2. 1l & W AT B B T30 BTk 7 i AR IS AL E A, TR s e

FIHCH S Fys IC AR

HA 4 % 10 ¥ HLB B[ 0] 25 H 36 v M),

HAZ/D50°CH Tg BIn Z5HKEHERED

3. BURIEESR 2 (8773, Horp B il [ AL R 1 A A 6 35 [ A4 o0 B BT I [ 4 23 B L

FIFCHREAE IT AR,

S M, A1

KR EY) -

4. BURVEESR 2 1 7710, L Bk ] 4 () 45 A4 0 5 B3R 25 v B T 1, P i 3 i 28
HE B A AL

FIFEHRF A& IT AR

P, A

KRS

5. AURIELR 2 1) 751, Horb IR 7K 1t 5 1) 2 N— U0 R nb s Jo Il N B TR 4 iR 1 3
ZEW, FF HLPR 2 1V P2 M 7K L BB £ T Dy R TS

6. BURIEESK 2 (1773, Horb Pl KA PR SR -G ) 2 L R R I, I FL B 3 3 1 v 1 1) 2
K L AR . H R S

7. BORVEESK 2 (0773, Horh Brad A M2 G4 5 AL B s AL ) B 2 1) 50 32 85 %, IF HL
JIT I 3R T 5 PR ) o B AL R s AL B ) 2 32 20 % o

8. BURELSK 2 ()75, Horh Brid /K Es MEZE G ik B N- SIGBE BRI 2 ) N- L)
SE N W I AL SR ) L A7 4 FE TG A1 4 2K SR IR R IG IR IR 23R P NG IR G SR N I
W% B AR B R AR BR R A R RN 2 0, JF H AL p Brid R 96 PRI B R A L0
Pt S Tk SR AR LI e 5 O EE I SR & RN U R TN I R T I 0T IR R R B IR f R TN
A 1Ly B I f B B

9. BURIEESK 2 (7772, Hoh Frid /K PE SR G ik B N- SIGBEnt s e B 3 4 \N- &
ML 3L 28 )« N- LGSR e B AN 212 20 BRI 3L S8 ) N= A BE Nt v fo I A
WIER LGRS R IR Ge i IR A 4 R QAT R R A YR RN
Yk PR STREA YE 52 RN PREA Y1 AR A4 2 B HIR AT e 52 AR IR
BERRETYE R VALK IR I IR 4T4E R BEHR R N L AT 4 3= (BB IR IR SR 4 TR L &F
Yo% REA O RENNG A S S RN IL R Y RN GRR / TNETR LB
HLRY)FENGR / PRENGR PRLREY . FENGR TR/ FENGR 2- Pk
LEEILRY) R (NBIRFRENR ) (B (P ENAERRAENE ) « LR SRR T G R 3L
Wy K SRS TR AR TR A SR e 2130 H 8 R R0 o JRU R, FF HLAL A Bk 3R T vy
MR B RA L (3) AR RR LM 6) b RR LG (2) 1 lsHERt . RE L
I (5) MHARZEME KA O (2) TRAREMRBA LA (3) TRERER . RE LM (4) T&
ARFEWE IR O (3) SERERIERE . PEG-200 5 H EEBZ AR . PEG-200 — HAEMRES . PEG-300 —
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HEERRES . PEG-400 — H EEBRES . PEG-300 —fifl R ER S . PEG-300 —yHERES TN B 5 H LR
P E B P TR TR A  FROBE e I R TN R S T IR S BERE R IR IR i K L AL A
FERRIE i 7K 1L BT B e R I I 7 L Ly 2R P A ) 122 5 O 7 Ly B T Rl IR R Y

10. AURIEKR 2 175, Horh Irid sy 2 100°C &2 140°C IR

11, BORIEESR 10 (07575, Sorp il i A )2 757 e AL b i 25 1

12. BURIEESR 10 (17575, orp Brid s A M 1 46 XU 55 LA 1l 2 17 o

13, BURIEER 6 (1) 7510, Hop Frid A ) B 100°C 22 140°C IR , I H2 78 DU AT ¢
FEHLH & 1T

14, BURIESR 2 197575, Bk o ikic ads

g T A R A A A T B8 SRR

¥ Pk ks 5 2 /b — RS s il s, Fl

FH ALK BT i | A, DL 4 BT il 551 28,

W ST Y B e e I 26 51| N B | kb=

15. BURIESR 6 197575, Bk 7 ke a s

W [ A0 R s AL i s SR

W Pk ks 5 22 /b — RS s A il e, Fl

FH ALK BT i v A A S L2 BT i 57 28

W LTS 1Bl e e | I3 26 51| N = w1153 a = 8

16. BOREEK 15 (17712, Horp prad RIFE I35 A& DT 35 o Br ik 37 B o B 1 5% 52 30 %,
FITiR K Bk 5 A o BT iR ) ) B 1) 50 % & 85 %, F HL TR & i vl ME R v A 51 70 o
1 2% 2 20% o

17, il BRI 751, ik 77 A dE

sy 1,

W1 ] A PRy s AL i s R R

W TR IORL 5 A2 2 —FiiAs e He whill e » A

FHREAL AT BT i 7 A, LT 2 BT 38 [ 1A 57 28
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b BT IR S A2 T sl R R i ) 2 R B R .

18. BURE SR 17 (17712, K Pk A KA & 4. 17 % B2 I RIFEIRS, 16. 67%
FEEIEUCIEE, 71, 16 % B & IFL SR YL, 7. 0% =& (K ik (L AL ie ) RERG RS AT 1. 0% &
B A A

19. il 2% B AT R 7 7%, B i 77 A 4
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41 [ A0 P 5 — S AL ) B B R S
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e BHA 4 2 10 1 HLB AR W] 25 IR ms M 24L&, A (3) B 2/0 50°CHY Tg W]
KR GYEEE BA 20 50°CH) T BIW 25 KB HER GWNAE,

Forp I ss —asie s (1 & ULIBE, (2) BA 4 4 10 1 HLB A& A 7] 25 H 2R s
Ml BA 4 2 10 B HLB AR A] 25 R mis MR 4L &, A (3) By 270 50°CHY Tg K]
2K HEZR G A 2270 50°C 1Y T Im] 25 KIS SR S W44, JF B

FCr B S IR S BT YA 70 AR | ) s V) o

20. VG¥T HIV YL T5 %, Prik 77 i B 46 45 2 7 S Mif 7 B0 S8 3 [ R 2 7n) A,
JITIR AR YA B 22 /b —Fl HIV dz (A B 50045 22 20— Fha] 25 ALK 1t 58 & i 2 /b —Fba]
24 AR T 1 50 P B T A 23 B A, 4 — i &2 /b — Bl 25 LK SR & By 2220 50°C Y
Tg,
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[ 2549 7 2

[0001] A< HIE & B35 5 o “ 200480024748, X7, K B AL Bk Ay “ [ AR 25 75 284 () 2 BH L ) ef
W RS

[0002]  AHUESS AL 2 /b —Fh HIV 85 R0 070 ) [ 1R 25500 2, R S 4 T v
[0003]  FlEIRMFMERIEEZ 55 4E (AIDS) WIFER 2 C AR, BB 22K, 155 T-
40 s EE TTT (HTLV-T11) Stk L4 9AH G B (LAV) BK ATDS— AHO 8 (ARV) Bk AR
e EE (HIV) o #0232 H AT, D2l TR 2%, BE HIV-1 F1 HIV-2,

[0004]  Jz % 395 55 0 A iy JE ) rh B 0 % 2 — R R AR IR R IR R 2 3R BR R A4
BIAn{E HIV i 5, gag—pol dx Ak HIV HE AIREREAE . M RARIRE OMAHT A2 REA
(%) LE AR i 17 v 7 B A 2 SRR e M B R, AT AT R A U8 B 1 B A B #9897 B IR 5
PEERAR . JUHE N HIV (367, HIV 8% [ B2 W5 |k KSR AT .

[0005] 2441 1 RS Fm] BEAT 28501 1) — A 5 B R TR R 1 R S B AR R B o 4
1Rt FH B 5 22 i DR 22 W] s e 25900 () AR DR R o X SR RIS R FE KOS 1 i i 1 T () 25)
W T B P R P I RN o KOS T AR IR SR 35 R R B — A BRI, HIV 2R R
T B 1) — R LA K M 22 R 2o

[0006]  H 2 i JEL AL, 48] A5 5 40 DA Pk RS g A T 3] 4R 283 3 (L TR 28 o AR 7
K2 HA S 290 11 AR AR R L 20 () 1 AR AR AL B B AR R FH

[0007] &8 AaE ik T2 R 24 0 1 ] s A e s ol AR50 0 B B AR Ry AR R B o AT [
TR 58 O LL oy B BT BE U b S AL I S R R PR R ARV PR &
b — 3R, B AR L B R G, RN 4 5 R T i e g, L rh g
W53 oy T TR . o) THAE] 22 /DA B T N R 3552 <k B [ 1R 1R 41 53 () v i
BT B RE AR T2k 1 b AR BBl et A H B9 L 23 RS BT 75 L R i AR, WLR 250 AE T
AT A R SRS S AN TR A FR R TR 25 mT 5 BOAE B I R 2K A AR T v P e T AR
i

[0008]  AEAEAF I T~ HIV 25 [ 400 70 XY 5035 P 10 0[] 5] 252 P e 68 1) 0 222, ] A1) 24
N B TE B O IR AR e v, O AT s R s A

[0009] A BHERAL T —Fh [l ph 254500 28, LA 22 /b —Fh HIV &5 (1 B3 570 76 22 > —Fh
A] 25 F 7K 1 SR A AN 22 /b —Ffrm] 24 B SR v MR R P I A o R . AE— AN ST R
A2 K TSR S B AR (Tg) W Z /D2 50°C,

[0010]  AGE“[E AR5 BUA” 2 O & 2 DA A A (X THRSHARE) KR,
Horp—F A o 35 o B S A — P 2 R 2 oy o A0, W PR A3 B T A By
B 5 mT 25 K TR A ] 25 R IS MR8 b o RS [ 7R 2 B iR A s —
AMAEECT S — AT B NIORL R G BRI B AR — M/ T Lo ‘é’néﬂf\m}ﬁ)ﬁa%ﬁ%
BURAR 3 AA 2ZE A E E — B3 A B — A R (2P E ) RSN

P (D R B PR R A © TS AR BR“ BRI VAR s BRI SRR Y M BE S R 4, /ﬁ;EPf”
S T RS EI o HIV ST B0 70 () 38 A VR0 [ R U A L R 4. X2
R AT K2 11 i P2 Bl MRS S P 1l 43, SLIB Rk BT (DSC) B8 X— S ki
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A3HT (WAXS) 3FSK,

[0011]  FEA R BIH— ATy S, 99 B0 5 L R B E L) 5 247 30% (it
S EEL) 10 229 25% ) 1 HIV & SR EIF) e HIV 2 B3 B0 60 44 R 2 B &
B 50 £4185% (LiEHFIALREEA 60 £4) 80% ) HI/KEMEEY (BUXLE A
PERAS ) HFREERL 2 245 20% (L EHREERL 3 24 15% ) KK
PEFR (BeR A RIS ) M FIISEREZA 0 247 15% K ns.

[0012]  I&'E A FAK BN HIV & ARG AL S FE, (AR T -

[0013]  (2S,3S,5S) —5— (N- (N- ((N- A3k -N-((2- S A 2k —4— mEmp 3 ) R ) &3 ) B
) -L- GaE B ) 2 2- (N-((5- MM ) A& - It ) - &8 ) - & & -1,6- =%
& -3- ROk (FHEITE)

[0014]  (2S,3S,5S) -2~ (2,6~ —FELIRAIL AW ) &k -3- B0k —5-[25-(1- D& - wF
e —2- FAE ) -3- AL TEEEE 1- &3k -1,6- 2RI O k¢ (ABT-378 KU )

[0015]  N-(2(R)— J&2& -1 (S) — ez ) -2 (R) - ARFE I -4 (S) - JB & —5-(1- (4— (3— Mt
FERE)-209)-N" —(BUT R B ) - WRIEE ) ) - Bt (P ) 5

[oo16]  N- T 2% - & —2-[2(R) - Ja2E —4- K% -3(S) —[IN-(2- MEMRIE IR ) -L- R4
WERZIESE | 2k ] T2E 1-(4aS, 8aS) — MMk -3 (S) - FEEHZ (WEMTE) ;

[0017]  5(S)-Boc— & & -4(9- & & 6- K X 2® X HE F X O B
% — (L) -Val- (L) —Phe— M5tk —4— FEWE

[0018]  1-ZEHEFELWEEL - B - FREE -Ala—(2S, 3S) 3- & F: —2- FoJE —4- THESE -1, 3- ¢
Mt —4— BT FEBEIL

[0019]  5— FWEIRAE L ZWEEL - B — IR AE —Ala—(2S, 3S) —3- Gk —2- FR 3k —4- TR -1,
3= WEMRAR —4— BUT FE I 5

[0020]  [1S—[1R-(R-),2S*T]1-N'[3-[[[(1,1- —FFZIL) &I ] A 1 (- FEFE) &
B ]-2- BE -1-(COREE L) I3k 1-2-[ (2- MERREE AL ) &3k 1- T Wb

[0021]  “ZEFHEH (VX-478) ;DMP-323 ;DMP-450 ;AG1343 ( ZS4ETETE )

[0022]  FaFLAF45 (BMS232,632) ;

[0023] BRI ;

[0024]  HHAIILS ;

[0025]  TMC-114 ;

[0026]  R0O033-4649 ;

[0027] fRybIRE5 (GW433908) ;

[0028] P-1946 ;

[0029]  BMS186, 318 ;SC-55389a ;BILA1096BS ;1 U-140690 &I 1HIZH 4 o

[0030]  7E—ANSEiti T &, MFEHEE (Abbott Laboratories, Abbott Park, IL, USA) &
— iR EC R A A BRI 2R [ HIV 88 BN A SR e &9 UL EATRI & 7
AT FEEERH) 5,542, 206 F 5, 648, 497 1, B H AT RN BAERSIANENSF% . 1£5
— NS T S, AR IR — PR P BT HIV 8 A B0 IR R IR sRE IR 5 2
b —Fp L HIV F I 2 A 500 8L, B 0 280 6 A o s R 6 IR 45 1 2 e i 1) 1) 1
T AUC A F /%191 g h/ml/100mg,
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[0031]  7E%— A7 0, & VLIRS (Abbott Laboratories,Abbott Park, IL,USA) J&
— P Al Pl R A A B SRR I HIV 2] B EI5 o A G AL et S UL el
EATF TR EERHE 5,914, 332 o M H AN RIS IAMENZH . 85— AL
T G, AR SR AL —Fh L rp BT IR HIV 85 B0 500 2 v LR 5 8l VL5 55 22 b — i L
& HIV S50 R ZE G BRI S0 28, B ok 50 R 0 v 587 4098 DG TS 45 I 4 3k 82 ey ) 290 77 1K) AUC
h A2 200 g h/ml/100mg (PR & /b2y 22. 51 g h/ml/100mg, Stk N Z /b4 350 g. h/
ml/100mg) -

[0032]  7E 55 —AsEE 7 A, AR AR £ (AL T La Jolla, CA ) Agouron
Pharmaceuticals, Inc. PAREL44 Viracept 5 ) & —Fhn] B A 2 BHF7) B ) HIV 85 A
AN o

[0033] AR BHHIFI R T LAAT IR 2 &y AUC, T IS B C (B IMARIRFZ ) I T, ( BIIE
B R MR P RN TR] ) AR il PR RE THORH R AT AR 128

[0034]  7E 5 — ALy e, A I ERAE T H A Birdk HIV 25 1 il 40 i 570 2 R FE 8 5 A
VEIS 5 20 A 50 2, BT 30 2R 76 A o 27 AT 35 2 ok B 10551 2 1 35 19 AUC Sk &2
/L% 91 g h/ml/100mg, &7 995 UE TR =5 1M 2 3k B 1 37 = 18 1 1199 AUC S 222029 20 1 g h/
ml/100mg ( ik % /D4y 22. 51 g. h/ml/100mg, FALLEE /D) 350 g. h/ml/100mg) »

[0035]  RiE “AUC” s “ 4 T AR, A8 FH HH LS S B, 4n A\ 0 22 24 /I I i Sk
FE — i TR) it e R B AR, Ho e Xt FEAE RIS T B (/NS R ) TRt FH A & B R 57 2
“CHERS R TR FR AR I YRR AN B R), MRS 8 IR 0 B H o B RCA EY). AUC H
AW T LA TR B . — Bffoe TR — I TR) a, BE AT 5 & (155 AUC, 4 s i vt
SN BRI B TV B . SO [ AUC s #5578 15 22 100mg FIE K F . T A
SCHRYE I, 757 55 B P& AUC, Fer AUC Rl 5] = ple EL 49 39 n o 5 4073 7t A 50mg AIFEHR
F5 8 200mg & VT , Bl ARAEIE T390 e A% LA ) AUC fHo

[0036]  HRHiE A A B (95 2, LARPAE £E T R AT (098 e M RH UL X v M B 20 1 T 45 it B 2
fEAVER SR T Ptk . BRI, 75 40°C 1 75 % ¥R FARAE 6 J (U 4347 T A& 15
() 2 B 58 4 (HDPE) i) i, MR AR B0 B8 5 AN BoR R 45 i 8 % (i@ i
DSC 8% WAXS 73 il B ) , HAL B e WIis PR o 2 B 1 22 /024 98 % (i i HPLC 43 M iE B ) o
[0037]  GnAR ST AT AR TR “ 0] 25 R s %) 2 4eml 25 AR s F iR s ). 75—
NS T 9, B S /b — Mg AR T (HLB) A2 4 240 10, RIEA 7T 2419 K
RETEMER. HLB &4 (Fiedler, H.B., Encylopedia of Excipients,5™ed., Aulendorf :
ECV-Editio—Cantor—Verlag(2002)) &3 17 P E (88 2k , S5 R A i 3R 151K HLB {H,
MR K MY TR S = HLB 5. HA HLB{EZ) 4 £ 10 RIS MEFETH FAKR W, g
& a0, (AR

[0038] A LIGREIEBAS, BIUER A OO0 (3) AR RA LM (B) iR RA L
1 (2) THIREERE RA O () THARIEME s R4 S b 2 5 bR, B R AR O (2) L5
ZRIEME RO (3) FIEARIERE A O (4 FREAREERE R O (3) “FEoRIERE
[0039] IR L EEHRNTER BRI, W1 PEG-200 . H IR ES \PEG-200 — H #H:FRES \PEG-300 —
HEEBS IS  PEG-400 — ] EEER IS . PEG-300 —filfl IE R NS . PEG-300 —JI & AS ;

[0040] WV ek — i i s 1% 2P 6, 491 fun 7R — i 2 ) ek 2 s (Lauroglycol ® )

7
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[0041]  JREAH I 07 IR SR 25 , 91) dur oAl S Bl T 19 I R ol I TR R R B AR R R IR | R R
R B

[0042]  JiE/K L1 AL G i 1 B e 2, 491 4 it 7 WL A e 2 H AR R R (Span®20 )i 7K 1 AL
BRI L 7K 1L B 2 AR R e Span®40 el i /K 1L AL i i 1 i, Bk

[0043] —FhEkZ R EATHIREY) .

[0044] AL I 7K Ly BT 505 T 0 T2 15 4 o) A0 226 e 7K L e 5 ) R T SR A 7K L L B B A
HEIRR I o

[0045] [ T HLBAE 25 4 24 10 [ [H1 35 P 570, 570 88 0 A5 59 A1 59 0T 25 B 31 vl 1 57
151 40 28 58, 0 BE R AT AR 2, )t BB AR L0 I = RO R TR B R AR 40 35 B R
(Cremophor®EL;BASF Corp.)sl 5 48 Z 4 H i 2 KL i s 191 40 58 20 — 1% 40 S AL B R
y(Cremophor® RH 40)uk 2 2. —Fx 60 Sk & R h(Cremophor® RH 60):5k 348 2. 4%
RIS e 1 Bk B 2R, RO SR A O I SR N I i B L R W BRI B T 2, 19
WiPoloxamer®124 |

Poloxamer®188 . Poloxamer®237 . Poloxamer®388 . Poloxamer®407 (BASF
Wyandotte Corp.);sk 5848 24 (20) Wi K W BLEE 1) 20 g 17 B2 g, 91 i1 S8 48 20 (20) i K
Ll AL 2631 2 R Tween®80 ) R . 4 (20) Bii/K L AL 51 i 155 156 ( Tween®60 ) B 4
LA (20) Ji 7K 1L A 2 B B A PR 196 ( Tween®40 ) ZE 48 0 (20) 7K (L AL 1 B ) 2 1oE
(Tween®20),

[0046] >4/ iX L6 5 A1 1 2 v TR SR INE, HUB (A 249 4 224 10 W8 1 e — % o B
FKHEHR S ERRE DA 50% HiE, ik £ /D% 60% EiE,

[0047] AU B B Al G KIS S G HA 20 50°C, (it 22 /02 60°C, il 4 80°C 2
21 180°CHI Tg. ANLEEWH Te (B EIMN & 77 EHHAR T “ Introduction to Physical Polymer
Science” & I, L. H. Sperling ¥4, John Wiley&Sons, Inc. T 1992 sEHiR. Tg {H R
A5 2L R R A I R BB AR AT AR R 3 R Te AR IR, B :Tg =X WX, Hrw
SRR L EAVREGW T ERE T /5, XA L AT RN Te fi. HWRDK Te i
nE8YBE5MTFN (PolymerHandbook) ” 58 — ki, J. Brandrup 1 E. H. Tmmergut 34, John
Wiley&Sons, Inc. T 1975 4 H k.

[oo48]  HAG 4N b 5E LI Tg KK TR S-G9 s v/ H T [ 4R 43 Bk 1 il 2% 5 12 18 44 43 8 ik
HANUMARE 1, LA AR 15 FE G N 78 43 B R AR E 1, DA 8] 44 43 B o w7k — 2
AbPRRURT AR AL, s F5 20 & 0 s i B AR B AT s il e 3l o

[0049] A7 TP FI/KIE R EVRIXFER A, T 20°CLL 2% (w/v) % TKE
I, AU B2 1 22 5000mPa. s, EALIEZ) | £ T00mPa. s. , mILIEL 5 222 100mPa.
s MRS . & B TARHP/KEER SR, HART -

[0050]  N- L2 N BEIZ S (3 S AL R Y, JUHIE N- QISR s Joe Bl 1) 322 S 4 A4k
W), ISR LA BEli (PVP)  N— LA BE L e i R R £ 0 18 B N IR & s T 1 4L 3%
v,

[0051]  £T4ERERRMEAYERm WS, U H 2 R Z M ORI g R, il e i =28, U
SRR NI YR, FR BSR4 4 3128, TR PR IRET Y 2%, B8 — IR AT 4E R Rk

8
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BUIRIARR 4T 4E R MR, JUIL I A8 2K — MR IS R 4T 4 3= A 28 — AR R8I0 R JR 4T 4E %, BRI
e P2 A A R T Y 22 RIR TR IS R 2 T AR AR 4T 4R 3%

[0052] @ FEREA LIRSS, Bl R EAL L 0a AR SEAL T LSRR, £ e 5 R S8 TR e 1)
LY,

[0053] 5% A Ik IR A S R 3R PP D6 AT BRI 28, 91 G FR R TG IR / TN IR SR L 3R )L TR 2k
A FR 2R T G IR R L SR ) R TR TR T 1R / R NIGIR 2- — W a(E ClRIL R Y 5
(NGB FR NG ) VB (R NG IR IR EENE )

[0054]  FRENMEBLILS,

[0055]  PESPR LM MEER G2, B OIR LM IEFL T MG BR IM AL 2 4, &R 43 /K AR 1K R B TR &
JlE (RRRIER A B4R “ R IR

[0056] 5 LA,

[0057]  SEREAIZHESS, ] A XORRR 30 H B2 SRR B SR, B AT — Fh a2 A kiR
=x/B

[0058] 41, flLik N— LI BEntb e e i (XY 250 SR ) RN L 28, JUHL A2 N— A FEEnit s Jo el s
MG LIG BRI ALY . R AR IR B 2 G 2 DAL B EE v 24 60 %6 [1) N— L A7k Joe il 11 L
HLRYE B 10 % B IR CMGEE I HL R Y

[0059] A% BH Y570 2R m] A 5 22 2 — s RS 03, 491 dn A sl R 7 ) v D 4 )
(A ) MU — R &, W insm R R a2 0. 01-15 % E &

[0060]  HRHE A W, AT AS A 22 b 7 2 il 4 [ A4 B o X e DTV AR i A A K SR S
R T v A ) 25 0 ) HILV 8 1 P 5 B3 HIV 8 1 B ot 550 1 2 0 T v A 5 DL B Rk
TR B R e 40, [ A4 it n] F5- 40 43 4 R0k , 451 40 308 i Bt 5 el B, LA SORs
OORL P R R

[0061]  IRAT (1) i) £ [ V5 1R 1) 22 o g v B HE AL 1% HH W03 55 58 R0 28 R S L, A e I AL B
Ho

[0062] AL HH 7 VA B IR WA ) 4% HIV 8 [ B R sl HIV 8% 1 B 50 i 204
TRV M BB W RN 22 TS TR B 2 51 Ak 4, FA F A B 28 AL . “Itb” 2 Feia4b
AR B AG ORAS, Pl B —Fh ALy a1 F e Ay, — 8, —PFhdlrigth, e
s T Ay, PRI B s i J AR Ao s T KA R S Ak s J ik
VIR AT 2 Mok A2 . ARSI L A1 T8 U TR 8O i g W AT 453 1)
B B, 5 AT ARG, ARG ALk R VR A Fs 4k . B, I 258 K LA
RO BOE R A o 1T HL, BT DL T B S AR JE TR A A AT TR 3 o

[0063] I, MEALIR AL 70 £y 250°C, ILIE L 80 £ 4 180°C, AL L 100 £ 4
140°C,

[0064] 3% M o3 v LA B 5 71 kS, B DAAE 38 B v ) v v Bl o PR Sk AT A,
B AV S IR R R B lE 2 . AT ) D) — RS R A AR . TR AL
VI B 0550, 25 % o

[0065] AL Rl AL 2 RPN I, 90 a0 B R 7 TR A i A AR AR IR VSR SR AT
SR AR 3 R0 RS E TR pT AR OGRS E R B RIS BRI A PUUAE B AR E T
[oo66]  HEALAN / BIRE W AEH 1% B B e B A AT « FElIE G 12 B LA A
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Wl T8 ELHUHE I WL AL RS B IRAT 5 I AL M AR A5 I LB & 2 R 5 L, LI SUR A5
H AL, JET DU B30 5, JF AR s B PN . Nt FRAR, AR R 0K Hh e oML A
BITAS FH 57 I ML A& SR AR g o AE ST IS AL 2 70 s A TR R 0t P o B2 3 20
B AR IR AR, B IS LA AR EE BRI U thn] 4 TR A S R R
& I B B S AT o

[0067]  JFALREE IR ZREFRAR o 5% 1420 10 B 23 5 e a8 T T S T AT S A REAH
T DTSRI THT B ) S e VR 1 4 P SEAT LR AT 1 o 588 3 R ) e 0 s mT e A P s A T )
B SRR IR RAT. Ja b, fERMLRT (FA00) sRfEL)E (00) SRt yrml ).

[0068]  fELLHE, BT A5 VA 4™ ity A2 W S ORI B8 PSRN o AR BIURE W] A I 4. IR e 4R
o RIURL IR AAE ve i AR AR B DLSRAT A AL R I ECE Y (IR 7)) 1. ok
) s 20 08 5 e AE T A ILAR AT, SERAR 2 AR R B Sk L TR AR b BEAT o AR B
O AR A 5 22— P BTV SR (BN S RO AL & (ECHTY B A Bl — Pl 2 A
FEiR TR AL ) B, 20 a8 SR o o 1 [ R 7 i A s Al T VR 5 R S
TTF RS (177 f = ARl BE Y o

[0069]  JLidk L, 45 F il RIURE Hh Ad 1) 22 20 — Bl IR0 3 B i o0 189 500 i iR 75 1 25
(IR ) R A A nMie 28 s D (6 B b DRI it I DR 8 TS0 AR SIDRE AR 1 70 B
3 EL R AR A2 SRR S, 1 AT IR S L s e Ml R A IR PP R T A 3 il SR A
) CFRVE A7) Uk A FLBE BRSO AT 4E R (Avicell® ) kR #h, JEHE — 4
Mot ERAL B T AR L S 8 EE R BURORER 22 2B (isomalt) VR LM o 76 H Vi 5]
W B R i = A AviceI® RN B4 Sk 42 i s B o

[0070] s Hll B0k HH DCIE A5 AT 57 o S VORI SR L E 28 2 % (5l 1~ 805 1000
A2 6000) A IR RSN AR RS 8 i 2 o L R 25

[0071]  WIAE I 2 A H G oS ), B an et 4 S AR A AL ECEHLEUE 48 AL a8 — 4
MR BRI IR s B an Bt ) OBAE I B E NG BR ) HTA A B (19
R g T o

[0072] AR BIRAFHIAS AT BLLAAL S LR IR RSRER AL, Bl )2 I A sl )2 Fro e ATl ik T
T AR “BHHmIR i — R a s R ERURRE. 225
R AL T RN C B AAH B B P RS PR 2 0y B ] F il P o KR TSCRs o 49,
AR AESNE 10— R RS (s 7 R AR S 0T 70 &, FTAE R R I T R 23 1K
PRALYERF R O T RE. 2 R A AR A I W R B 2 SRR A T4, 2R
AU aE I QA AT BRSO TR L E TR A A D A
Rl AL AL S %, DL X S (b L ) E TG ILHF i pb s LB b B
WRECR TR AR . B0, HAT IR e (RRAERE pR s ) AR MR 4R 1
PR IE o

[0073] g T A i ALl WD ER UCAT: (700 2L, I3 57 28 DU L P R AT AR o IR m]
(A WA PR K A FIHE AR BRI KA (elongated) HITIANZIEIE o

[0074]  J 3 b (A A A AT By R A WA PR 7 1 o A th W] 5 R R PR TR A A1
Mo QAR T L, BT DU i AR o I A ATE 3 A 25 2R & A R, 9 e TA) PR AL T 4
2R SR AT Y ZNA I TR R o S IR IR B IR YD o B IR 2R G4 A AR ] A 55 1
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BEFRNN I £ I RS PR W0 Tween® J A, LUK AT 1 BIURH 51 Gt — 4 A0 BR sl Bk AR AL
Yo MR RSN BURRIE Aok . IREAR SRR ER KN4 5%,

[0075]  WIASAHISE AN T2 BT 1 » 25 245 O HE R 1) AR B ek - AR 838 2 30 (1 R
PRIRAE A W AR EE A BB PR 0 RS R I e 2540

[o076]  "NHEIKIE | Bos TH FHCA 4 ZIAFEIRT / 3 ULIRE AR M s Ja vk 4 54,
U A EE% .

[0077] %1
[0078]
FHFEAS FJt 18225 4.17 417
YBILHS 16.67 16.67
YR Copovidone) 65-75 71.16 70.12
(N- i) R
LI LERY) 60:40)
Span20 (Bi7KLLAEZH 4-10 70 502
FERRTR)
Cremophor RH40 CEE 2L 0-10 - 3.02
S HF R R
AT E S RE 0-3 1.0 1.0
[0079]

[0080] IR 2 B TN ZAFEI A AR i tE A &4, B HE % .
[0081]

MHFEHA 18-22.5 208

IR

FHIRYER (N- ZJditt e BEER 60-75 63.15
JEBES LY 60:40)

Span20 (Fit/K1LLBUETEL AHPRER) E3L5-15
Cremophor RH40 (R ZJ HiiE? 10.00
FRENERNR)

PEG 6000 0-8 5.00

JReAs A 0-3 1.04

[0082]  L1HIWZ0-& 418 il i g s vkl 2% FTAS8F amT LR TR AT A, slohie 8 O
s DT ASE FHE B 1% s v 4 B 310461 Rl T 22 5 R s s — SR e L LR 7 2 2P VR R
RO P R B 4T 4 2 ol TR LA o

[0083] TN = PR S92 R A R B

[0084]  [IARAMAI A FERE ST SE 50 ¥ v

[0085] i (/IR VREMERKTEL 10kg) #2528 27 % Ja i -7k £, I e B iR
Ko TELZITTA 30 3%, B HA R T 4525 100 v g/kg TR IZIE . & H 4 24511 B3] & AH
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V533 R 25 200mg 34 DL 45 £ 50mg FIFEHL 5 B4 200mg ¥ VT AR A2y 50mg FIFEH
BB TL 10 ZTH K. TEEZRTZ25)5 0. 25.0.5.1. 0.1, 5.2.3.4.6.8.10.12 F1 24 />
I 5 SRAEMAE . IR B0 4y B AL A I E AR (-30°C ) Z 0T, MIREESH 2 — A EL
Jii » A A AR AS UV ARS8 1 SAH HPLC SRl HIV 85 RS d R ik B . ZEFEA 5T
6], SR AR A A T IR (AUC) o HR¥E & 8 R 4R PP Al B Rl oRI 2, 4R 2 {84 F
AP I

[0086] X bt SE 5]

[0087]  JREGILERYEM] (N- LMEMEMSIERE / BE TR LA MRIL R 60 & 40,78. 17 il ) 5
FHEH (4. 16 EEAY ) JKIULHF (16,67 EELY ) MRA A (LEET 1.04) .
RIGHH AR DRIR B WHER N R 2. Okg/h S BERE 4 133°CRIRUEF B IENLF (I H
2 18mm) o WG 4207 B I A ek N i A A 3R T B A L DG B 9 25 B R PR A I i e
RGN . IR 1080mg F 7. DSC F WAXS 43158 i H 1E 5 o A7 2E AT
i 8 259 SRR BRIESR o

[o088] 7T iy A 4E I 5 1) 7 = I 797 1 AUC /& 0. 52 1 g. h/m1/100mg, ¥ VT T 45 1 2
4.54 1 g. h/ml/100mg. 1% St 1) S 7 A N T 7% 14 550 P60 HILV 2 (3 g0 o) 590 1 [ s A 3R A5
WA AED A B

[0089]  SLjf] 1

[0090]  7F Diosna g BY UIVRA ML, K LB 4ER (N- L ARt el / BE IR £ 4G e L 584
60 : 40,68. 17 E &4 ) 5 Cremophor RHA0 ( ZE 4 L5 H I B FE0E SRR IS, 10. 00 HE &4 )
R PPk SAHLIE (417 EEA) KT (16,67 EEMy ) MR A ZEALE
(1.00 EEMH ) BEG. RIEHHARBIEGWIR AR 2. 3kg/h JERIE A 126 °C [
Leistritz Microl8 XUBHHHALH o FHr H Ul s IF s vr b . AFH mduit Ty gest
BENUAFBS B H A e, BB kbRl (86. 49 R ) EAERIRA2E (bin blender) T
—/KEFLHE (6. 00 EEAAY ) ACHE PVP (6. 00 &) ) & A AuaE (1. 00 EE4y) Fid g
FREE (0.51 EEH ) RA . MAMRIEGWAE Fette E1 B R R F HLH H 24 1378. Omg 11
Fille SRIG T 60°C£E A A4 ik v I8 1o ms 2 A0 4 /K T 22 UK (Opadry, 43 H Colorcon) Xif
AT B

[0091]  7E iy I 46 0 5 1 7 = I 757 19 AUC & 0. 60 1 g. h/m1/100mg, ¥ VT T 5 1 2
7.43 1 g h/ml/100mg. 125 M) B R A PEF 5 |\ HIV 2 1 B0 F 700 0 [ s g i 7
AR EDRH .

[0092]  Sjfs] 2

[0093] 7 Diosna By UNRG ML, F ALY/ (N- LGNS Fe il / BEIR LGB L R D
60 : 40,853.8 &} ) 5 Span20 ( MisK 1L AL EE BB H AR AR, 83. 9 &M ) 1BRE . G
RS FFCHE (50 EEAy ) & ULHES (200 Ay ) MRS ZH A (12 EED ) BE.
IR G IR AR S HERE N TE B A 2. Tke/h AT 119°C FISUEFTF B ML (I2F B 4%
18mm) o K55 H R A 7E LA SR T EL A AR EL UG ) 28 s 1) e S R T R IR AL
PRI 75 21 1120mg Jv 5.

[0094] 7 Ay vh I HE A8 3 1) 571 = I 755 19 AUC A2 10. 88 1 g. h/ml1/100mg, ¥ VT HB 5 1) A2
51.21 g h/ml/100mg. Z%SEHEf] Zf BAT 4 & 10 1 HLB {E R S 5 N HIV S5
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AL 100 ) 5 1 B S 4 v T SRAR AR R R

[0095] *E&?@J 3

[0096] B, B S 2, B R BT DT R vE R AL . AEH i s RERTEE AL
%%mmﬂﬁgiﬁhﬁb%mmmn@mgﬁmﬁﬂﬁﬁﬁ%m%¢%@B%Z%Mﬁ
(12. 3 Ty ) R TAEAEE 8.0 EEM ) 1RE 20 7080, KM AR EWIE = Mie
AL i AR5 T 60 CHLEE N 7R AL ACHA Hhod i i 55 B A FHOK PR 23 8 ik (Opadry) i
AT A I LA

[0097] 7 A v B HE AR 5 1) 51 & 1 95 19 AUC =2 14. 24 1 g. h/m1/100mg, ¥ VT B 5 1) =2
52. 21 g. h/ml/100mg.

[o098]  SEjifsl 4

[0099]  7F Diosna i BY UNRA AL, B LR YERT (N- LIRmnbng el / BE R £ 1G B AL R )
60 : 40,841.3 T &1y ) 5 CremophorRH40 ( Z4R L4 H 2 B0l IR R 5, 36. 2 &4 ) .
Span20 ( W7k 1L BLEE 52 3 ARG, 60. 2 Ry ) G . PSR SHAHEIT G0 EEA) .
UL (200 Ay ) Ml EALEE (12 EEM ) WBa. R ARRIEEG IR A
AR 2. Tkg/h IR A 114°C FPBURATBF AL (BB BA% 18mm) o 455 H ARkl A7
A AE L A 3R 1 5 A A B D P PR 2 B T S e S iR A (R S AL o IR T A3 21 1120mg Jy 5]

[0100] 7 A o R 48 AR 5 1) 57 & I 79 1K) AUC 22 10. 96 1 g. h/m1/100mg, & VT B 45 1 A2
46.5 1 g. h/ml/100mg. %L Eos A 4 2 10 1 HLB (IR 35 ) 5 5 — MR i v
PEFIRT A ] R Zh A%

[0101]  SEjEfH) 5

[o102] VB, EAE S 4, B A B VI RGERIE SR VR . A STt BRI EE L
W B H IR BBt B 22 R /INZ 250 wome BB G IR RHE AR 2R G 2 b S5 B IR 2 5 R
(13.9 HEify ) A FARE (7.0 TR ) %22 288 DCL100 (159, 4 T &4 ) FHAE FR A4S
(7.0 EEH ) IRE 20 438h. WS 1 i i R R SR .

[0103] 7 Hf vp R HE A8 5 1) 51 & 3 795 1) AUC 22 10. 38 1 g. h/m1/100mg, ¥ VT B 5 1 A2
42. 71 g. h/ml/100mg,

[0104]  SCJif5] 6

[0105]  7F Diosna i BY UNRA AL, B YRR (N- IR el / BRI £ G AL R )
60 : 40,683. 3 E A ) 5 Spand0 (Wi/K (AL R AR IR R, 67. 2 &M ) 1RE - gk
HRFEIE (200 EEA ) FIRE FALRE 9.6 BEH ) BE. RGN AR SRR
NIEE R 2. Lkg/hFAGIRFE A 119°C RSB VL CIRF B4% 18mm) 1. Hr Y4B D)

R I ARVE B A8 L T RE R EE AU BB H i . B EE T M RHEFE VR AR 5
TR & REN (7.9 EEA ) A TEALRE (11, 3 EREA ) FZ22FME DC100 (129. 1 E &
) M IR (15,6 EEy ) IREG . WS 1 itk KRR 59 FE A .

[0106]  H#4AH 4T 200mg & VLA 1 A1) 5 50mg AR — 25 2500, ¥ VLIBT3 ()55 &
YIS AUC 42 38. 81 g. h/ml/100mg.

[0107]  SEjtEfH) 7

[0108]  7F Diosna =By UNRAGHLT, SILER YR (N- AR ZEIEMEGERT / iR A BE 2R Y)
60 : 40,151.5 E 4 ) 5 Cremophor RH40 (24 &4 ) Fl PEG6000 (12 Ay ) 1BG. FT

13



CON 102764244 A WO B 10/10

RS RFEIRT (50 EEA ) MREZSEMEE 2.4 ERf) BE. REHmARRIES
PR NS5 VLT Gt o BE R B Ul IF e VeG4 H mrpiih 7 et s
BB BT Bt s o WS It M RLEFE IR G 28 h SRS 8 aE (1.4 ER M ) R4
B DC100 (31. 9 FE =47 ) FIRERRES (4. 2 EEAN ) WA WSl 1 Frifd ) SR 59+
ALK

[0109]  ZEA 5] &I i AUC 42 9. 98 1 g. h/m1/100mg.
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