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HMEEY
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[0001] Ak W9 K — Pt & HUi B i a5 29I 25L& W 3 % A S I T35 S
T AR 7

BREA

[0002] VAT B2 TR T NENR M SR (1 AR % H I A SR B (S)-6- S —4- FNE L
PRIE —4- =G L -1, 4- 5 -2H-3, 1- AIFNERE —2- Wl [ BraE T A 25 A 0K KL
SHA NI

[0003]

[0004]  KVET CAEIRIT NSRBI EE (HIV) H02 A 800, Z0m 8 0 0 x5, &
BN R G HAT HERIR, 512 ATDS RAE. WA O s — MR A S0 e s i) i
5, F HXT HIV 5 s B Pt A R . 8 A2 45 dn ok TR P [ 44, log SFEE/K 73 Bt RN
5. 4, K 9. 0w g/ml,
[0005]  (KVEF BAEAEW T 3 RAE RPN 11 K258 (IREENE, SgiE ) o W
WEF B 1T KW TAEB W (GL) WA b 25 A 75 73 0 7 HH 2822 1) B R
10 H, V558 0 45 it o8 I PR 4, ZK P RIS AR B2 R 9. 0w g/mlL, AIRIE A7 5 i 22 (TDR)
0. 037mg/cm”min, IDR /T 0. Img/cem’/min FIZGHIAE N I ¥ PRI D B8, Lt — b 2 31
NI / B RAS R o 3K AT B S M DG I 2RI RE, (1S 50 R TSR 25 257
FHEIMNE R IXRHECERET SRR B M JhAh, BRI 8T 140 2 SEAR O 73
HARREIEE, B RN ERp e, B, 0 Rax e 259 As 215 H i iE X 858 280
eila B AEAEYFHE . B, A0 E 8o ¥ n 259 6657 FlE R R — AR, 2R
T3 h05R & AT e T EOZ Y I BIE IS K.
[0006]  CL&HRIE £ MIA HARTIFIR I WA S A8 GT T IV . 04, SR —
FOTERAT A L 0 BRI RIE 258, Indrajit 584F 2010 4 T Macromolecular
symposia, 287,51-59 # F . {H2HERIHIET B I AGE, F55 ExE LU AT H BRI
B EilEER
[0007] 1A 73 BUFN PEG 4L +5% A [A] #2 B Madhavi 25 7F “Dissolution enhancement of
efavirenz by solid dispersion and PEGylation techniques”;International Journal
ofPharmaceutical investigation,2011(1),29-34 p42H, Horpe 25k in N HEE
), PR 5 0 I 25 B R ) 28 RV K5 6 IR T A 23 A o 8 T I i T ] 44 70 AR 1
S e R TRLRE VR R ARG &, 1] e T B0 I R PR, M PR AR R . Sk
DU, ZSCE IR B A HTETS AR PEG 6000 43 B T WL, AR5 AE PRk 1 R i
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K P HIVE AR\ PEG ISV D, RHIR-G VIR T B0 AR 5 28 RS 31 PEG AL AL S 91Kk
Hles 1 D LATL D 2w/w LLEI ) -PEG 2G5 . JRI, PEG AL R ERIF 2 TP R Al 2.
[0008] WO 99/61026 T T — i RiE -G 1 71, Frb hn A KRR ) L8 A i 3R 43 4208
FR3 R RS, H A AT VAR & BB R o AHA, TR BA S AT A 55 308
1o

[0009]  US 6555133B2 4 {H A v 5 & 2o 3 1) 1 R0 28, G A 5 — sl 22 i At 5], 4
1= AT B W TE TP RS H TR R N T G 2 AR AR Y OB AR AR A . AL, A A
R PR R R R SV Ry L TR B, A6 R R I T K SR AN R RS B2 S T RE X A
f A RS RE— 28 B T BT e B 1 BELAG v 70 o ik, DA T T B0 Ry 700 FR) g At 7 A AN M) 552 i
[Development of Fast Dispersible Aceclofenac Tablets :Effect of Functionality
of Superdisintegrant,C.Mallikarjuna Setty 2§ ;2007 & 2 H 7 H¥:k ;2008 £ 1 H 16
HEIT 52008 43 H 12 HEEZ 1.

[o010] A1, 4 Ak V25 OV A 1t LA B R IS 1 R A= 4000 R [ st BeALR 285400 1 ) AT
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I B L.
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DA ST o0 N =1 A N N 7 N

[0014]  YEARIERISEHE T b, Frid 4l & a8 2 /0 —Fh R AR E 7 2 b — Pkl )
(viscosity building agent) FlZ/b—FpSEA4), Horp B4 b BrA ok (FRL 12/ Tk 55T
L HCK
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[0018] AR B — Jy TR AL —Fh il & 00 S K AT © el 2 2% Ll ez i 2k L
TR KEY 2 SR S IR -G i &Y 5 i, A KB S kiR EgKIE
Fl o
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BiExiA N

[0020]  AKVET &2 RATIRE AR MEAURE K 11 2R3, LRI R R TR 4 25 ), 250
FEIT AT I RIRESE o VP20 DR 3R LIS i 21 AR HY R, R0 2 OREA L &5 Bl e o, il 2y
PORss o AR B2 29 AL & T S R A B — 4> E R, JC R X IR
Lo 5 SV TR IRE T L I G S TR I 254, RIS Eeys i B/ T4 10mg/
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[0023] W 7K 1 25 9 1 44 oK A (nanonization) 18 4 F& 8 4L 2= PtvE [ B F i b
(bottom—up) FEA ] BF fifi# [ B B F (top—down) AR ] #4250 40K & k. W] LUAEH
AR T 0 N K TR 29 ki 42, 90 :Huabing Chen Z5£7F “Nanonization strategies
for poorly water—soluble drugs”Drug Discovery Today,00 #%,00 #f,2010 ¢ 3 H i}
W TR AR 25 A7

[0024] A& BH A K ORE AT LAGE G AT 7 V3R 15, 4 An{E AN R T B8 \ Ui ve A mdt .
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SR S A IS GE R QUK BIR . (B — DML R A, 2595 S U AR FE
T3 A HLE T W0 B DY SRR g Bl N- R I —2— niE i e i e DL e T 25 4 i A ) O AR
o SR JEAEASE ANt iR 80 R VP 4 188 BRUNBE IR A/ T, il A LR S IMA 25t
WK TS AN G R o FEFRIAER E TR LA TR & Tt R R e 2 2 12 ) 25 P 4 oK it AR 1)
JT RS e T G B R &=

[0027]  HRHE A BH 1) oy — St 7 585 380 A ) 5 vk A & i A5 B AR e P 8 F
WIEE F s (500-2000 E) B3 BREs B2 TR . 2% J07 A2 EOR ISR 0 n 2 ok il 43 R
BY), HOWERH S0k i At e 2 K J0R

[0028]  HRFH A B I — St 7 4%, W S5 VA VR TR 1 5 i B AR B A TE T B /KB T 28
AR AR AL B AT 74 551 40 i S A ik Bk SR AL A P st 25 5 - T 54k o VR0
[l 1 i e 2B K

[0029]  ARYE A BH I 55— S 7 52, 8 e SRR R 1 07 A6 DB I St 7k — 4 A ik
oAy BUR R s B KA

[0030]  ARPEA A B IR Iy —SEHl 77 28, A FLI / A28 R B 7 A 46l 45 / K (o/
w) FLIR, B T8 25 22 Bt i AR AL IR KIS A S A WA & R 5
R AU FIA VA& FLI . AVE TR ST BN IKAH, ARG 2%, TR a1
EH ORGP

[0031] AR A& B B 3F— 20 A 52 5 &, PRINT (AEYREARAR o i ok 2 ) 1 v FE
I FRVT i 73 7 26 BN~ i Bl (R AT R 1T RE 96U S8 & B B il 3 25 A MU0k . PRINT A LA
7E 20nm 22 KT 100nm FR150 [ RSB SAE T & Bk

[0032] AR A A B SE 3 — 20 B St 7 &2, PR AA 1 T A A FE AT FH B4 E I R B A
(CAG) MHKETS T il 28 oA 2R 4 PR P A ) 21 48 K8 LR A B e o

[0033]  ARYE A B S 1E— 20 I SE 5 42, b 75 R 1 D v B R AR R BT e S 1R) 4
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R, T HAF A5 6 58 /N B RO 58 I KN S — 1

[0034]  ARYEAKBH I Iy — L T7 58, Wi 25 -1 1K) U7 VA AL G A0 =L B SR Ak R Rh s v o B
SR, Sk AT S A . AR JE I E AL RS IRAE T 1) = A i P R A
T DAMAR R R B K 43 AN T B3 6 R Rk o

[0035] MR A% & BH (R St 7 585 VAT & I Al K AL AL G 9 KA BS (nanomill) fKiZ
T LR D—FR R E R 2D — PRI 2 D —Fh R AW

[0036] AR A< A& BH AN KA BE (I AE T & Bon /D TEGE T 5 uom WORLAR, Uit/ T8 %%
T 3um, FLEDTEEET 1om,

[0037]  [Alith, A% BHER AL — R 25 AL &4, FoAL & 9Kt B I35 B R+, Jerp BT ik
B AL A /Db — R R AR E ) 222D — PP RGN 2 b — P R S LT, DL
AFAE R HAth 25 2% bl Bz 1131k

[0038]  HR#iE A B, IR R [1AS E FI2 45 e Ao g 40 K BH E (14) 24 4 388 m 6y 2 i P A 1) 56
(1T P e B TRy | L e G T et o A [ e N B i e S e S S Gt S ]
TG P AT DAL B A A A SR AR R T AR 2 N o BH S B 3R B 9 1 B 2 ) AR B ol
PRSI FE SR (I ALEE .+ R ( AR IR ) « A RERE — AL IR 2 RN
i 5L = I EL IR AL B (CTAB) IR L FEALIE IR L4 R AK (N AL L~ 25 i L N, N-
Tt TSR G -N- E AL SR S R IR R AR O 10 SRR R VTR £
( A IE R Eh  MH R ) « B4R L0 BE R . S 2540 251 ERORRS L O Al . AR R Al
BRI B IR B R £ e SR R R IR £ L ZR T R Eh A SRR R £ L e SR R Eh R R B
TR AL R AR TH & T 0 Bt IO 16 ot PR A o R B 1 e 5 1 LR AL & Bt PRAL « LA ZEAL IR
TR B AR S AR TV )R BRI 58 & Il Rk L AL Bl A 2 A BT AR IR I
BRI G R EE WL NG P BE L A 5 ) B AR SR MR T BR L i 2= 2k A I F B P g
TR CIRbiHE & TaGNZ N, N, N, N= DB & % 2- fedk 1- 2 &5 2 BRMRIHE  N- A8
THIE 3- FIETAME (N—coco 3—aminopropionic acid)/ gNEhN- 43It 3- WaEIE AR —
1 (N-tallow 3—iminodipropionate disodium) # N-#FFEn —F I n-9- + /)\UsFEAFH
WEE . n— MR R 43 n- B OREHEEEY (n—cocoamidethyl n—hydroxyethylglycine
sodium) £h%5,

[0039]  ATH “HARGFH” 42 ¥ il ik B 6 18 ik 38 0 w7 0k B i B A AE BT R ERE AT T Y
KSIURE 1) 490 BEAH AR SRAS 8 A K 0kE (1 AT 51 o S SR T2 510) 1R S48 A Bk I AT A2 400, 49
FLBE RERE (sucrose) (HERE (saccharose) KARTERY (Z2ZFHHMIKS ) 5. IREGWH LS EE
1o

[0040]  ZE-EV)EIE KL AFEHA R T T4 RZA4THEY), WA NIELT 4R R P IR 4R
FTRNERREA YR PRI GRR G LAY = R PR Y280 RS PR F
TR CHEETYE 2R S TNIRTR BT, W IGTR R BRI A By R i R S AL R . Ra Y3k
B A IS

[0041] AU BHERLE—Fh il 2 29 GV IT 3, Bk T an ~ 28R iy 20—
T 2 TS T ) 282D — R RG22 20— B 25 W 5 Jm Ak LA A2 B ik 25 W48 T 3k 2% 1 v P
T TR BERG FRATR ZR S W B2 5 3 B R P SR B RS o R KT B DL AR Al
KA BRI 53 I ads A K B T S W B e 28 A b LU ek 5
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[0042]  {E—ANSEH 7 S, WA PSR B E 2 o 5% —60% w/w.

[0043]  RifA] LAdsbhe NJREE, sl F il LU s Fr i, s 7R /s 2 B4R I, s 4R o
THEBEREGR .

[0044] A& BH (¥ [ AT AL ] TR b B A, SEAR IR N, BT IR T m] DU B Ak, 4R i
A

[0045]  BYFE, ANKAH S 3R K T LU A IC il v (A7) 28 4] G v A 1) o

[0046] A% SCAE FH ) AR TE B4R B S — il 2 Bl 24 4% BRI RS2 1 gy, AN T A
(carrier) R EIE 787 R 70 IR 500 Bt 550 M A ) o

[0047]  FH T A< B HRAR 0 [ 44500 284 rb ()60 ) 252 B mT e 52 R 2800k B RE T BIE 78 771 1)
A PR 1 S B R FLBE (), B s TR LR o — LB, B — FLBE ) JRI AR A Tablettose
[ 11785 FLRE R bR 4 Pharmatose B2 A4 ol 1 1 685 L0 sl HC Ay mT 5 e 7 X i) LR 5 LR
B S RERH o L BLAEE T ERET A ATRE GO0 WK ARl 2 SPHERIRS SR ML AT R
B ET RS (B, BARA Avicel MITT TSR ET4ER ) RN 4E 5 sL- RN FEET
e g (RBURH ) R IE AT 42 (HPMC) ; R BE4F 4E R B A (5140, Methocel A,
Methocel A4C.Methocel A15C.Methocel A4M) ;#5ZFL4F4E3R R FRA4ERY R T H
TR PR CREAYE R UL AN ET 4 24T sy Bt e Ry (B SR E TSR AY)
VERT S FORTER FOCKIERT ) %5,

[0048]  TEH, A< BB A Ay [T 40500 2t w] DA 3 Bt R v 7)o Sl PR ) S 451) A 455 s
NREE Je Ho 2% bnT 452 19 R alc e (19 G folt g IR B IR IR 45 A IR I ' 5 1 ik b LAt A TR
M EEh ) IEA S CHIAnsn g ) R H R RS i PEGERR (silica acid) B{F#
HATEYBEE (BIaneErR h . A hE IR A S R A1) A SR YR, i FREEER AN /
BRI R ER TR ) e U R PR e R s\ SRt (T an A B Rk ) BRR G A BE AEAT
b 3 RV ) o

[0049] A, A 2 B4 A4k FR) [ 4 ) 28 s W] DAAEAE — F B 22 okl 6030, G (KRG 6 57)
() AE R il S A9 R 49 s 2R LSt s e i ( IRPR SR YRR ) B8 & T BT R AP e R IR B
SRR, AR B2/ DN R R R FREAA R FANETRER RN EFET Y=,
e IR ET AR AN, RS B S BTz A B IR TR 2 TG VR TR ) B L VR B ) B A T L
fih A 38 FIRE A7)

[0050] A 2 WY 8y il 351 At AT LAAE A 6 3 KD A A1), LA FRAEANRR TR N ZE 4T 4E R (HPC)
I3 5 HPCL FR FR LT 4E 2% (OMC)  CMC 4\ CMC 45 AT B IR FR R 2T 4 204 3 78 571 1 S 451 7 41
ZEWIVE Ry UL S B S VE Ry  FR TN 2R VE M OO PR Ve K s & AR AT 4 3 TR ST IR AN s BEIR B L
BB A s E A E R A AR S

[0051] A R IR — AL 7 2y, R — il & Ak I 25 AL S W 7%, iTik T
FARELUUT 2] L OBHET & 2 RN BERE . HPMC 9 U3 AL s2. Kb aR 1 13y
JAL IR o BRI S 53, H D3R 2 (RGN BE R R R B AE LB — KA O 4T 4E &=
FIAZ R YE /i VR A4 b LA ki ¢

[0052]  {EAC U B o — ke S 77 S, S At — A il & 29 A S W i 7 1% Tk T A EE
(1) FEDEFEEAT T, 2234 /K TP 22 FERS 4 . HPMC. A LA 18 ) RN o) 25 B & 10
B 5 (2) IR (1) 50 BUA UL, SR 5 1 2 TG 2y BUR KA B 5 (3) il gk
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BB FR U 2R AE T RS R P W 25 AR FUHE — K-S Tl 4T 4 R A AS SR YE TR 5 ok
Bt 20 KBTI 1R 2590 5 (4) W RAF BT ITFIR G+ (5) K T i b1 v O e 28 Hs 1l iy
) 5 (6) HEFRAG Y 77 25 AR Je WAL A o

[0053] MK L ] DL R Y, R4 A W 2% B KA S VA B S A & Bonth He
WA ARAEGY) BEUE R E 2 (profile) . o] LLEE— B4, AR TIRE BRI &
W, W PR AR R B it var e SERE— BT DU s B 31, ] DR A< & 1]
25T G B A TE & W] LA 2 300mg— £ 600mg [R5 [, 12350 AT LAYk /b 1 P Rl 3 1)
RIVEH .

[0054] AN BHE— P ERALEE AN b ST I [ AR50 Y, B 13897 5 2 AH DY R0 0 86
PRI, B T I AKVEG B 45 25 0BT 0 B0 BRI IE B R . SEAL U, A% Bl —
AR AAEE AN ESCHTIR B AR, H TS N S sk b e (HIV] o ARG Bk 5 oAbt
T A SR B R RS 18 S AR A RE ) 2 8 i TR 77 B8 ) — 0 73 DA RIS 2 i T ] Wl LI )
NI HIV G AR o

[0055] AU B LL FBTIR Va7 J7 i HA PT LA Y, It HERE slbR R A A T ) ] 44 551)
A5 ek 2 B AL 96097 HIV BRI i A A e 252 A i .

[00561 Az WAt ik LA A R il S i A1) LA A% A B 8 a5 v ) ol 2% ) A i I V5
TR i Sl — DR

[0057]  SLjifafs]

[0058] "I HI)SEJEBIAN Ay T i B AR K B i AN B R LT AT 7 2C R ) FL e

[0059]  SEjifsl 1

[0060] [ )y :

[0061]
FPole | By g/ A
L. HikFHC 1P 600. 00
2. Z PENRGN TP 06. 00
3. FRNFE FRL A4 2 3cps TP 50. 00
4. AR 1P 16. 55
5. HEE 1P 100. 00
6. Bk 1P q.s
7. FLBE /K& (200 H ) IP 325. 00
8. WS LT4E 2 TP (Avicel PH101) 320. 56
9. A ERYER TP 50. 00
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CN 102985072 A w P P
10. AT BEYERR 1P 36. 89
11. e RPREE 1P 08. 00
Mt 1513. 00
12. PR R 4T 4E 25 Scps 1P 15. 00
13. SNEL TP q. s
14. S FE BP q. s
B 1528. 00
V] ALK
15. Opadry AMB White OY-B-28920 INH 45. 00
16. FAkK 1P q.s
j=7n 1573. 00
[0062] R .
[0063] 1. FEFFEAAE N, ZEFAL /K Hh FH 22 2 el  HPMC « F3 A 60 TR B A R e ol 25 Ak v
B3 B
[0064] 2. ¥ Ll 7 BRI AL , SR IS A KT B
[0065] 3. JHIdAEVLALRIE R AL - W S5 7E FLME — /K54 TGk A1 e RN AS SR R VR &)
KW B 2 KA S 1) 24 )R 2
[0066] 4. BFFRAFHIRIF 72k (size) FFETE
[0067] 5. BHIETE FRL T £ H A 7
[0068] 6. HFFRA I A A B AR JG AL A,
[0069]  SEJifafs] 2
[0070] [ilJ/7 :
[0071]
2R I % =g/ A
L. KiETHE 1P 300. 00
2. Z FEBSEN 1P 03. 00
3. R R R LT 4 & 3eps IP 25. 00
4. RN 1P 8.27
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5. TERE TP 50. 00
6. H kK 1P q.s
7. FLRE—KE) (200 H ) 1P 162. 5
8. AT 4E % TP (Avicel PH101) 160. 28
9. A B Y 1P 25. 00
10. AT B Y TP 18. 44
11. i iEmR 1P 04. 00
587 756. 00
12. BN FREAYEE Scps TP 15. 00
13. SNEE TP q.s
14. ST BP q. s
587 771. 00
V] R AL AR
15. Opadry AMB White OY-B-28920 INH 22.5
16. Ak TP q.s
it 793. 50

[o072]  ih#% :

[0073] 1. fEHEFEACAT T, AEMLIK o AT 20 FE iRl HPMC ., A L0 19 A A TEE AR 1 95 VR0

173 AR

[0074] 2. 5 EIRIFHUARRI AL SR 5 9K BT
[0075] 3. MHRLAEWALARIERINL WIS AEFURE— /K G B £ T 4 A R YR TR 54 b
ORI B 291 K ATE B 1) 28 0 S

[0076] 4. HFBATHIRL T~ 73 ST T

[0077] 5. KR kL A 28 il i 5

[0078] 6. HFRATHI T B B AR A FR A A

[0079]  SEJifs] 3 <A HIE AL GYIREAT SR S P H

[0080] M4 AC A B, 5 R TS AR A& R h v 1457 2% SLS /KPR I p AT« 23 (US 24
#) ZECUR A N T A BUARR 1000m] 540 B :37°C 5 2 M- 4638 50rpm s BURE < %F 10 43

Bl
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[0081] %1
[0082]
i< 1] |R] B (min) BRERIY%
WVE=H 4 71 300 mg | BLAE FA H ) 600 mg

10 74 40
20 ‘ 90 59
30 97 80
45 98 87
60 101 88

[0083] A BT AL ) AR St 2 4% KA T & 300mg il 4. IUAT HoRA &
WS WA B [600mg] VAR AL Y2 gl FR N L 4T Y 30 FLBE K &1 IR IR X
T T 4 2 RSO R Y

[0084]  FRAFHIL AWK 1 P, HoboR s R E 2y b iR 1AL L B, 10 0 B,
2975 % 1K B KA GRS PR 9, OF BLAE 1N s PR JLF 100 % #, i B
AHARMIFLE 1N P OLE R 88 %6 o X L8455 il 2R 1A K I A & HAT ELBAT Bk
AP A R

[0085] XA AN 53 5% 1M 5 DLIR) e, AEANTE B A A RS A KA D8 1 5 W] RASEAS ST
I FFI R BEAT 5 PR R 5o DRI, B 2 PR, RV A0 0 a2 S5 7 22 R e R A L A
M IT T AR, ARG ARN 53 7] DR HIAS SO 23 T IS s lofn A2 i, X 48
ORI AN A T ANAS W RS Y

[oog6] AV Bk, ASCHTAE AT IS TR AR TE 2 0 1 R 10 F AR, AR AR A BR A1 A8
)RR A B AT S AR AR A S A28 I R LS A H A T
(00871 SV 49 5, 4 WY 45 A0 BT B (9 ASOM) Sk b i FE O, RO o0 — A () 70— A
(an) 7 M IZAS (the) ” WIRER AT I IR G, BrAE LR SO NG 2RI
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2 80 1
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K
50 1
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20 4
10 1
0 : : r
10 20 30 45 60
B’J’I‘E'J (min )
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