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10, AELARASZRKIFRNATHIEKRGHFAN, L F L&A F
AMAAEMRAE 3TCHR 10/FH T ETRENE, FFRAGBRELAY
FEEEALS 1,000- 2 250,000 4.

11. AELERA BRI ANRZAGERGHH R, LT AL 6 &
RELIEL 40% - 24 80% (wt/wt) IS MAety 20% -4 60% (wt/wt) &g
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NARRSRE. BERALYIET 2B TABL—FH XS HFHERL
FRALE, B IBER. B, TR, KB Hl4E G KE) .
BARRBELEEEFE. BRAMNRKIRR. SALAGERELL YIRS
TaRE, BART RS R A B B RK, TR s R

ARXPAABRTACETASH A BN G EER D LTRSS HE
AT T HRRIE. LA06, A HELHHE., ELSFARSL
HHNRERLGBREBZHEYH MBI, ATFHARALAER
WO REMEH O, ERRTF: BEE, #oBEA40.5-2.01. v.
TCE A PLACRIB) Ao B A% 0.5-2.0 1. v. e E4%H
#6E 69 PLCA CRIVBR R TBEBR) ; whoB n BRI K, i B TR i AR (2
A4 2,000-1,000, 000 69F8); FieABmBs L RME, Bk
Ll RRECHFREAKBRBELRY, Bl fLRE 105, 4o
AREE, TUR—FUALRRANREMRFERAYEAMGTELWA T
1 A& R 4 HAK,

AEARABARY QHGER OB LTRELATUALE S HEL
N OEEEMNAH R TESRBRRIEN ., 2406, AYiEon
HIEATARFGEIF G YR E R L4 IRAAE R 69 2 4 4] 7] 64 HAK.,
BN TAARKEMY, REIXXABFMER—FZEE, 0, F8 (BA)
ATAR FHRTREGRKLPBARGERN, Rit, BAAZH AR HE
TR, TOARATFTHERALABRGEN R EC TG, ERRFE
S KR T BB (glycofurol) . WHEE, n-FAMAEH, FREF
AHbEt (glycerol formal) . HihfA 8, WwREE, TUXSH
FRENFERNATFHERALAGER, H5, THREEZHAHK S
AR T & K Bis BLA A F & A Prid B 28 4 09 45 41 ) 6 K,

AR BAR T oA A 5 3 AR - 0 R EL AR 84 6 BT A B L
R, BEEAFTEY, ¥ALPHERES RLA LS AT LN
BN B HTLRBEBREADMR AT RERGOE, A HFA
REGSTUANEEERBZEGWBEAE YA A, Bk, KRLEH
WK EMATERR . BATOROBRTZTL DY F YR FkR
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ABRFTEABREMBEFEENARARAMKE. wRFTE, TRELK
EEBRT QHENBEMNFREDYR LR XA T RAE KL HAR
WA, E—ANEAFTETY, FRLAGERBRERBEEA, Z&K
HREA R ELE AL 1,000-10,000, 000 34, 4o KK 968K
Be 4| A M BAR, AR A BARG A AL A 2 10,000 - 250, 000 9,
AXRBHHERERFIABXNATNAE 3TCFA 10/F 63 ik
BRI,

TUAEKERLABRT QG REDFEN G EANRERAE
HEME A BAR, R, — AR, KA BA G HAK QL IELY 40% — 29 80% (wt/wt)
RS AY 20% - % 60% (wt/wt) 6935 R . B AT AKBASARN KL SE
HFROLIEGA T RBAIBESNREDF BN ROBAR: 4 25954
B AL TS% TR, ¢ 30%iEF Fady T0%e KA, 29 35%69%
FFedy 5% KA, ¢ A0 ER Foty 609G R A4; 29 45N 5 A
Fadh SSUhEG A, Aol SORHEF AL S0 RS (FTA 8 41k
A wt/wt ) R, FR—ZAE R Ao A SR R AL A H BAR

BRRAWFEN S, KEPHEARLTALE RSN REF
MR RFBH . TAR TFARAEPBEARGRBEHRN R, 2RRT:
S ABEHE L, ot AAME; CRAMERMY; RLAEE;
MofBE B A RB A, H LB A 2 E B (Ceraphyl 50); FoRATHK
REAHRBERY, HdFLRA. KARBART Tl QiE—F
REAREERF AR — LKL A G4 F ik ik 2 RERRAA
| FAYRBARTER, 3H, RAAGBRT TUALE—FRE
ABERANATDTHRAFRETAFTAHDAHREN. wROHE,
LR EERRNTE E—RA&T 4 20% (wt/wt) , R@EMRN HKLTE
1&F 4 10% (wt/wt) Ff&F 44 5% (wt/wt) . Blde, TRARA FARLASR
B R QB REAR FRE R . TRA R GRER 6 £ s,
ERRTFAETH (BAE B). AFRLE., BHABRAKLEE. TEL
UAR. TETEAPRERAE. R —FARXNEAHBHNBRARLA
BB, RALAZTRETFEA. FAKNGERNFAERR., — &k
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W, REERUBRAEGRBAERYGRAETHEER.

ik 38 T T E W E R K I T A FF R4 & KK A b &,
., —FRH, TRELTHTRAERALAHGBK: ETRAAK
EETFREMTAF TR Bl RIRESKE) B9 HAEAR, Kik
A% 40C - 4 10C FTHAEMN AL R YR LA, S RRL A
BAROIERDERRN, ARARGEEKRGEN RS ELBFTHAAEHA
BTFAH, WERAFEARSMMRBITES. TUEAEETLE
Wikg, HeRBRETRSBRTELLRBERLE T TARBE
BT RESFTRERGHRA. — BB RBARESHRIKER, R
TARRRBARASHETER, wREE, TURBEREFRE BRI
BAKHATAH, TARLTHEBEREA TR ERART CHFHRLT T
ZRA T RERD R, BARGRL2SKERLKT 5%,

ALRGBAE A TFTHERB B R RBETATFALBRELE
KA HBAREAEDFAAREAE BRI THRGHRSRLL
FEGERGEHEF, BARLREIXREIAARFANCLESK
AR BETRESY, NERod, RERTFHIAONE, ADEX LK
BEVHRLSAGTERAGKGRELATK. HAAARLXABKRE K
B R M AL R Y R L E BRI ASRKRBRIRT BT QFEHRED A
BANEAEMSEHER. &R, wREARLABRKRGEHHFH A 52
BEFNRAERETHERRRTEART, MABRKT CHEHGREY
EARBEATRFERAODARRASRALLEEZZBENF AR
L RBAAR A Y,

ALPAHEHHFN OB TALAIKRTHBURAE. AT A
BREALZRBARTHBEDHRER, REDEHATREDRLSKER
KRBT, FAMABKRRKREAE Bl R ERAXLEHLRE).
LA BRAKLBHEHE R, TRAGESAREHSRLEHHR, &
BHEYERERETFER., AMBBARAARTRATEREAZLSE
WA B Fe BARLEA . Fldo, £ Gilman F (657 H 69 5 2 K ak)
(The Pharmacological Basis of Therapeutics) % 7 A& (1990) #=

12



200480008854. 9 oW P /1T

Remington K.ZE#M A5 ) (Remington, Pharmacological Sciences)
% 18 m& (1990).

BELAERLEPEDH T AT LMY RO ET AR S B3
Bt RAENANBERREFRENRE AL, — &%
W, BEEYWHRERALAGEHHANFLHE 0.1%-50% w/w), HF
HARAE 50%-99. 9% w/w) ., ARBLNHFAFTRTY, AXANHYH
Fl L34y 1% - 30% (w/w) 4 BB WM R .

AKX RBHE R F @G HHT A CERIN G FTE BRI T A
R REARETEEBEATENRAEZTABFTHA . TURATA
LR BN A EME RS ETEZHEB X, CESANK. A
B . RIBRE B R, E—ANFERAFTETY, KAXAHHH

RE QB ERAEMYTUR, EERERERRTAATHES

&%Xﬁbﬁﬁ%*éﬁﬂkiﬁ'é/ﬁ AR T AL R S ) o KK
AEOFHBEKREH O, ERRTFRELBRARYE. hEBRE
I fe 11, AR, AR, S3K. B45E. DRK. BHEKN o
2B AHER, NABREK. Bk, ARAKET. KBmk. B
AR E AR, RA KR ENEZK, RGHaEE, CLP-1. XA
W, ARHBEE. XREeMA. ARBEBRLK, AEWAR. AELKH
£. mhE. FTHE. BARMK. LHRH. REFHE. A&k
(nafarerlin) . HBRBEK. HTE. BEE. £ KWE. PHR.
PR F. sk, mEEL. AREE. WEAKET. &b
BF. R X EEER., L TAEARREREFREGRGEMY .
A, RAMNFEFH. R, RARGHHANFELEHOHHELR
BRFAMSTFUE. BEDTUAAERAREDIME, LHEIEN
%, @A E. TAYRALKMA, CNEBELS TRETETH
AL B B BT A RAILE T E BB B

TAREEAOEH TR AT A TRECEERLAH D HF
bR EMHR. B, TARATERRLRGHH A T @180
B R F RO, ERRTFLEORETR. AF. TR &
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. B, BB, RE. QRRERE. RATERBREEHM/R
BT AR T AR ZAETRZY, @t AR ER R EFEGH
AmE, TRBIERGEN T RRBRAELINR TREFIELHA
FESRKRENGHEEY. AELPEWHAN T OO TLEEDWRETAS
AALEHHMARITACERLE, ABRBEOEEHF—F XL
EEUR, WA ERLAMBRGELRN. BEH. BAA.
ORAMHILCEMNXBEEAH. RER—ZIARLEAXELSFK, 12
RH G LT REHEEA . HAR R B F 64 T4 R T A
B R (Bl e RAE R %%%?@%ﬂ%%& T VAR T 7% BT A
CHELERLXABHHRN T B G MR AEZR . BAF . BEA
A € R A H A BAE ) RIETS A B ARAT BRI ARA R R A £ty X KX
MEOHEAR R EMBEGEYARBEEMMF G E M T N
FEBRFREN AR MAE.

TAERAIEERE. BLIBBUEENEBRLELEWI R LHF 4
HDHEF A EE L RBERERLAADE ] F OEGBREL WP R L5
EBART, RAEAREZRMKAGF EHBEE YR >HEHK
FoBlde, TABIE TN FREBE LMY R > HERL PG BIRT
ETREGTREARESFLELYMWRASFHFLENSE, L4 40C -4
NCTFRAZYTSHAMENT, LEFINBETE IR LB 4P
BB, TMER R THERKRNGHERERBRABLOBLL Y
RAEBAR, A TAKE R ERE RS BREMRASBA FH4
BEHDNRABRARRRLANEHHF . EABTHLE, ¥
FIigamelReNETER, E4E&E, TURALRAEH4HEH
ETFREBAURERE 26 KRN,

ALRHEDHANELRAESERATFRELSRT LR S EFT
B R 62 R R E B A BT R B RAKIR AR A 8,
EREGFEATEY, $RALXANEWHF BRI RIZHA T QG E
VB BME CT INABHRENFAYE L RERE, £
FARBGEATEY, FRLAGE W A B H R L4 F T e
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90%A LW HEHAE AOCTF 2AABMRENLF T ERFEET, L
AERBGRE AOCT 2ANAABLFFRA P 95K 95%A £ &2 d 844k
FAYBIRZ M, Suoh, KRR LK R 645 F Bl AR E N AL
BAH XA (Fldey. BREFR), BHEBA R B K PR
RRFRE, BABRAARLAGEAY RRALAGHHFH, AR
LN ETRAETATALTHARYH AN ELETHELS
B A KRR, KERBHAK Y BEREESE P HRES
RADFPENTERME, 3 AR AMKiE (Br<100ul/R) ##425 %4
FlEBAKEE (P 1 RR 1 RAL)BEGHE RN HFE R HLEK
BARR £ Z So i,

T VA AR R R 6 BARFa 2 ) F R BN BB A BUE ik R E TR B
B HR AR ERAL AR AFENF AN GEEELET P AN EEE P
TN, Bldo, TAMNERETH IR HFHNSERHR VB ERL
Ry BRARF B he M : 2B FF US3,797,492. US3,987,790.
US4, 008,719 . US4, 865,845 . US5, 057,318 . USS5, 059,423 .
US5, 112, 614. US5, 137, 727, US5151093. US5, 234, 692. USS5, 234, 693,
US5, 279,608 . USS, 336,057 . USS5, 728,396 . USS5, 985,305
US5,997,527 . US5,997,902 . US6,113,938 . US6, 132,420 .
US6, 217,906, US6,261, 584, US6, 270,787 F= US6, 375,978. &K,
FARBRTFRARLAGE AR GYEHNEAESEBHERTY. Flde, &
T AR R B A A F R AL 7 IR ) 4 R i i R K PR 8 EAk Ao 25 4 41
F. KRR EFAERART L0508, ko, REELSTAEAK
EV#EALRGERFEHEHH, 2R2ELTUANRTHARIEFEAN
HRETREFEGR AR EHHF A,

4 1

ERAwWE k@R T B8 ("GF") Fo K T ng Lo BR ("PVP") & &
ALPHZA AR GRBBR, AX A ERGE—F T 0LiEe PVP
#3K & BASF (17pf) BEA &4 F KT 18,000 MV, F—F &K e
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42% (wt/wt) GF #= 58% (wt/wt)PVP, H —FF#HIK @3 40% (wt/wt) GF #=
60% (wt/wt) PVP L& = K 3% 50% (wt/wt) GF #= 50% (wt/wt) PVP,
BHEAEH Y, BLELERBRARSSARBIKR, REEY 60C
TAAE (3% Hg #H4-27) b HA7E RAHEA 2 B RIFE| A0 EAK,
ZFBARTY E—F AT LB 5 KR,

364 2

R RS 1 HE A BRPEA BN R TR ERLN R
HEEHA., ATE4ANEEBETRLEGCR | HEdsS D oEER L
wwmi& FRIZFAMNCHE 25 MAEREE A RABERTRF
Tk, MG BEHERH 03 11 2% wt/wt) BB B, BLHEEFTHAM
BEBEFEMANI RSB THEEAESNF. REEYHOCTRAZE
(% Hg #4-27) P HAFEFaFe R, LIRKFEAERLY QR
¥ 0 B URL & I

5364 3

1B P 6 NBERIPN LAY L EDEBERN G TEEM, ¥
“f‘ﬁﬁuﬁ-)ﬁuj\ LSul/RE 3 AR B IE) B A 334 AT iR 64 15 B B 4
A, BREGHEHBERKEE S pg/R. AT RN ZEHESHR
BB BN, D5 ERFNCEBREG 7+ A4 % (PBS) 692 KA
R FLEIICT.

RATHRIHEFE U 6 MR

2% KoL

of@‘% C"gf@

R H: AR E R RIK

o SikAM: 2 RBERKA A (LA 76.4%NaCl. 15, SYR F AL
SeE4. CUIRLEEA. 0. SUARFE B4R A 1. %K AR89 40 mg HFEHA F)
+ PEG 400 3 %7

s ¥EM: REATHRERSY, ZEANMTLY
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Y HADR: HFEERCH UPEIMAR 10 A LA 0.25 mm
ﬁ#ééﬁﬂf?z‘ﬁ:%fiéii%"‘

o B E K £ 60% PVP F= 40%CF 4 BT 11. 2%%5 ¥ B4
¥ OEHEE: BB ‘f’ﬁﬁﬁ@&(l. 2: 1425 M ApAE B )

ATHER—WEER, AABARESKREARKEEBEES
HERFANR, REREZEECBHEBBAES~-0.5 cn. MERK
— X F# PEG 400 FAERHIERFW 2 A 5ERA HNBEAAER 635
fEAEHRBELRES. EBANSENRNE, THRAFSELESMY
R, FFERE(FXH"EE" R HALSE, ddggE
SMAERHES LA BREIRAIRBEEESTODENHIERY
. WEBBFHFNERDEZHE T, REBIKEFHMNMNEAES
EHFSERE~I mm A TFRE % (BERADBAARLE, EVHA
HER@es' L) AREEMELEALIE T ERBHA TAREY
b, RBy#ATEFAEREKEos, HA5EExe0Ee. S
A HEATEN, TEHLSHBRAANMNEEFTETHE, NAARKRY
QK.

HRAERT4HEE WL ERMRANARS T EHEFE =4E 64
BER, ERNE_ABEREANTRATE. FoRB5ERTE
Uy HERAYEHEES HDPE £44 0.3 am EFHEFBLET H AR
ARG FEAERYEEY IPERUAGT BORATE. BT A
— B AR REFE.

QEE—HfE_AENNEERTE—FAR L B E SN
MAEWE 1 vHE. EoEHBFATY, RaF—ANZHEER
MABRH Bk B —HGZRBERHA"TEH". AXHTAN
RE"BRELD"R"BANRATHRARLHEER, RASERTH7
JE, wEBAPBS AR BATHEKEERNR, RBE"TEEH"R"TEH
"EFESFAPBSAFHABRKEENRXZARAFEHSER BT
BEPBSHARFPHBERNOENEICLELERUANERFERER
MEHRITRERHEERYES. £ PBS AR THBME 40KE, 124%
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R GE— A RAM A E— R Fe ki B R Y ik
FREBABE.

5t 3641 4

FI &KL PHLE BRI PN L RSN, #1465 035F8 ("BA")
VBB F | Fa PYPAEA RE MG 4 T+ RE AR, EH X HBARF 1A
% B BASF #9&FA RE 4 PVP(12 pf # 17pf). HF—F &KL
40% (wt/wt)BA A= 60%(wt/wt) PVP 17 pf . % —# & 1K & 3%
38% (wt/wt)BA F= 62% (wt/wt)PVP 17 pf . % = # &K 4K & 3
26% (wt/wt)BA. 37% (wt/wt)PVP 12 pf #= 37% (wt/wt)PVP 17 pf E
% v ARk L35 27% (wt/wt) BA. 36.5 % (wt/wt)PVP 12 pf #= 36. 5%
(wt/wt)PVP 17 pf, AHEAN KA T, BEH AW RHINREE LK
BA RBESICTAAR (3% Hg #H4-28) ¥ K AT£ BAHE54 60-90
47, RERE P EAREAK,

BB A EAP &6 47 BA/PVP R T HE—F AL EAY
TIEAR R, A TR BARKK RSN, R E S AR
Bl EAANE & BT AR ZATHTRREASE, wRAGE. &
RHE S AFBERGE—FAEKIBERLEG FRESFH M E 50%K 50%
A LR A RE| AL F, B BART @356 PVP b4 f sl LI R Y
ARARF R RE MR .

34 5

MR EXRG 4 FPHEN ST HHEF AR GEK, 2424
36% (wt/wt)BA. 32% (wt/wt)PVP 12 pf #= 32% (wt/wt) PVP 17pf Ao 4|3
o R IRNR R AT BARF] S04 15 8 B 5| A 6 RIS I,

H & 4 RE RGBSR . R KRR S0 EARF 4 R
Bl s B B2 — 4 & T SR P e & —FF. BT RFTHRE
AAEBREE T RGN EABHINNFERR LR BEEYS. F—F
BHREABAGDHOBLEE | DEARE 20, Fo/HBRE
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BEEAMHBEOKE 1 N ERBL L EBR 1O TARAAR. F=
MBALAEDBESNRRLOE 1 REERS SEBF LT RE
HEwWHBHREAEHAL YT | EE8L 3o RE. 14
FREBF 1 HERE. HATHEX I HEZEHHH T HE—, ¥
BRBAZAGHENEKRE 4 FRBLEE LAY T 5 —Fr A5,
BIFEFFEATHRGFELE 106F B EOARAEHIHRE
R AEGNCTAAET BHgit4-28) P HAFHEDBELS Wi B IR,

—B4&T ARNEEESN, NP EamABBREE FER
HOE A FF 4| F A, B A ER LR EhP) 4 5 &0 8BIK, B
VA4 R AE BRI R RN EA G RESEN, R 4 RGP
WE—FHIBBREE A RS THEME S0%R S0%A LB A IR 2|47
o %, SR EART @54 PVP SR URIERY RIEFTHRMEG RS
HH R .

A 6

N BRARLAED B R G RAEHWHEEH, HTEHALH
HmEI R RN, HERFARGEHHN FHEMELE 5T, 25
CRAVCRETHAEEY SMAAHMR. E#EINMNAHRE, 424
B AR & 2R AR &3t % (RP-HPLC) F= R < HEFEL & 38 3% (SEC) 3R4M 54 7|
QLIFW B WAL T,

REXRGIATFHDFANFTREAGED A o-TFIhE. Ko-FH 4
RBALEEY, C ORI GO | Ho-ThEL 208 1 4 L-
FAREBRAFAH A . KL 25 iMAAERLELE A RYHNARET R
o~ FHREHLE, EREABAGo-TREFLE {Ho-FHREL O T
AT B, $IERF TR A LT, A 2EARSEAHEH. &
RETFRo-FHREFLR, B8 4 nl/0468F%. ADEREN 120
CHEREH 85T,

F A 8 4y 1) F AL R B BAK @3 40% BA F= 60% PVP 17 pf. K&,
B4R, 4 BA A= PVP Y R Ao T 86 i Sk b & £/&F S ppm 84K
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F. ATABAYHR YR ETEMAY, KAMLES BA RS 30 94, st
it 0. 2pi8 FiLiE BA A A AR ARE T HESDRFT. ATHA
PVP /v &L M, A 1%L-FARABEALE PVP, 4 A MHIL
TTF A %5 R AR E R B 0 L-F AREAM T4 T .48 0XIS R XK &
M A LT 4y BA = PVP R ¥ 9 LR AR FRA FR-FRRE
M E M TR T HRSEZE. ¥ BA F= PVP o T RAKSKFIKT
3% B it B AL IEIKT 5 pom. ERFEEH K FLBAHKEE,
¥igFthim Tt ey BA Fo PVP I AF|BRA BT A 50°C RAT (3 He
i 45-28) Ti5d, AR HARELHMBAK (BF 60-90 04F) . EHEE,
HINBAR T K54 Foid BALH K F 4 H KT 3%F= Sppm,

18 ) 0ig R B F ARG B R Fo-TREFLLFEGE —FF =
RF . R, ARBEHHAZEARR LS ENo-THRETLEF S,
F—FEmEF (FIFA)RA 9. 6% (wt/wt) BEBFESE, £=
B R (%17 B) A 3.8% (wt/wt) BERS B4 E, EFER
FHEAREHNFHRRIES. ATHEEM4H, hEFTHo-THE
BEABEREENRSET, FENCTAALE & Hgi14-28) ¥%
LERFo-TFREAZBARTHAR LGN RER. REE, KA
BEBHFNET SOCHBRAENFEBALTUAREH TRATHRIEAN
HUHR FHRE R,

AT MR EHGEHRF G, BHHN AR RERE AR
WBEFAASRARERETHAARES. J4HH AF41H BmAZ| 4
EBFHESC, 25CRAOCTFHAIAA. ARARBHHH AR
ERBEEHTHRESR ¥ MAE, 188 HPLC 418 i f L Fo LB IAE
A o-THREHER SEC N BRIREERYo-THRE. $HFR
LERBAELAWE 2. WEIAHE 4+,

WHE2HAEBEZBATTFAEZEAMAIETHMNALLE N0
FHE G EAA BB R G, o TABELRABHE 2F5H4,
FIA ARBTEEANIEFHE. S50, £EAEACTREN AMA
3SARE, BHHEEMT Y 0. 25%E 24 44 BLEBLERAE A 3 n R 2
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0. 5%,

ME3IHPAABTREE T TAEEAMGILFTH A BA LYo
FHREGEANAPLBERAE R A0, B TABELARKE 3 AH4,
HF BB THEANMS N, EEE ACTHR4H BiEH 3AA
G, B RN MT 4 0. 25% LA M PLBLIRE R T 4 1. 3%,

ME 4R ERTIRET FTRCERNMA 3 A A BT IE) 3 R e %) )
AR BPHERHRENNE., ELTUABILABHE 4 FHH,
FIA AFHN BRARALEANREIHN, EEEANCTHAIA
AR, BHRMNTELEALXERFNHNRE.
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