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=R B RAL N 12, BT, BLNT0. 05588 /R 24 S B AL 77 / B ZR AR B G / 4 B A
2,0 LA/NT0. 045 FBE /R 24 & (W B AL 77/ BE IR B S50/ 0 B I 220 58 =i B AR
A 7R AR AL 738 5 2E50-80°C , AE1%E65-80 °C IR NN -

[0063]  7E 55— BE IO BSAL 77 2 BT~ 2 S 35 2[RI, 4G — Rk &2 ff (L ik — Pk
PR B AL TR (9 PR 58 2 e A/ SO S TR BE) DN B AR 4E 3R 40K, B Tl o A 4E 3R 4%
TR ot e FR LA 4 21 10 SO RE IR BEAT I B8 40 S R 1) 47 4 2 AR« T R FH B — R e i
T TPl (LA ) SR B e AL I LLO . 2-2. 0 BE IR F2 de S AL 771) / FE
IRHIHE BT SN o FRGE AL 7 R 70K S BEVR A ) I 22 s B2 iR (RA, 20-70°C
P 40-60°C I E) Z BN .

[0064]  7E 55 —Fi Be P NI BAK 7). BT 2 SR B S 2 [R5 3 m] ) 40 4 2R 40K TP I
[ T F AL 5 A ) e A7) o AR PR il MRS B B s S e, IR & e B e VBRI
A/ BT RE » P A e 3L 7738 5 LLO . 5-6 B IR St b AL 1)/ BE JR AR B T i BN o 7505
N IR AR 2 S SR (R, 20-70°C , %4060 C I R) Z B, A FIHL I e 34k

o
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[0065]  7E 58 p ik Z B BTk AL i , BT 45 21 1) 4F 4 22 Tk el o5 gk — 2D alidh , T A/ SOt B
T PR A E R TE, LABR 25 M H e SO R 7 o W SR FH ATV A N RRAL S 21 81 = 1) T
FSC I 6 PRI ATART 5 751, AL 38 R K

[0066] £ 2k Z Tk A 1% 28 17 350 40 i SR I R o 30 40 SR SR R o AR A 2 S, FF HLA R T4
WIER I FIHAEEP 1,141,029;EP 210,917;EP 1,423,433 FIEE % H)4,316,982. 8%,
A A AR = A 2 2R Tk A () SR o0 i 5%, 45 il o A SR AR I A7 A o 7R XA 1) 358 40 i S ok
TR, AT {2 B kL E 2. 4-200mPa * s, f5i%2.4-100mPa * s, BEALIE2. 5-50mPa * s, i3
30mPa * sf{JAF4E Bk, FEPEASTM D2363-79 (Reapproved 2006) , ££20°C T , ££2 % M = /K%
T DE o

[0067] |k £F 2k 2Tk H A Ui o R 0, Vi S P AR P A DA N R s (D) TR — B R B (i)
3—C (0) ~R—-COOA & [A] H b Ry — AN R R B 5 R Je B JF HANEBPH B 78 (L11) Bgi—1h
B = A —C (0) —R—COOAR J: [ (1) 1 & o FH B DIk e Eh Bl < & 2 , | AW el 2, SE AL
AN o s L , AN E

[0068] L G — Bk ik B LB L PR R AN T B , 4 e T SRR B R T B ik
[#178-C (0) -R-COOAMY 3£ [F1 Hy R R K 3«

[0069]  —C (0) —CH2—CHa—COOA , 151 f1—C (0) ~CH2—CH2—COOHB—C (0) ~CHa—CH2—COO Na™,

[0070]  —C (0) ~CH=CH-COO0A, %1 1-C (0) ~CH=CH-COOHE,~C (0) -CH=CH-C00 Na", 5K,

[0071]  —C (0) —CsHa—COOA , 1 fi11—C (0) ~CsHa—COOHEL—C (0) —CsHa—COO Na'

[0072]  —C (0) —CsHa—COOA[) A 1 , 1511 41 —C (0) —CoHa—COOH,, eI FIER AR 16 HF 51 75 2
A7 A3 B BR AL I A 4 R Tk

[0073] i) HPMCXYAIHPMCX , J HHHPMC Ay 2 TR 2 FR AL AR 41 25, XOMA (LRI BOCHB (T IRHR)
BXCAPr (REEHY) , 31 HLY S BEIIEEHY) (Y AP (SB2E I ERHR) BRY AM (Bh ke HY) , it 2
FRARZE — FF IR¥R TH Fk FF FE 47 4k 25 (HPMCAP) 2L TR By SR R ¥4 TR At FR L 47 4 25 (HPMCAM) , B PR
P2 TR L F LA Y 2 BRI TR (HPMCAS) B R F4 TR 2 R L 4 4 25 (HPMCA) 5 B3

[0074]  ii) AF7K — HERFR TN B FY L AF 4 22 (HPMCP) 5 ZFRBR IR F2 A JE 4R 4 35 (HPCAS) \TH
FRURIIMR L T FR B4R 4 35 (HBMCPrS) A ER BRI IR F2 L L R N LA 41 3 (HEHPCPrS) s FllZ,
R B IR F L 4T 4E K (MCAS)

[0075] s PR Fe TR i R B AR 4 2R DR PR I (HPMCAS) A ik () e AL ) 41 4 ZR Tk

[0076] Ak B I AL A1 4 22 oK I8 15 RS 52 2. 4-200mPa s, f1%2. 4-100mPa » s, AL
1%2.5-50mPa * s, B Li%E3-30mPa « s, IR “CERIFIAM TN FF 4 4E 25, United States
Pharmacopia and National Formulary,NF 29, %551548-155010" ,7E20°C I, YE N EEAL I 2T
Y ZXWETE0 . 43T & % NaOHZK VAR 12 . 0 7 8 %6 T R &

[0077] AR EHI BEAHI A 4E 2R kR A DL B P HR7REIDS (R L) AIMS R e 0 o

[0078] A< B} ) I A 1) 4 40 2 TRE D 5 — I IR R (191 1 L I 6 L AT I BT I ) ARG 2y
0-2.0,4%0.05-1.75, HALIEO. 10-1.50, HALiE0. 15-1.25, ¥ 5 /£0.20-1. 008 H 5
0.20-0.65.

[0079] A< HH O B AL 1) 27 4 25 Tkl 5 20 —C (0) —R—COOHR) 3L [ (91 1 B% AL L) 1) AR
N0-2.0,H1E0-1.6, FALEO.05-1.30, FARIEO0.05-1.00, K575 /£0.10-0. 705 H 220 10~
0.60.,
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[0080] i) — kAR HUARE AN 1) 3 ~C (0) —R-COOH 25 1 F AR B 1) S AR T-0 0 i
7\30.05—2,1}5@0.1—1.9@1}‘5@02—1.7,By1jnjio.3—1.55#%%;;%0.4—1.410.4—1.151%
%0.4-1.00,

[0081]  — ik 3 i BUAR B2 / 2 —C (0) —R—COOHRY 3 [ f) A 2 1 EL 28, 499 21 2 I 32 ) A
J5 /RS A BRI L 28 (DOSAc/DOSs) M £ £6.0/1.0,LEE£3.0/1.0, BLESR
%2.7/1.0, iIEE£2.2/1.0. 1% ZWHE H0.6/1.08LFH %,

[0082] Z FRERAIBRIIBRER N S EME “CRIFMMAE AN F 4 4% ,United States
Pharmacopia and National Formulary,NF 29, %5 1548-155010" J5E . 5% K YRs 1E k18
(AR (BI7E A - HPMCAS % T o () “ R4 2%” %Bﬁa\tlj FER BB 1 Z 7 15T R 2R 77 20
FHT- 0058 AR T Wi, 4RO B AR AL E ER R B &

[0083] £ FE Ak 1) 41 4 2% Tk v ok 2 11 1 5 %mﬁﬁﬂn“#ﬁﬁﬁfﬂ&%” United States
Pharmacopia and National Formulary,USP 35, 583467-3469 T H A i AH [E B 77 2 E o
[0084]  ARFELL T AU, W5 ik L E 234 45 210 1 Tk A0 G 8 A 1) 2 = 5% A0 o SR AN B R DS
FIMSAH o %2 3R] R AL 77 3K F 00 5 e 4R 4 2 Tk R 1) B RS DS FIMS o

’/‘\}Q{ "%;. (/\_

M{DCH) = MIOEN
M{0C Hy ) )

i

= 100~ { %80 +
A\
N

[0085] T MOCH, CH O CHyy

/ MLCOCH,) — ML)
_ { - R { {2‘}13}’ LS })
i MCOCH)

o o HCOCHLOOH) ~ MU
y e Y DG, T OO )
e Yaff P
M{HPO)
xfwm ) MSCHPY o e PO,
IS{HM [ - MS(HF P
[0086] B 5{ {e } o " 3(03%_;"1{%:;‘1 3}%
MG

[0087]  DS(ZFt&) =

R LR
m%m TTRAGTY
[0088] M (Me0) =M (OCHz) =31.03DaM (HPO) =M (OCH2CH (OH) CHs) =75.09DaM (Z, Bt L) =M
(COCH3) =43.04DaM (B¥ F1EE L) =M (COC2H4CO0H) =101.08DaM (AGU) =162.14DaM (OH) =
17008DaM (H) =1.008Da
[0089] Wit iiAt, & % N T A4 EE Bor (BHIA B M aE s Y ®E
=% . PRI S T H AU (R, —0CHs) 1 ot & i - F2 be U R 1 7 2 0 T 2 b 4 O
(B[, 03V %58 3 —0H) ;45 0134 75 2803k (B, —0—CH2CH (CHs) —OH) () Jii & 438 o g e — I Bk L ) &
2T -C0) -Rif) FTERIE , KPR IR IR, 11701 2, Bk (=C (0) —CHs) - 7—-C (0) -R-
COOHI1) 225 [A] 11 7 & 22 T 2L A 1 i &, 49 B BT 2% (R, —C (0) —~CHa~CH2—COOH) (1) 5T & 4

10
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R

[0090]  =AhHb RN H H [s23/526-0. 24MS (e ds) 1A KT°0.368¢0. 33850 3150 . 305k
0.278%0.2580.23850. 21 R EA K T0.19 FEF MK s23/s26-0 . 25MS Rk ) 1 |-
IR AR B B BR A A1 4R R T, A B KA R SR AR IR 4 = BT ], 7 BLEE e [s23/s26-
0. 2:+MS (Fehee) 1 T LA BB, Ot H32 K T0. 361 & AN Al LU M BR AL ) £F 4E 3R Tk, £E
IKVE P T B R B AR o AN A5 SR A T 248, H i A MG R AL 1 47 4k X Tk e S 2 I AE /K
VAR T R A 2 A (L e T~ 254 st 25 D A0 7V P 0V i P O EL AR s L AR R
£ B0, 5N Ja# A Ad e AE B L B 250 [$23/526-0. 25MS (e ) T 1K 520 , 1%
VI 00 B A% 22 Y (40 TS A 60 44 4 25 Tk 5 0oF B R 6 60 AT B BB AL P 27 2 R AR LA
[0091] LR ERAL RO AR 4 R BRAE— PP 715 il 4%, i 7T IR A4 2 5 DR RO
PR (1) JRIE— AR BRIRIET B (1 1) R BRBRET L (111) MR IR — Jo R BR BRIT A — 2 PR R T
[FIEH A o LI IR — TO R ER IR T B L BRET T RIET FI PR BRIET - ARIE 1) R ERIRET 1% 5 BE
HABR T £ > B T AN AR 2R — B BRIST o DL 1 I IR — o R B PR IET m R A5 A 5 BRI — R R
PR IF ] B A s BROOLAE I TR TR — o AR R BRI ] 5 DL 1) — R IR BRI 4 A 1 H -

[0092] 24 Wk B BE AL AT SR A O 21 75 =0AT , W /e 3R | L8113 ,435,027 814, 226,
981 7E [ fr LR HEWO 2005/1153308AE KXY L& FIFHIEEP 0219426 FHAR 1 o

[0093]  AR¥E FH Tl & Be AL I 4F 4 Rk 10 T VAR 85— s 75 X, SR 4 RO ER AL AE (o) FiR
AR B (BN 208 R BT BR) AR A R BAY B AT o LA AT & D &R A RER T N
TBAR I HAS 55 20 28 22 T S5 S 1R HG B ) B0 8 711), 499 i AR Co—Ca i AR 4, 491l e — U e B
TSR E S IS R R I B S K T50 % ik A TE %, EARE 90 % , T R
LA JB I e B o B I3 SO AT S5 EH T TR R IR 2EL i TR K S REE 711002, 000 &= A7 1) T
WRARBRAE R R BEAY 5T/ 100 B 57y (1) A1 4k 2 Tk A7 A5 N 3E4T - PR AL S SLIE S 7 (d) Bt 40 77
AFAE T BT IR TE I G JB R IR 519 1 Z RN BN £ IR B A7 78 T 3EAT T & R AR IR R 1 = A
176 8 20-20 0 2 5 4y (1) 4 JE8 PR IR £/ 100 T8 Sy (Y 47 4 FR Tk o 0 SR G i — Jo AR BR PR I A — %2
P& BRI T ER A A 4 25 Tk, ] [ I B bty — AN 42— AN MK P PR R BT 5N B S RL 25 2% - 1+
TN B 5 B 75 28 1) R — PP IR I ) SRR A SR () B AR FE i e , DAAS B s 2474, Il D d
Tk PR A ) TR EF 5 e 1 B R R B R B AL S i B R R 1- 1065 8 H R 54 /E60°C -
110°C, L AET0-100°C T Ik 2 BA 5 B RE R I 7], 5 542 , 385 2-25 /N, B 38 5 2-8 /)N
)

[0094]  ARYEZ T VAR 5 Skt 7 3, A 4 2K T ) R AL A5 A AL ) () T TR B B R R
B fi) H, FEC P (A R (8] it g Bl a— R R IEEIE) A7 AE R 3T o A HLIE IR &=k 950-1,
000 Sy /100 T8 57y (1) A7 2 2 Tk o Bl P A A0 RN =0 0 28 /D S TR I B BRI o TR AL
2R Y AN IR R — TCR PR TR I AN/ B R IR B I 1) S AR 4 B I MR AL R R 1 o, A 31 A
L7, 8 DR IR T TR AR B T R I B R IE AL St E R 11065
FHRAMIAEA0 C—120°C N IFA R DL TS RS SE I ) , A9 58 A2 5 38755 2-1 207N o

[0095] -4k Z kA 9 JEURIAS i@ mTIE T OB B, T AT R AN AE SBE AT BT H 43 HUER
Tt s B A VA K o B A OB AT EL 2 A A O BRI K I A 4 2= Tk R AR I ELBE A R AL S
AT 5 B R R AR 2 2 Tkl T VA R T OSL A R, DA s 445 B 38 A R o AE 58 R AL R
Ji , AR ZEE R4, 226,981 H bR & FIHIEW0 2005/1153308FK & FIHEEP 0 219 426

11
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Ho AR (1), 3Tk AT S R PR TR A S OR S I K B A, BRI AR 4 Tk m P - UL VE I BRI
SR R IEN] B S 2 ) K gk DARR 25 4450, I HLF08 , DA AE P8 AR BRI X R BE AL 1)
YRR

[0096] ARG 5 — T A— PR A A, BT H & S aMBERAE b—f
IR TR AN I A 4 25 Tk A B 3 T2k Rl 0 R/ B4 791 o AR SCAE R ATE: YA R 7225 C AR
SR A A AR ARTE “G WA F8—Pra HLIE B0 P ECE 2 P0a HLIA R
REW AL A VFEE N HA — DB A JRIE T (s, 2B =B S0 Kk A
BLVE ) o ARG A HLAR R FAEE , ik 2 B Re B, Wl an H i, BUR B RE RS, Bl % . &
B 5 TR B B O TR B 5 T, 451 2 DY 0 e 5 ), 9 A PR B PR 2L B B0 2 5 T 2 B s LR S , 491
W IR B s AR, B an — S e s 5, Wl 2 0 - AL A AR R R A 164, i 1 -
ANBRIEF o AR I RIBAR L AP m] BAMI &K SR, MR AR AL & K50, EALIE S
065, Bk 2 DT & % A HLFBERIAT/ N T-50, SEARIE 2 235, ik 2 2 25 H & % [
7K T AN R AIK I 6 B8 AT 5 D &K IR A BP0 9 A8 DR R 77 1 EL AR sE 4y
FEE DY e  — U Je . 80-95 & %6 I 1 I A 20 -5 1 & %6 1) /K K9 HL 7R ) . 80-95 H & %
) DY S0k g 11205 B & % ) 7K [ L 1R 4 , 5585 H & % 1) TR i A1145-15 & % 17K (I 348
W) 15-85 & % [ A B F185— 15 & % [ BE I VR ) . 15-85 & % [ L B AI85-15
B % 1 P EE ) LIE Y L 30-50 & % [ Z EMT0-50 T 8 % 1 Cra—— T BE (B FFEE L 2%
SN BEBOE TR ) (VR4 5 30-50 T & % [ FF EE AN T0-50 H5 5 % 1Y VY AR B 2 12 R 1Y
ILVRYY, BL70-90 & % 1 ZFE A110-30 5 & % [ VY AR 5 2.1 BRI 3L IR Y.

[0097]  7E 5 —sZita b, Ak AL A6 & B B D& 1 FIR A HLIBAR R
TR B KA AR FRRE R o AEZ SE T T 20, AR I A& Wik £ 2 2 /050 , BB ik /0
65, fe ik /75 H B % (7K, FIRIE 5 250, HE 2 235, Ik & £ 25 & % (K H ML
TBARHERE R, 36 T MUK FR BRI K 0 s 3 o A R PH 112 s it 77 =0 nl L F A
AR B BRI A 4k 2 BEI S K LA M R R BURHE o 24 il 2 7K VR, AR ik 22 /D — 35
43 70-C (0) ~R-COOAF FE [ A B AT Eh 20

[0098] A B S — U5 TH A F b — RIS PR A AR D —Fh B IR A R B BRIL I £F 4 R
Tk H P [ 4 3 BSOS o AR SO P IR AR 43 B F 22— o 25 W AE B AL (1) A7 4 2= Tk 4y
o D032 ] A 2 54 A [ 4 T 7 T 43 5, Fevp 22 /b R R4y CEARIE 22 /D90 E & % , st
176100 %) &R N TE R U3, FF HLAEBR AL I A 4 2= Tk b 40 50 A SO I AR “To e
T FRiE R A B KGR ) =46 R 0T .

[0099] 0, F5 75 A BH (R BUAAR 265 400 R0 4R D B ] A - B A v 1) I A 1) 4 4 2R Tk e (R 7
ZE IRV VETE PR Ay (910 22 7K PR 5 ) AE 7K I TR R B R Bt e R o L R EANAZAE
BRI A Y R TE T, AT AR RF 22 K VA VR TS P R 7 7KV T P 1) 0 28 B i IR P o 22 7KV T
T PR S A 7V VR PR e R R P B e T 5 P DRI 25, 491 0 45 5 D A ol 20 R P B R T AT
VAfRIHZE .Dwayne T.Friesen® AZEMOLECULAR PHARMACEUTICS, %55%: , #5631, 1003-1019,
20087 CLAEW R ME I T/ Tg bl AN Log PR BLAT 4540 2 FEPE R WAL 24k R AL &
M.

[0100]  Log PIE AL EWMIRISE MR bREE & . Log PR Z A2 MBI KR E &, &
SUR TR ARAE SESPER, (1) 7ESF BEARH 290K IE S (2) 7E7KAH R (R 2590k B 1) b 22 (1)

12
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LOF A% o Log PRI FH ARSI 0 AN i 7 V2R 4 SE 56 M = B B 2448 FLog PIRTHEAE R,
AT 1 E Log PIAEATTIE & Al 52 Tk vH A R B m i o vH K Log PAEIEE W it
vk, BlinClog PuAlog PAIMlog P.Log Pi&m[f# FIAL#EIE (fragmentation method) ffiil,
B WICrippen(f BT (27 . Chem. Inf. Comput.Sci.2 1(1987)) ;Viswanadhan ¥ # 7%
(29].Chem. Inf.Comput.Sci.163(1989)) ;8iBrotof B # % (19Eur. J.Med.Chem. -
Chim.Theor.7 1(1984)) .

[0101] kg & - =lgl-

[0102] B mlog PEMIMAWEHER K, 35 B tm T B A RAKE M CHeiTmieg &
H T 21100°CH, 38 H /N T Lug/mL) , 3 H A BCE ALK R, HARITER AR

[0103]  Tm Ak &/E KRAE TSRS, Te NI LA R Z . Dwayne T.Friesens
NI TAEZ YR iR T/ Tkl Z2AH % Log P EIIAT B, OBk 4 AU 4 (B 14, 451018
7 ,MOLECULAR PHARMACEUTICS, 553 , 45641, 2008) o 5i—2H (40 1) H E A NS T/ Tgkl 2
(<1.25K/K) FfK 2 H FElog PIEH UNT296) AL G R S 241 Ak S BA MRCE &
1) Tm/Tglt 22 (1.25-1.4) FAKEF 5 log PIH UNT296) E3HF KA EMH G LR E L
Tm/ Tl CKT1.4) MR F % log PIH UNT416) i, BAANEWEA Filog PHEH (B
£16) o

[0104] B AMHER IR, L AR P [s23/526-0. 24MS (B4 dE) 15 T LA 204 OL 2 K
T°0..36) B O RN AT EE B9 ERAL B A 4E 2R, Forp [s23/526-0. 25MS (B Je ks 1A K T°0. 365X
0.338%0.318%0.308%0.278%0.258%0. 2380 . 21 B H &= A KT0.19 G g Ks23/526-
0. 24MS FRKE2E) ) 1 b IR — S AR B [ B AL I £ 4 2R Tk HL A T8 =11 B 7 R AR — e yE PR Rl
AL KR R AL T K

[0105] {32, bl A2 A O N1 AT EG R BEAL B9 AR 4E R BEAFAE T, 78— L8 AR B I BR AL 1) £ 4
REAFEAE S, B8, 54mg/ LI AR HARAKE M 2T B & T ETm/ Tebb A% log PHIKE EJE T
220 (K14, 55101811 ,MOLECULAR PHARMACEUTICS, 555% , 2563, 2008) [ 254 K 5 55 25 B
HEERIRE

[0106] PRI, A BR 1) — AR B 77 T AL 28 2D — P bk A 0% B (1) TR A0 1) 4 4% 2 Tk oF
P ES—FiTn/Tglb B2 K T1.02 2L 1.8, MIERKT1L.I1ZEL1.6, BMEL. I5EEL
1.5, ik 1. 252 22 22 1. A0 & 1 1l 43 1) 4R DR B () Y0 A 2 P B [ 4 40 i, JHG rp A it
J5E TmoRH 3 B A0 2 A0 U FE T %% ) AR /R SO o RIE VG PR 73 ) log PR T IR R 211, ik K
T22R 210, k2. 58 £ £8.

[0107] S 75225 T AR B, il MR 143 AN 0 S AT I AR S8 3 T i 4 A e AT e S50 P e
R AT P IR ) Bh 288 o 7E SR ER G A0 FH PR 53 rh 2 30 B S 1) 7K VA A PR R v Ml 9 7] L
A2 %2 1-2mg/mLECEL 2 5 2 20-40mg/mLI) 7K A 5 o AT RO At B2 250 7 [l B 2 R R i
WO 2005/115330, 5517221 1 51 2%,

[0108] AR BIRIMAR AW 50.2-40 H & % , HALE0.5-30 H & % , s i ik3-25
%, FF A AE5-20% [ 2 /b —Fh R BRI 4 4 2R Tk, 40-99. 8 FH & % , B flLik54.9-99.4
%, mik65-96. 5T & % , Fr A 70-94 % A HLEL S /K FBE ), F10-40 % , 030 1-
40% , L0 . 5-25% , Rl AL 1 -15 % 3G PR 5, 2E TR A S BB & .

13
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[0109]  FEAR B —J7 1, 0 7% 2 20—l FIR B AL i) A 4k 22 Tk L — FhE 2 P 1 il 43 A
PR 1) — PhER 2 i 7 AR BH B AA 205 0 mT LAV T 250 P 461 G VR s L T Mgt 55 1)
HEYBRE R I AR AT T a0 0 iR S 30 BB & i o AR R R 57 i
WONY s BRI M LBEECH W Rk S D EKIR S I B RTR

[0110]  FEAR I 55— J7 1, A R B I BR AL I 27 4k 2 Tk FH T A 7 2 20— il M i 43 (4
WL bt — B AR 25 76 20— P IR B A AR 4 R BERIAE 1 1 — PhER 2 Bz 571 o 1
[i] A 3 B A o [ A o3 SR T i sk Ao v A 2 A W B 2 YRR s R 7 T 28 72 o« MR 2L 554
S VBB AR R TR 00— P32 e i R A 2H A A i e D M s B B e ek £ 3 i AT A v
PR RS I T A B A b Tt VR 205 o A 77 [ 45 23 B IR DI 108 () V2 9 55 8 o AR 1 715
R Fe— M7 IR T A AR AR TR A VIR N /N (AL RO 55 TR iR A%
TR A VPR R 258 ) 1% 55 T 150 8% TP A7 A8 AIBLTRG 28 T R K S BIK B 77 o 158 25 T 1 7
VAR 185 2 0 5 538 TPerry’s Chemical Engineers’Handbook, 252054 20-57
T (6/i 5 1984) o KT W1 Z5 TR T iR A1 % X 3 %2 401 HMarshal 1f{) “Atomization and
Spray-Drying (AL F1EE 2 F-18) “50Chem. Eng.Prog.Monogr.Series 2 (1954) filMasters,
Spray Drying Handbook (554hi , 1985) 53k o ] FHIKI R 55 452 U7 VA A T [ Br & R HHIEWO
2005/115330, 5534 01, SE7AT-4535 01, H5254T o A & IV [ 44 3 A AR 128 40, 57 20-99.9 % , B
PLie30-98% , ML ike50-95 % [ ik A% BH I BRAL K A 4E 2 Tika) , FIAR180.1-80% , FE A1
2-70% , & PLide5-50 % KIVE PR 43b) , FE T BRAL I 2R 4 R ka) AE MRS b) S & BEiL
VA4 25 Tika) AV RS b) ) BB 0IE N 2 070 % , AL 222080 % , Fe ik 2221290 % , &
TWAE o BUE R S EE . — H OB D — P R o 7 22 20— PRBE A I 2 4 21 Tk o (1) [
Wi, 2 T AL B R AT TR BEAE AL th 48 N 0 U o X SO A0 FR R AR A G T8 R AL A
BIF B o £ [ A4 3 BSOS vh A0 5 AR 2% () 422 700 AT T2 7 8 A5 WG il RS 70 B , 484 e 79
FIKRLFA /N AL (pellets) BEF (caplet) UBURL IR ZEIV IH 784 , BREC il ORI 77) B 76
(cream) VR EIREK AL

(01111 FEA R 55— 7 1, AR B AR A9 mT T imAm /8L, a0 an 7] ks 771 7S
2L EE TR R EE A ) 1 TE A R BCRT AN B SR, DA B A I 25 40 o G SR A R BH
RH AW S IE VRS, B 258, v SEELZG 53 )2 B, S0 AN J2 T A 2 AN () PRV R ok
5 T AR e 2 Fig A/ BB A AR BB EN 772

[0112]  FEAR A X —J7 1, AR AR A mT - TAE i S kb il 2,177
AR BRAA AW 5125147 (dipping pin) #bH 25,

[0113] AR B v Ak 4 5 4 AR ] A - 504 ] ok — 0 B0 B AR e IO S I 741 497 o €551 73
BE 6 S R RTR 8 S R BUEA AT E A IR AT 4 A o — R B 2 P A I AT
FHE) 2 ISR I8 3 Sy A ST A, I FLE T4 R B (10 9304 28 ) B3I 44 43 BI04 1) TR
1) B 24 I

[0114] DA SEE @I AT U B B 1, 3 BAS B 75 RR A R B B Ya o BREE R 2w B, 75
WA H AR T HE.

[0115]  sKjii )

[0116] R¥E “ZMRIBIARFLTA R 4T 4E % ,United States Pharmacopia and National
Formulary,NF 29,551548-1550 50" , 7E20°C T , /E JyHPMCASTEQ . 43 F & %6 NaOH7K VA )
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2. 07 5 % VA, W = £ BESE IR HIIR A TA 3 F SE 47 4k 22 (HPMCAS) 14 JZ o IR YEASTM D2363-
79 (Reapproved 2006) ,7E20°C T~ ,1E N2 % 8 /KA, & H/E T4 =HPMCAS ) JERH
PR TR FR B AR 4 2 (HPMO) ARG .

[0117] 052 75 FIAE F T4 P~ HPMCASH JEURFHPMCHH 1) %6 FR 4 5 i1 96 328 TR SEE AR 9 55 [ 24 i
(USP 35) #H4T . X AT “BRTA R 44E 2" ,United States Pharmacopia and National
Formulary,USP 35, 553467-3469 T 4 i i) AH [ (1 75 28 0 52 HPMCAS I % R 48 B A % 327
5 AE I Yo B AR AN 06 SR T AT B 1B R i % A0 R B R B AR B AR (DS) AR TR 2 ELAR
B R IREUAR (MS) o AER AL B B R = #h .

[0118] AR¥E “Z I TA B 44t %, United States Pharmacopia and National
Formulary,NF 30,551824-1826 11" , 4T FEHPMCAS T 1) %6 B8 1M 3L A1 %6 2, Bk L 1) 1 52 o Kot
FER RS IEIRIB (FE GnAE LA _EHPMCAS % 1 e (1) “ TR 48557 B 43 rh Rk 1 0 58) o

[0119]  JUEHPMCH]s23/526

[0120] 905 £ £ 4 2= Tk v 1) Tk B A QRS iy & 01K, I LA T4 @Bengt Lindberg,
Ulf Lindquist#l0lle Stenbergf{jCarbohydrate Research,176 (1988) 137-144,Elsevier
Science Publishers B.V.,Amsterdam,DISTRIBUTION OF SUBSTITUENTS IN O-ETHYL-0O-
(2-HYDROXYETHYL) CELLULOSE ({E0—Z. £ -0— (2—-$8 2. 3%) 21 4k 2 o B IE 1 2 A1) o

[0121]  HAkHh, a0 N AT s23/526:

[0122]  $idE N, FEZ190°C R, 45 10— 1 2mg 21 4E 2 BRVA AF T4 . OmLF-8 1K) 7 4 — FF 2 A
(DMS0) (Merck,Darmstadt, [, 7E0. 3nmaFifEkk AR &, B G kA A E S ik
VEVRAE S8 N BRI 1, DA AR 58 4 387 o 7E4mLAZ R g /NI b, 43 FH TR0 RS2 i
LG A2 R TR IG 1) BEAS SN o E 3GV T, 1 TV R I 1 2 3R Tk i 7 %2 22mLIB e g /M. &
30 BE 7R3t 5 1 k) S A A B RTTE 2 J6%. /4 R 8 B e [ S I M AR &L A B i i e
0, i Merck,Darmstadt , £5 [E) A 2 48 Ch T & %, FHER 2 %€ ;Merck—Schuchardt,
Hohenbrunn, 8[E) , fER IR E N, 7ERG AL, ZE AT A BRI B0 FES R - 5 58— 57 in
NAHEE I = A5 E NS AL AT 2, b8 B B AT & S 3k, O HAE = M3t — P
PR AIMITER AT SRS YT E % 1. 5mL DMSOREBE , DABA AR 7F Ji 80 3ot 4 34 7] B 4 ()
TR HE5mL 5% B AR ER BN/ VA TR BN S BL VR A P, 159 21 (1) 1A W e S AmL — &0 FF fe 26
HU3IR o A B 2 B F 2mL 7K e85 3 UK o A LA FH TC K IR N (L1 g) T4 o 198 )i, VA FFIAE IR
MRS 2 BRI AEAC T e 1R, B — B R %

[0123]  HidE R, /E100°C R, /ERA ImL 90 % & 7K F BRI 2mLER i /N, AEBUAUR , S
Jit Z15mg 3R 4 2 A I RE B I K A S 3 LN oA U, #E35-40°C R R £ 12 , 7E bt £
T EEHRAARF L E120C R, fimL M5 7K =40 20 B8 35 82 /K Mk 3 /N o 5e Rl » i A
29 mL R R F T L2800, AR B FERR IR T R AR, BT

[0124]  HidE R, A= T BRI AR Y F0. 5mL 0. SMIR AL AN E 2NZ K VA T GRT il
F) WA JEE 3 /N o JE R NN 29 200013 2, B B IR 3 SR ) o 7E S0 R 5 7R 20 35-40
CF B RRIMNERARET FEAZER T ES T B0 8RR T R R R s i T
0.5mL 15% Z BRI FFEEH , E R T AR E T HATHR, I H 26 P B B R AR 5 2481 7%
KRG R AE R N B TR

[0125]  {E90°CF , i JEL I HR A W F6001L 2, B2 T AT 1500l e 2, Bh 1k 3 /N o v A1 i, B
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IR PR SR T AR BRKET RBERRWIE BT 4anL &R b, B
2mL7KH, I H A 2mL = SR e A B o A HUEE 52 39K 5 1 ZE B AmL K B35 31K, FHTE /KR
FRAN T8 T BRI & P e ARG S5 AT GO . B T GC R G I REUE , n] Re 7
— BB .

[0126]  ffif{Hewlett Packard 5890AFN5890A Series TT287 MM il A S i<~
(GLO) EHr o #fr, iz U (g AT & J-WE 41 A1:DB5, 30m, 0. 25mm A 4%, 0. 25umAH )= )5 &, 13 H
1.5 SRR AT AR AR PR A (i g s, 52 7 A1 9 AE60°C T IRFFEE 1 738, A
20°C/ 7 BRI Z IN#A R 200°C, LA4°C/ 3 Bk 2 3t — D I A2250°C, BL20°C /23 Bl 3k
HF— D INARE310°C, ARFFE IR F— 10738 o 33 G #5351 N 280°C 5 K JeH B e
#x (FID) B JE B E A300°C o LAO . 543 B i TS 1], LAAS 23 IR AR X S5 LULAE & o SRAS- 25040
3 H HLabSystems Atlas T{Eu5AbFE,

[0127] 33k H A FIDAS U A GLC I & F e i AR A5 ) 52 5 S A4 2 Bl s o AR 41 R £k
(ECN) o A5 2 v 55 B AR (1) BE 7R W) B2, {H 22 A 78 S 3R Tk A2 1 o A Ak 25 (ECN) A&
Ackman (R.G.Ackman,].Gas Chromatogr.,2(1964) 173-179FIR.F.Addison,R.G.Ackman,
J.Gas Chromatogr.,6 (1968) 135-138) #iiA , 3+ H . SweetZE A (D.P.Sweet,R.H.Shapiro,
P.Albersheim,Carbohyd.Res. ,40 (1975) 217-225) N FH-F 52 & 53 W il 4 e L0 0 R B 2, 2
[iTE

[0128]  F-FECNTHHIECNIE & «

[0129]

g SR [ 2 Y ECN3 &=
y S 100
(55 55

fifr i 45

[0130] Sy R TE B AACAS [) 1 B R mie J97 , FRIUGE 17 A 3fe DA JBE 7K i 7[R - MRE SR A4, 12 2 R
SE SN T2,3, 6-Me BRI R . 2E $52, 3, 6-Me FARAVE NS L, BRI Dy H A AE T 78 1 52
s23/s26H TR BT A RS

[0131]  MRFEE{&=ECN2,3,6-Me/ECNI 44

[0132]  #RPELAR AR, ik AR 1E A 06 AR Bk DA SRS IE A 06 T A, T 5 S A4 B R 434«
[0133]  $23=[ (23-Me+23-Me—6-HAMe+23-Me—6-HA+23-Me—6-HAHAMe+23-Me—6-HAHA] 5 I
[0134]  $26=[ (26-Me+26-Me—3-HAMe+26-Me—3-HA+26-Me—3-HAHAMe+26-Me—3-HAHA] , 3
th

[0135] 23 il 2 LA T 2% A 1) 4 B 87 B T ) JBE /R B A o

[0136] ) 7£ AR EF 55 0 Y 27 A3 —7 19 P AN 4 4 P ARG, 16— 7 AR 4 AR (= 23—
Me) ;

(01371 b) FERHREEF 5T 1 2—Ar RT3~ 1R P A8 e FFY R AR, 1T 6 — o7 g HFY A 1) 2 e s
U (=23-Me—6-HAMe) B HA A S22 e L 1 AR AL ) 8% (= 23-Me—6-HAHAMe) 5 Al
[0138] ) 7EH Bl 1 5 7 (1) 2— A7 A3 1) TR A F B e FR L HUARS , T 67 4 e e B AR (=
23-Me—6-HA) B¢ & HA M52 MRS HE M EE (=23-Me—6-HAHA) .

[0139]  s26 935 2 LA 45 A1 A AR 5 T 1) JBE R 43 B0 ) A
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[0140] &) 7£ 5 55 0 i 207 A6 7 1 AN F 4 FR L AR, 1 357 AR A LA (= 26—
Me) ;

[0141]  b) 7 I 5 70 19 2— A A6 — A7 (1) PR AN F2 g FR L HAR, 0 3—r p FR Ak ) e
HUAR (=26-Me—3-HAMe) B B A6 F 2R e 2 1 B 2L 8% (= 26-Me—3-HAHAMe) 5 Al
[0142] ¢ £E i B 1 5 Ju Y 2B A6 —r 1 AN F2 il AR BLEAR , i 3—r i e e L HUAR (=
26-Me—3-HA) B & B A A F 2 b L 1 MIBE (=26-Me—3-HAHA) .

[0143] 52 FEHAMCH () EUAREE A 45 SR AE T R L2 5125 o FEHPMCI 0L T, B2 2 (HA)
NFETREL (HP) , B AL R ke (HAMe) A FR AL 2 TR 45 (HPMe) o

[0144]  JU5EHPMCASH]s23/526AS

[0145]  {E5E— 20 ,HPMCASE [ kAL , UL A2 8 SR 2 L BE AR AN R e 28 . PR AL A 4E =
Tk P 5 T e i S AR U L BN

[0146]  FEA ST FIGFE P B4 T, FE 2990 CF L 1 10— 1 2mg BRAL IV 4F 4 R VA R T
4. 0mLT-HR 50 23 B 4% — B H AR, (DMSO) (Merck ,Darmstadt, fE[H , 760 . 3nm4F I BRki i
17) B S ER R VA E1 2 S AR AmLIR FEME /NP, A8 B0 AR R S e SRR BR A 1 £F
Y 2R A IV TR BEAN S SL o FE 3GV i 5 O VAR I R A I 41 4 2R Tk i % 28 22mLAZ e i /N . n
N 200mg¥p AR E A CHrtE e, 3§74  Merck, Darmstadt, ) , iR AMER T
PiFEA5 5B Bl R 500uL K TN BIR S 4H  FIR A M 7E60°C T it HE 1/ o FF N2 5mL
K IRAMAEC0C T IR A AR ERIE AR A M A R IRRE G B R 2B
& (Spectra/PoriB e, o FE#E 3,500,Spectrum Laboratories,Inc.,Rancho
Dominguez,CA 90220,USA) , FH T-1ERR - FESS T AR , LLFUA) H] B9 BE 27K, B 2K BT E 1Y
B A VS VR —T 5, A1 B [E A HPMC . 40 b Bk 43 #rHPMC .

[0147] Lyt

[0148]  1A) fill#& F I B AF 4 2= (HPMO)

(01491 WLXE LA BE 1 AR A1 4 22 AR IR 23 T R B A Bh 1) S L8 o ¥ I B8 b2, FH
B DA R 22540, B i FRR B o FE PN BOHAT OB AE S — P B, BA2. OB /R AL
B/ BE SR AE AT 4 2R vP ) R R R BT I B 50 B % S AL K IB BT fE AT 4E R b B IR T
YT 240 °C A E S K IE RN 4 R FR A AE40 C R HEREL120 0B 5 , 18] [ B2 25
TN SEEIR k2. 5BE R EACH BEAN0 . 44 BE IR A TR o/ BE R R W BA 7T o SN 28 1)
WS WIRE 5 602 B 5 IR E80°C . LA RS0 °C Ji , 1k 25— B B s M4k 42593 4,

[0150] [ Jim £E.20 93 B P s S SE)v4 E1 28 50°C o 3t DA 2 . 5B AR 24 & () SR e/ BE SR A
R TR &N S A B, FF 46 SR 58 B Bt o &R 50 1IN 8] R 1043 o B J5 A
2. OFE JREVAAL AN/ BE IR A B T I S 424543 I 1) BN N0 T & % S A AL BN /K F 8 N
NIRFE N0 044 B /R G AN/ BE IR AR 5 70/ 4380 o B8 B BUIMN 58 G 5 £E3093 8 A 4%
SN2 A S DI E 1 A80°C L B SR #E80 C R T ARF 1204 Bt o

[0151] e N, 45 I M 2s HE 3 HLA 12 24950°C o b 22 OB 2510 N &9, 7+ H AL R 2 2%
A ORI Al o FHL L HPMCRE J5 FH R R A, 9 HL A AS & SR ok e i (it AgNOs 22358 i
W) A H R =R 52 E A T A 7855 C T T8k Bl 5 48 FHO . 5mm i , /3 Al pine
UPZEE AL BE A4 ) o

[0152] @It fEfR £ 85 CHIIRIE T, FEIAS. 0g" LA EAL A/ ke W A INHK AREE M , % H
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SR 7 S AE1F B A AT, R LI BRI T R R R R AR P A 4E R
P B V80 A A0 = AR P AEGORS BEHPMCI DS (R 2%) 82,00, MS (FR A 4E) 80 18,523/526 4
0.32, 45 4. TmPa » s (fE 2% EE/KIFMWAE20°C TR ,IF H [s23/526-0. 25MS RN
H)]M0.28,

[0153]  1B) il & T & 2 TR i R 4t 4 2 BRI AR TG (HPMCAS)

[0154]  #%680.0gUKES L 243 . 8g ZBRTET . 190. Tg (F-47898.3%) 7E LA _F1A) 4R P2 [H kG
JEHPMC. 52 . 5gBE HIFRET AI1187 . 5g B2 A (S5 7K) BINBIEE 44 1H IR 28 FIMTG ™ pit 1 23 (B
] BN HESN AR , EKATO, Schopfheim /A &), (8 [H) 1) £ 1 S BLAS 1 o 7E40 53-8 R B[]
BUWIE ¥R SN2 85°C, 3 HAEZIR L T ORHF 3/, [F] I bt S ST S 47, LA S I R
Ak, o B T IIN 22°C 5B () ZE087K , DAY UEHPMCAS o8 25 135V o [ A 4 B B B Tk b, (Rt
ff UL tra-Turrax$i $E a0 P « B VFRIRE i 38 AI50kE A 7K BE 3 « #HPMCASES0-55C R
TR, B RS

[0155]  sZjffsl2

[0156] st 1 AR IR A2 F=HPMC , ARl 2 AbAE T, 7E5E BAESO C N AT H 7 B M 56— Bt
SRS 5 7E205 B0 AR SN A HI 2250 °C o 3B I A2 . 5B IR 219 & K G4 B Jt / B IR iR A B
TCHIE A ST G, IR BN 55 —Fir B SRR BE 0 0NN 8] 9 1093 o i S BA2. O R
IRESAAEN/ BE IR B T I B 4290 4 BRI [7] B NN 50 I & % S AL BN K VAR o NN TR
N0 . 022 B8 IR E AL AN/ BE IR AR o0/ 3 B

[0157]  AnAE STt 4] LA R 1) , 437 A= I HPMCHS 70 58 o AICAG FEHPMCIDS (R 4%) 197,
MS (B2 A 45) 0.17,523/s26250.29, K5 4. 9mPa « s (fE 92 % B B K IE R AE20°C R Il
&), 3 H [s23/s26-0. 24MS (B2 3E) 1 50.26.

[0158]  f#i F11700.0gVKEEES 243 . 8g ZBRHT . 190. 9g (T4 898.2%) {HK: FZHPMC.52. 5g B
HIBRET A1187 . 5g L ERHN (AN E7K) » s jifa 6 1 BRI 4 72 HPMCAS

[0159]  sLafs3

[0160] R kG AHAIF & (1) A A 4 2= A0 A3 T 5 Je B AR B0 S BLA o 4 e B b =, FH
B DARR 22540, B 5 B R B o FE PN BOHAT OB AE S — P B, BA2. OB /R AL
B/ BE IR AE AT 4 3 P I R B T 50 H & % AR M BNKIE B AE AR 4k 2 b B
YT 240 °C B E AR IE AN 4E R IIRAWAEA0°C T BEHEL20 9380 )5 , 18] [ B2
TINT . 5EE /R —HR LTk 2. 5 EE SR AR e A0 . 8JBE JR R4, T e/ JBE /R i AR T BTG o S N7 25 1)
W B WRE JE 7E60 7 B 5 A EE80°C . IR B f580°C , 1k 55— P B S .44 42304 Bt

[0161]  dit DL2. SR 2 & I AR it/ BE /R i B 55 T IV & I N SRR e, TR 46 B ()
5 B SR BRI IS R) 9 1043 B J5 DA 2 . 3B IR S S AN/ BE R S B o i =
£29043 iy 18] B I N50 H & % AL AN/KIE M . IR ZE 0. 026 BE /R A AN/ BE /R A
B 50/ 43 B P BOIN SE RS IROBZER B P B W00 J 7280 C I B T AR ¥R 12043
[0162] i), ¥ S ML gRHEH , 3 HA 1 E 24950 °C ok 2 N 25 N &4, 3F— D ab 38, B
Ji QNAE SE A LA TR SR I, B840 58 o A 7 (R AIORY FEHPMCIIDS (R R) 1,83, MS G AE) Ty
0.28,523/s26°80.22, K% H4.9mPa « s (fE 2% B E/KIERAE20°C FIE) , 3f H [s23/
$26-0.25MS (Fa b k) 1 ~0.16.

[0163]  fii H]143. 3gVKEE R .65. 08 Z BRI 52.03g (T3 596 1%) ik, EHPMC ., 14 0g B8 11
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BRIF A1150. 0g ZBRAN (NS 7K) » Qs e 1] 1 4 P~ HPMCAS o [ M3 . 57N J 5 TN IK , K 1R & 0%
MEZE AR =Y B BTk, [FIEE UL tra-Turraxd 3 85 3 . BV A il UE,
It H PR BT T KA, 138, PASEiE =4 - B HPMCASFE50-55°C T T4t 42 , Bl J5 F 1%
[0164] X bk SEita A

[0165]  fyIfE SEHEH 1A HER R, K T E TSR HPMCES iR 56, KR ARG EN30.1% . 5%
S E N9 9% I HANE NZ14000mPa » s (fE N2H & % /KIEWAE20°C M E) LA E
HPMCIFJ Y 294 . bmPa » s (fE 2% B2 KIERAE20'C N IE) ,IF H [s23/526-0. 25MS (B2 4E
H)]40.39,

[0166]  #4500.0gVKEERR . 243 . 8g 2. TRIF192. 3g (F- & &97.53%) Ik BEHPMC, 52. 5gBE
FRIET 187 . 5g ZLER N (AN & 7K) GIBIBC & 1E A5 AIMIGTMEEFE: 28 (B 1) 9 sh HE B 2
EKATO, SchopfheimZ w] , i ) [ 3L S8 1) S B 28 H o 7E4053- B (1) I 8] B SR TE] , KR A4
N85 C, 3 H AT ZIRJE T R EF3/NE , [FI B P s VR A4, LLSE I ER 1L . B J5 i 22°C
T8 P Z8 087K, PAUTIE HPMCAS o s 25 b B o [ AR B4 R B B9 Tk b, AR UL tra-
Turrax$i 2P HE o BT IE P U8 - 0 RN FH 7K 3635 o B HPMCASTES0-55 C R T 4, fifi
SR .

[0167]  %J kb SEJitE 5B AIC

[0168] 5 bt S 1 BAIC M R AP &5 25 (T HPMCAS , H N AT Y [ Shin—-Etsu ChemicalffJAgoat
LAE 2R FIMEE 2 o 0 Eb SE it B AL SR 4% FF HL LK AL S s 1 -3 B AT B AR LE 261 20 B T/ B H R
AR o oF bl SE i 451 C M A% 25 3 HL bb A S i 451 1 -3 HL A e i b 2R (1) 2 BR IR / BR FTPR ER EAR
[01691  HPMCASKH) i &5 1 Joi

[0170] AR S 451 1 -3 bE S e 5] A-C O HPMCAS ) BEA 1E Jf o JB L AR == IR R 368 167
i), HPMCASHE fit A1 5 %6 VA il T-pH 6. ST IR ER 22 i IR VA (S2mM S AL E - 20mM Az PR S, — 494
ATmMT R — A oI S AR I PR AR (2. TumfL RS GFD w/GMF, Wha tman) it JEAE & , B8 J5 72
37°CF,fEMalvern Zetasizer Nano b4 #r. il &8 id 198 25 B9 BAR I RS, 3 HAEE L
W2 o WL5E B S N 22 U6 43 AT o £E 22 U S AT IO DL, E 06 R S HPMCASE 43 AT 199 . 4-
99.0% o FE LA T~ 2R 2r AN A 28 F2 U I TR IR A W28 1)~ 35 LA AR I L, BB AR St 461 31K
HPMCAST 8 R AN B AT 5 R A B A, AL A ek g 03K ¥ 7 S 7 191 3 T HPMCA ST ol K PR e 5 L
HCH B HPMCASHE i, TR MERS 2, I HLAE I DR A S8 30 ZE 2 0T, /045 2 1 WA ] kb d it v
S ARt A o AR L R R s R B AT 8 A i 10 1 DR A o 1 S it 451 3 A L I, AR OK
IS BN A CHUE R I R RS

(01711 HPMCAS 22 Al ¥ VR 2 W1 5 7KV At FE I 52

[0172] A8 FH 22 7KV M 2450 I 1 5 2 RN 22 0, YU SIZ 7tk 487] 1 — 3R L St 491 A-C T HPMCASS
IREFAE AV 231k P A T v A 7K~ (1) B

[0173] K& %5 2 /K VA 8. 54mg /1, 1ogP 2.2, TmN220°C , Tg 85°C, Kl Tm/Tg =
493°K/358°K=1.39, [Feng,Tao% A ; J.Pharm.Sci.; 55974, 558, 2008, pg 3207-3221 A1
W.Curatolo,Pharmaceutical Research, 5264, 556H15,200046 H, 5514227 ] . K E &
7ETm/ Tgbb ZH AN log PRI LR T 5524 (K14, 55101871 ,MOLECULAR PHARMACEUTICS, 555
%5, 56l .

[0174] 2R SZ3E 7K VAR 32mg/ 1, logP 2. 47, TmN295°C , TgAT1LC, K Tm/Tg =

19
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568°K/344°K=1.65 [Friesen® A\ ,MOLECULAR PHARMACEUTICS, 5535, %5645,1003-1019F0
W.Curatolo,Pharmaceutical Research, 55264, 586HH,2009456 H, 5814220 | . A Z L AE
Tm/Tgbt A% log P FJE T 55340 (K14, 55101871 ,MOLECULAR PHARMACEUTICS, 555
5, Ee ) .

[0175]  fE37°CF ,ffi HTecan 150 ARALIR 2%, 1 76 LL T 3R 19 B 28 [ HPMCAS (95011,
3.16mg/L) 7EME IR £5 22 Pl #h 7K (82mMEL AL 4 - 20mMT PR S — 4N . A TmM B 2 S #1. 0.5
= % B AR K, pH 6.5) VAR A 8)i8 18 2 15 € I LmL/ N, 12/l A BAE IR
37T CHIER96 (8 X 12) FLIX 7E3TC R , A AL MW A AL A5 7E LA T R 1 F1 251
HPMCAS [ T iR 5 22 1 1) SR A K VB TR B o« B L2 T a) 20g /LK 35 75 25 70— FF R B i
H, 500l , B 4 1 B K2R E N 1000mg /L, Bich) 20g/ LK % Je /. — FF AL R Bk v, 50l , B
L) B K2R E R 1000mg /Lo R T E—N/NKE , DA R S (WL 1 3 Sl F0 43 o v A1k 2
3040, LR A - 18073 B J » /NI LA £)3200x g (e =HuIRF| 77) &0 173 B o 7E96—FLAR TH 45 55
AARE (B0ul) R 2 I EE (1501]) A, B3, MFIE A R A, B 5 I8 HPLC O #r 234

JZ.
[0176] e RERIS oy, {3 FH AN 25 (AT & V0 B A ) 2 4 2 TR 1Y Tl 1R 5k 22 1 ) 7K VA R
L.

[0177]  FEDA TR 2, FI287E 180431 J 214 B9 0 Ja AR DTVE 1M A AERA IR £R 52 1 ) $h /K VA v
IREFVEARIN KB T R MR Z (IR

[0178] DL 1 () 485 SR U I A 5 7E AR i I KD IRUAAS 2E 5 W AR 4 o3 B v 1) B A 1) £ 4
FRIERE OR 17 22 7K VE T 29 W AE 7K IR R IR B AL T ik W AT 7K P o B B AN A7 AR BR A 1) 2 4 22 Tk
[0 RIS , AT AE KR DR Sk =5 B v B 29 R JiE o e 5 B Ak 6 260 ) B0 AR R BH 14 9 [
Z A0 3F B A AT B SR AR B A B A B B B BRI 2R 4R 2k, DL T R 2rp I 45 3L U0
AT I ER AL () 21 2 21 Tk EL AT AE A IA VR SR AR ANZE TR P T R AR () 47 e FA BT )
ANA R AT HR 0, HE NS BR AL ) 21 4 2= TR B8 7E 7K A VR Hh 58 82 AT RS A4 52 mie AT (B
T2 S AE K B BV AR TS , 9F B s AR T E, B, 495N Ja i M
FRIAA TR AL o

[0179]  pb4h, Lb AR XT bb SEREBIC, SE B 311 HPMCAS RE AR 457 25 W) K 35 35 3R A5 K IS W P B8 v
(1R B AEL A2 S5 it 461 3T HPMCAS L AT 5 X6) B S itk 49 CIY HPMCA S AR ¥ AL DOS A« DOSs A1 2, 1
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