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1. —FZMAEY. BERBEFEERKBRFPREEERLE
Y, BriRARS /KA WE S 2 TTEAE NG,

2. HERIMUEY, KPREFERLEYREEER.
3. MMERIMASY, HIATHILMBBRER.

4. RFERIWBed, KPEEERUEDHBERL N
5-100mg/ml.

5. MMERIKAEY, RFEBERUEYHNERE A
10-80mg/ml,

6. WAERIMNHEY, HbhEZ oHE2EH. NIEXRL .,
7. KA ERHA Y, HPREL TERERRL .

8. MAERTIMAEEY), K RZ ZHH300%20005E /K1 .

9. BAERSWA S, HFRZL B H300%F 15001 /Rl

10. A EROPIA &Y, HHPEL B REPEG-300. PEG-4008
PEG-1450.

11, A ERIOMBEY, HPEIL B EPEG-400,

12. AMERINEEY, HEASE B REREMEESEEY
Bt ns K
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13, MABER12MEEY), H Mmoo FeE.

14, BABRL2EAEY, EFHRMERNZERIT SA591
19%-50% o

15. MABRI4MAEY, HEERL ZHNERETERE.

16. WA ERISKABEY, HP R _EEREPEG-400, htiki7iks
B,

17. NRMBERI6MAEY, HFAEDEEAEEIITS: 5K
PEG-400: == F 8,

18. WMAER1TMA LY, HHPEEERHNFERN1-100mg/ml.

19. MAERKIME Y, KA ARSNRMAMNEHREIER
LEW.

20. WAERKIOMAEY, HAE - RMAEMELERKE
7/

21. A EBR20/0B 5, HPBEAFER200mg.

22. WAER21 1 HE &Y, HFBA7E R 100mg.

23. WIREBIE L iEANBFNIESKBRPHOEELERKLS
YEE AR TRTBE. &, MERKKE. KFMWorM., PR,

WENRPEPER G 45 . RS . HRBZ 2 EE. INMHLREE RS B 5
SR TR . R & A EE R A E I A S Y PRI A
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24. FIERk23 N A, HAp kAW A EREANEE
.

25, MABER23MNAH, RFERZRES THRRAEGYE, X
%3R4 &Y BT iR 23R & ML F 19K 24 0.05-30pg/ml.

26. WA ER2SHN A, HPREIEBAEWELTEFHKFR
1-20pg/ml.

27. RABERIWAEY, HPFFRAEGYWET RZRE LIRS
g

2

[o2]

A ER2TMAEY, KPR EAYEHERET.

2

\O

BRI ER28AEY, HPREEKIKRIKE.

30. MAER20MAEY, HPRERERE.

31, A ESR2TMA A, FHod priRkH & 90208 R SR .

32, RRIER 6. 11, 12, 13, 16, 17. 18 B 19 WA S, H
FidEXERHEYREEIESE.

33, AFESR 1. 6. 11. 12, 13, 16, 17. 18 B 19 WAEY,
HbmRAELAERHAYREREANERIERE.

34, WFER 23 8 25 WNA, HYFRELEBUGYRER
E[J =
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35. BRI 25 5% 26 WA, EhrdEEdERUEY R
AR IEERE.
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FEAE R &K 25 I

BRI

FRAGREEHRRTEEFBUEUNGYAGTY, Hikm
5, WRASES—MAENBEANESKER. AKAHR—PUL
Bk & WAE R T B T RIRA J7

KPE R
FikdER (CsH | NOS)R2-(Z“XEBFE-WEBF)LBLE, B
R2-[(ZHFHE) AR Z B .

RAFERCELMABARI “HEFMHEEREE, HEFETEETHFE
EH LSRR EAES R MAFEZSE (BRESTES DR
ANEFEFRERIPT AP G M DL R 2 JEMBBA R R 7 (SEE £ H4,177,290; 1£
TR A C200FR” ELMULEXFIANLIIEASE) o B4
A IR B R BN ROEshiEsh s A AR R (8 ¥E 31 38 0 (Duteil %%, Eur.
J. Pharmacol. 180:49 (1990)) , Eix3EE &M I AR R A
TR REREEE L & R EEIEIR (Bastuji%s, Prog. Neuro-Psych. Biol.
Psych. 12:695 (1988)) .

CEERHETERERHEMNE. UEXFIARERSHERE
EEF5180,745AF T KL RERBASHAERFEMN TN,
URFRNERTTEGERERHNAE. ZREAHEEER, B, ()
TRFEVHEBE- LB, TREX FIRSTFIACAE . WE B RO B /R 2K BR
R ABERL (EE%EH4,927,855, UEXBIAERXENSHE)
BRI 2 FF FR1E 547952 (AFF1993FE6 H23H ) AFEIBIERIEAN
RERGR IR . BRI A JF H15594507 (AF T 199454 527H )
ANFFTEXIFERBEITRRENNA .
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UAXSIANEERNSEHEREEF5,618,845% ik A A R E
BAR AR &, EXEELR4,927855P CREEIEIFE
AR WA S%. REERHREHATEY C A EE L F60/204,789
BAFF, XL EXIIABIIEANSH .

TEEE, HikIEB DAL HELL100mg R 200mg B 44 #4705 2 A T
AN, BEXERHRBAAEWHRETIG. DR, Z&iE
EHMRERKEEMEEYE, HEgUETAAAEYTHEEIERE
Y. AIEEIXIEE KE B A AR B 290 % R h A BT IR
HEXEEFS5,618845F AR T EXERBHBAEBEFRIIAR. AERE
EF)5,180,745F R T —FEE BB IE4

B2 4 DL Lk 3E JB A0 & W7 T 25 P 0 o 0 YA 7R PR X EL S AT T
W, ARBEARI, FELMENRELKTAUSP/NFL S, WHEA
HEBTHEEREESTHTESENKETRA. ARV E K
o F 33 6 ] JR G BE ik AR JB A& M T 25 PR 4R A I, AR AT
TEBRE TN T AR A 2k E B S

KRR

Hik, ZAEHAH—DERRRGEGYASY, REEFRTHE
BB EY. BRGNS, AREMNAGWRIEZKEY, HEEL
R . TRdaPmisasE Rz —MEIEN.

RPN S — B HRREHTRRERFAEERNITE, 8BS
FTRREVRTERENSEWAED.

B TR, ERXE MR ERRERAE, BT
ZHARPANTREITEIR, 0, REEMHEE, ZTEFRT
R WASYREH, HPREERMLEGYES TRENZHNERN
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A EYF AN

KR

Rit, EHE—KBTAP, AEHRETEEFRTFREEFEL
EMHLGYMAEY. EEATS, ARARNAEYRIETKE, FHE
EEEHMARERN. FEEa4PitiEas =L, —MaEiEm.

EXFERN “HMARY” SEUAHNAED.

AN “FZEAKN” BERXAETILEYD. MR, AP
/SN, RAETENEZHBERNES S ALY A RZMTA
FESESMH. . S8RNEREEE A/ X /gy HAk 3 &
AE 7 R

AR “HiXERAEY” RELUAEERERAERE, H
SMETRIREY), BARME, BnAFWEEIFEEMRERE, —FHF
RTHEBEZRKR, RERERX, BEAER. 2HEN. XY, 7
Y. FEAEY (cogener) MHAZ. AIAAELATBRT OCHREXEE
EREAAEER (ERERLEY) HIRELEGY. XEMHEME
EERBLEDREFE T ESEEE T 4,177,290, 4,927,855,
5,719,168F1 £ H % F H11560/204,789 P A FF . EEME LT X+,
FIREXERBLEDREZIER.

AILFERE BB BIEPMBCEZ MY RKLFZMYE iy
SNEREY . RSB ARE S SR . B RS E A B R E
. WRMEBHEEBREN RPPEG. EERENLETF, 5B
BRI ARD TREMBR. AR EFNERET, FEAEEEEH
&Y, Bl IABRERE S .

AR “dEEK” AEYERR0-10EE X KHNAEGY.
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FXPERR “ZLE” BIEAFEZ T —IMRENE. #7617
BEARTZUE, MZTEMANZE, MEAATE, gl MHEa=
BERTAEYD; MAEEE.

FXFEAE “RERE" BFRE - M REENERE#C,-C,
MREREE, PlziE. ERFE. 2R, ETE. RTE. fTE.
NTEE. RE. OF%; NENRERELELE. AENRRFE.

EXFERABARE “FhhiE” BIRE —MREN S5 ERAK
C\-Cebe M, PIMERE., XL, “FREFE (TXRFE) %,
MR T EEAEETIE., o R LEMP-KLE.

RICHEAR “BITERE” BN TR, M. W7, I
BEHEXTBRANRRAAERE RN E. RiE “BH)” BEBR
AT WS T, GREREILAXFIRRBIFRLRRE, BALE
AR BRI UE R EHEBRNSRE, IR ERECEMG ML
H,

RICFERAE “TTEYRBR” BIRELRTETEF S TEA
TR AR IR RLHE, FrRE ARG AW EL Y
I35 7K .

AIXERBOAE “REE” BERAREERE —MERELMAE
TR BIR AR OLRR 34, s ALEh Y, R AEULE.

FIXFERE “BAFE” BfRE—FE, HEgETEE,
STHENRR, MRARBYENLEREWRLTE, AFEXEER
WEDRETEEERALEYNTHAAEY .



01817127. 3 o P Es/12|

AXPEAR “BERN” BEATHAYAEYTEETEENA
AERJLFARGETMERNDR. BB EEREAT. TE
MEAPTRN; BEH: oA, BHRATH, EE6F. FRAFNRK
B, FLALABER;, MEARFAYNENYR.

ENFREHBIRE “4” BfFREEELI10% WEE. o, HE
“%5200” BFE20089+10%, BE M 180-220.

EFREMELETAF, AEYEBEEATHRHBERFREEIE
BEY. SEBANEEETHENUED Img/mlZixFEBLEDH
W, “HOWBHN” R “ROBEE” NEBEAVRSDERERE
Slmg/mIAEY . “AREF” B “AREMBE” W RERBHRE
KF Img/mlfH &Y.

SRR R MIVERR AL H B D Img/ml. FEFE ST,
EAE B AW R EIRE A 1-29500mg/ml. 76 5546 5 4 % 5 2t 77 2,
3, REERUAEYHEEER HA1-4200mg/ml. 7 H {5 48 5% 1 52
WEARF, RixIERUEWHERE NL5-29100mg/ml, 7EHEARE N
T AT, KILIEBAEYEME R 9 45-280mg/ml.

EAKPRRLELRTA+, 4aPREEL—FENER. &
EWENENS THEAOEERA RS E, HETHBN, HFRFE
BAERUED R HERE. EFERENTHETR R, FEZMHE
A, EHAEREHERATFP, SF —HRFEHEBERN. ERE0RE
HISERE TP, EAMINETPESASYWHLA0.5%-250% (viv) ,
BREANN1%-2550% (viv) , BRIERLS5%-Z4120% (vv)

EREMENIHETAF, AIBEHNE - -ERZER. K

BUEYARE. —HFERUFE. -FE2-MEHERE ( “NMP” ) | %
HBKHWM—EERLTE., S4EN 2 R 7 E B 2 Transcutol™,

10
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K H BB L E R H W B (mwitor®). FRR/ZER H iEE (0
Capmul®)FI R & 2.4 H W 3 SR BS (W Labrasol®) . 2 JuBE A H il .

A, 14T 8. 13-T, 2. NEBE - XL ZEE
(tetraglycol) (if B 400 glycofuranol) B B Z — 2. LIER Z il B TE:
RZL_-_BER"PEG", EMHEHUTERAMNBAERBEGRRED:

H(OCH,CH,),0H, HFnZE k4. L& KPEGH F¥ 4 FE N KZ200
2 KZ150000E /R, FALEML300E L2000E /REKPEG, HALEM
21300 21 150018 /REAIPEG. A i M AIPEGH B B FEPEG-200. PEG-
300, PEG-400. PEG-540. PEG-600. PEG-800. PEG-1000F1PEG-1450.,
BT 3% L8 AT LA M 451 4 Union Carbide Corporationf 75 2| K & W25 4
%4, BTARKVESYHMENPEGE FEHEPEG-300. PEG-400A!
PEG 1450, E{i%EPEG-300F51PEG-400.

TEHMAR TR, AEWEBHMMNERN, LTUEA
WA R E AR S YA NEF . A 3E I B A0 777 LA i 25 4
MEARNRESWHE, EETHAN, FREEEERLEYOE
RYE . VAU IS A MIER. N T 8 R s B AL
R, RN L TR, ERERRE0EHETRT, KnKRE
EoRAAERSEESEESER, ERERESER, GImET
. a-FXLBEEHB-RLEE,

EEMERNEIRTRT, BNREAER L _EMNEEERNR
Y. BEMENERETFREERENRZ _EMNSFERENRESGY,
HI I PEG-400 13K BH 8%, PEG-400fa-% Z B2, PEG-400H1p-7K Z 1%,
DA X PEG-300F1 ¥ FiEs, AHMEMENZH T T, A50EHE
#780%-2799% PEG-400F1211%-Z120% FFHE (viv)  EEMLEN
SEHFRP, AESYWREHNY%-499% PEG-400F1£91%-2910% %K F
B (vv) . EBRMERSEETRS, A0S 5 (viv) KIPEG-
400: FEE., EFSREHNSIH RSP, AEYEHE: ZEERK
a4, BMMENEEER, HIKRE N 1-29100mg/ml, A& N £ 1-4

11
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60mg/ml, B RIE H £720-4950mg/ml; F—EH, HEFHM®. A .
TR ER. RRUERER. PEEKEHE B, —FERLH
BRI Z ZBF; A M, K& KRBT B

HEFREFMRENLEFRNT, F—HBRERLE, BEENE
EFSEFE. EERENTEFRXF, F—FIENZPEG-3008,
PEG-400, FiiBE 2 XHEE,

HERERENLEFRF, AEPEEEL>—PE—FAENEE
ERhEY. EREFREMLHARXF, 45PWEFE-TE—NE
MELERHEY. IRERERLEDMNEREEIEE. Ziadr)e
M B F A% 5 40.01-100mg/kg A E. RI\F—RIET, AXEHNER
£50.1-2000mg. B FIEMRIEHA1-4500mg, HH—ZWREH,
BARIE N A10-K4400mg, AA—EFHKREH. EFSEMER TN
d, B FIE % 100-200mg. AR EMEE TR T, BAFERN
2R EPIER40.05-4130pg/ml, AR %X 4 1-2720pg/ml L iE K
ST AR IS

EERFAMB - P, RETWITZRERRIERNTT
%, BEAFENZRELTHTENENEEERAEGY, Bt
ATFEEKGHAEEGDTHEZERLED. ERENLHETXF,
BEDREH

ERLEHMERTRF, TRAYESYWTHTRITEE, W5
AR AR M B IR SC R B 0 1 K B B L B R 1 N R R 45 R R O T R
K&, MEKRKRK, KBRARHEML, FX, EREFEEE, KEE
1B, EERMZZHE, WMVREREES, WHZREELSHN
BEH(OMSES"): FATERALE. MERHMSENMEELD.

BT EREAEGYNE AT BN FRERARA G EIRSWE

12
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£, BIMAFAERNRAERUER THIMERTMAE. EHE
BMITAREN, FHREHEAEFRFSER, GHEEART: A&
Y KR FRI—RERRE; W EKNEARK: ¥EARK
BRI R, ZREMENRN; AERFEEhEY: KT
FrEARIF T AEDRRE: TEENSATE: FRAYKER;
A HABHE RIELL .

RITERBNEZERLEYHSMERTAN, XERELRE
FreaZiniE. FTRKEDRAEER (Blamkd) - LEWK
WA RREE., BERBRRENELS SRR, B, BITHNNETR
i, REWLEWEN, BEREFZBEATHRFENUR.

ERF—ERHTAT, FRURGCTEEFRLEDNTARA
&Y, RhERZAELTHRAEYE, RXFERLEVERER
R MLIE KR £50.05-2430pg/ml. EREEHTR T, ZEF
JEAL B WLEFTIR AR M T KT A A 1-420pg/ml. £ 5 —RIEH
SERETRF, A LUERFFOLEKTFHNASHRETREFEMN
EYHREEKADHEY. EEREREHET T, REFRBUEY
EEILIEE.

EH—EZETAP, FAARMTETHRAE OREANAS
Y. ORGHOFBLURGCASGDIRERT . BFARAFEXHNEREN,
BAENBKERNA .

FEAEYHERITAETURER XS Z, 5 00 BE A H IR R %
MERE. ENRARKERARE S WH A, EThe Theory and
Parctice of Industrial Pharmacy, 2% =hR, Lachman®¥, 2£374-408 % (Lea
& Febiger, 1986) FHFEMITIL, ZXLEMULEILFTIARIIENSH.
B IR AT 5 84 B8 AR i v USPAN L B4 BE R USPLL KK B & . BIRIREE
TESHEERN. HEE5. SREFNT. THWHRKRES B

13



01817127. 3 o P /12|

CAPSUGEL, Warner-Lambert Co.Zr A&, VAEFR£0.1-491.4ml. —
MRRCHE R~ Ve B b #5-#00073 8. b4k, AX\HSPHIRETHEE
KA, RBERKMEREEREESAEPRESE. XMHEKRE
A2 ALK, Blns EEEF 5,206,219, HAETIANRIIE
HNBE,

FRESHE RS, AE5WEEha s EamEn. a&KNEE
A BHAFEBRARESBHE, FATREEFERENHNERSR
B HES, PLEALH, WPRMER. WA A BTN ML B A U7 1R i 4o
PUR i B AF M BB G, BAF, WZZRNZE; ZFMF, IR,
FrRRREE BB 3h: BT, S AVEUE BERE: BRORGT): BHER
FFEEN; HBRAAKER,; M ER,; MHEAMARITHIAN
AR BERR A BT A R TE SR, 49 o R SOk IR B A9 AR LR, The Handbook
of Pharmaceutical Excipients, 38 — X, ( The Pharmaceutical Press, London
and American Pharmaceutical Association, 1994) , Z3CEALAECHIA
EXVEREFE.

KREHAESHEEEAERLEY, HWESHBESEE R
ABRFIAERBAREE. HEEEERMERTEYNTES LEE
HH4,17729, HEHMELERLEYH A ESAEEELR
4,927,855, 5,719,168 %13 E % F H11560/204,789.

ARBHEYHIHFNEERENTEE. ARPHHEYEZETH
DIEWAE. FEASEE. B, 54 FREPEGUWPEG-6007E = iF T
hEE, BEZENMHRUBAPECHAMBEXRERLEY . ZLPEGH
W RFEH, RAHNEZR, KRR TFHRAFENALE T fim,
ORAZHHRKERR, THHARKHIPEG-600ER. & XHAAED
REAZTETEBAE. EEASEGERRTASOERE, REMEER
Mk ERRIEE. A%

14
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EERTHEEREFEAS (8, REXERLUSAL) Bk
Wtk 4 A T R R A R T R R A SR, AR B
REMEAERUEY, HETMAKL TETHEASREDT.
EREMA, MEETF6OC, THTFRBEAN TR, R
AR AR, R R .

BE—MEZMEZRTAEENAS WA S YRS & EEET
HRERE T#HT, MEBERT60C. Fitn, =IE TPEG-1450% F 4%k,
MZ140% £560°C I8 A 1 A EPEG- 1450 4L BB VBT . 4R 5 T M 2034 3
RUAEDMAN MBI BAPEGHER T, HEHMR. EAHNEERE,
BREA, B E40-45CHE B EIEIE B U B WAEPEG-1450 [
BB VAN EBREE M, X SBERFr—MEiEihd
435318 o

AR g RER 7RG TR B R REERY, TS R AR DY
REIAKANBERRANE. RIEAIIRE, IERAMBMEREEAR
R X LG BT 2 A& 3

5L it 451

A. M

T T SE e R BT A LR R T ER T 2 5 b R A SRR R A 5 A
R EfEE S F B SCER T 5K Hl & . W0 USP/NFER B E = 45

B. Fi%

1.HPLC

THHPLCHZAATFUNEAEYFEELERUEDNETE. &
12umE F AW T E XU EY R ABE R . FHI90uL = & WA
(Fischer Certified ACSZ) ¥ 10uLZEHBE WA BEZ ImL. H10pL# B
VA THPLCA #r, AR AR A 44

WHE: 1.2mL/%

15
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F: ODS, 4.6x20mm, ¥i&: 30C

WEhAH: 80% (65% ZJE/35% IMBERRERZTHVR) , 20% 7K
Sy HTBT ] 543k

Wi 22245K

A B I A E AR B0 4me/mL A A RO Sk IR B AL & AR v
mFBMER, HERE.

2. 45 FEIEIE TR VR R K R R ML K S BB & T v

7E Y5 25 50 4 AR 4E ¥ Sprague-Dawley K R Z R K. HAKRE D
ARBRES T &HIF, ZEEBLEWHFEN100mgks, H2FR
H3.3mlkg. FEAZF025. 0.5, 1. 2. 4FI6/NET fE MM E &8 K ER 1 .
TEK D E K, 7£13,000RPMEEF; 1048, Wide EHEW (kD
HETIKLEARE, REE-T0CEEHTHNT. EXELE P, KikdE
JEALE AR LTS K FRME S LC/MSTl £ .

SEHEBIL: #14&95: 5 (viv) HIPEG-400: ZKHEE

95mL PEG-400f1SmIE FEMBEVEZR THHAEEEHST. 1
HART, HRE0.1gXEEIER, BimBBEAWEFMA, R HHEIF
MES5-60C. FHEBAHMNERE, B EERERAMRE RN E
o BERAMMERNAEZR TEMKERN, IAEEEIBEHR
B, RIS IR BIR S BRI W o

EITHPLCI &, FEXJERWEEE Z61mg/ml.

SEHEAI2: KR ALYE R EEIE B KR

S TREPN A EYE X ME T REEIERKFIR TR
Bi7R . ¥ FOraplus®4 &4 & & BRI L. O AR 77 Rt A 5l 45 25 /9 Bl 44
REERMEDFIAEE, TAFERAFETRAROEMEM . Oraplus®
EORBESME, TR M (Paddock Laboratories, Minneapolis, MN) ,

16
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TEHW TR AR, BRTER. RTETERN. HR
B A . FRBRABEERSY (FEAZEAD , —HEEEm GHE
A, URILERHMEERFRTE (BB .

&1
K BRAME P 8 R IE R B K
Ifi & /KF (ng/ml)
SRR W SR Oraplus
AF IR CNEY)
0.25 24 3.4
0.5 1.4 4.9
1 1.4 3.0
2 1.2 1.9
4 1.2 0.4
6 0.5 0.2

RGUFE RN RN, RIE U LT X KB #AT & R SR
BRRETREN . BN ERE, EPWRERNEERN, KL
AR MBI AT RERE, AAUNECEEEREIAX
=

17



