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CON 103272234 A W F OE Kk P 1/5 7

1. W5 T HR I 710, 2T, T AR S A MAE R R R T IR A, TR
FIRGAL BB AL 7 WA, Jorh 22 /D0 — Bl R AEHE R M0, LU B2 P RS 550 1
REW, W TERZIREY), MR i, &b, TR WA 2 N-[2,4- —
(1, 1- ZHEE L) -5- FaRdk 1-1, 4- &0 —4- SEmk -3- Rt

2. BURIESR 1077, Homh Brid iR & 08 3 v T BR V2 o

3. BURELSK 1 (W53, Jorp ik 25400 52 /N 53 7 25, B an 43 =/ T4 1000 38 /R 1)
4

4. BRER 1 BT, o ik 25 2 MEAS I 25400 o

5. BURIEER | 7515, A ik 25k B Nk /e — B2y, Pr R 2, Puids 2y, i
AT, LB, B 85500, Pt ), STpAr 25, b IR 25, DU R, BUEL B, i
9 AR, B A IR 500, BUIE 24, B S 24, Uas EEOH), Duie 24, S EHLRE AT 2 R 7,
REINHIF, B T, BT ARMEF, Pres S 2, i 2y, 2Ry, MR sl 2, B — PHI, oL
W aa 24, SRS I, R R, BUin G R e Gk 2y, B W dh, A2 RSP0, M 3,
AR 245, UL AR, Cox—2 FIHIF, B = AGHNHIF], KIFP B, DL 2y, & 755,
Bo] o R 2, S ORI, PRI R Xt o), LRI RA 5t 24, PO B TR 7] YR 24, TA Y
SR, PUIRREEZY, B R, DR AT A IRAC TR, o TR IR, SR L TR -

6. BURIZER 1 1753, Horh Bk 29046 B P 25 o

7. BURIEESR 6 1753, B BB 250 H TR N AU & (HepC)

8. BURNELR 7 BT, Horh iR P 8657 6 HepC 2 I BEFD I o

9. BURELR 8 1751, Horh ik HepC & A B HI AL & VX-950,

10. BURIE R 1 IG5, A TR EF RG0S G 20— R aEfE RS 4L 16

11, BUREESK 10 1773, Forb BTk 20 43 (0 20 A0 5 P8 e S SR AN A E 43 R 1 711
12, BUCREESKR 11 (97535, Jorp B i 45 R ot s A 2 — SR ot ATl U7 B3 THE
13, BUORIEESR 11 (753, Jorp il JE44 S P 300 A0 15 UK BE 7R « DMSO DMF B3K
14, BORIEESR 11 B3, b il 4EHE R EEFRILLZ) 0. 1% 2249 20% (GZEEID &
171E.

15, BORIEESR 11 (535, Jorp i s R R Gt S 4 R M) S 3R R S FI A A

16. BURIEK 16 17732, Horb ik e M AL — U e A

17, BUORIEESK 15 (17775, Jorp il FE44 S PR 30 B0 5 UK B 7R o

18. BURELK 156 17712, Hrb ik i R a8 & — SR e IV B FVKEE IR

19. BURIE R 18 B 7778, Hrp BTk R R S & 40 40% 245 80% S e, 2 20% 244
35% TR, AT 0. 1% 247 15% VKEEER .

20. BUMIELSK 15 B7732%, Herp ek B4 R v A 5 K

21. BURESR 15 B 738, W RS R RS & Pt N ETFIK .

22. BUMELSK 21 777, Horp Irid i FI R G 5 29 40% 2229 80% — = ¢, 2 20% £ 4y
35% PER, FIZ) 0. 1% 225 15% /K.
23. BWRIEK 1 777, P Irid s R g & OKIER IR -
24. BORNESR 1 751, o Irid i R g a5 7K

2



CON 103272234 A W F OE Kk P 2/5 T

25. BRMIEK 1 777, b prid iR -G A8 3R 1 s 1) o

26. BURIELSK 25 17732, Horh PR R s PEFR AL 5 H RE SRR IRl (SLS) BR4EA: 2 E B8k
HATED

27. TU L5 250 R —Fh B 2 Fh B A W0 B T R 40 B 10 7323, 47 1R A4S TE sl g At
BTk 25— P sk 2 Pl R A LB F SR AL & TR &, b 2 /b — Rl 2 dE 5 &
PR, UL AT IR 254 . — Fh ok 2 R B S MAE R FR &Y s Wi o T iZiB &4, UUE
B AR5 B o

28. BURIELSK 27 W73, Horp ik VR &4 2 Vs T B 7 W o

29. BOFEESR 27 By 7534, Forb Pk [8] 0K 2 S0y 2 TG 52 TR 1R 2 B0 o

30. BURELR 27 B9 7512, oA kR &6 & —Fh sl 2 Pk 58 G- W sl 7 K B 1
EEY

31. BURIER 30 {7735, b B KBS PR B 70 KIS HE SR G W R A Y 5T 2B W) s &3
EFYER B LR RElT (PVP) 28 & B (PRG) ;B LG (PVA) sINAGIRES ; BRI RIDRS X
EARSE R A .

32. BURIEE SR 30 (7715, o BTk KW BG 0 KR AR RN E R A 4%
(HPMC) »

33. BURIELR 27 7738, o BrikiB 506 & pH- (K s 3R &

34. BRI SR 33 (1) 7%, Horh il pH- AR M W s 1 S8 B W 2 4T 4 = AT AR R TR
FER LAY R AR K RS (HPMCP) FR N2 AR 4T 4 55 Z R PR HI TR NS (HPMCAS) ;3
FEAAYEFE (OMC) BILE s 4 i 22 LR 28 — R IR (CAT) s IR TN 2R 4T 4 38 L IR AR 2K — F IR I
(HPCAP) ;J2 N ZE LT Y 22 LR 48K — IR NG (HPMCAP) ; IR 4T 4 25 L PR A1 A — F R IR
(MCAP) ;B ER LI IR IR

35. BUH EL 3K 34 1 U7 v, b BT IR B A W) R N I AT 4 R 2R BE H TR R
(HPMCAS) .

36. BURIELR 27 7738, A TR iR G E S ANEHTHEREED .

37. BURIEESR 27 {712, o Bk iR &8 & 5 LIGMEE el (PVP) .

38. BUFIER 27 (515, Hh iR A WAE 2 B M ESMIREY .

39. BUMELSK 38 17732, Hod ik 2 B el 2 B R SV R G & 2 M R 54 o

40. AUMELSK 39 77, Horp rik 2 Mrel 2 M2 SR -G ) A5 HPMC FiT HPMCAS .

41, AUMESK 27 W77, o ik —Mrek 2 M2 G LLEY 30% 224 T0% (GZE &K
AT T BB T

42, BRIESK 27 17732, Horp ek 25952 /N o+ 2590, 1 4n o3+ &/ T4 1000 T8 7K 43
11254 .

A3, BUREESR 27 W71, Horb Ik 2502 s i 259 .

44, BRVEESR 27 W73, Soh PR ik B Nl 5 — B2, LR 24, Pl i 2,
UL RANTE 2, BURE I, DU R, BB MR, FUHEIAR 24, DUBE R 25, PUBIE ), DUIL R 7,
PO KGR, B ML 51, BUAE 245, B Sk 24, Huss EEAGT), DUt 2, ghiEe vl ReRans o R 7).,
Ga R I, PR T, BRI, PrEEFE 2, B2y, IR 2, AP BEER 2y, B — BHAF, O
L AR 24, e Jo 2 [ I, )R 3], DUl AR Ex G R 24, B W), 2 2 R H05R), M 302 40 88
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), MRV 24, BUOKIRE 2, Cox—2 MHIF], B =AM, KA ERZE, DA, 5 57
S, BA) R 24, B BRI AR, PR IER, %A ), LR it 2y, B BUsAA ), I 25, A
FIEBR A, PUKRAEL, IR, Bt R PERTAURRAE G, 75 HR T R, BAE O 75 I 0T R o

45. BREESR 27 1773, o R 25960 3 i 5557 o

46. BRESK 45 17732, o rddum s 1 TR 7 AU & (HepC) o

A7, BUORVE R 46 17535, oA Frd B 57605 HepC & A BN HIF o

48. BURIELSK 47 17732, o iridk HepC 8 E B IR L 7 VX-950,

49. BRELSK 27 17712, Hodh ik s m 4l 65 5 A 20— P e R PRI
Horma 5.

50. BUMIEESR 49 17775, Forh PR 48 43 4168 5 4 e MR R A48 R 1 55D

51. BUMIEESR 50 17775, Horh B #5 e ) A0, 2 — SR e« T B S U1 B THE .

52. BURIELSK 50 [K177V2:, He At Bridk 45 R 1 v A &5 UK %  DMSO. DMF BlK .

53. BURIE K 50 {7732, Horh ik e R MRS FHILAZT 0. 1% £ 20% GZERID &
1E1E

54. BURIEL R 50 757, HA ki H R A5 R MR 53R R IEE RN A S

55. BURIELSK 54 177325, Horn Bk 4 s M R0, 2 — 3 TR B R AT

56. BUMIZELSK 54 177325, Horr Pk HE 45 R P v A 5 VKR 1R o

57. BURMIZELK 54 177325, Hor ik B0 sl 4L & B8 U P e« AT DK R TR

58. BUMELK 57 17774, Hor iR a ) sl 4 &5 29 40% 2225 80% — &l ke, 4
20% Z 2 35% A, FZ) 0. 1% =4 15% IKEE R .

59. BUNE R 54 7775, Ho ik B4 K M FHIA 5 K.

60. BURIEESK 54 187772, Horp I B0 s ) 4 GBS — ST B T AT ZK

61. BUAIESK 60 [ 7732, Hod Brid 0 B 41 6L 5 29 40% 224 80% — S ke, £
20% 2] 35% A, F1Z) 0. 1% =2y 15% 7K.

62. AURELSK 27 {7735, Horb BT i 55 SO 4L A 4 B DK IR TR -

63. AUMESK 27 {77, Hor Ik R s fl 4l & a8 K.

64. AUMESK 27 {77, Hor Pl VRS 040 & 3R I R 5 .

65. BUFELSK 64 187575, HoA e SR i id PR & A AR A IR (SLS) BR4EA% E 8)
HATED

66. —F i, HALHS

a) B ALK A M) — Prel 2 B RG22 /b — PR 48 R MRS IR
FRARNREY) ; M

b) W% TR A, LU AL 5 K M PR 25 9 (1) 18 4 43 5y, CAAS 21 B ads 259 14 [+
&5 5 o

67. BHIZEK 66 1117732, Ho ik — ek 2 M S S8 & — Fh sl Rk I 3R -G ) 5k

T IKETER S

68. BUHELK 67 17775, Ho Prid /K s M s KIS R G W2 T =T Y s L%
YR R ORI FEl] (PVP) 58 L B (PEG) sZ LMlE (PVA) sINMGIRES s BRI BITRS BX
AL R MART D .
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69. BUFE R 67 (1755, Hrp Brik KBS aGER KSR SR RN PR 4R
(HPMC) .

70. BURJEESK 66 1K) 7515, Horb ik — sl 2 i 3 S8 pH- K E I RS .

T1. BOREL SR 70 (1) )73, Ho prids pH- WOB M I s 1 SR A W 2 AT dE =T AR R TN
SER LAY R ALK RS (HPMCP) ;R N R 41 4k 32 SR DR HITR MG (HPMCAS) ;32
LA YEFR (OMC) s s 4 4R AR K — TR IR (CAT) s RN R4 4 3% LR 4B 2K — F R I
(HPCAP) ;F2 N 2 R BL AT Y 38 LR 4828 — FER G (HPMCAP) ; R 4T 4 22 LR A K — IR M
(MCAP) ;858 AL TN A R IS o

T2 WA ERTLE 7, Hh R B A YRR N PR A4 5 2R 55 % N
(HPMCAS) .

73.

74.

75.

76.

w

BURIEESR 66 (17775, o ik — M sl 2 MR S E & AR AR E S
BURIEESR 66 (17575, o prik — P sl 2 MR G & R LA belid (PVP) .
BURIEESR 66 (1757, Job ridiB G & 2 M2 MR G WIREGD.
BOREESR 75 (197575, Ferp BT 2 M2 MR SRR G5 2 BeT TR 54

T7. BUORESK 76 BT, Hoh irid 2 Fieli 2 MR G ) BV G )45 HPMC 1 HPMCAS .

78. BUAEK 66 171k, Ho prid— Pl Z MG PLLL) 30% 249 90% (L EE DR
EATAET WA B

79. BURIESK 66 [19777%, Serb BTk 25002 /N oy 1 2500, B oy 1 B/ 21 1000 38 7K 5
12540

80. BURIELSK 66 (7735, e Frid 9k B R b 73282 — - BURZY, PLR 24, DU IR 2y,
DULEEANTE 2y, LR, DU, DUREIR, TTIDAS LY, TURE R 25, U, HTE B,
PR RG] T i I 5, O 24, Bl Sk T 25, Hoes BT, DUIR 25, B HLRE BRGS0 R A,
Ge AN, PR B, JFARMR, DU RE 25, BUR 2y, LR 2y, M Bais 2y, B - BH%%"J, i
LA 25, B i 1, R B HUle e AR SR Ak 24, B Mol M 2 AR 35 50500, )= 73
A, MR 25, JUOLSRZS, Cox—2 T, A =AM bR, KA N EER, ILARL 024, E’%
7, B A SRR 24, B B R 570, PR IOE, Sy o), LIRS S 2, B BRI, AL 24, WA
FOME R Y, PURKREEZS, B TR, DU R AR AT A BRAC TR, 0 75 i 0 1R » B e 75 AR T R o

81. BUAEK 66 [1)77i%, o prik 25 S il

82. BUAER 81 771, Horb pridfoii=ssil fl TR INAUAT 2 (HepC) o

83. BUAER 82 1751k, Forh Brik i a5 & HepC & I Bl 57 o

84. BUMER 83 1751k, Forh frid HepC & A BRI 25 VX-950,

85. BUMEK 66 (117715, Hoip Tt R R Lt & &7 20— FARE R MR 2070 1

e B L

86. BURIE =R 85 {771k, A BTl ¥ 7 R A AL & 48 & MV IR HEE R

87. BURIE R 86 117774, A i 48 & M A & — & F e T &L 8K THE .

88. BUFIELK 86 11 7514, Hordr Frads SE4% e Pk s 771 B 15 UK I B2 « DMSO. DMF R 7K .

89. BUFIELK 86 [ 7y vk, Horb Frdb A4 R FILAZY 0. 1% 249 20% (GZEE D K&
1F1E

90. BUAIEER 86 (1) 77k, HA Frid s I R G A & 45 R M S 3EE R PR FIM 415 .
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91. BURIEESK 90 7712, Horp Pk # M A B — S R e P TR il

92. WAIE R 91 Mk, W TR E R A S ER T LA 75:24: 1 A F
Bt UM - R4 R MR

93. BURIELSK 90 177325, Forh Fd {44 % Pt s A &5 UK B R

94. BUREESK 90 [ 771, Horb I i R gt — &R Bt T4 B AT DK S PR o

95. AURIER 94 (¥ 7 v, HA Brid i HI R A & 20 40% 29 80% — & e, 29 20% £ 4
35% P, 129 0. 1% Z4) 15% VKESEE .

96. BURIEEK 90 {7732, b Tl E 4 e M ) AL 5 K

97. BURIEEK 90 7712, Horb I B ) B 4L & B — S0 BE TR A ZK o

98. AUHIE SR 97 1777, Horh BTk i B R 41 & & 20 40% 24 80% — & Fkt, 4
20% Z 2 35% A, FIZ) 0. 1% 225 15% /Ko

99. BUAIELK 66 1117772, Hor T v 55 sl AL &80 7 UK IR IR -

100. BOFIZEESK 66 1) 7512, Horh ik S B FI 4 &5 K

101. BURZESK 66 [ 77125, Horb PR G4 B 5 R s M) o

102, BURIEESK 101 1777, Sorb BT i SR G PR R 60 & A RE SO ER B (SLS) BR4EAE % E
AT AEY .

103. —Fhifil £ VX-950 WAy B 51k, A S

a) TERLEHR AL VX-950 £7 4k USR5 M)A 1) BV, b Il s 0 5 22 /b — P R4
RYEEFIA S

b) Wi T IR AW, T AL & VX950 R FTIR £ 4 i 58 A W0 [ AR TG 52 T2 20 500

104. —Fhifil#& VX-950 (¥l A5 B 0 T3 15 o 1R

a) SR VX950 %2 /D — T Y iR -G M)A 1) TR S 4, L b T i v 77 40 25 0K
BEIR ; 0

b) Wi TEARIREY, IR AL VX-950 1 [ 473 5L o

105. — il & VX-950 FIE AR50 B 1) 7125, TR

a) TR ERER I VX-950. &2 /b — B £ 4 5T 5 G W R 550 (R TR -S4 » b P i )
K R

b) Wi T %I AW, LIE SRS VX-950 [l 43 B o

106, JEREBRE SR 1 772 & 7=

107, I RRNE SR 27 BI77 =14 7

108. JHITRFE SR 66 (1177 1= H1 4 17 o

109. M EACRIE SR 103 (1177 514 78 o

110. W EACRIE SR 104 (177 514 78 o

111, B ACRIE SR 105 (177 514 78 o
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HMEEY

[0001] A< FHiE 2 B H 2 2007 4E 3 H 19 H . HiE S 8 200780018279, 4. K B4R 4 “2h
WIAEY)” W B LR I3 2 Hg

[0002]  AHOCHUEAZ XN S5

[0003]  ACHIIFE SR 2006 4F 3 H 20 HEEAT 3L E g & 415 60/784, 275 1 2006 4 12
H 22 HIRAZHI3E E HE R 405 60/871,692 AR SEAL. 7858 B I FF N BARAEAS HEE 2y
FHAEN—#3 GEEESH5IAARTD.

B G
[0004]  AK I K WA 50 S LA 9% 53

BEHEA

[0005] il 24 sk 0 0, A AR B 245 ) 22 5 S IR T 26 2 () AR 0 R0 P R BSOS L DU i i, A
T FE S 52 35 B KT R AR RS A I A S R 5

[00061 W] LA T il & 25400 55 51 rh 9 1816 23 BRAD) < W R 25 W AR JBObA e 1) 320 JOs v B
W, ARG B VA H B R RS FR B IR &4 . S5ES RS2 E COUIRALE AR, 1X
FERT 29 [ 7R 53 BUY)AE 28 0t FH I 220 20 T R 3 ) 2 R F

[0007] W55 f) v A8 FH 00 2 SORE IR T8 1) ol i B2, vl DU 42 7= 25404k
HVEIEA S B © AR 1E T AR SRR s v FLARIER W] 22 B MO S A B oK
SURE B8 A TR R TR ] A o BRI, W 5 i — b BRARL IR Ik R, L rh 287 R 0k K /N 3
AT TR AR 7K B it MR B RHSURE T AR 7 TH A0 290396 A2 K 50 100 ST e AR o

[0008] 1% 25 5 1 i A 2, K VIR DR S5 Ak R A3 25 » A i E T 5 P e P A R R
k. FEE e () SR EAL AR AE . RIS, WIIRZE K
IKGT s FEIE T (R R o

[o009] & EMEIA

[0010]  AKREIACE KL, fE254) (1, VX-950) sRILEiasr s (4, 254 eib 77
() R 2 B ) Ve B ek R, ARV TR (O, B A R T P e s R R T LA
PE AT RN E ™ 5 O, [ 4R 53 B ) an 25 P slia 7 0 K JG 2@ TR SR 73 80y ) . 7e
FEAE T, FEWT 5T FE A & B4 e MRy 3R s i s SR E A R A I 4 4y
A] DL B B B RORLE AR/ BT BT T R ) = 3 0, IR A S R R R
(RIUREL, 491 1 b LA FHAN 3 48 R T ) B A o s PR R R 77 R 48 49 3 R0 A (R S0Raz 5K
A/ BUEEER / BA B B RO . FEAR LSO T , AW S TR R A A AR R R PR
B U e B FRIE A s R A D B 28 43, T CURH B A SRR (I an, e B8 55 T 1)
BT ) TPAFAERI 2 (D, SRS HERISER G ) o 7= AL A7 B 0 it 25 g
AT DALEA G 25490 R0 5L ST R 538 SR s A )« BBV 3T, B S VA H s 2 PR
FR TR A

[0011]  fE—ANJ7i, ik I AW o 1 254 (i, VX-950) BRILEIRIT R 5,

7
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ZIT R, T 2 A A3 R SR AL & R IR A, o 2 /b — R sl e JE 4 K
P EX s e I uwm%wmm Y, SR IG W T RZIR AW, USRI
P . RRIZY s AT LR BN 0. 25 245 0. 50, B W14 0. 35 24 0. 45,41 41
290.37 BLZy 0. 41 FIMERFE . 212597 Wl LLEAG B2 35 249 55 . 41U12) 40 24y
50 N2y 43 B2 47 ) d50. FTIRIR-E YR LLEE B TE o
[0012]  {EAF4Esiji Ty S, Frik Jr i A mi o T4 25 (4, VX-950) BB R I7 R
Tk IS, TE AR A E S RIS AL P R A, Hoh 20— R 2k
PRI B R VTR, DR 2 RS R A4, ARG W 55 T %R &4, LAS B8
SETE = i, S TR G AN R N-[2,4- = (1, 1- Z I LE ) 5 FHE 1-1,4- =
—4— SRR -3 R IR .
[0013] TR LS J5 &, iR 2590 52 /N o 2540, B 43 ¥ &2/ T 249 1000 18 7K 31 461
WI/NF2 750 TE R EER /N T2 500 1E R 254)
[0014]  FEA LS Ty Zrh, ik 25 e MRS I 2540 -
[0015]  FrR 25 nl LLik A Nk 4y — « BUR S, PR 40, Puld h 25, PLL AT, i
BRI 7 DO BT, Bt M, DUANAS 25, HUBE PR v 24, DUIR 7, U I B R0, PR AR, P
JEF, BUEZY, Pl kI 2y, Dres EEmaT), Prie 2y, 2h R NLRE G R 77, oz 3H5), iR
B, PRI, DUAE IS 2, R 2, IRy, M BiiR gy, B — BHWER, O 4a 2y, f ik
[ 2, ) R 7 DU 4 AR GE B R 24, B A5, U2 PR35S, A B2 20 B3R, R 2, i
LBIZ, Cox—2 FHIFI, F =Jm DI, KN B, WURAA 2, 5 =57, Bl i PR 24,
B B EI), MRS, D), WLIRNFA S0 24, BUE TRERAA R, R 24, DN HS 5 24, PR R4k
2, BRI, U R AT A BRAE KH, o AR IR, s AE 2 T AR IR -
[0016] 7R LEA 1%k (1) S 77 S, Bk 25 2 B 25500, 490 it FH TR 7 N B & (HepC)
[R50 B ), 49 41 HepC 25 I BEFI IR . 7EA LE i I 1) S5t 77 22 b, Ik 25422 VX-950:
[0017]

N &

’ , sl“
" n\)ﬂr
o .%. vy
[0018]  VX-950,

[0019] 7R LLSLE 77 S rh, Tk i 2 v AL o AL &, oA 3 22 /b — P aEHE R PRV o
40, PR R A A S e P R R = B R e 711 EI’JZH/\EI’JQE/\

[0020] A3 4% PR ¥ 5 1) S 40 AL 55 SR ikt 580 55 O — PP LV R AL A MV A BB AT id
VI A5 LI I SEAF] T, BT IRV 1) B R AL 58 IR TR 259 o

[0021]  # PEEE IR S AL 48 — SUHBe  PTI  S=UO7AT THE o B4 8 T v ) ) S ) e s
HLEZ 5 4 oK R « DMSO. DME FK

[0022]  FEATHESLI 7 =T, Il AR R PSR B R G TP A 5y o 4040, Fridk JE 4 & 1
FHFILLZY 0. 1% 22 20% G E = 1) (BT, 25 0. 5% RLY 3% 4 1% 224 5% 2 3% £ 4] 15%.

3“:
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2y 4% LY 12% B4 5% 24 10%) 1ENEAIH A 071

[0023]  7EAT SLAR G 1) S 77 22, I v 1) R G0 A2 4 R MRS R BORS FR AL (g dn — U

B FH TR D 55 FE4E R PV 75 (9 oK S D 25 . B, BT I R G5 24 40% 2244 80%

TR, 29 20% 22 35% TR, LY 0. 1% 22 15% UKESER (140, 29 50% 225 70% — 5 F

Bt 41 25% B2 30% AR, 12 3% B2 12% VKEEIR ) o

[0024]  FEALES 7, IR R R G B OKEE TR -

[0025]  ZEAG LU e, FTIRVE R R 400 & VKBS IR 5 & /b — Pl e MV 0 n TR i A0/

BT RE (B, A PR ENR S ) A S

[0026]  7EA LLs)il 7 S b, T VR A Y AR R s MEF, a0, B EEFERR RSN (SLS) =X

Y B BT (Hn, 48423 E TPGS) .

[0027]  FEAGLLAR L ) S 7 2, Tk v 1) R G2 ¥ R MRS B A& (i — U

KRR ED 5 A3 R ) (EI oK) I G . B, BTREFI R G0 54 40% 49 80% —

AR, 29 20% =27 35% A ER, F1Z5 0. 1% 224 15% K (a0, £ 50% 229 70% — & Fhe, 4

25% 22 30% A, F1Z5 1% 229 5% 7K )

[0028]  7EALESLE T b, i R AR 5K,

[0029]  {FF Lesjli 7 b, TR BRI RS0 &K S 20— R S H A B A / 58—

AF R (P, —A PR MARREY) 45,

[0030]  7EF Lesiji 5 b, Tk iR A RE R S HER, B 40, H SRR RSN (SLS) Bk

YR B s HAT Y (fn, 45423 E TPGS) .

[0031]  7E 55—, Pk o T4 7 VA4, T g (Hian, vX-950) Fi—Fhel 2 fih

AW TE AR o B, L5 T B B BRI 29 R0 3 A D AE A 18 IV R s R4 & R TR A

W), b 22 /b — s 0 2 A 4 e M 1 B S R R, DA G2 B A RS R TR A

Y, AR5 W B TR A, IS B B A 7 B 2590 o 19 202597 i m] LLEAG i in 2

0. 25 225 0. 50 B a2 0. 35 245 0. 45 Fan£4 0. 37 8k 0. 41 MR E . 1322597~ 5

Al LU R AW 2y 35 249 55 51 I4y 40 B4y 50 104 43 B4 47 () d50. TR IR-S ]

DL W BT M o AE— LI B St 77 26 71, P [ 4 4 ) 7 o e I 8 T [ 44 43 B4 o

BN, FeA A SR AL SR GE T A 53 5O .

[0032]  FH T [ 44 2 B4 140 3% 5 40 ) SEE A9 B RE — o a8 22 Bl K i PR R B 0 BGEE  AK VE E

BEW. KEWEEG 3 KE R G WARE, (AR T, F4 50748 (B, FRERE

Y g (HPMC; RRE RN AT 42 ), RN L 4T 43 (HPC)) BLLFEAT 4R B LMt

% BEET (PVP) ; 28 £ B (PEG) ; 28 L lE (PVA) ; A I BR TG, 1 40 58 A 3L TR 4 BR IiE (91

n, Budragit® B) ; RS (@l B - MRS ) Rre e £ 4, i e

PVP-VA ( 5B LRI e il — LR LIGlE ) o

[0033] 7RG LRk M SEHli 7 Z b, BTk R G2 N P AL 4E 5 (HPMO) , 4] 4n

HMPC60SH50, HPMC E50 B HPMCE15.,

[0034] TEA LS 77 2, Ik 25022 pH- WOBUME s MR -S40 o IX A 1K pH- HOBUME 1
WHR GRS, BAR T, A4 2475 (B, 485 CRACK —FIREE (CAP)) , BN

SEP LAY R AR NS (HPMCP) , FR T 5E R 41 4 32 SR BRI IR R (HPMCAS; tHFRAER

T Yk 5= CTRBEIATRMES ) , 2 P ILAT 4 2 (OMC) s H: b (44, 2RI i (CMC—Na)) ; 414

9



CON 103272234 A OB B 4/98 T

RO AE=TREE (CAT) , RN FEET4E R LR A — FIRKE (HPCAP) , AN FE R IE LT 4E 3% LR
LR " FREE (HPMCAP) , FH R R 41 4k 38 LR AN R — R HE (MCAP) , B NG IR IR (491
i1, Budragit® 9).

[0035] 7RG L840t 1k 1) St 7 8, Pk B G ) R T 2k T R AT 4k R L TR R T IR MR
(HPMCAS) , 5 41, HMPC AS-HG.

[0036]  7E 75— AN SEHE 7 S, ik B G0 R AN SR ER A W, 9 40 58 & I L s e i
(A, AT AL )

[0037]  FE5— AL &, TR G RR LIRS il (PVP) .

[0038]  FEALLSLI T E T, rd R G Y2 2 MekZ M ERSWRNEEY (i, 2 FhE4E i
ZEAW)15) fin HPMC I HPMCAS 414 ) .

[0039]  7EALESIli T &R, AR R A YLLIL 30% B4 70% GZEE) KEFE T B4E
By

[0040]  FEAGLLSLIf T S, BTk Wt /N o 254, 191 an 43 & /N T4 1000 & /R 151
W/NF#5 750 TE/REE /N T2 500 TE/RETI 25

[0041]  EA LS Ty Zrh, ik 25 e MRS I 254 -

[0042]  FTIRZGYV L B FIR 32—« BURZ, PLRZY, PUIG 2y, Lo AT 245, Bt
B, U RGN, DAk, PrvAr 2y, PURE PR 24, BUBOR ), BB w5, BRG], BE i
FE5R, PUEZ, Pl IR 2y, DUesBEmo), DU 25, DAL RERE RGO R, fe e i), B
), Bt FCRIRGR, DUEETE 25, a2y, IR 2y, s Btif gy, B — BHWEAR), LR 2y, B2 ik
lis] e, ) PR, PUA <8 AR e -G 124, B R, Al e AR5 B0, M 50Uz 7 @50, R 25, i
LB, Cox—2 FMHIF, B =P, KIS N B, DL 2y, 5 7850, B FE a2y,
S BRI, PR, %A, VLA S 2, PR BT AA 1), IR 24, DA N 5 24, P IR k2
249, BRI, PR AT A BRIEORTR), 00 75 I 05 R, B AR 75 IR I IR -

[0043]  7EALEHLIE I St 77 ZE b, i 2590 72 B 257, 0 Wi A T-¥6 97 HepC BT 25
7], %141 HepC &x FABEFNHIF . 76 Le LI St g S b, BTk 2540 & VX-950:

[0044]
«:‘v“
[% ‘,tr

[0045]  VX-950,

[0046]  TEA L5l /7 &b, PR SRR AL A A, HoA & 2 /b — P dE R MR
a1, T A R B R P R R AR e T v ) EI’JQE/\EI’JQE/\

[0047] A3 (1945 MR ¥ 51 16 S 40 AL 56 R bt 8 55 ) — P LV SR 4L v At sl BT T id
I o FEA SR IE [ S8 H, BITRESR B AL & 58 AR TR 2540

[0048] 4 PRI SEAG AL 45— SU Bt I  SRUOT AN THE o = E43 J TH  7) 0) S a) A Fr
HLER 5 A vK I R « DMSO DME F7K

”'}
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[0040]  TEAGLL5fl /7 b, Pk AEHE RIEEFIR SRR A T A 5. Bl iR e+ K%
PEHFRILAZ) 0. 1% 229 20% GZE it (i, 29 0. 5% 2245 3%. 29 1% 22 5% 27 3% 24
15%. 2 4% =47 120%. 8829 5% 229 10%) 8RN A2 AE T .

[0050]  7EAT LLIE 1 S 77 22, i v 1) 3R 40 A2 4 R S R BSR4 (o — SR e
FUPD 5 AR A& T UK BSR4 Ao B, BT i R R G 5 24 40% 24 80% 5
5%, 29 20% 282 35% TR, A2 0. 1% 224 15% VKBS IR (19401, 29 50% 245 70% — 50 T 4%,
2 25% 247 30% AN, F1ZY 3% 247 12% UKESER )

[0051]  7EA5 LLsijili 7 S rp, TR A WA & R s M, a0, B EEFERRIREN (SLS) =X
Ytk g B BT (B, 4EE R E TPGS) .

[0052]  FEAG LR IE () S T 2, Bl v 1) R G0 A ¥ R MRS R B R 46 (o — S0P e
AT SR R M k) A G . B, FridE R S 54 10% 249 80% — 5
o, 29 20% 25 24 35% P, FIZT 0. 1% 245 15% 7K ({101, 29 50% 5 25 70% — 5 P4, 29 25%
22 30% A HH, ALy 1% 22 5% 7K ) o

[0053]  7EA LLsjili 7 b, TR A YA & R s TR, a0, H EEFERR RSN (SLS) =X
Ytk gk B BT (I, 4E2E 3 E TPGS) .

[0054] £ 5 —ANT71H, Prikid FEAds,

[0055] &) FERERAL AL 25 (B, VX-950) (& /b—FhB& 4 e & &b —Fh
EFER B FIE R RARREY) ;

[0056] b)) Wi T HEZIR G, LB S & K M M 25 W i [ 4oy B, 19 B BT IR 29 I
[ 4453 HL) o

[0057] 13 34> B AT LLE AT B 02 0. 25 245 0. 50 ] 1145 0. 35 4 0. 45, 4] {1 £
0. 37 BL&Y 0. 41 [HERFE . 19 21 70 B m] LLRA B2 35 2245 55 4412 40 245 50,4
W2y 43 8L 47 1) d50.

[0058]  FEAGLLSLf )7 Srh, PR 25t/ N oy 254, 9 an 43+ /N T4 1000 18 /R $T 451)
/T2 750 /R EEN T4 500 W& R 254 .

[0059] ATk 25 nl LIk A Fiksrr — « BURZ, LR 2, Puid R 2y, PO, i
BRI 7 DU EE SR, Bt M, DUINAR 25, HURE PR v 24, BUIR 7 I B R0, B AR, P I
JEF, BUEZY, Pl kI 2y, Dres EEmaT), Priis 2, 2h WLRE R G o = 77, f e 365, PR
B, PRI, DU S 2, R 2, IRy, MRy, B - BRAEH, D4R 2, J ik
[ B2, A1 R, PUiH S ARSR A 12y, B W3R, A2 PR35 BRI, M 502 2 B30, 1G5 24, $i
LB, Cox—2 T, B =JmIPHIGH, KIFHNBESE, DL 2, 5 3550, Bl v i e 25,

S R EIT, MRS, D), WLIRFA S 2, DU TR AR, DRI 24, DN HE TR 24, PR KAk
24, B TR, PR AT A BRI, 6 75 T 07 IR, SR 06 75 MR T IR -

[0060]  7EA LB 1L ¥ SE it 77 22, ik 259 72 B 0, 0 A TR 97 HepC I HLv &5
71, 440 HepC &5 I BEHNHIF . 7 Lo UL SL i 77 &, Frik 2592 VX-950:

[0061]

11
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[0062]  VX-950.,

[0063]  {EATLLsjl /7 &, TR SRR R A, SRR 2 b —FpEE R IR 6,
BT IR 2 RV R MR RN AR I R MR R A IR 4L 5 o

[0064] A3 (4% PRSI S0 A0 45 B pho i 5505 5 — Fh L 50 41 A b s it 8RR T i
T A SR IE [ 549, PR ES SRI BOE AL & 58 R TR 2540)

[0065] % MRV S B4 — S b N L &L {75 « THE .

[0066] 44 & TH 7 ) S8 A5 A HLIR 491 4l UK S R  DMSO- DMF 7K

[0067]  {EA LSl 7, TR AEIE R IEW IR BT RA TS . HanpridIEE R
PRV FILLZ) 0. 1% 229 20% GZE it (Flan, 29 0.5% 245 3%. 29 1% 22 5% 27 3% 24
15%. 2 4% =47 12%. 8529 5% 22y 10%) 8R4 124 T .

[0068]  TEA LUAR I IR St 77 2, BT IR 1 R Gt #E R MRV T B TR AL A (o — S e
TR WD 5 R4 R M) CAn KBS RO AL A o, FriR R R AL 4 40% 22 80% — 45
R, 29 20% 224 35% TR, A2 0. 1% Z54 15% VKBS BR (911, 29 50% 245 70% — S P4,
2 25% 22 30% I, A2y 3% 22 12% KB IR ) o (EA L8R E ) SEiti 7 S, Pk v ol ve
G E L) 40% B2 80% R T, £ 20% 22 35% PR, FIZ 0. 1% 22 16% K (1, 24
50% 22 T0% 5 FkE, 4 25% 227 30% N, ALY 1% 222 5% 7K ) »

[0069]  {E—MMLLERI STy b, TR R A E S EE H /Y 75:24:1 [ &
e« AR - JE8E R AT

[0070]  7EA Lesjili Jy b, T VR A YA & R s MR, a0, B EEFERR IR (SLS) =X
Ytk g B BT (B, 4E4E R E TPGS) .

[0071] T [ A 73 B4 1) 36 6 W0 90 S A A58 — ol 1 22 b /K 9 P 3R 6 W 30 0 /K s i 2R
EWe KB KR A WAFE, (HAR T, R4 2 AT 44 (B, BN 5k I 47 4
7 (HPMO) , RN AT 4 5% (HPC)) BRSO E A 4i % ; B LG el (PVP) ; 58 & — 1% (PEG) ;
FLIETE (PVA) ; NIGTRES, 9 iR RN AIREE (a1, Budragit®E) ; FR8E (i,
B —FRIKS ) FIE AT R ART A4, BG4 PVP-VA (R LARMEMS Bl — LR LGS ) «
[0072] FEA LR LI 7 Eh, TR G R LN P REEL 4 5= HPMO) , 41 i
HPMC60SH50, HPMC E50 8% HPMCE15.

[0073]  FEA LS R, Ik G052 pH- WOBIMEIE R G . KAL) pH- fCOR %
W S G AHE (AR T, P4 =T B (BN, 2T 4R S4B R — RS (CAP)) , 7%
N2 IR AT 4 2240 K — RS (HPMCP) , B2 TN S FF L 41 4 35 L TRBEHT RS (HPMCAS) , 72
FEATYEEE (OMC) B ER (9, BRI 1 (OMC—Na) ) ; 474k 2% e 2K = TRTEE (CAT) , RN JE4T
Y3 LTRAN A IR NS (HPCAP) , J2 TN FE FFSL 4T 4 25 L TR AN K — IR (HPMCAP) , Fl FF &

OJ.(,

‘M

N
H
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ETYEFR LTRAR K RIS (MCAP) , B 2R LN A IRMNE (4, Budragit® S).

[0074]  7E47 OO0 8 1 SE U7 S0, BT iR R G W 2 Fe T Ak T AR AT 4 R £ IR BRI TR ISR
(HPMCAS) , 151 4111, HPMC AS-HG.,

[0075]  {E 5 —NSEiE 7T b, iR AW AN AT BRI AW, 19140 8 £ 4 L s 4t i
(fan, A2 SR YEwT )

[0076]  {E 57— ALt 77 &, BTk SR A1) 2 53R SR Beli (PVP) o

[0077]  FEALES T E, TR R G Y2 2 MekZ M EREGWRNEEY (B, 2 BhE4E i
ZEAW15) i HPMC I HPMCAS 414 ) .

[0078] 7 SESli T R, AR R AYILLIZ 30% B4 90% GZEE ) KEFAE T B4E
B

[0079]  #EA LUsiifE 75 b, Frd iR & W e &R g YR, 4 a0, H S e iREs (SLS) Bk
Ytk gk B BT Y (I, 4E2E 2 E TPGS) .

[0080]  7E 55— ANJ7THI, AR BHERAE T il ¢ VX-950 [ [E 14 7 B i 77 i, oAt -

[0081]  a) JEEkIRME VX950 £ 4k 5T 58 &4 R ) R VR, e A Br i s R4 2 22—
AP R AR (B, DKESIR ) ;

[0082]  b) Wi T4 IREW, UL RS VK-950 Fl T ik £ 4 5t 58 -4 W 1 [ 4K 8 78 T 4y
EiEY/R

[0083] 1334 B AT LL B A B4 0. 25 245 0. 50 ] 1145 0. 35 4y 0. 45, 4] {1 £
0. 37 BRZy 0. 41 HER R . 19 270 5 vl LEA BI04 35 2244 55 51 12y 40 222 50151
w2y 43 844y A7 1 d50,

[0084]  7FAgHbsiii 7 Zrh, TR B8 44 & HPMC. HPMCAS B HR-S Y. 10848 Leih 1% 1) 52 it
J7 &, TR 28 A & HPMCAS . B¢ HPMC FI HPMCAS VRS o

[0085] A3 (144 P ¥ 51 1 S 491 A 456 R kb 18 5 Oy — P L SR A0 A M it sl B TR T iR
VRIS o FEA LEPLIE I S5 , BT IR R B TR AL 58 IR TR 259) o

[0086] 4 2 PE VI A SE A 5 — &0 FE AT S S0 < THE

[0087]  HEHE R PRI ) S8 AR5 A ML A9 4 UK B TR « DMSO DMF 7K

[0088]  FEALLSE 7 &, T AR R SRR EBR TR A P4y HlanpriddEiE Kk
PRV FILAZ) 0. 1% 2229 20% GZE P (i, 29 0. 5% 245 3%. 29 1% 229 5% 27 3% 24
15%. 2 4% Z 25 12% 8L 5% 29 10%) [IEAE N4 S AE1E w5 T,

[0089] TR LA 1 1 St 77 28, BT IRV 1) R G0 S #E R MRV TR B A A A (o — S R e
R 5 HE3E R MR ANUKEE RSO LA . BN, FridE I RG-S 24 40% 2247 80%
TEUFRE, 2 20% 22 35% TATER , FIZ 0. 1% 2 15% KESER (5140, 29 50% 225 70% 5 F
i, 41 25% 22 30% A, 12 3% 245 12% VKEGIR ) » BN, ARSI R R B E L 10% £
80% 5 5, 29 20% Z= 4y 35% TN W, FIZY 0. 1% 229 15% /K (440, 29 50% 245 70% — & F
B, 29 25% 22y 30% P, ) 1% 229 5% 7K )

[0090]  7EA LEsijfi /5 &, i i & W B & R s YRR, 90 a0, H AR IR e (SLS) Bk
Ytk gk B BT (i, 4E2E 3 E TPGS) .

[0091] TR LESjE 7y 2, PR s A0 & — SR e TN B VKBS R RIVR &40

[0092] AT HEsil 7 S, Brid s s & 0 R e T B FHK IR &

13
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[0003]  7E 55— ANJ7 T, AR BHERAE T i8¢ VX-950 [ [E 14 7 B i 77 i, HoAuds -

[0094] &) JEERIRME VX-950., & /b — P A1 4E TR S WS RIRIR-G 4, o Bk %554

TUKEEIR 5 0

[0095]  b) WEZETHEiZIRAW, AT AL & VX-950 IR A4 B o 15 310 23 BeraT LA

BN 0. 25 2229 0. 50 51 W12 0. 35 2245 0. 45 U125 0. 37 8E49 0. 41 [FIHESFRE . 13311

BRI LLE A B W2 35 245 55 512y 40 24 50 BI04 43 504 47 ) d50.

[0096] TEA RSl 77 2 rh, TR SR A2 HPMC, HPMCAS s HRAY) . 1EA S P01 i S it
Fh, TR B A4 R HPMCAS . 58, HPMC A1 HPMCAS FIVE-S 4.

[0097] TE 55— N5 T AR BRI T 1l 4 VX-950 I &2 B ) 77 %, FLALES -

[0098] &) JEMERIRME VX-950. & /b — P 1 4E TS WS RIRIR -G 4, b B 3 57144

HK

[0099]  b) WiZE THRIZIEAY, LB AL & VX-950 & 4 73 54 -

[0100] 75 3 [ 4> B o] L B AT W 41 20 0. 25 B 25 0. 50 4] W14 0. 35 244 0. 45, 45 124

0. 37 BYZY 0. 41 MER AL 19 20120 5y vl LEA BN 35 2244 555l 12y 40 2224 50151

Wy 43 5K4y 47 (¥ d50.

[0101]  TEALEsizjli 77 S, Tk 58 54 & HPMC. HPMCAS BUIHVR G . 70 SR I% 1) 55 it

J5 &, TR 28 A 52 HPMCAS . B¢ HPMC F1 HPMCAS VRS o

[0102]  FEAT LS 77 S, Pl s 0t A 5 43 R MR 1) B i B V2 T IR 2 R 2R

WA G o TR LRIk B S rh, Bk s 7 B R AL 6 58 W T IR 25 RZE 54 -

[0103]  7EA LLPLLE S it 7y b, PSR s — aU R G FI I B IR G ) 7R L8 51t

J7EH, VKEEIR ALY 0. 1% 2245 20% (FZEE T (F1U1, 25 3% 22 15%. 2 4% 22 12%., 5L

5% B 10%) KRN AN AL TR

[0104]  FEAT LUl 77 &b, Pl i A & — SR e« T B A OK S R (IR G40

[0105]  7EAFLLsjili 7y &b, It R G 5 240 40% 24 80% 5 FF ¢, £ 20% £ 4 35%

P, A9 0. 1% 229 15% vKEEES (140, 29 50% &4 70% 50 4, 29 256% 24 30% A fl,

Ny 3% =49 12% IKEETR ) o

[0106]  7EA LLsjil 7 S rp, T VR A YA & R s MR, a0, B EEFEARR RSN (SLS) =X

Y B BT A (fn, 48423 E TPGS) .

[0107]  7EA LU ISEiE T b, Fridis s — /A P A E R &Y. fEa L0l

JrgE, KBAZ 0. 1% 22 20% (GZE =T (140, 29 3% 229 15%. 29 4% 22 12%. BLZ) 1%

229 10%) MEEAAFAETHERIF.

[0108]  7EALESLE Ty Srh, PRl & — s R e NI RUK RS9 -

[0100]  FEA LS 7 S, TR TR AT L 10% 247 80% R FHi, 4 20% 22 35%

I, ALy 0. 1% 229 15% 7K (BT, 29 50% 45 70% 5 e, 29 25% 245 30% 74 i, F1Z)

1% 247 5% 7K ) o

[0110]  fEF LSy i, FridiR &Y A & R mys MR, 6 dn, A SRR IREY (SLS) Bk

YR B s HATAEY) (i, 45423 E TPGS) .

01111 FE— 51, A BIERAE T 18 1 A SO il Ty v 25 B 7= . el 24 (e,

VX-950) )[4 5, Bl an 254 (Bhn, VX-590) 11752 Ry B . flhn, 34t T a8

14
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2ity (5140, VX-950) /b —Fh A1) T 28— Pk 2 Pt v fd B 3 i v 7). (A
i1, SLS sR4E4EZR E TPGS) L TR EA 8 .  BTid 43 Uyl AR R 7R 4 B 22 11
i 2a v FLshd Clan, KEGFEN ) EdemPriR 254 (Fln, VX-950) 7K EH iR
YIRS . FEFELET7 T, [ A B i 222D 8 3 Bk 254 (i, VX-950) 2 e TR
A (i, /025 50%. 2 /D2 55%. 2 /2] 60%. /D2 65%. F /02 0%, /DY) T5%., F /b4
80%- 22 /D) 85%. Z2 /2 90%- &2 /D 2] 95%. Z2 /24 98%. B F /D2 99%) o AEARIE 1) SE il T
W BT [ AR 7 B SE AR b skl EANSH SR8 (1, VX-950) .

[0112]  FE—AMCIE ISt Ty G2, 38 ik A SO v i) 26 1 [ 4R 2 B BB £ 45% 24
85% ] VX-950, £ 5% A2 25% 1] HPMC 254, 151 41 HPMCE0SH50, £ 5% 2224 30% (1) HPMCAS
FEEW), B 1 HPMCAS—HG, F1Z 0. 1% 222 10% )% [H135 551, 46 40 SLS Bk 4E2E 3 E s AT R
v (N, 4E4EZ B TPGS) , 201 ik HPMC AT HPMCAS — A2 5 AZ7E M S SR A W 40 90%. 2y
95%. £ 98%. £ 99% X4 100%.

[0113]  FE— ML RSt 7 S b, 8 i AR SC Tk J7 v ) 4% 1) ] 4 73 U SR IR HE T 7K~
IFERT / EAb 2 Rdoe M. B, 2H1E 25°CAE %8 AN B K 2508 (9, A (0 30 B i ol v 25 1
F L (HDPE) 540t A7 I, Pk [ 4443 B T B 29 50%. 25 60%- 2 70%. £ 80%. 2 90%.
2 95%. 249 98%- BRZ 99% [ 705 T VX-950.

[0114] YT, W25 T n] DAYEA W M AARAFAE R AT » 7oA 2S£, w55
T AT DA B I A A (L AU B SR TR & D A7 T 1T

[0115]  ASCAFHIR 7 MEASI 258 77 R A L8 2K A K BOK MR 2. ZARE
TR (ng) H/KEME (mg/ml) IR T 100m] FIAE B 2367 51, e 25 v i 2
SEAEARGE I K P A it (G 2, i B sty B O T2 SRV I A o 1208 CALHS, (BANFR T2
A EABETFAK (NF 100 g/ml) 259,

[o116]  7E I [ 1) Ui BH A5 7 9 BH T AR BH 1) — AN AN S 7 SR 40715 o UL BH 5 FIABCR)
FRAT A AT LLBH AR & B I SR AE « B AR A

[0117] P EIfajid

[o118] P& 1 J2 M B T4 A 7= el R« s ) L BRI 3 Fr M S A R

[o119] & 2 Emis TR PR IR 22 .

[0120] & 3 iR AL T AE B /K ISR R 4 st 25 T J 1 VX950 [ 4 73 U i 14 Jo o
[0121] &l 4 2R AR ) BRI i AR

[0122]  REHFIA

[0123]  WZE T3] Jrid:

[0124] WG T-J o AR W IR — AR I S5t 77 5 A 46 A I s 25— 52493 21 1K o TR I 4 73 1L
V), e RV RNR A ) B 4E 2 b — PR R R (B0, DKEEIR EK ) o BRI, 72 55—
AN G, AR ARG T Bl AR B P, LR BREE

[0125] W] DLW TR & 259 (4N, VX-950) & id 28 S WRE L7 R S R
EURATRNAWMA G . WS TR XA B — Fp 7, ARG 54055 151 L ] A4 s 51 1)
AT, RO BRI . 254w DL b 491 G s B8 Bl E e i % B SR Sl

[0126] W 25 -5 i W VAR 1AE B 6 A Rl T e R ROk T Ak R o AR, — kT 7%
A5 LA DR T H B 2 T, BT DUHH TR e v R PR AR 2 24 5 W B 2 IR K . TR, T
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S TR AR, A8 e FEE 0 HICAR) R AR Ak T VB 0 Bl R % AR R ) A A AR A, BAZE R A
TR AT o A5 5 55 T 458 R Al R RIRE AT DA A U 3 R W 5 T e 2 . S A AT Y
VSV A TV RELE VB B AR 3 B O 1) o A — ANy 4, 440 i it W0 35 1k IR
) 1o 8 S BRI R, S5 28 RV R IE R TR s B B AR (9] 0 e R
#, B E IS B DR ) o SRS FHVE ARG R R, B 4% e Mo 2R 038 BV A, DA
TR BRGNP LA T 2R B R BRI AT W35 T . A, kA B g
%5 T4 4% 1 Buchi Ltd. F1 Niro £ (41, Niro 42/ [ PSD R Wi & T 45 ) (& W,
US2004/0105820;US2003/0144257) o ] LA FH 481 i1 s g Wi s o XL A A PEL R BEE  SOL Y0 A 3
BRNERE A o

[0127] Wil R 20 0. 5% 224 30% AR 1E 2 D2 10% (AL R A% (BRI, 254 A0
WA ) o AR LSt 7 2, /N T 10% e 30nT LU 303 1 82 £L IR 73 oY) s AR HE 2
BRANAT B2 IS AT IN ) . — R & 5 ] ARS8 b PR B A3 2 IV VR AR B (i, Skt R
77) M A RS T g . TH W VBURORE B2 AT Bk & 43 21 iRy A 49 Hh IURE 1)
Ko

[0128] Wi Z T4 1 £ AR A0 J7 3= 0] DL 2 WL Perry [f] Chemical Engineering Handbook,
6 i, R H. Perry, D.W. Green&]J. 0, Maloney, %% ), McGraw—Hill book co. (1984) : Fl
Marshall”Atomization and Spray-Drying”50, Chem. Eng. Prog. Monogr. Series2(1954) .
— RN E , WS T2 40°C 225 200°C Bl InZy 45°C £ 150°C Uik 2y 50°C 24 100°C .
Blan2y 50°CHRIN DHR AT o Wi TG H 2T 15°C 2L 100°C Bl 20C 22 75°C .
it 2y 27°C i) H HR AT

[0120] VAR bR e B RE S T D R, B AndE 4 T8, WAL R T4 (flan, =ik 24
100°C N2y 60°C ) , FA T4, Slipe T, e i TR OB R HE L A3 08 (i, 29 %30 2
29 100°C il %y 60°C AL ) .

[0130]  JALASAMEZE T4 A BT I3 — A0 SE i 7 S8 B4 18 Vi A 55 T4 2 1
T8 T B4R 43 5 » 2 JRUR) RS VR A ) B0 4G 2 /b — P44 e MR ) (A9 n, KT R B
K)o BRI, 75 53— ALt 77 2 rh, AR R At 7 T il A W 5 TR B ), DA%
BRI o

[0131] VAW E TER IS EA S T WS TR TR o 55 T8 m AL R BR
7 A1 22 [ B BT B R R R, A AR B — AT B AR BRI R R T A B
AHE RS Berp T IV 210 [T 5 22, Hs 0 W OCHE P4 v FELIBE I DL AR 8 | e 25
A AR BE R} ) AL R BT E 55 25 T 8 o (EWT 35 T8kt T R AR B SR B ARG ) 0 K
R IROR P BIPK b SR TV i TR, 16 AW 25 X K adE— 30 A1 38 AT LA Dy b5
REVEF=1, (2 I FEAT T T AR ) = ) A2 FRARY, SEIRPRE = ) 0 B AR FF o i R = AR R
()« B FRUR BN H A /N B R K

[0132] AR —ANSEA, £EWE 55 T s o R bRk M I 5 £ 452 25 T 1) 25 A0, 58 186 1 3
TR I IR N REA S = o WIS AR AE A T 2 I R o R R A A IR B T
P73 B A B 48 B PR B, S EUE M B0 KR P R AW T8 T3 2RI R
RN B IR T R AR 4 e @, i LART DAAE T = A B S Ry K i RRIORL . AT DAAE SEAIG ) 2
R R E AT T8, AN i T 7)o, [R] N 3045 B v i A3 o Sl SO R 45 A
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IR R NG Y e SR EOE VAT IS = A I PAE: -3 KA b Ay N4 N o7 (IR G B 1 I B X (=% 3 ST
DA B HAAHR T R T (@i, B8l ) m B 2 8.

[0133]  Jf - MU 25T, AEHE A PR (49 2, UK % « DMSO. DMF 887K ) W] LA T FSD
[0134] VB A BH 1) St 5 G0 S AR e MRS FIAE W 25 e b I R T, B B AR LS AL
W% 25 5 R el P A 2 FH Y, AT DA AR ST (1) S 7t 77 S o

[0135]  #F 2006 4F 12 H 22 HIEAS KRR Fluidized Spray Drying FIf A FE (fUFH
A5 19079-016P0 1) HH424E T VX-950 IIAIA W o5 TR K TR .

[0136] %55

[0137]  — KI5, fEHEES AL / VLB PERIFR RIS [RIAFAE LR AR s HERE FE Ry / s Itk
LT, TRV IR o (EAelE 0T, ik O R [ AL R0/ BT 4R BT R ) =, AT DL
PRRLR /NS B o R, TEIRA Y PSR R MR (B mih AU ) 50, T DR B
oS0 R R BT RV RO 40 o A A, R UK PR B I AL B R A ML IR R &R g, mT LA
PR LU AN FH UK R SR 2B o PR S0RE SR FRIRT /B3 8 3 () 30k o T3 S KR/ BB 25 1
FOURE AT DL B2 (51 I Bl P ST, 3 S UKL (1)1 9 el 550 B A B2 1 5 4 i el 1 R0 28 )
B EE, RS R, W RS TR DA s B 20A T 20 10 7.2
DYy 12 o DL 15 b E DY) 20 b sl EE £ A) 5 AL R

[0138] 54, ARALKG R Ll M FH R 25 FE AN/ B R T4k L Rk R s e A A
TEA R W — AN SETt 7 2270, AEAL R R TR [ AR 4 i . A EeSLi T R O a8k
R, 7E2) 40°C F4) 80°C MUy 40°C =4 60°C I In4 45°C ALK T4:4) 8 /MR LA %
HiFEHE VX-950 [R5 L8[ 53 H) B S A AN, o A LS SETt 7 22, 4, {8 HPMCAS /R4
TE [ A3 B I 26 G0, 78 45 CRLIR TS 4 /N C A R - IE A E & =Y bl 452
ISR S eiil

[0139]  FEALIEI iy, Pl s A0 FE 44 & TV SR N A 45 R MR ) o A0 S8 St 77
BT S B FEE R S IR A Y . IR FEEE n] UG VX-950 FURAY) (U 74
i) A/ R ETEER CUAELERD ) B A8 RS RE R AL, fidn, — 5 P ke,
[0140]  7EMT 25 15 BRI AL B 25 M VX-950 [ S5 77 S, DI B ) Al — S0 AR 4o
PR K T R VR 5400

[0141]  7EM 25 TR BRI AL W 22T 4 VX-950 1 H s St Ty &2, AR s ) AL hE —
A% A R K IRTTR A4

[0142]  FEALEIGHCT, ] LLS e i ss Ak (Bl an, B A&, Bl in 2P siih
JYR ) N BRI, A SSTt 7 S, Sl B B AL SRR I, AN 540 E
VRN BRI R . an, BEn] LU BAsibad (an, 259, 51 s i 259, 44 in
VX-950) [, JE il o BRI, 404 5 B bk S RS e, A5 iz a4 (1)
s 254, 190 WERS R 259, 90 VX-950) O (BARHUE B 4a I ) BIESTRRDUE R . IXFE
(RIS FRAS N 24 54 OH ZE [ BB ALK S VA 43 o PR SR B84k 54 (54, VX-950) ] [
PE, T AR B 28 5 A X AL S gk Rk M&zﬁﬁf”?‘J%JLEPB’Jﬁmft AR R
(511, PEG8000) ( R, B 1 HA W BRI A - (IR S LAIL ) o
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[0143] 755 — MU S 7 b, PR 4EHE R MR K . &b T < /K1 —A
AN R A L 752411,

[0144]  FEAALCREHLT, PR AEFE MR (a0, 7K ) (RIS ARTE L Wi 2 TR IR G
HAELEI A 3, B an R TS R (45, SLS) o

[0145] 7555 — MU STy S, AEFE A MRV ) (B, 7K ) B 50 R HE 2 1
[0146] R LS T b, Il 4EHE R MRS F R RSB G P 4L 5y . B, prikdE
PER M FICLLY 1% 240 20% GEEREE) (Fla1, 29 1% 2240 5% 2 3% 24 15%. 4] 4% 24
12% BRZ) 5% B4 10%) FEAE N AFAE T R e St 7 i, Il 4B & i
) (ltn, K ) BLZY 0% 2245 5% an 2y 1% i) A7

[0147]  ZEAALCARIE R SEHE 77 b, BT i VR & ) 2 F5 R M R s I & (o — &0
BEFI AT 5 3EFE R MR K Sk BERD IM4LG . BN, FTidEFR S aS 24 10% 2
2 80% — U F I, 29 20% 222 35% PR, FHZY 1% 222 15% UKESIR (511, 25 50% 2225 70% —
SRR, 2 25% F4 30% AR, FIZT 3% 47 12% KBS ) o 1E N5 —ANSeil, Frik iR &
YL 2 40% B2 80% 5L, £ 20% 224 35% AN, FIZy 1% 2245 15% 7K (440, 29 50%
L T0% SR, 4 25% 22 30% TAEE, FILY 1% 24 5% 7K ) o S FEE AN AR AR M
W) (e, 7K ) B — SR E EEE LR 750241 1.

[0148]  [KI2h VX-950 [ i vk , ZEELHE VX-950 155l 77 Eh AR R G WA R & 1
(40, PEG8000) ( BIV, B T HA W B A ELE 7 IR G LLSE ) o

[0149] ] LUE e 351 kL K /N FHR B T Y 1], LA 2% e A IR [ 4R 0 B« AR N s
HRE, NPORL R 2 P ECE PRI 225 o R A HIE A 2RI, B/NMOREUR T LS B0
BRRURE , Ji5 25 AN PR TR W T R 7 T 5 e R B [ R 2 B o AE B s R, T
RERAE VX-950 145 dn s PEAR . 7 AR IR, AN RE 2B 28 = ).

[0150] W] DAARAKIIURE /N 73 A s B (g 2, k5 PR/ BRAR S8 ), il dun, e ik o5 —
PRk 2 R FIA S - B O EER R . AT IV SR B E A . Bl S T VR
R B EA T, T AT R (i, & 30°C ), RIMRE A e RS AT, B
i FHZ T = R W2 TR B B e o (i, 25 58 ) SRR AR B (filtn, 25°C
(9 H IR ) o146 16 43 B 16 P SR A LG, P DAVPIMRLE AR A2 A5 A R (i, Qo BRAR
A S BT TSR (0, BN HES ), WZ AR T RE R A RN )

[0151] W55 - F rb n] DL A AL i H e 24 (i, DA =0 A4 @ JEH kR
PRSI 3248, 45 A A e PRSI A T 23 b 8 R MRV I 8 B, A 4% R MR R &
Sy b (BN, S8 4r LR/ SRR e M ) 5 L s ) ) LA Cln A R o — A4 R
D ) 5 TS P TR0 R B B, A8 FH B TV PRI 1 4 L, R A IR R, A R S
43 L, ZEAL AR I L B, iRl A, T K B s R ) 22, AR I N IR 7, 144 47 2807 43
Le, F1/ BN CHR A . a0 ST Ja i s T4, nT LMBAL T iR« Tt FE e B, T 2
SFELIN R, TR R, TR, TR R, R/ BRI TR

[0152] W] LGS SR PR 5, AL RIURE /IR B o a1, 38050 o b 0 (BREHE
RNME) BN 5, 7] LASG A3 21 1) it 25 5 Jks 1) [ A0 AT/ B35 BT 75 9 I TR) ARG A
D] b, 6 A B HL A SE ORI/ B 5 (P ORE O S 0 A BRI 0 b s (AR R ) W51
() AR AT DR 20 B RIORL IR P RN/ B 2540 (1) P A5 BRI 1 J5» 5072 v i o B e
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TP BT o 491 20, A B2 ) v v B R e MR R o Pk 25 W sl e 4l 4y (il R T
PEF, a0, SLS; sREEGW)) (R TR IEE, A S5k 258 (SRS MR s &9,
WIRAFAE ) A7 O s eI 2B fdt . 90 an, B AL AN IE F T BR Uk i sl g
X RABURC I 7 I 250 o A SCI 724 4 T S AR RORE R /N R e TR

[0153] ¥ &R VRV S BRI, B, 5, S 6e Il &5 THE . AR AR A,
R IERE 2 /D3 o MUK 4154 (B, 9 sk e iayr R ) EEH A R iR /
AW (B, BReH) 59w RE RNV

[0154]  SEHE R P 570 1) S Ag A B A LI 491 4 B, UK 1%  DMSO DMF FHK o SRR e 4 22
D MR T 2054 (B, 29 e iRy iR ) TERFIP IR R / S & (B
ur, mReH) 5Ree i R NYE . RSO IARTE 7 B R MR 7 2 TRTE latm I
KF 80°CHIM A

[0155] & T VORI IE & 1, W] LA S RIR e £, RN R BT HEd S8 AE .
HATE FH 12 SR RS IS 25T 54 2 1 2 B I e Bt (A, 35 R ) 5 A8 FH AR SC BT il 85 )
A, AKAE A AR R PR ) R A B il & 160 23 50 0 PR JBOREDS B, ] DAV 51224k
SRR (I an, AR T 30w B PE BT IE 0 Cdn, 8 eSS AT ) WZAR AL m]
e AR ) o AR 7 20, ] CLYP 45 5 B 5R) Cf9 an, ARVE A AEHE R S50 ) I
2, 0, G K AT 20 R ) 5 AT AR SC TR B AR SC I i 70 (A, 1% KA A R4 R 1
FEHD A B = AR B o

[o156] &5

[0157] £ Wi 2 58 s AT 5 R K= 40 (A9 2, eI ER = ) ok A s8CRk: ) 5 451 4
5 BEsEY) (Han, 259, BIansEas 259, B an vX-950) i A5 5 (B, JoE g
[R5 B ), T DAL B — R 2 M S CBRIE R IRES A )

[0158] A F A S il 44 % Pt s 30 (R s 25 1 FSD 1) 07 3%, W LA T4 & B bk
G (BN, 259, B A 25, B0 VX=950) R RS B B, 6 2 TR T AR 43 T
V) o FiA e RS AR (I, $E R PRI R SR ) M E bR &) (flhn, 25
V) KRG LS — M2 MRS (BE ARSI )

[0159]  —MPEZ R ER-EYIV LIS Hbrtb &4 —k AR JC @ TR R 7 B R Ee ) —8 4
i, BEYmT LS Birtb &9 (B, 254 ) — AP Tabehgsw (i, fri@ i iS4
W5 25 TR AT TR IS ) e AN, 5IE%A R EVIN &AL R 45 5 ) &2 B0R
FAHEG, S WAFAE ] LU B BH b BRAR Bk 12 B AR &4 (lin, 299 ) 45 b 1 &2 8k
R, i, 5ERA AN G &R EAHL, TR AP, &5 E T LA 2 /b2
10%- 22 /b 2 20%. 22 /02 30% 22 /D2 40%. /025 50%, 22 /D2 60%. 22 /D 2 70%. F2 /2] 80%.
2025 90%. 2 /b2 95%. B by A2 /2 99%, U1, — ek 2 M BG4 RT LAORY 259 S TR K
PEA T B B/ SR P ads . Btn, HPMC W] DA B R (#ltn, BErtb &4 ()
un, 259, AN MERS I 2590, 91 1 VX-950) ) 7EAIK pH (9l 4n7E B O &5 it . HPMC 7] L2
BEAE BV (a0, S5 bk ) MRS Wi (VSGF™) (49l 4n, 25 fr slidh fr SGF) F i fIR3r
VB I3 —A~5E451, HPMCAS W] ASR AL IE I (4 BEAS 2 T, FF B (B, BAsb-&4 (B, 25
V), BIANMERS 25, 0 VX-950)) 7ERmE (i, A5 e et g il ) AU (“SIF”)
(o, B freldk & SIF) thghimiE. 4558, v LIS IR —Fe 2 M - Bhrfb &4 (151
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1, 259, AN ME R 259, 19001 VX=950) (1A MR) B s i R e o

[o160] 5 4b, il it PRAK &5 dib i 22, ZE-5 )] LB N2 & W i e A7 s Mk, il n, 5 %A i
RGN AGYRIiEE AL, &8 B8 (lan, 259, 5] a0 X5 i 259, 51 4
VX-950) I it W5 25 T FSD 43 2 7 g s 7R % X (i, B e =, filan, f
) R T T 22 10% (1, 2204 20%. 22 /02 30%. F2 /02 40%., B /D) 50%. &
DYy 60% L) T0% F2 /D) 80%. B F /DL 90%) o HAEA RS R FIAE R B AW AT
(7 5] 473 BUAR LG, 2R G0 mT DA I R 20 B0 (B, 24 7E 4°C BRPE SR A7 ) e v
A DL 109% (T, 222040 20%. 22 /02 30%. 22 /D2 40%. Z2 /2 50%. 2 /2 60%. F /4
70% %= /D #) 80%. Tk F /4 90%) o

[o161] Ak, AZHIRHIA R, STEH P I AV kA1 25 d 1) & BUR HAH E, 2 F
FEWAFAE ] UL BIBE L | PR B B bRl &4 (B, 259, 61 an 3w 16 259, 490
VX-950) &b dn i B A Fl T, 58 —MEREAEYIN & EML, A Z MRSV, 4
i R R] LY b 2 /0 2 10%. 22202 20%. 22202 30%- 22702 40%. 22 /b2 50%. 22202 60%.
FDHT T0%. FE /D2 80%. /D2 90%. A8 /2 95% . BR A /4 99%. i1, £ A EE Sy n] LU
i G TAE KN R (B B W B3O 4. B, —MEEY, Wﬁu HMPC 5% HPMCAS,
SR 2 FERE Y, B U0 E HPMC FI HPMCAS [IVRA 4, T LLK VX-950 45 52 73 B $2 A1t 18 n
PRS2 4, HMPC BT LALRY VX-950 9 F7E B ¥ 8K SGF H 45 i, 1 HPMCAS 1] LR VX-950
ST IEWEE SIF g . &5 58, IRAW N nT R H bRtk &4 (1, 259, 450 s
HE 259, 141 VX-950) (148 & (0 AR B s i e/ B, a4t 2R 3Gl LA
BmAGRIC AR e, i, 5 RAA R AN A6V taE AL, &8 Bistk &
Wy (B, 259, 0 A I 259, 490 T VX-950) AR (0, W TR 20 By, B
B RIS, 0, 7)) BRSPS N T 2 b2 10% (9 s F b2 20%. B /b2 30%. &
Y 40%. Z2 /B2 50%. B2 60%. 22 /DY T0%. A2 /2 80%. BR A2 /2 90%) » 5 7EAH R 454
FICAEIEAEEH R EVEIE R B L, 2P0 5G4 mT DS 7Ry B (Bin, 244 4°C
BUAE IR AEIT ) FFE e MR 22 /D20 10% (i, F2 /025 20%. /02 30%. /04 40%. 2
/DHY 50%. FE/DZ) 60%. /DL T0%. /D2 80%. 5 F /D4 90%) .

[0162] —FPEkZ ML (B, SH P E A4 EEY ) v LA TR 2 e
[ BARGEY (1, 259, Ban a1 254, 91 W vX-950) , 895 4 it i, B Asib &4
(1, 259, B a0 R 254, 11 VX-950) IR R A (AUC) ZEAS Ik 32k Hh 4
A _FAHE, B0, b oA E R 2R E TP R .

[0163]  {E— A5l 7 &b, — B Z MR G, SRR Z R G0 h i —Phek 2 Fi
HEVREH EAEKMEN TP . RBE WA T DR AR T pH MBS+ pH 1. )5
TR EMEREEY. KRG HREY 7 2, 58 MR U T
RERM ST rh I 2G4, Wl an, TERR K A B AN HZAE pH KT 5-6 ISR IR G4
Y PIRE N A ERIAEY) B O T B s A S B A AR e, — ek
ZREREY (B, ZFEEY, HEFREW T —FESZMESY ) MBI
FE (Tg) N MR W RE M. B0, JLiE R G BB AR 2 DS F ik T BAsfb &
W) (5, 254, 000 eV IR 258, 6140 VX-950) (BB AL ARV . eIk R AN
WA AR P A H A &4 (a1t , 259, B W vs i 254, 49 4 VX-950) 12 10 24
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15°CHE I o ZEE WG (1) 338 A0 A AL B 1R s e 46 22 /0 24 B5°C L 202 60°C L 22 /b
2165C B/ DA T0C . EDAT5C EDHA80C 2V A8 T E/DA 0T . EDA BT 2
b7y 100°C B/ 105°C RDA 110°C 2 0Z 115°C R DZ 120C 2 /D% 125°C 20
25 130°C 2 /0% 135°C 204 140°C /02 145°C 202 150°C 2 /D% 155°C . 2 /0 Y
160°CF /D) 165C EDLA 170°C BREDA 175C (FETHEAM FIME) . #EAZHIL
LU, YOI AN, A w1 Te (R -GWE a5 LA BN o FIT B %, X
TR E TG 8 TR 7R 43 B ) 3RS e PRI OB T 22
[o164]  5i4b, AW (B MEESY, REMBEEW TR —FEZMEEY) KB TEN
YR EeAK. A T EARHE XL, BEY R EGWA G S 5D IR R IEE T4
60% FHXTVRSE o TEA EARIE ISt 7 S, AW HEA /T2 10% 7K, 51 175 T2 9%,
INT2) 8% /INT2 T /N T2 6% /T2 5% /N T2 4% /N T2 3% B/ T-29 2% KW, 47
Y SRR SR B 2 3% KWK, T PVP I8 HLAA 2 9% KW, W Pk Atk mT DLz i ] £
SRR AR E . B, TEER AW OB K 43 AT DAAR K Hh BRI SR S 4 L A A5 20 1 [
R B Tg, 1K ] LIE— 20 BRAR R [ R 20 B ) B AR e 1
[0165]  FE—ADSLHi T &=, — R Z R EREGW MBS — Ml Z MR EW 2
— e Z MUK TR SV B 5 KSR EW o K HEEE 73 KA I R & WA HS, (HAN PR
T e e AT AEY (B, RN FE R AT 4 (HPNMC; FRMER N FE4T4ER ), RN 4T 4E R
(HPC)) BRLIEET YR ; LM el (PVP) ; B L (PEG) ; F LJaEE (PVA) ; NIHIR
B, 40 28 AL e le (510, BUDRAGIT® E) ; 3RMIKS (B0, B - FRMIKS ) F1e i1
LRV FRT A=), AFEF W1 PYP-VA ( 38 SABMEMS el — LR L HR TR ) o« FEAT S0 1% 1) SE i
TED, REMREZMEBEEW L —RFANEEF LT 43 (HPMC) , %141 HPMC E50 (i, >k H
Dow) , HPMCE15 B, HPMC60SH50cP ( %1, Shin—-Etsu Metolose, HPMC60SH50) . HPMC A] LA LA
Z MM Shin-Etsu 183, £0F55 SM, 60SH, 65SH, 90SH. 3 L4 70 4 ol (1) 22 50 76 Tk B 4%
SR AR SRR N B . T T8 20 B 1 ) — Fh i A1 () 2R 282 HPMCBOSH.
[o166]  FEAGLLSli T &b, — R Z R R G B MR EW P —FElZ B RS2
pH- K s SRS . IXFEI pH- OB I PR A 38, (B IR T, A 4 R AT 4D
(W, A4 55 LIRAR R RS (CAP)) , FR TR 2k AR R 41 o 482K — R IE (HPMCP) , 3214
SRR A YR CRIEHIRES (HPMCAS) » 32N 2% AR SL 41 4 25 LR T (HPMCA) , & R AR 4T i &%
(CMC) RELEL (i, hEREI W (CMC-Na) ) ; 4T 45 L2 — LR (CAT) , RN FELTHE R 1R
R — IR NS (HPCAP) , FR N 2 IR AT 4 32 LTR A — RIS (HPMCAP) , IR 4T 432 &
RARZE TR IRMEE (MCAP) , B3R AL A% MRS (19141, EUDRAGIT® S) . 1647 LUk ) 92 i
TRED, REVREMEEW L — AR NIEP I YR LRIFHITR NS (HPMCAS) o HPMCAS H]
PLLAZ P 2% A Shin-Etsu 7531, f4% AS-LF, AS-MF, AS-HF, AS-LG, AS-MG, AS-HG, iX#bse
P BRI 2 BIHE T SRR BRI BE R BRI B3 5 2 Lo o T W00 B 8 —Fh s AL 1)
g 2ok B Shin—Etsu [ AS-HG.
[0167] A4 O 401 BA R A EE . AL LWL AN PR FA MRS 1 A [7] 8 e FE A2 A 1)
HPMCAS A HPMCA (e 2 A4 (S 0140, W02005/115330) , 7] LA T~ 2 3 T ik () 24 ¢ B
vh, 464, AT DA FHAXRE [ HPMCAS B854, Horh HPMCAS b [ BE L L () B 4 B (DOS) FilZ,
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WAL B (DOS,,) #& DOS, =#5 0. 02,D0S,. =% 0. 65, H. DOS, +D0S, =#] 0. 85, {ENH
‘B, ] DT HIX AR HPMCA SR &4, Horh 54 Ei WL B # % (DOS,,) 247 0.6
BN, B GY) E R BRI BT (DOS,,) 22 /0%) 0. 15, £EH & S 77 22, W] LT
RS ECN ) 24. 0 (J/cm) B /N HPMCA 28574 o
[o168]  {E 0 — LT 9, BAEWEZ MR GV I — Pl 2 MRSV 2 A AT
ZEW, BN ER LAgmntms el (4501, 2 SR YERR ) o
[0169]  FEA LGN, BAEW LI BAMLEW N . Ik, 768 2850 7 b, i &
A BIAE YRR , A5 RE YRV R SR IER . B, BER] DL B AR
&ty (il , 254, 19l eV I 259 , 4040 VX-950) J i, 2 R4 i o PR, 24045 & B br
AP RERIE S, AN 5240 59 (B, 259, ) RS 1 259, 41 40 vX-950) e (F
RHLTE a8l ) 2R S RNIER . RGN A5 OH 25 A s RAL Y [ SR 45
AR S 2eqb &4 (4 hn, VX-950) [ e, T 2 B8-S0 h sl AR A &k B IR 2860 >k il
AR GRS R G WA R R (140, PEG8000) (R, & T A
A ERER T EEMUIL) .
[0170] 7 BARLEY (B, 259, W RS 259, B in vX-950) 5 —Mrek 2 Fi 59
Mﬂﬁn VX-950 5 HPMC 1 / 5 HPMCAS Z&-E WD T el 7R 73 5y (A0an, s =) ) 1S i
S, AW FE AR T A B ) e T R 2D 2 5% (4 424 4% BX 6%) , 22 /b
z’J 10% (4540, 9% Bk 11%) , /025 15% (40, 14% 5% 16%) , 25 /0%y 20% (Flt, 19% 5% 21%) , Fl
DLk 22 /025 30% (5 an £y 29% 8K 31%) , 1 1, 22 /02 35% (51 an £ 34% 8% 36%) , 42 /D27 40% (]
W2y 39% B 41%) , 2204 45% (i an2y 44% B 46%) , B A2 /b2 50% ( 412y 49% 8% 51%) o 1%
FIE AR 99% B /N, ALIEZ) 80% BEE /N, 4l a2y 75% B EE /N, £ 70% B /)N, £ 65% B
7N, 29 60% B /)N, BT 55% BT /o FE— AN ST S, AW E SR S B S E R
25 30% ( H.55 HAAHE, 29 28% & 32% W14 29%) » 7F— L)y e, BA Y& mik 8
% ST A2 35% ( ELSE Bk, 29 33% 2 37% UL 34%) o FE— AL B, BEYK
A Y USRI Z) 40% ( FLEE BARHE, 29 38% & 42% 10 N2 39%) o« £E— AN T &
EP FEYN & RIS B B EE N 45% ( H 38 H Ak, 25 43% 2 47%. B W12y 44%) o
[0171]  &H Btk &% (a0, 259, 5l a0 e i 2590, 4040 VX-950) (1 A2y 5 (41
W, R =) FTLLER 2R EREW . B, nf DAE B R 2 MR G EA LS
i 75, Z R B A YT DLEFE— RO I — P A4 TUR S, 90, W TR U
A LAALAG 2 Pl EF 4 5B A4, 040, HPMC AT HPMCAS.. B S8 Sl 7 2270, [ 44 7y B A 4%
HPMC F1 HPMCAS [KJTR &4 o 1553 B AT F (R B R (1) B8-S 4 i 0] LAR AL, B8 -G Rz B TR] 1)
e AT LS AL . 6040, 43 B AT LIS 2 0% 240 100% GZE R KIS —FERaw ()
U1, HPMC) 12y 0% 222 100% GZER I K ZMERAEY (i, HPMCAS) (Hrb 2 Fif 4
VI 43 b GEE R Z FIE 273 8y P AEE RS S GWI 100%) » 140, fE5H KW
(%) VX-950 (][ &7 B, 58— P RGP L) 33% B EATAE, 56 PG UL I ) 2
G ERERL 67% BT 16— DL, B —FERG Y LLL 55. 5% I EAFAE, 5 —Ff
EEWLLE AR EGY S ERZ 44. 5% KIEAFAE. (25— DL, H—MESWLLY
63% I EAFLE, 5B MRSV L MARIRE GV B ENZ) 37% K EAFE. £ —LfHh,
B ARG LLL) 50% AT AR, BB MRS Ll MBS G S B HIZ) 50% I EAFAE .
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FE S — A SEB R, S — R R AW LLL) 100% B A7, 3 PR AU ARG B &
112 0% I EAFALE

[0172]  FEARKPAKIZ AN B T R —, BEWL — R LGt (Pvp) (4
U1, PVP29/32) » PVP 1] LLLARIA LY 35%. fRIA 4T 40%. 118 £ 45%. B =ik 29 50% K A7 1E .
FEA R I AL HE S 249 50% (B 412 49. 5%) PP K29/32 (15 BL) o

[0173]  7E 55— ASEitiJr b, AR ALK H ARt &4 (i, 259, 4] s Egs 1t 254, 41
U1 VX-950) FHET 4 T 5844 () i1 HPMC 8% HPMCAS B840 IR A 40 By (o, sy
W) o FEHLARIERI St S, LAY (R, VX-950) RLoOr B i 22 /02 50%. 51 in 22 /b2
55%. F2 /2] 60%- 2 /D2 65% /D2 T0%. F2 /024 T5% 2 /D2 80%. 32 /D2 85%. A2 /b2 90% Y,
ORI EAELE . 108 Se0 2k I 52 77 2, PR 259 DL 55% 229 90%. 151 i 2 55%. 2 60%.
2 65% 2 T0%. 2 T5%- £ 80% B L) 85% [NEAFAE. FHAWLLE /DL 5%, /02 10%, 22/02)
15%- FF H AR 22 /D2 20%. 51 U 22 /24 25%. 22 /D25 30%- 22 /D4 35%. /02 40%. 5 F /D2
45% [P B ATAE » TEA LSt 7 S, iZm Il 2 2 5% B /N, I HARIEL) 50% BH /)N, 451 4n
2 45% BY S/, 29 40% B /)N, 2 35% B /N, 2 30% B 5 /)N, 2 25% B /N, £ 20% B/,
2 15% s 5 /)N, 82y 10% 55 /N,

[0174] 75— SLiti )y £, AR HAHE H A& Clan, 259, 6] g5 1 254, 41
U1 VX-950) F1Z /b 2 Fh £ 4 J5 58 -4 (il 4 HPMC 1/ 5% HPMCAS S8 & WD 1 [l 443 By (19
ur, BRI ) o AEHEARIE R SE T T, ki a4 (B, VX-950) L8 204y
50% 1] 10 25 /> 29 55% 25 /D) 60% 25 /D4 65%. 22 /DA T0%, /D2 5% Z /2 80%. F /)
85%- 2 /b2y 90% B F K I EAFAE . (R SUARIL ) SE 77 Z i, Frik 254 LA 55% 22 T0%.
# A1 2) 55%. 2] 60% £ 65% 5L T0% B 7. 1 LIk, BEW L2 /04) 15%. IF HALiL 2
Y 20% T, Z2 /2 25%. 22 /b2 30%. 2 /DY 35%, 43 /b2 40%. B /4 45% [ B AEAE .
FEARESL 77 S P, il H 2 2 55% BUE /N, I HAIEZY 50% 55 /)N, 45 W2y 45% S5 /),
2 40% BY /N, 2 35% BLHL /)N, 2 30% B /N, £ 25% BHE /)N, £ 20% B /N, £ 15% B/,
B2 10% B 5 /D,

[0175] 70 AR 0k 1 55 7 S8, BT J5 B0 e A0 458 JHL e R B 4, A1) a2 T v 1 )
(g, SLS S4B Z E TPGS) o FEA LU SLE 7 S, RIS HEFI LA B /T4
10% (ZE T B an/N 29 9% GEEREID P TL 8% GEERED N 7% GEEEID.
INFZy 6% (FEEEDNFL 5% GEERED VP TA 4% GEEETD N TY 3% (SR
TOVNFZY 2% GERETD 84 1% GEERED MNEAFE.

[0176]  7E— > DU I SE i 7 &2, Tk 75 5 B 456 20 49. 5% (1) VX-950. £ 49. 5% K]
HPMCAS F1Z7 1% [ SLS.

[0177]  —Pirel 2 M EES W R 4 LA RtAR & 40 B4 73 5 R A7 AR o A B RE il Bk
> Hbrbad (i, 259, ) s 1 2549, 1 an vX-950) 1145k, IXAERIARE a3
HIL AW INTE BT M SR TE XAk . BN, B AW SBHIEE D3 (a2 5% 2] 10%.
2 15%- 2 20%- 2 25%- 2 30%- 2 35%~ 2 40%~ 2 45%- 24 50%- 2] 55%+ 2] 60%- 2 65%- 2] 70%-
2 75% B 2 ) A G TG E TR AL B TR T X

[0178] 44, 7EAI pH (11, 75 B (a0, 56 B ) B8 SGF (440, 54 SGF)) 1, Hir
&t (I, 259, Blan R E 254, 1t VX-950) 1] LAVEAR, AR 1St R, SR 45 5. —
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Pl 2 P2 -G W] DABH 1L Bk DAk & A X AR I B 4540 T BREE S A Z & 4l
AR A B IR S5 o RT AN AR Ak, 5] L T e ) ] A B R B A AR L R I
TeE TEM BHIRA S 2, B ek I S Ak &) B R sl AR R
[o179]  — Mk Z MBSV LS Hrte-&4 (40 an, 259, 4] W5 i 259, 50
VX-950) —H THIFIF . — M oEE— R ETE G S SAG WA S AE T G s 4
SYE (I, B ) BN Jc e T TE ARy B IR A, NS B M R A
PEST
[0180] 1. ZREWEE G WALE I BRI FE N4 LOAL A 40 1 3 30 A0 2 A 1R FE A HY
DT 10 — 15°C. ARIEHE, REAEWEER G WA A BRI B R TG A DI 3 584k
AR, — S L2 ST R AR m 2D 50°C . FlanE by 100°C L E D
21105°C.2/0Z1 105°C. 204 110°C 2 /0%) 120°C. 2024 130°C. .2 /0Z4) 140°C. 2 /b2
150°C £ /D% 160°C /04 160°C B
[0181]1 2. AW R EWA G N YA AR R o B, AW T AE
N} R /N T2 10% 7K, 4804, /N T2 9% /N T2 8%~ /N T4 7% /N T4 6% B/ T4 5%
INT2) A% BN T2 3% Ko Uity —Mrel 2 M S WAEbRAESRAF T ICAF I N IR A
AWK
[0182] 3. ZREW I G WALE N S 18 A W 2T 5 1 R s n) A AR L T 8 i T
%A%m@%ﬁ TEPCIE S T7 S8 mh, — Rl 2 MR G T — ek 2 M 5 -G Y HH A
RS R G L2, —Fh el P RGP T 20— FhEE & 2 ), 440 — 5
EW%WM&% A5
[0183] 4. FREWEIREWAL G SWEWALE W, ) anAe A4 7 5 B, N4 88 i &
UIAE K PRI AL B A AH A o B RE, XA TS A A BB AP AE T R
M5 BCE AN T EWAES S B SWAE W T 5 o 04, 18 M A 2
TE o B e A o 5 S AL G TS 2 TEAL G ) i, — R a2 P B8-S Re 8 39 i e 2 B4k
GRS AR L o
[0184] 5. RAMEER AW G IN AFAK I E e AT .

[0185] REMSEREMAE NI G VR BA /) S A .
[0186] REVWESRGMA G 2R RG]

6.
7.
[0187] 8. R AWBER AW SN 1L EL &R AL it F st 47 ME R — T sl %2 10
[0188] 9 RAMEE GWA G AN AT H 5 e 2540 746 an B A B AEH
[0189] M A ST HTIkR FSD J7 G4 & A o8 AL & W A& 9, T LI i 1L 2R 5 )
ERILEAIDOMIE S M. 7] DL AR R A AP rAs e M0 A8 B R i B e sl e
I 05 2 B LA, a0, A SC P i3], 40 a0 A B AR a4 (i, 259, 10 X s
2, 1540 VX-950) . i, £ 83% JC5E JE VK-950. 4 17% [¥] HPMCAS m845 it M VX-950 16
o A, W] LA L 20 A, DA 2 2 S DI R 3 B 5 a1 S G I TR, 53038 18 P
W EI 2 AE N VAR 2 2 B TR [ AR E 2 Bk 22 /b 50%75% 100% B 110%, LA K 2 B 51, 8%
& AT LA g e 416400, DA & A AR T 4 di 1t VX-950 ELA 4 i) VX-950 2L
FH RS B R FE

[0190] i@@iﬁu

24



CON 103272234 A OB B 19/28 T

[0191]  FFMWi % T4 SR AW S TR =4 (A, BB ) 7= P ] o R sORIURE ) , 481
Wt B & (B, 259, BlinsEEs 254, 1 VX-950) MUEE— Rl el FhE &9
C B PRS- R ) B P25 CBlhn, Jese IR 7 i ) » T DA & Ris 1R, R
THT % P ) 2 T3 T 5 R 5 0 — s AR 1 A 20 R 5 /R R A B T ) BT 5K o 35
P2 T 35 2 71 s8R T PR RV 5 4 e Tl DA iR B A > B B & (il 24
W, B QIAERS R 2590, 490 401 VX-950) R KV A BERT AR I o P A e WD ) o 15 2

5, AEABR T, oL R T JI D W 6 (191 1 SPANS® )« 88 £ 47 LLi ALK e 5T TG0 2 1 (4

TWEENS® ) . 5 LALHS. HEESERIER SN (SLS, LFRME SDS Bkt e shimed ) « + —fedt

KEERR AN (SDBS) AL BE TH B2 — 2E FEWE4N (Docusate ) A JIHER AN L (DOSS) . 1l AL #i it i
SR TR TR I | (L AOBE AT — R AR IR MR RAL TN Re gk = LR (HTAB) « N— H BRI 2 R4
THIREN | A SRR B BB IR ER A BRI R A L Geluciredd/14. 2 —f&DY 2.1 (EDTA) (4E4EZ= E
SCRFERT A, Bl o BB, (B, d-a EFE, d-o L2E8, L EFWIEARE ) A
EEBER, Gl A E B CIRER, A E MRS, G, iR E d-a EBFEE L 1000
BRI NE (TPGS; #4n, >k H Eastman 4E42 38 E TPGS)  URBEIE MW677-692 . 5 2 TR —H1—
JKEW). Labrasol PEGS “E1% / 25 H S . Transcutol . —HEE— 4k, Solutol HS-15.
B W /) BILERIR B IS - B IH % . Pluronic F68. Pluronic F108 # Pluronic F127

(B AF R LT RE LM - RANEILERY (PLURONICS®) st v 15k £ — WAL 1 it

(GELUCTIRS®) ). A LIFH T4 W (g3 24 2 11 375 1 590 ) L Ak Sz 91 4L 6 (ELR B T ) 48 65 7)
Bt 25 i 20, Capryo190.Pluronic F108. H HE:FEMIEREN (SLS) 4EEE E TPGS.pluronics
L) et an PC (B IR EARAR ) (. Sk B ONBOK S ), PIs (BEARELILEE ) , PAs (%
JIRIR ) , PEs ( BENIRME S M ) , PGs (BENRIE H I ) o R IEVE MR AT LU RS BOIG 7 18 91 1
T REMBERS R IRAE (DPPC) BRRARINEZ (DAPC, DSPC, DPPG %5 ) o IXFEMIIEIETT LU Hifs
2, U1, M Genzyme 8% Avanti Polar Lipids. SLS(#4l, Sigma 8% Fischer) FI4i4 % E
TPGS LT

[0192]  FRIVEHEF) (5 f1 SLS BR4EAZZZ B TPGS) (R AHX T4 B it E T DL
20, 1-20%, fLikhh, ERZA 1% 224 20% 240 1| 24 15%. 249 1 245 10%. FARIEL 1% 24
5% U2 1% 2] 2% 29 3% 2] 4% BT 5%

[0193]  FEAALESE 77 &b, RS M S AR TR A B B EE R 2D 0. 1%,
L Z /D23 0. 5%, EARIE 2 /D20 1% (1124 1%) o 703X L8 77 22, 26 [ M) 1 B AN
w2y 20%. I HARE AL Z) 15% 29 12% 2 11% 2 10% 2 9%. 2 8% 4] T%. 2 6%. 2 5% 4
4% 2 3% 2 2% BRZ) 1%

[0194]  f2& HE 5 IS 50 B iR ARARL I 7 3 m] DA i 22k 2 T % 14k 7] (B e 4 40D ik i
AR R B A R 3

[o195]  ZH&W / fuks / Hii

[0196]  7E—ANSEJtE 7 S, [l 44 5oyl Ll #& i al& 4, il an, Jsle wE —
B B ST T 58 [ AR 43 ) DAAE &R b BV T R A AT AE . A1k, AR 45
WALE o — P ARSI R A R (i dn, $RAR AR TT ) o BN 3 W] LIAFAE T A A
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YA EHEDERE—HED .

[0197] A& [ R 73 BV 25 L6 4 (o an 3 57D TR 8 2 24 T B2 (M3 R R 571 /
R ) 2 TV PR 50 A A1) B o) I R sl o ( BR3tg ) .

[0198] {5l L1, 4 AR ST ik il 2% P [T A4 43 B D ] LA L4 Hs R B o AT R85t 77 2P, R Hs
H 2 BB EO) S — Fh a2 R TEFIAIR G 1B — 526, 76 2006 4F 12 H 22 HAEAZH)
FR@ 4 DIRECTLY COMPRESSED DOSAGE FORMS {iffs i FH i (VI AR 19079-017P01) Fh 4
HET B R VX-950 [T HEIA .

[0199] Ak A &M 7L UATIE A S — M2 MIRER (S WEEH LR S
6, 720, 003, ZE[E 2y FF B 5 2004/0030151, F1 / 5 [E b5 HE W099/02542) ) o« IR TEF & 2E 7
e VRS TR 5, B NN B 250 2 A ) Hh DA CSCRE 5 R F A 3 A7 B o) % o TR
TEFVELFE , (EASBR R i A 551 Rl BR 500 SR 551 SS9 50 B i) 4 el ) 570 2 1 48
PR BF A BRI A A A PR ) R 1 BRSO A7) AT G850 AR IR R 5 R A5 AR e
TR AV 5L o

[0200]  ASCHT FHEIARTE“RL 57 B 7R G, B R B R T Brde 2 AR LA AT g
FEIL e

[0201] W LAATEIRSC20 AP G 252 BTz MR RS |, (HANR T3 728 ) Ak
BB TR ER G ORI IR 1035 25 (5 (B A0 A M YE (AR D G2 R i (B an R ) - H &R
WAL R (L AL PR B VR R RE ) 1R 07 B2 14 Ot H v B VR 5 4 K R Bl A o (A1) ot IR £ K £
BRI B IR SRR SN VB R IR A A A L IR R B SR L e L AL T
AURZNYIR R T RPEA G RN BNGIREE SRR OERANGRBIRE
VS EEENE.

[0202] WG, 49, ] A4 23 B, 490 2, 5 BT X 20, T LA & R R 8, 25
VIR 55 53 B AT LA S RS A SIORE « — e B3 22 P e 0 0/ B Firsle 22 P A5 R —Fofr
Z FEW R — A A SRR AT AR/ BRI S, R I A
Ji R AR — 20 0 TAS 20 () 5 550, 480, ] CLZE B 500 B0 48 400 5, 49 G 9 A B RO DA Bh 4 F
Jr R A e e B e B, A A R IR A, DA 55 1 R WRIE , A I R ¥ R A,
P SRS ER I 29 AEREN RO/ sl 25 /0 M IE . 1S % B R EE
A (flan, B, P RATR I IAAC ) ARSI O A, W R, donT DA sk ek
HOMANFELEFHRT) SR (). 4 7 BTN & DA TR 40, Remington’ s
Pharmaceutical Sciences, Arthur Osol, %, 5 1553-1593 T (1980) ,

[0203] R4 —AMLIE S 77 42, B A R B AL A W I il e T R FL e Ak AN
H o AR SCERALI F 351078 AR 128 b Ak e o) e FH T VIR A S {H AR R RAS L& il 5 o

[0204] A B AAR AL T 254 B R ) &, AL 5 T e TE VX-950 1 7 571 il 1) B 98 A S
RS T R ZAEY) .

[0205] 254 -E4), B0 A3 A SR R [ AR (ol an, W28 TR ) 43 5, thnT LA7E“ AR
AL HRIT AL T 5 R, 7R B — ALk (B RO A B — IR UL BRI, Lk AT il
Fio FEAEGLALTT H 250 ARE B AN (R 254 T 43 R LN &, T R A TR e Ak 77 2 Ak
T, B BT USRI B AR S A AR U, W5 00T EAE g Ab 7 WEA
L2 R I RS0 B 5 B B e S8 0 B i 3 BN o Akt 2502 1 RGRIZY, 451 40
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Jawiilbi e

[0206] [V B, A i B Y 2H 5 1) I FH A B B — S8 8 B sl R M i) 5 ) 2 SR B e 20 2 AR
R P e L R B IneRe 1, A6 U P N S e B R IR AR R BT

[0207]  TEAR B — RS T E, ik 259 it A & — P a2 R A SCT R s
o AT LAAE [F]— A2 sl S A 28 A 2 (08 ok — o s 2 s n )

[0208]  HRHEA K B 55— A7 T, AL A AL B A (0, WE ST ) 4 B SR 4 A
RHBMERE A EWIER R FIE R S X TATH AR A G (BUE A & 4
EYIRIA TR MFIAE ) s SHE B,

[0209]  [AIith, AR B4R A (R I B SE a 2 Il A (440, W 25 T 8e 1 ) 73 B B 4 A< & B
AR DAY CRAEIRR IR ) s DU L7 & AT A R & 8, XA
) A0, A1) s A 1 R A 6 RS INRIE 242 b T B2 itk b i 416 4 R AE— Rk
Z B 25850 O R R B S5 25 2 A T UL B A5 . puadedt, 25452 VIR AL, i, e
Ko

[0210]  7E 57— NSt g &, 24t T AR &, S A — R sl 2 At B B e 251055 2
(Ui CUIRFNED s 4858, LI A% B, F TR A7 BRI FH 2 ie A ahsn) 2L s f
BE AT AW UL A5 . U S AR A R/ AR s e A b
[ T U B 15, BRI SO A ST iR . BRI A mT DL A e — R & Ja i -
IR A, AR50 284 48 40 1P B 8 AE S /N S B R Bl TR R TT DU S A R — A AR
o, TESERMIER /NI o T8 5 A B AR S ok S T B s R S AR R s
RISFIZ | 25225 B AN A 0B 1 o IX A B n] DUR N AR BR AR & R BB 48 55 T
Ko

[0211] AR B SE 77 S AR InFnl o PRI, A B 1 77 v 0, 4t FH 3k 21898 i) iy 2
B,

[0212] Hl&

[0213]  m] HF-TUBL AT R 15238 3 198 DL I 57 & KT ok 25 0. 01 245 100mg/kg 14
/R UEL 10 229 100mg/ kg A TE / R MEMA (a0, Wi T80 ) 8. fEALss
7, AR RN 0.4 L) 10g/ K BIHINLA | L 4g/ R MEL 2 £ 3. 5g/ KK
KT GE T 124 T0kg THE I AED . TH, 49K B BRI R Ak B 29 450011
WA AR 1 BL) 5 W ARIERER L) 1 B4 3K, B %Ik N IESHE . £ Sy &
oy, ) P 92 RS TS e FH [ (4, W 25 TR ) ) A e S A e A AE Y. (Ef
WO T 2, X ] LU B A A A (49, WSS TR ) A3 B IR AE X AR E I IR K o
[0214]  TEAFSLsCfl 77 b, Pl 7k (4, BE5s TR0 ) 4 B 50 & e An iR =, 141
My 1g 24 bg/ K, BINIEL 28 Y 4g/ K, BALIEY) 2g £Y) 3g/ K, W4y 2. 25g 8L
2.5g/ Ko A LABIANAE Ay Vss 25 158 0 23 By sl 50t R k71 &

[0215]  IX it FH AT CLFH VRS M sl S ey v o T LU S 3R R AL 1T ol o — 50 2R ) 9
A3 B AR R BT VA 7 B 52 R A AR i O KT 5 LR R RRIGR) B 4 5% B4 95% 1
MEALSY) Gu/w) o ARTEH, XTI S L 20% B2 80%, 21 25% =LY T0%, 2 30% %= 4 60%
TEELE D .

[0216] YA K BIRIZH-G el o7 B FE R R (a0, Wi T4 ) 70 ii) S — Ml 2 A
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pIIRTER R A I EAs R W T R NI 7 L i o NS =€ 7 b SN B 6 B e N L VA
LE R —I8IT 5 B IER A 25784 10 £ 100% 2 [8), I EAREAL) 10 & 80% 2 [H].
[0217]  — HERE R OUA BTt , i S0 a0 22 11 vT DU FH 4 R 57 2 0 A R B4 &4 4
EER AL o B S S i (7 B s R sl 3 BT DAYl 2 e ) R K n 2 1/2
Bl 1/4 B /D, VR ARER I BRE, B2 R O 2R ke 22 P 15 KT B a2 31 B 5038 17K F
BIT N T 1. AN, — BIRBEIRA A &k, o T B KRR E B IGTT
[0218] ARV Y AR, it AT M) s B8 2 5 (0 BRI B FG7  E R 2 MR == f 5, o
FLFE AT R ) BRSPS P VAERS R EE L S AR BRI P 591 A i R s ) e it s
PR G VR R R W R BT V6 T R S e T o 3 T R R RO R
FT AL A PRI A BRI 5550 AT AE S5 A5 U 1

S HE 11

[0219]  SZjfel 1

[0220] Wi T4 T IRAL ST RITREG W, LRAE VX-950 A&7 5. LL 49.5/49.5/1 (&
&/ EE) KIEEIZH 4 VX-950/HPMCAS-HG/SLS, I LLFE 1AW E 10 fE3 I R G rh 44, o
PR H R A BFELLA A 66.6/28.5/5 M Kt / NEH / VKBS IR, AERALHA 43. 03 (1)
d50 F11 0. 37 HEES FEI )

[0221]  SZjifs] 2

[0222] W4 T IRAL S KITR G, LIERME VX-950 A&7 5. Lh 49.5/49.5/1 (&
&/ EE) KIHEIZH 4 VX-950/HPMCAS-HG/SLS, J LA /AW B 10 fE I R rh 44, Hop
FTIR I R A FE LU R 63/27/10 ) Wbt / AER / DKEGIR , LA AT 47. 02 (1) d50
0. 41 IHER FE =)o

[0223] SC ] 3

[0224] i FH £ Ff VX-950 it 7k HPMCAS-HG ( 274 Al 4T 4 2% Z FRBE FABE G, HG 4%, Shin—Etsu
Chemical Co.) ZE-EWH SLS( AT IREN, Fisher) FIHVEMEF, #4% VX-950 HHE % T
BRI B o AT W S5 5, FER S AR SR HE T ds Th g AT e . B R AR
AR B Bk ARS8 B - AR e LR, B nT RS R R e 3 (O80%) , HL A2
FAA B B 25407 S AR RE RS, A H A 5T UG AE 48 2 A BRARE R (RURE K /N R HE 25 B )
PENGEIS

[0225] 54L& R FEAE 22

[0226]  7E3R 1 HHHEIR T 2 BivdE PR AL % B RS HIFI A5 -

[0227] 3R 12 FRHVEME B A% B IHIFIA G4 GET 116. 25kgVX-950, 13wt%h)
[0228]

Ao Uik ik Kg
APT VX-950 116. 25
REW/ raGN [FRASEH TR ZIRIRIIR R , NF/ JPE (HPMCAS-HG) 116. 25
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RIEER HEEFGRER AN (SLS) 2. 348
AR SR H B, NF T ED 1178.8
IRV AR, NF (T 2000 377.2
gl DI 7K 15.7

[0220]  7ER] 1 Hheh T A IR IR R I

[0230] IS FEMAERIAEREWIT

[0231]  A) WA 25T as M HE &

[0232] 1) 7R A e v 2 — U ot

[0233]  2) ¥4 100kg TE KN HTE IR S KNS (ZIE 1),

[0234]  3) fEEWBRNATHERE ME (WK D WA T, BZEIoHESC3Img
F IEf &

[0235]  4) Hf VX-950 W) PR dviid: i R N as 1 (S WK 1) o SRR EGE 13wt
HURe i B AR S8 BT iR 25004 RS -

[0236]  5) i HPMCAS-HG ZEIH L B R NAs (SR 1D o SFEAREREEGE 13wk,

[0237]  6) HPIREITUE KN ETE AR S KNAE (K 1D,

[0238]  7) W 7AiM SLS AT DT /K A HE = IV I W 2% .

[0230]  8) Vfi)E , WA AT B AL S ILATRG B2 o

[0240]  9) Z2MiZs R4 SK-MFP & Wi , JF H P Es FII R Ef 254k o (m] DA A g
W 48/21.50/21 8} 52/21)

[0241]  B) WiZs 4515 8]

[0242] 1) FMWa5s T T2 IE 1 H IR .

[0243]  2) W25 VTS, B2 A S 508 21 4 A E E

[0244]  3) — B ST 28 18 BP0, 1 4h W 55 T Bh A

[0245]  4) JH L e A B A, 1 BT LR A A b 23 B M ks , BB AE SR R4S
oo ARG PEI R SRS BN ORL, F VA, DL BRI R o

[0246]  5) HURAHHE M, FF IR LRI R /N 5 AT FH R BRI IR SE 25 i

[0247] &) WK/ 73 A0 IR BEAE IS WObs HESE [ Y, B Bdr (2 0L3E 6) , W4k 4k
%ISR, I FUDURE TR .

[0248]  b) WIRFRL KN 73 A0 I FEALE RO ETGE T Y, HABE Bhr (203K 6), 11
P T Bz R (B, 8 O TR A e 2 Rl W R ERE ) ) o B
WERLE, AR AR HES MR R B A . — R S AE AR B Y, 106 B i S50 i 2.
[0249]  C) HEATWIZ 115

[0250] 1) #%BEHUAE LRI .

[0251]  2) idRdFESH TR

[0252]  3) idSRELLIRAERME R LB R

[0253]  4) {E& RS T HRERIS UG » DIk 2 PHTES R, AT I R AR 1R .
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[0254] D) T+t 7%

[0255] 1) Wi 25 42 15 BU) B IHRE — 1%, O T8 2 Ira e v o) ( & e
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