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[0039] &1 4 Fom H 7R AEMEAR I 26— 2R VAR 5 BRu AR 1 71 (RDTD BB 44 252 J5 » 45 245 ) 2

1 24hr F A0 38 41 27 (T 24030 B F R AR VAR R A

[0040] &1 5 7% Hi 76 M 4 9 T P 1) 28 58 =5 DRSO AR A ) (RDT) 25708 (B H— K3 7 1K

WD T S5, TG 2 A1 24hr (RIS B A 2 B SE N B RS R AR o

[0041] &1 6 7% 7R 1) 25— ZR VR AR 5 R IEVA AR T 7 (RDT) BB 2R 252 J5 . 45 255 2 A

24hr 1] Weck-Cel®™ o 1 F 325 25 R FIL 24 )5 Z8 i imF ik

[0042] BT 7 7% Hi 76 E S I T 1028 U R 5 BBV A ) (RDTD 2 18 (B H — W3k 7 k%
8
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2 2 S, Ui 2 R 24hr (1) Week-Cel ™ it PRI 4 2 A4 2 JE R VR Rk E .
[0043] A 40 Ui ]
[0044]  DLUNFEIA G AR FEMEA R I 22 HINE B o X IFAEACAE IR, TS
SR S AT AR BRI D) BSR4 A AT A I IR He A
[0045] T H I, fEL S H BT A SO I 51 DA SO 6 70, 3 ik 380 i (7]
A BRI SRR A D) 1B B3R bt ¥ BH L8 ok 5 | A 45 A AR RIFE BT o BB 53 AN B, 45 0 4
UL _ErAdE A, 9 553 28 A % B IR U0 B 5 16 AR ARTE S ER A B DL &
[0046]  NFELLAS FH, ARG “ 2997 VG ED) 7« EMDTE HERRE 7 YRR B U T 25 Ak
gy 7 RFER A BRI NG T A UG 255 BT RS2 I L ST AR S A8 AR ST A S A
IREY) EF Y CBEEK G 2 fY)  B AL HT 25 . BRAE 7 AME I, &5 WTEA K A
() St ) R R IR vh B S 25 ), BT 4 A Wik s SRR 25 ) 25 b TR A2 ) R L ST AR R A AR
AR S HRIRE Y R (BEEKGYD . 2 Y B ET 2 .
[0047]  RiE“ER” RZIRE IS IE A REHBA VIR 5 U S T8 R 25910 NI i
Yo EE R RS BA R BRI LR e € Sh 8L, ) i AR T IR, 191 an 28 % HE T
T ANEEBR . v LA T R 3 18 3% M 2590 () G R R e sl A v 48 5D I SR IR 119 HE
B #h) S 4514 4% TE LR, 451 401, HF S HCT < HBre s T H,S0, HoPO, 53 LR (1) PR sl S 451 40, 35 4 MLk
P2, BN Coye 7 MR L Comie AR TT MR BR Cpy BHERERATR, AN AEE | o — ZRHE, B - ZRAE.
() - R OREVIE - N R - NEE - TEM - TE R - TEMN-TEIE
MOEERAIR s WL AR R ) S5 SRR, )40 Co_e Bidk | Co g 7R A Cyy 205 25
BRI, I 18 CBEIRFLIR INE IR TN 1R I R WA R TR T 1 1R VB H
PR SRR WU T R R BRI T R K TR R AR N R 2K TR IR K R R
2- ZREFER TR A HLER ) E PR i SE ) A0 5 205 8, 41 A AR e AR I 2 S5 1R 2 R RS 2
BB HAR 22 TR 2R N AR e 2 R 2R 55 . e & ] RILT
Bl S. M. Birge (HL/R#HO%E A, J. Pharm. Sci. (Zy2E7%i&), 1977, 66, 45 1-19 T, fEK%
B, R R R AR AR B A A2 SO ER B CREJIE AT TR L 3h A 40 D
(1R o TEAC R BH P I 25900 1 R 0T A 45 it BB A 1 BN AL 45 T X RTR A - B4 i
FAEMAHTE RS .
[0048]  ARIH “HIZY” BN A 0] B8 45 25 G B 5 ok R G OO L 58, I HLUGE T T
WA AL G = A FE G B BEAT PR B e AT TE IR Y AL, B A AR if g
B KR . RNV T AL C. S, ZERITIBS W CEERI S 14 45, T. Higuchi (&
) FV. Stella (GEr$r) , Pro—drugs as Novel Delivery Systems (FE N3 giikix 240
HIRTZ5) 4, LA Edward (924#4E) B. Roche (3 V)] 4, Bioreversible Carriers in Drug
Design (TEZWV it I A 104 /A), American Pharmaceutical Association CGEH
25254 Fll Pergamon Press (B54& &= iR /A )), 1987 H1,
[0049]  ATE“PREES AR )7 PUE AR )7 B DT R R RS 2 / AIE IR 5, 7E
A PR B B IE (B AE ) 8min £ 6min £ 4min\ BRZY 2min DRI A 5fl. 2 anitib
PR IR (45 4n, USPLTOL> 38 figé ) TR 3R 07 250 I 5 o ik 3 ] AR A, (EL 2 B R 3 A 5510 1)
SR A R, BB SR RS B B TE 7 ) A i 2
[0050]  ORTE“SET b fidd "2 4 18 B i i 22 /b 2 50%. 22 /D29 60%. 22 /D2 T0%- 2222 80%.
9
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F /D) 90% BRZ 100% il KR AT o ARTE “ " AR T ARVE “WR” 2 AR T« mifg”
ST TR T TR 20 PR it 5 B 5 ) P SR MR 2R, T “ Vs 2 4 B AR VAR s A (il
TR E B W P .

[0051]  ARil“IKEEHEREGY” e EWmTws R, B8 | A TRMA B, M7 T pH
{H.

[0052]  ARTE“EDIRG AR SE T 5 A A RE B B 25 AL A ) R B AR T, o5
A YIRS AR 25 AL 5 R R s R AL AR ) R T RGBS . AR R B AL R HE
B ) S5 HE A= R B SR A, ) R TR S 4T 4 25

[0053] AT “ BN 2 Fia e R A T 7% L AR 5 e — 45 25T R R A
SPER 2T . AR M B IBAE 45 24 77 SR R B R A ), FER A T2 3E o I B
WL T AR AR TS 77

[0054]  {ESLAE FH 1950 FHUE HIARTE “ 297 A48 B RoR M BUE & R B Z A E e . ol
“25 60 P EFEIG T 60 MIE R 60 A (1T, 50 #2565 F5.59 #2.61 F5.65 F5.70 #,
2

[0055]  BRAEEH#Te 7~ DU T B A SRR S A T HE R 5, 75 WA F A BOR) 22 SRk o s
FRIARE “80” T2 <R/ 807, Reil 5 i, A ARTE “B07 AR IT H 35 50 20 TS 4L iy
F I E AR It R DU 5 b M G S5t 481 P HE R

[0056] B AL TR, BRAERE R Ul BH , 15 W335 “— Ca 1 an)” 72 5 BCR 2R+
st B P B “A0 8 (comprising)” 5 A AE IS Fon—4 D 824 (BlD .

[0057]  BRAE 53406 EH , 75 W) 455 BIRRHE A< & BH 1) 5 28 552 Jti441) (R AN [R) 25 P 4064 Fh K AS [
242 B2 K T SR I B 2R oR O AL A 4 ChkiiR ek RDTO I 8 & 7 4%« (A1, RDT
HEWHIK 10% WEPEYZFE RDT H ) 10% B8 135 R AP R s & &,

[0058]  {F— LS o v, A B B AL B B N L 2 I 9 AL S ) 1AL DL T
MR HUELBEH DAl s PUCED) BRI sPUBIL S /RS IR B R B
B B 2 s o ) s B s B s B R AR PO i S 1R sAZ AR AU s S
FRHIF 5 2 A BEPDHIF s wEZ ) s PREEAN R AR EIF S B 3K H ) s BRI 24 5 Proe Ty
R NG HUR R E] sHUAAR T s HORE IR s 115 25 s BUALIE ) i R0 P kIR
) BB RAE 5 100 24 s U 259 s DU & 2% FORE ) 5 L FETR) s PURS Mo 25 SR AGH
il BN ZY s IAT AL 2 s TRV AT 2B 5 0o I ISR S5 B BT 5 B PHIBTF 5
PR W) s P s R 2590 R PRI s— M sebbR ) R R af /89 9 9K 551 5 e T e e
TG s FPAK 2R R G DAy o) s Rz R % B 05 s TR i) s 2 W ) s TEs AR 2N s Sz Pl
) s LIRS EE TR 59 B AC AP 2 T 245 S B ) sPUAR AT s 2B 35 0 ) I s FI B 23R B )
B sTARIAT A R 2 XA AR R AN D IRE TR 25 s B LA A,
W /R W SRBEHDEI, AT/ AT BRI SRR EI) ONRT D, AE AT/ B IR I i 5%
B R ONNRTTD , 8 B HI50) (P 1D, B4 BRI, 28 K AR 253 FIR B A B B ik
25 (LHRHD 55, BT 25 2% B 8232 1 3h LRk A s e, 6 Gl i B T 25 2 1T 48 v R s VR
B BRSO AT IR TT -

[0059]  JUif S FEHEIF RTT 2 FH T-¥8 97 HIV JBGy . Jeg FIsssie 1 — R Pl o S 5525 o
RTT DI04 Sy, — oo 2080 2 S 3 75 22 DAL R AT 52 W) R0 55 DNA SRS B35 ME . NRTT 1

10
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PERBEATEA FAHTE ARG i B DNA T 5 B R AR R AR WA T IR 128 ALM42) « NNRT1
SENE R R HIV-1 5280 9 LS g HIV-1 10 8% S B, FF ELBR 7 NRTT F AR (1 00 il 551 LA
AN, FEIRYT HIV-1 Y L A5 — @ AL A &4 PT J& —28H TR 7 Sk i 5 (L
F& HIV I AR 2D RGN 258 . GBI 570 () s 8 =5 A MK-2048) 2 — 2K B 7EfH
WA L il , — ol s L DR 2 48 N 240 B DNA 0 9 25 6 PRIV FH OB 4 S 2 2590
[0060]  [EIk, fF—LesTifl b, AR BER N — P29 &), 2 e & a A
[ —Fi ek 2 259, (%A1 DA 2 UL A < Bl S B0 E LA 4R sNRTT (481l 2, ] S7.A4th,
Vi BB R L B A 2R VA AR BT LR B A S L S RS JNNRTT (i, 4%
FHhroE H b B g ARAEFTAS FIICF M (rilpivirine), UC-781, MKC-442 s8Ik HB Y097,
DMP266 | Eh 2 HIR-A40) « & EE D055 O, el 5 L 223 5 e A 6 & B I
ARG AIFEIE S ZE IR BT LIRS B RIS L S R A D RS B ) 5
g4, 3528 h 5 MK-2048 L3 R HVREYD, B T V877 A HIV/AIDS FAMA, I SRHDHI K
THER AIDS ALK Bl F P LAAM AT DL T 7 e d) HIV i3t AT BIEILE VRE G
FIAENY) / A B AT . 4, Dahl GAZR) 78 EP1773296 thifk e fu, & i 4a T
[RI25 ) I B I il 46 o RIS AT BE AR 28 T 5 AIDS AR BUAREE 7E v 3l A 1)
W G HIV P 3 g s ARG TR AR e AN, DR BRI T/ BOk) 2 -5 HLAth 2 AL I T ) s — T
RESZ B A2 YR « A% EL AT B I TR 49 PR il EAT 22 PRI 2 ) o SR T, AR5 A5 SR AR AR R 1 3 i R)
/0 HIV A 3R B RS 1 e R4 G s T i

[0061]  FEIELLSTHE ], A A BRER AL & 22 /b —Fhidk B N 40 & I TE 25 25 R 25 I PR
BRSO SO FITE X 29 LA, S AL DL 25 T2 A« SUBSER 2 (491 1t Bl -G IR 2
FUBRIR #h MO TR IR 25 WA OK IR IR 25 5 5 IR IR b O DL IR 2 4% S IR i M) ZE I I 6 L e
SRIEIR R IR 2h  K# B IR B A0 S IR 0D s Buim kIR 254, W ik B FR DLF T2 B
PP PRSI 299 < 22 i A2 e 22 Bk Cergostined) VA fih LU Z R L L %, &
T e Ty O 25° B W9 25 T VS P8 W A 9 25 L 27 1 L 255 A L SRR B LV 25
FOR R AFCHEVE RS IE  SE VDR &F T i L By b 2H L5 L s K SR 5 0
MR P b ZE KA A T AR 389 T S RUN IR B T 2 L JeURA 22 L T4 SR I L T
FEILBEFUSUA G BR B s PO 25, Bl anidk B B DL R I e A UL 254 2 R
I TR SRR 2 7% Sl B PR B O m B 2 R ) B KRR i KRR 2o/ i 22
BT 5 UG 3 R AR L T e P IIAE i R T R A A T IR R R Ay
FHE G HTEEE B oo 2 (2R [ B BF A5 22 s LHRH R B 5 2 s AR K
BE s LA A mT ISR A B TE R 5 2450028, 460 a0 B0 FE R 500 iR A0 L, axX e i ) S A I /
AR P 22 1) 29 ) RSN E Ry i3 AT 50 AR — Tl Bl 22 Rk FEERY PR M2 64 (ot R
U FETRRE R LI AT YEFD R THIE T FN) C dn, Ar R IR i R H D , SR B (43 s A
RGN Tl =D

[0062] 71 2Lt 451 v, A BH B X PR S R TORLTE I AL &), 1.5 2 /b —Fhid
G IE LS 25259 22 /D — ROl () H SRR SIORE (9 W FLRD A E > —Fh R S kG
7 BIAR B FE LI ET4E 20 . BNkl &4l UL a8 2 A S Wi AT A T
F R/ 2R A B P e 2 e R A 4 B G A T VAT

[0063] 7 A< i BH (1% 55 6 5t 9] v, DRSS A AORE T 3K ) 2 D AL G Wt — 20 A8 i A

11
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WA SR AE R o L A0 P A7 BT DR S A AloRE DRI f gt , DAAEXS AT 7 ZE R/ 32
OB AT 25 IR TR S

[0064]  {EAK W I L ILA SS9 o, PROES IR oRE X Al it — P E R
D — BRI ER A BRI S L2 4T it BZEIRG IR 28 S ] AR B i i I 4
B8 e LR B/ 52K 1R B I o 185 1 25 0 (K0 RS 8 VU v B B S R 1B, o
22 o R A P 2 5 WAL Y SR B I T T o5 FE AR DR B R T D288

[0065] Ml J% / A 10 S ) 0 1 AELAN JR) R T St B 1 L R L A T BT I L R e
(LU N iy i N 7 NS e B T L R N B N R B N e R

I
M= o

[0066] &G KL A 3R ) S48 A REAELAS 5 R T 28 AL GE ] (PVPD BRI L e FR 25 A
FERILA Y R B R T IE R AT 4 2 () an, F3L4T4E % E5 8Y E15 B Pharmacoat™603). 214
LT B, Klucelo® LF) AREURIR LT 425 LM . K430 m LA R a5 12k
VAR N2 0. 5 BB %3 E & % (K70 B Y BAFALE.

[0067] i At 1) (19 S4B FEAELAS JR R A8 SR 4R YKy S BERRAN e K AT IR R R A i 5%
BAREACR SR AT 4R 2= I (a0, B ZREIRD , ML G o R AT A7 A T PRI i i iR
T B2l S, 5, M2 1% B2 10%, L 3% B2 7% B2y 5%, 4045 H 2 (8] 1435

?ﬁ%ﬂ??ﬁl
[0068] 3 B ZERG PR 2 5 B0 A E R 7 5 ) B 8 AELAS S PR PR N L £ M 3 R P 2k R 4

é?é&%d&&ﬂxﬁfxaﬁﬁéﬁ%“: LT LT R HRIR R LGV Rl £ e o
Bl - 58 1% LR BESL 3 (il , 5k 1 BASF 1) Kollidon®™ VA64) 38 Z 4%l R4 L4k
Pt (CARBOPOL® 974P.941.940.934. G70) 58 (Pt Z W) B Wi 1 XEERE 7%
ZERE RN AT 22 B (o, SRR o AR B 28 A ) T A7 A8 T PRI iR Aok T 2 I 254
HEDD a0, WL 3% FIZT 10%, LY 4% B2 8%, FIZy 5%, £ HEH 2 7] 14303 A 13
Fil o

[0069] W[ LR HI 1 & & (14 2 1 3 PE ) 8 AE B sE ) AL FE DL-a A H By, R
[T P% 1 (F) 4o, CAPTEX200. mf ¥ 20, nf i& 80. 4k 4 % E TPGS. Capryol90.
CREMOPHOR EL. CARBITOL. PEG400. B % Ji§. Brij92. LABRASOL. = & & H
M (triacetin). H EE M R M. £ — W £ W JIE R M5 B L A4 B M fMms v

4, GELUCIRE®, LABRAFIL®, LABRASOL®, IMWITOR®, A # % /K ¥ i
Bl TR R IR E Y

[0070] T LS (K93 44 1 Mg 3 10 A R 0 S 1) 6 355 B I 5 S5 AL O Bl B 5 94 1M B T s » 2
AL M SRR AR ¥ VRS G R HCAT AR IR K AT AR sl SRR B8 s M BR £ 5 22 PE iy
(sodium docusate) ;FfEEE, A MR IR M H s (PRECIROLY AT05) ; H i 8 fig . — 8
M =HstE 49 (GELUCIRE®). PEG $EEFI— /S F 5 PEG. LIRS

[0071]  ZEAS & BH (1) e szl o vp , BRIEVE A R W 2y AL S ik — D Es B A
SCRH B 45 25 iR A1) P TR 2 BEARORE , AR R e 1 26 [ & ) FOE P 4105 10/827, 106 (4
FFo4 US 2005/0232988) ¥ U B30 A o AT3AE AR i BH IR 48 FLAh STt 491, BRI S v 71

12
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YEAT A — 20 A 5 DR 43 BURIORE , 328 S PR 43 BUOR 60, 55 8 T Cf9) o H 2 W D b 4
SR AAER) (9 G AR DA R TR R 41 4 500 MR RE 5 7100) B i i 710 1) 22 Ty e 1 D n 7] (481 4 g
W PR TE M R T 4T 4E 20D

[0072] &S BRI FEAE AN JR R T A8 SR 4R« V2 ST IR N M) AR R R 4T Y
B AR SE AT 4 25 i (W an R oh 2 B8RO B HL AL A o Rl eSS sl i v 3k B R A,
T DL 35 TOUZE RS« B0 A1 B I A B I Ve A S M K A S 22 2 A B I L LR
WL U 22 2RI S I L) AR AR I R 22 20 S L2 o i BB I AR mT LA
FH N R AT (5] 4 R0 220 SR 78 R o R 3 BEAAMORE Fh F o i ) 5 0 b J 1) EL R
DLEE B vF s b s T A 1:99 2 10:90, 584 5:95 4 10:90, 3 H AL H 2 18] (43
JO BRI E . A —Le s, AR L R S R i R A1) S 10/827, 106 (A FF
oAy US2005/0232988) H {1 BH 5, i i 571 BOBE SO i el — 3 DL 2 30 u m BEE/NEF 3
R A2 RO TE A7 1E, - B9 A &9 B 2 Dhae i sl e, g sl i DL 29 60 wm 8
NI SA R AR IR TE AT AE o 10 22 DhREAS INFImT LA S S h 1%-2. 5% /7 1E T PIE 43 L
R G T . S A RIRUR 5 POd R R K B 28T IS ALY 5:1 245 1:5.4 3:1
Y 1:3, 8040 2:1 B 1:2, 804 10 1, ARG 2 6] 4 30 30 FBL A Y0 [

[0073] AR 254 G IR SNSRI AT FH S E 2 T Gl 100rpm) 8k 1T
A 50rpm) FEL T 25918 M fE A J5 (900mL)  (HPLC J7¥8) RHAT o

[0074] AR BH¥) RDT (1) 33 AR USP<T01> i 30 kit ] A, )25 4 RDT Jy 57
FRIZ5 ) 245 D 1) At Bt 1) R LA A B AR Owen (BRSO AT Katz (R V%) I ER (Owen (BR3D)
Fl Katz (-F¥), 1999. Contraception (HEZ2),59, 91-95 )il £ K] [ 18 73 s M ) S ) K 1 o
7 18 B PR E s b nT A B AR AR RS s i DR RDT 3 T 5 pHAEZ N 6 1 S FR R 2%
PRI /D B G2 R ( 2at, 3. BmL) R R, FRAEAE 24 I [A) £ BL 4000rpm &0 2min, F Hi@
it HPLC YRR 28 1 0. 45 um PTFF i 8 2%y O RE SR AT .

[0075]  7E%F & SZ B b, A & BH G RDT AL 45 R s AN Z) 2:1 24 1: 100 AL 1:1 2
20 1:8 BRMNZY 1:2 24 1:6, 802 1:5 B LLE 5 Bl fhyE 45 4 i A - E R T .
BRI PRI B, R NP 2 G, RDT 76 B3 BT s b S i b A, TR ks o 5
T B BT § B/ AR B T R R DL 2 v R 4 A G WO BRI Th R, B TR
T BURORE DAL, AS A B 1) RDT AT e oA 7 24 5% b n 2 52 i AR WA B 58 64, 46 i ik
N ZA DU S AR AR R AT R RN R RN PR Y
TR R SIS el 07 FE g BB - 2 LR S TESL IR (94, >k [ BASF 1
Kollidon® VA64). SOLUPLUS®. 2K [4 BASF [{I2E (£ FF 6000~ Z4#%: CABEE - £/
CIEME (13:57:30) YD R LG MR Lhe R (LRI CRER ) TR BLIG e B
X RE  SE IR BE RIS RP AT A 22 (BT 6

[0076]  7F—4Lsjfifsrh, RDT B 42 /b 24 50mg ;44 4, 100mg 5 5H K ;200mg 55 K ;300mg 5%,
K 581 500mg BUEE K. 7E—46 XA Ss), RDT B A K T4 2000mg ;41 401, 1600mg B 5
/N 51400mg B EE /> 51200mg BEE /S 51000mg BY 5 /)N 5800mg B 5 /)N 58 500mg B8 /o 7E 55
— S5, RDT BN K T4 800mg. 7E 55— 3L i, RDT HE A K T4 600mg. 7F 55— 5Lt
#irh, RDT A K T2 500mg. B anA & BRI AT DL S s Bl E S A HiAE Ry
VI IRTORLAE , 491 a0 B8 22 /D — AN U0 5 0 B IS ()RR MR SR o 4610 40 5 80 RT DAL A A e

13
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TR )R VAR TS OR% 00 A SRR ) 70D RO S A ORE ARE 5 L R b o B ity At e Joksr 8, FH T T
B1i AIDS.

[0077]  HE—ANSEHEAF] 5 WA S BT PR V6 7 S 1) R PR o T <00 A SRl (4, A
NRTT B} NNRTT) FHEg [ B (1 i, A58 FH 2 1 B0l D

[0078] I T 45 24 1y PRt i i v R T8 S AR R B BTk B 2 AL & ml LR B iRy T A
R I 250 R (FE DIRG9 2 )5z 1 ik D AR FEe e B8 BHITHRD sk 2h2 1
A2 IR B IR A o

[0079]  FH T [1aiE 45 24 1y Pt v 1 3501 X I8 4 % BH I 2 W 416 4 T LU 35 467 A 880
() B e AR AT e 3 H R LB AE 2 1% AL DU S T A < e P R TR IR G L 4
R BT Ar R A R R VAR SR APE T Sk AR cifrofloxacin iR ) BRI
B2 NET 2 RIAE B R R

[0080]  FHI T I 45 24 1y PRas v it 1 3501 X IR 4 % BH B 2 A1 & T LU 5 VR T7 A
(¥ 50 2 M R AR eI B N 4L BT B, 1220 DR 4% TR « )25 18 2% i e L B i
JRRE AT e, 7 A

[0081]  7ERELL S, A B R — 7 i2%, 1% 07 15 E S & E A Tl [ E s e as 2
(R PSR ORL A5, A S E 20— Mol B s R G RS YR G R AT
T 1 R 2 R AR BRCAE RS B 3R SRR T B R B 2 DRk B N AL 259, 1% 40 i LA
= A = N N 2 71 7 QB B 1| 7 R 1IN 1 7 63| N7 =271 N
Ji R P S ST BT A SR 0 B ) A% ALY T A SR TR R T A ) o 4
I H BRI ST B AR AR ) S SR, B 22 BT A2 R VS I B,
U8 259 () PRI s e poks S5 AR A JL R 1 56 1B L8 fRiE 7 415 10/827, 106 (AT
oA US2005/0232988) [ AH 5 i) £ () PRist 4 BOWOR LR, I HLR 48 1 & A VR 7 A 201 2= 1
PRI AR 71 (RDTD . RDT 7E 835 / 523 # BB I8 i rh PR THU A 8 TR G5 29Ikl PR
TR TR FC 25 PR L 32 Mgy 50 v 5 ) 2 R P P 48 F SR FH 4 SRR ¥ 7 R
i o

[0082] 7 KLl HLAh STt 4] A, AR BER R — P vk, 1% 5 VR O T A DO s RO 4
V) GG 2D —FobE R A SR AW RS YRR T AT Hb R 2 9 R sl AR
YRGB 26 A0 Ry A AR I 20— Pk B 4 B PLI o Som s I 254, X e i 4%

Fo B AR S LR R HAR-A YD NNRTT (9, 2% 45 fv P o bz 5 0E K5 4 UC-781,
MKC-442 B2tk HBY097 . DMP266  H: 3k & VR -S40« 8 (A BRI 55) (9 G, ek A5 | 22 38 301
F5 R A A SR AR RFEIR AT A BT S  E h S L R R
WD FNELA FE NI G, SRR  MK-2048 H2h R HORA YD, Hkk &8 259 ) B
R AORL 5 PRI BRI LR, I LA S B R A SO R RDT R, L FRR T A
J7 A HIV/AIDS BN, 49 an H SR I I B B ALDS AR BIO™ 1t LA A, ] LA, W R Jk
Peo ARTENEILE VKF EEEAEAY) / BRI E BT84 . i, Dahl GEZR
7E EP1773296 w3 F5 A& 2 v AR T3 1 29 M B T B BRI sl 46 o SRR P B R E R 20 T 48
A AIDS B SRR A P 15 20 309 1) 38 e HIV A 476 SR RS F 0 e A4, TR R B e / 35
2% 5 H A AL E s FC ) it — A T BB A2 BI51 1y 05 A% L RH 65 J ity B I 10 (3% PR 7D K1 2% ) 2
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Wi SR, A5 A BE PR A AE PR IE B A TR 982> HIV A% 38 SR g U (ol R AL B s T 1
[0083] 73 AL H Al STt 9] T, AU NP B — M7 32, 07 VA & B R A S, %
HEWE D 22> —Fiosi B ) H 355 B 5B -G YR 650 o) i IR T JE 41 4R 22D\ m]
35 3 A A7) (A9 T AT S8 Gk D A B — b NRTT (91 40 28 5 4 =5 B At yee) L sl — Fhak %2
Bl NRTT (4 40 5 S8 il At s BOA VC AR S5 G i 28 v a 130, 3F HAR S5 7E e i X A dL bR 4
A0, 25 T IR DR T RAMORE PR3 3 BSMORE A i T 4 2% B R R A 5] A9 L AT B A D 1T 3 571)
CHg) s T PR e ' E R T T 7)ot SR T Il PR T ¥ i 7 71 o

[0084]  7F 55— S5 H, ) 48 DR VA A ARORE 1) 7 V5 5 A AT A S BT 2 A kAL, %
HEWi— A5 H T 456 2 RDT HH R AEP0RG B 58 -G 4 (ol i, AR SRR 4T 4 200, Bk
3 RDT Ji A\ 3 5 A I ROk 2k 2570 82 V8 -5 [0 T RG22 11 1) A= 0 Rb Bt o

[0085]  Fifk T vEAN S BRI A8 F 3R & AL & RV i T 2K . ST e AT S TA A B VR
V)P IS A PR B3R B DT REAL 7 1 A2 AR e B IR SIS TR o MR8 A o B, 491, R Ak mT Ja et
TE TR AR A AL R SR (180 Glatt GPCG3. GPCG5. GPCG120 8% Fluid Air FA0300) i,
WAL R GGG R A AR B A BT TP I 25 W) I T 2 A D — Rl Rl A
AT ) AR RS B ER A ) (9 IO IR AT 4R 50 R AR &9 b, IF HAE R —
TALIR T T AT ORI R AT o Rt ] A8 FH S B DT RE L, 45 4k B Vector 2] [#)
GMX25 (fb&E K/ :4-Tkg) GMX65, B GMX600 (fib& K/ :140-160kg), IF HAE Glatt H 45
SRMAT o FH b AR B ROk ] 3 O 2 e Y 1 R sk 9, 2 i e 25 SR AN S IF HLonT Tk
I SRR e BRI i SR S R AT I R REAR 20 AT B 5 2540 ) PR A ORE

[oose]  FH—Fhak £ A FH DLCSCE 5 B T KK F5E A= 0 Rk B e AiE 160 A= 0 Rk B 28 S kiU &5 A
2ok AT UL B R AR AE LY 100-400 wom 0 Bl o 75— 2852 ] , A2 T 90%
Kz T 600 o m DU EL 55 B PRl B 1 ml o

[0087]  {J5E 5 — S Hida o, A< BH AT DL 18 sk A0 2 Ay 254 () DR S s AR pokss 5 e b B
S 1) % PR PR A3 B hoker A VR ELAE e A 2 R WL b s 40 1 R A 1) i 6 DR A
Jr SR 7 ¥ IX e B R A R R T ) 7R B R A R R I TE e 2h 2, T R
VE A B WBCRSRAZ IR TT DAL

[0088]  f41] 4 A BH IRy R s e v S0 mT Jd ok N SRV v A, Sorh IR 4R VR A AE i 2
AUE— 20 SR FRIALR . nEACHE, PRt g R mT I A T A, A R R
A9 T R FIEC R TR R TR i i e X R AL o SRS L3 i ik B b 3
TEFR), 90 Gt I R | Ao IR R AT | A IR TR A IR TR R IR I S IR  H v L B R AR L ST
LA T3 BORL, BT S i 2 B T R 48 v ) 6 T 2 =0 i AL RS B R v Sk 3R 1D
IR

[0089]  ARYE A BH I oy — S 9 2 G TT s B2 AR 17 V5 A4 R TR IR fR
T A & BH 20 & 08 i 4 AN HoA R B i I E I ki AT 45 2, A AW SR R
ARUER—F B Z Pt B AR5, %4 B LU %S T2 A B0 B DAl g0 s A
V3R DU B0 ARG ) TR U HROR) PR SR B S R AR LI R SR ) R R
ABLAA) T35 S W) ) 501 i 1 T ) SR 2 ) L S T L RE AL e RO I 1 IR T 2
Y EE /K AR AR B AR B R S B i 3 (LHRED

[0090]  SEfI]
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[0091] AR BALELL R A3 B SE PEANHE IR o R SO A8 DAL AR B /F 2 SEA90
ol B Bl = 25 A i 2R e AR o N I, 78 b Pl ) S A5 R S it 45 AN HE T B
(8], 3 B3 T AN [FME 2 sl A2 AR A A ST Y () 3 AR N G4 tH O A& T A HIE I
K ARG LY

[0092] S

[0093] A AU FAETE ATEAERIR Klucel [ RD Bk -

[0094] K BREREN (54g) 218N IN & ANB AN 2 45 P I 4l 7K (2800g) H, [R] B AS BT 43 1
PSR U0, WIS N R R kPR S Eh E V) pH AE T 24 6. 0, TEREHE I [R] I 2%
MR IR TN 2R 4E 2 (Klucel LF 5125g) BRGNS INZR AR T (180g) Bl .
Y@t zE i Comil iy 2o ds 5 M PR 42/ 30 wm (781D H &8 Wl B A1 AT 8 4k (60g)
TH 78 22 2 25 A TOUA M Wb o 1 R A0 S0 AT e 200 i B 7420 Ok B 1T 1. Omm 86 P S0
I Glatt GPCG30, FEAT R RE St A I HAG I FE S REE T LR 4 R R B
SRR SR PR EE—34°C +1°C AL S i— LOCEM g5 bk 26— 10-16mL/
min. FEWTHREE N, H4 RD TR 05, T R A B R4 1%,

[0095] B AU AR vadm A8 B 4 M A L-HEC 1] RD fCk -

[0096] KRR (54g) 21BN I AN 245 P I 4liZK (2500g) H, [RII AS W 4
PR W TR, @ N R R R R S RS pH AR A Y 22 6. 00 TEHEHE RIS
G2 M AR S AT 4E 3 (L-HEC :208) 2R AN INZRva 485 (180g) ¥R .
W L Y R (781g) FIATERHENT (60g) T AT HINA Glatt GPCG3 I Hifitk
RD foibr @ i bl BB Ex. 1 A v ER A R SRR ) 4%

[0097]  C.ALE AR iFHETS A8 4k f A1 HPMC (1] RD Fksi .

[0098] Ak FREUAN (39. 1g) SENZ LA N 2 AN EE AN 7545 I 47K (25008) 1, [R] I AS W
PiFE 2R W ST, G AN N SR R Bk R S BRI pHAEL AT 2240 6, TEDHE I [F] N 2%
18 AN R A R 4T 4 32 (HPMC 518. 1g) R soRa i g vhte 45 (183. 2g) ¥R, ¥+
P gE L H R NERL (637, 4g) FIAS YN (43. 1g) AT UMY Glatt GPCG3 I Ay .
RD fCRE S it an UL A I8 Ex. LA rP T4k 2R ARk ) 4%

[0099] D o Pusitor EOAHORY .

[0100]  PRid 43 BURORT A HE [ AC P ik 26 B & R fRiE 2 5 UL S, 2003/0215500 Hr 4 #& (1)
Rl 2% o B, BAA 2y 20 um 85 /NP RAR I D- H ER BEEE (152kg) CR HEHE
Roquette A [ Pearlitol25) 7E & BY U HIRAL CR B Vector [ GMX600) H1 5 8kg AT LS
YEfi CRk B TSP A ZR 4El XL-10) LR, F4liK (4 32ke) Kitk, 4 H K B Quadro 2w i)
Comil VI, Jf i o A8 T B LA LA /N T4 0. 8% [ LOD (g R DIk o #T15
ORE I 0%, JF H Ik K B8R O R DL AR 24 175-300 wom 8 ] Y 1791 340 428 1) B3 43 R
TR o

[0101]  E :Z8iffH-f RDT CZZEHEND .

[0102] {54 Ex. 1A\Ex. 1B Fl Ex. 1C &R H&T5 (TFVORD 0RE 1) RDT Jy FFIECH Sh 7EH &
LR 15RPM 24 4> TH I Hata e Bl B4 (B3R 1 G0« FHRas 7 giioh
F)—FIH 782 0. 25cu—t VILIRAS T, SR 5 IH e AT R YEl Tl i 4T 4E 32 (Avicel PH101).TFV
RD J0RE R4 2Pl oy HUoRs, ¢ HALR 10min, #5275k 35 MG R AR LI & 2 BR A
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i

R B

13/19 1T

(Pruv) ¥ 02 4678

A

SV IF HIGR 2mine #f Hata I A HLCE T T80 N T8k
150mg ({378 E A 10-50N IR — B E S, A HIAE B30 BT L 3.4 F1 5kN

46 384T o BEXSEEAS IR 0 KRR AL T A28 N BRI LA B J5 2 A M

Bt RS B FHE R TR E 3 R IRAESR 1 P, X FHC 5 Ex. 1AD (TFV RDG :Ex. 1A) L

77 Ex. 1BD (TFV RDG :Ex. 1B) &M J7 Ex. 1CD (TFV RDG :Ex. 1C) [ 4ET RDT A ALK,
FRPREEXT DT 1) USP J53% <701 W 1) i fig I 18] 53731 289 60-90 #2.30-60 £ Fl 30-60 5o 4
I USP J532: <701 YA, M BITE 4kN T 48 (13X SLFE i 5 1) RDT 78 30-60 F5 P i fi#,
I H AR P I R, 2220 80% 7E 30min PR

[0103] % 1 :ZRi#4aT5 ROT 4164
[0104]
R it Ex. 1AD | #% Ex. 1BD fie. % Ex. 1CD
(TFVRDG: Ex. (RDG: Ex.1B) | (RDG: Ex. 1C)
1A)
mg/AF| g/ mgAA | g mg/hAl| g/t
TFV RD f# % 66.67 | 888.9 66.67 888.9 | 108.70 | 942.0
He ik 2> 9 45 58.58 | 781.1 | 5858 | 781.1 | 1655 | 143.5
LR YR 7.5 100.0 7.5 100.0 7.5 65.0
Avicel PH101 15.0 200.0 15.0 200.0 15.0 120.0
BASELELE LE4y | 23 | 300 | 23 | 300 | 23 19.5
Uit 150.0 2000 150.0 2000 150.0 1300
=
BE ft.7 Ex. 1AD fz. 7 Ex. 1BD Bt 7 Ex. 1CD
E#Ah |3KN| 4kN | SKN | 3kN [ 4kN | 5kN [3kN | 4kN | S5kN

[0105]

17




CN 103596556 A OB B 14/19 T

&% (mg) | 152 | 154 | 149 | 153 | 153 151 149 | 148 | 154

B, mm |[3.94| 373 | 3.52 | 3.89 | 3.69 | 3.51 | 3.82| 3.67 | 3.58

mE, N | 17 35 36 13 24 36 13 20 39

s 0.4%0.11% [0.17%0.519%0.29% | 0.26% [0.58%|0.23% | 0.13%

[0106]  SEf5 2

[0107] A AL ZRin4E 1) RD Bk

[0108] BB IREUEN (67. 5g) RIS HLAN N2 ANEEAN 25 25 WP K4l /K (2010g) 7, [A] IS AN W
Dikl B . BRIRE SRVATEIN pHAEZE I B 24 6. 8. AESLHE I [R] i SR8 Hbas i 6 TR P 41 4
F(RRAYE R 162. 5g) TR RIGININZREAET (190g) B, F i 45 et H g i
fi (890g) AR TUMANI Glatt GPCG3 I Hifidh . 7EWIMER I A I FE S5 R Fr T LA
AT B[R] SR A PRI AR ORE TR —34°C £ 1°C iR —5 £ 15CFM ;1
WIEFE—4-16mL/min. (EWTET S, # RD SORL T4, TR R L E B UL 1%,

[0109] B AL ZWiFtET [ RD fCk .

[0110] K EREREVEN (57g) SR HLAS IN B AH N A A7 1 L lE (540g) Fl4lizK (1260g) 1R
G RIS AW R R AR . TRIR A SRR pHAE I E N 2 6. 2, Bl 5, IS INZR A 1
45 (200g) VAR, Gk 1AL K RIS IR U L BE 4T 4 5 (L-HEC ;209) . #2<
Pk B H R R (1023g)3H 78 2 A Glatt GPCG3 FF Hifift. RD TR 2 IEAELL T
At N BRSO B4 ) PR E—34°C £ 1°C AR — 4CFM 555 s 25— 8—12mL/
min. TEMTHRGE ARG, B RD SOk T4, T R 4% B4 1%,

[0111]  C ALE T iARE I RD 5k .

[0112]  WERREREVEN (54g) G HAN IN B ANEFAN 2545 1 LE (540g) F14lizK (1260g) 178
W RIS AW B R R AR . TRIRA ERE TR pHAE SIS A2 6. 15, b5, N2
#E45 (200g) 2SR, AR AEBEFE 1) [ I A IR S FE 4T 4k 25 (L-HEC 530g) R iR K
FPEGEHLH B (1023g) AR R UMY Glatt GPCG3 I HLii k. RD FORL & 18 i i A
BRI 2B Hh BT R A RS RO A% o ZEBER SSRGS, 4 RD BokE TR ) Ok T
47 1. 5%,

[0113] D :ZLWA4ETE RDT .

[0114]  #&4 Ex. 2B F1 Ex. 2C UZE45ET5 (CTEVO RD S0BL A RDT F 77 i (B 77 Ex. 2BD
FIBCJ7 Ex. 2CD) 7EE46 1) AkN I B & TR 0 15RPM 1 4 73 T B ¥ Hata Fs 74l
RS (B0 2 PRI EYD . (EEAT UG b )RS R i B S i I R b i
FUME T, G RIAER 2, 7EBCHT Ex. 20D [R50 T A% Carver Hs JIHLR 46 H 51
[0115] 3% 2 . ZRiF4EH RDT 4164

[0116]

=

18
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R Bt Ex. 2AD* fe.7 Ex.2BD |A. 7 Ex.2CD (TFV
(TFVRDG: Ex.| (TFVRDG: Ex.| RDG: Ex.2C)
2A) 2B)
mg/ AR | g/ mg/A A | @Ak \mg/ kA | g/t
TFV RD #4 63.69 | 2123 | 62.89 | 838.6 | 6135 | 818.0
He sk o 21 6156 | 2052 | 6236 | 8314 | 63.90 | 852.0
LY 7.5 2.5 7.5 100.0 7.5 100.0
Avicel PH101 15.0 5.0 15.0 200.0 15.0 200.0
RS EEEE S T AR 2.3 0.75 2.3 30.0 2.3 30.0
21t 150.0 50.0 150.0 2000 150.0 2000

2R .. Ex. 2BD At.7 Ex. 2CD
JE4 A (4 | Start Mid End Start Mid End
[0117]
kN)
% (mg) | 151 150 149 149 151 150
B, mm| 3.53 3.54 3.54 3.52 3.53 3.52
B, N 39 34 29 32 28
bk 0.05% | 0.11% 0.13% | 0.16% | 0.15% 0.20%

[0118]
[0119]

*— ] Carver & Il 48 A 5.
B AEA T BH I 25 25 () 28 V0 RDT [ fp—FZ il & PK it 55 .

[0120]

PERIFFEI H IR 2 PRI 2 2. 5KG S /)> 74 28 1) E s o 24 24 PROSE i Py 7)1 3 B —

) B B -L R A HR & 22 5 2R AR T3 283 )2 (R — 40 n=6 <28 1 20058 3 A, 7
W1 REE 7T RIS 0.0. 5.1.2.4.8 I 24hr BUMAE, 55 2 A 4 41h, 7658 | Rekss 7
KR5Z5)5 0.0.5.1. 04 1. 5 1 2hr BUMAFL o 7EZ5 25 5 2 /T, 8 HH R N 2 2ok 4 24 OB
IR T s — R £k (0. 3-0. bmg/kg BN H 2AMO LUIE fZHAESh Y daes. — H A H 18 &
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B R — BRI NSRS s R B8 A (2 8em) o AME I, BRI 25 5200 5 R o
TERF A R PAT BBV E A I R K A o W82 45 R AFE(EAS R B T PP Al kB
MR« B2 S s T 30 S AR B s« DY JRERR A R S R B A8 1 32 280 ()
WIALHE) AR 22 RGN, B RE B Fh 8 T T A 1 e S VR AT Ao XT3 1 4RI 3
ML 1 REGE 7 RE 255 2hr 8O T8 2 4URI5E 4 R4 255 24hr, FER AT OGN EA
P o B 25 FORHE IR ST, X TR R IRIE T AE WL T DL 22 SR AR B 24 /T SOP 7E &K
T FIRE I L2 SRR T A BT S8 38R o 7 28 T OGN W AR Bk L T e i
BB B IR . B Week-Cel™ #4050 T B i LMWk 5 B3 9 7 wh ik
145 Weck-Cel® #4ahE i, HI T SR ERETBIRE .

[0121] 2 7 O B — 2R v AR5 RDT (BT, Ex. 2CD [#) RDT) 4t AMESR BH 38 i b 2 Ji5 (1)~
RS MR E — Rl 2k, K 3 /Rt 20 (R — R3S 7T IR 25D 245252 Ja IMAH Y.
BEHET T .o B 4 IS =5 RDT Sl AN MEGR P 2 J5 45255 2 AT 24hr [
JIEL RN B 3 2 2R )~ 20 B R S AR v AR S & ] b s 2R (R Rk 7 RG24
R RN ZR AR IR AL . B 6 7 HUKe st — 2R A 5 RDT Sl AMESR B IR 2 5, 472
J5 2 Fl 24hr () Weck-Cel® T34 25 i 25 24 JE 28 U A B IR B, T 7 7R th 2 7 | (g
Fe—IR T IREEE) 45252 J5 1) Weck-Cel®™ o HIAH R 25 25 RTAIZG 24 J5 ZRVEAR B IR I .

[0122]  Xf 257 40mg PLidls g F 5 (PUA> 10mg Jr DX LE45 T 40mg 1% 22 VA 48 5 RS
CAmLD {5 B — P IR PR AT B3 PR 3R, 5 1%TEV BERSHIAH LL , Podi g e 2R it
S IIAZAARAL . AR T 75 AT B OB 85 0 A B A0 2 iRt 1) 8, PRSI R
Astt LA 38 T 455 PR R A B A 3G AR 7 ARG 7. B, I RS k25 45
R FAE P FMEF) M

[0123] SEA) 3

[0124] A A RVEAEE I RD kT .

[0125] B2 ifi4m 15 (TFV 5829. 2g) H @ B (R /N T 30 u m "3k 12 1) Pearlitol25 ;
7829. 2g) ¥ AT Y2 (NITROSOL-HEC250L :91. 6g) FIAT B 4E i (200g) Y 78 3| = 8 7] il
FIAL GMX=25 o B P= kL Y 254 DA 5 T 150RPM T -6 38 B 78 /TR & 2 v b il I
TELL T RS T L2 100g/min [R5 IR 18 28 WK 2K SR ARy RIB G RAL Wil fLAe—
0. 085" ;M- V% B 38— 325RPM, I} [A]—5. Smin ; WIREAL K B B —, I AJ—5. 5min. 5
YR G A5 AR, SO VR AT R T 4R A2V A 30 BB, ARG R kAL, OF B TR DR
FUTR R4 T R o QRS20 AR Z) 6308 /K FF H AR =R L0 N BSR4 2 73, 2R
JEHEH PRI I N A . T PUINAE) Glatt GPCGS [ 4k} 7 Hh 1 78 WV (1 B, o
16 85°C N4, TR/ T 2%, WiAE A Computrac Y 7 s i€ » Glatt T4
U =S EETF—200 75 B sk NS SRIRE—42°C 1 NS AF—40c Im s BRiEHE #—
a5

[o126] B A0 & B i fth ) RD Bk

[0127] B JBL i fth iz (FTC, 682. 9g) L2142 HuiAs Il 2 AN 45 4M A5 4% P 1) LI (3974g) FH 4l K
(995g) MIIREW, RIS AW Hb P FE 2 iR Bl S, 7E BRI R B IR AR S 2R 4T 4

20
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% (Natrosol HEC-250L ;80. 1g) 2/ HIl / Wil T LI i H B HEEE (2737g) JHA R T
I Glatt GPCG3 Ff HymiAk . RD BORLZ 8 I 7E LA 4541 T Tk s ok il 25 18 7= ) L
FEFi—200 5 H ;Wi b — 1 2mm s 550 R ) —2 B @ AN RIRE—72°C s Wi R —
38°C 4 1°C ;I TIH—40cfm ;WM Z—40mL/min ;RIS —R 5. EBTRESE R, %
FTC RD fRLAE T E T 42° CIE N AR R 8, TR R EZ TR 1%,

[0128] C.RDT (40-mg TFV/40-mg FCT)

[0129] ¥4 & B ph B L VR A 1% Ex. 3A [¥) TEV RD #40k:F Ex. 3B [ FCT RD 440ki f#¥) RDT
J TR e R Y R R I L R A R LA 25 R SR, JF HLAE R 8 ) R
4-6kN I HA G N 15RPM (354 87 TR B IEAHL LIRSS (3 W3 34169 . #
FERIBAT GG T R0 45 A I e S A i DA R b v 30 oo

[0130] %t Xf 40mg TFV/40mg FCT RDT, ¥4 Z& &4 J\ (8)MEA HAER 12mm [FJE K T A
] Manesty B s IHLE B LT S4 -

[0131]  FFIER 5 (10) —5. 00g ;FRFK :500mg ;3 [ :460-540mg

[0132] AR EEWE 8mm (@1 TEV 5 6mm) ;s FUE4A 1% & :6mm

[0133]  EEIE4E :3. 3mm (@K T TRV 24 2. 85mm) 5EHIUERI 28 EE 3,

[0134] Vs Ik IALLMELE 25rpm NiafTH HEEM A & / G eiEa TR )q, W 10 4
i ARG IR L. W HAS R RIA T2 10 S R RIS &, JF HAS & 5 704 0 (i
R TS o B T R A LA = AR 6 A DAL BT 47 1 D6 T B R RN T B
[ 300, FF Hobs 4 Fad A pefbkac b o W SR 588, 00 BN B R 1T S 40 LU AR A2 LA
B H P T R 1

[0135]  FERLFRIZAT UG P IRIANGE A, B =+ HA (35) F FIEREH FiE47 i A2 A it
PR A ) A B A, 9 LR 6. 5g A ) FOMEME . B gk At s ARGl
b HAME ARG YA Id M AA PAGE N E AR —# 5 o B — AR A I SR
F b 2528 2 Bl

[0136] i H 2RI E, 40-mg TFV/20-mg FCT.20-mg TFV/40-mg FCT.40-mgTFV 5 40-mg
FCT [y PR i fift 1 37 LA A PR 48 VR & 0 43 LR 46

[0137] 3 3:RDT 41 4 4 (40mg TFV ;40mg FCT;40mg TFV/40mg FCT;40mg TFV/20mg
FCT;20mg TFV/40mg FCT)

[0138]
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R A &t Ex. 3C #e. 7 Ex. 3C ft. 7 Ex. 3C

40 mg TFC/40 mg |40 mg /20| 20 mg | 40 mg | 40 mg
FCT mg 40mg | FTV FCT

mg/ k7 A | g/ |mg/h A | g/ak |mg/R Al g/t

TFV RD #ik 2050 | 1148.0 | 1148.0 | 5740 | 11480 | -
FCT RD ##2 205.0 | 1148.0 | 5740 | 11480 - 1148.0
He ik 2 B 175 | 980 | 6720 | 672.0 | 1288.0 | 1176.0
% % 2T 175 | 980 | 9800 | 980 | 560 | 140.0
Avicel PH101 50.0 | 280.0 | 280.0 | 280.0 | 280.0 | 280.0

5% % BEEE I BA 4N 50 | 280 | 280 | 280 | 280 25.0

%3t 500.0 | 2800 | 2800.0 | 2800 | 2800.0 2800

&

[0139] SAE] 4

[0140] A A0 FAE M RD BOk -

[0141] 4 LR FEMLME el — LR L AR S35 R4 (B0, 5k B BASF A% Kollidon®™
VA64 ;508 ZZ 1% HLAS N 22 ANEE AN 2485 Hh () S RE RN 7K IR G4, (RIINE AN W M 1 0 22 5 A o B
Jii > TEBERE B[RS 0 B M (180g) s . K PR By H S8 M (770g) FHAZ S 4k i
(50 I FE UM Glatt GPCG3 FF Hififk o RD foki 2 8 ik 78 LA R 444 Wbk i v ke )
B TR —34°C +1°C s AL S U— ACPM Wbk 26— 8-12mL/min, 7EMAMKES ),
W RD Bk, TER I E R 1%,

[0142] B A5 v M) RD BOKE -

[0143] ¥ F2 LFEA Yz (50g) ZAZHUIRN N 2 AF N AL Th I SRR 4K RE W, 17
I AN W 45 FE 22 5 o BT, T 1 (R I8 0 R A e (180D 22 Wik o o i 5 B ) H b
FiE (720 FIAT BEYERR (50g)IE 78 E PN Glatt GPCG3 I Hyfifk. RD ok 2l il A2 LA
SN T BB ORI & 1) R E—34°C £ 1°C A TR—4CPM s Wb 2 —8-12mL/
min. FEWTMREE T, 4 RD TR TG, TR R B 4T 1%,

[0144]  C AU ZE9K /R HC1 (1) RD BCk -

[0145] 4 ZARFENLIS L — B8 218 Z IR BESLER 4 (ol ok E BASF 1) Kollidon®™ vA64 ;
5022 1 A N 2 ANB N A A T4tk [B I AW b HE 2 i o B S ZE50HE 6 R s
FEIR) 32 AR AR S 1t B — BEM R 2598 /K HCL (240g) RifE. H L
FE P (560g) FAUREUC R LIE4F4E 55 (50g) AR BTN Glatt GPCG3 JF Hififk. RD
TORL A T I AE LR 2508 T W vk 2 1 W —38°C £2°C ik ii— LOCFM ;

22
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MR 25— 10-20mL/min. {EMEMKE WG, 44 RD fok 48, TR R B E R 1%,
[0146]  D. A0 A AR MR o M 8RS 289 /R HCL [ RDT

[0147] & P a1 Ex. 4A 1 A ME RD S0ki \Ex. 4B (1) 5E 8 Me RD F0RE L B Ex. 4C 138
Z5% /R HCL RD Fuloki F% dE e vh 5%-15% [k H Eak Ex. 1D [1BRI5 23 BUBORL B0 £ 4 25 (3%
Tl 5%-15% [ Avicel PHIOD) % 2%-5% KRB SRR AR 4 2 2 E R 1% 1)
Fif i Tk T &5 5 R A 1) RDT 57 (I 77 Ex. 4AD : AR M RDT, Fit 77 Ex. 4BD : 5045 W RDT, FlEC
77 Ex. 4CD Y% 235 /R HCT RDT) FEAL T AR 46 3 FUAS [R5 5 R T e 2 A 4 TR
Hata J& F AL B R4 o FEISAT 46 (00 R0 25 SR I e R ot 03t 2 o 300 SR 2k, AT
VI SE ARy 0T 1 5 1100 10 o R P A

[0148]  FHAR A GUEANIRE, FORFE R4l -G 4 mT 3 2 6 o LR L B 1B 25 24 (1 PO s i
FIECLHI AT T B IE SRR — Mk Z 254

[0149]  HARAR W CL 45 & A8 LIRS 2 S IR AT #6, (H2 K B, e Uk T U — 20
100, I HLAS W 15 7078 w5 A5 BH (19 18 0 S840 4 % BF U 3 ELA s o B AR 3 i 1) I 2K 22
[RATATT AR AR 3K N FH B » 3 28w 22 78 A BH B a8 B 1) N sl L S e v Tl » 3 L
AT LLIE - b 0 9 ELAn R AR B AR B SR S Py RIS AR

[0150]  H TP H I, 7E 5 T S TR B0 HsF tH hi 38 LA SCdE i 5
FIEN

23
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ks

PR AL (B54)
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