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1. SHERBSGEHBREBIALEH I REDALY, €
4

a)W) Cg— Cao BE X Cg— Coo B8 By BR KNG RF BR 5 H ik 3L R BRI
CHEFHRIBILXN S LB GBARG R,

b)# F XA

SR EAMAR, Hb oA EREERH FHER;

d)& FTHZHBRY A,

EEAA. BREAN. HAEAENOHBX, A FRERRIERSEE
HEKKEEAREZERE/AERERT.

2. RAER 1 FEXGPOEHBRGELY, LOLFERE
FoEKMER, FAEBEERGERESD 40-90CHFRMENLED
W, RPEERRSETHRIRAS.

3. RAER 2 FERRPYEFABKGBEH, XTNLFMR
MEAFREESD 60-70CH A HAR.

4. i A EK 1 FEXBP ALY, HTEARFRASAE
I3 MRS AERS . BHISBLAesk. BESBL LB IR, WABK, =7
B A, BHBRHERL_BR-HENYE,

5. ALK 1 FEXFPGESY, AT EFREAR LA
T LAY EA: R REHBERBHE. CHE. 8
RBLREE, BRRY B EH B, RS BB —H b BE AR BFEL = H ik BEE 4
BUARATEY, ¥, REBRTED.

6. BAIEK 1 HERFEFHALY, L PEFREAREH K
KRB LA R, .

7. BAEK 6 FEXFPHASY, AFaFRELART LA
TS HEE: ARRRTAARRORESHEARLRY. RE
LA RAY. BARESSE. BARASLE. S8, B,
ZH. RRENAY. BB, RAXASRYKEK. % .
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8. MAEBR 1 HERRPHELY, QLFTHEIHER,

9, BAEK 8 FERKP ALY, APz HaRGF
AAKBERODRF R ETAMER,

10. RAEKR 1 FFEREPHELSY, ZRH. KEHN. BKER
MEHX, AP EERASRELALEEERM/AELLARA.

11. RAZK 1 FFERRPGELS, ZHH. KREMN. BAK
FOHR, EFEERRIRSKEZERERR & FRMLHF
WERF.

12. RAZK 1 FEXFFHELY, LV EERASBTESR
KEFB. Hnd. LTV RS. RAFRL. RBEMP K
%, BRAEY. REFASS. ESARKYE. RAKS. LEBH
Emai ki, A%, 228, RRABARY. BH. AER
5. BRRKEHH.

13, BRAEEL 11 FEREPGALY, EPiEERARS LA E
A, S-REAKME., AEE, TR, BAFRAH. mef
T. Frege. REAH. AN ER. LABRRLREEL —
BRF L ALEEES . REA. ASE. WAL RASHKR. RERK.
RTZ. AW, HARIE. R+ b, EHLRE. A
4.

14, RAER | FERFEPQELY, A LHHEHEBR.

15. RAER 1 TERRPOEHELY, TAHNGHBX, €4
HEARE NS THENRTERGRTREY.
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BHEAEREKAREG o RGSHEEH

AEARTEAEHNBRAEREREGAEY, SF —HXEHHEA
BEZUrRREHNGERRSY, ZEHIEEOBER. FRE
RERERHR, REBAISEREFABREARY. XTRATESH
EREBRYERYEAGHERA R ERRSEKRRER/ X E D RET
MERER, NOBHETMEAGBRRXDI AT, ETEAEAR
EkBMRRENLERLE FIAZRAREELAPRERAG
BRSO REE.

AEXRGAEGUTAL A TAETEERRSY: ARG, £ X
#H, CERERGY. HHS. RGREY. FH5HNE5HFRELY
A, REFRFEH., LAk, ALAPGBAHELSToRLE R
ARER T R M 6 X 2341,

BARAFXE

B4 28, 2R EVAMBREABANETUARBRAN D
fo T L HATH) &

1. HEAFRGER, AT RARLEHNEIZ A TaRER
ey FERE, FEMNSAEA-ZHRRY, ZHGRACHE
F R,

2. FABEARGER, AP EARSANIEESTENTR
BEESGOREYE, BHEAR T, 2B TAEREARRAE
H, RBEXHERTKEENFHEE.

3. AMTREEARGER, B8R — LA YR RNGHAHTER.

Fid, AR LSRRG &S L Ao B .

WHEAR: Al—BETEERIRELE. AR HHE
( esponential ) # #L. ‘
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FARMEER: BALBAAH, AEXERSGTURSCEHE
H, REENEZRELEEHR.

AR A R RBITHIG “HRBEX” MEARY, £22€1
EFRINESHBERENEREIAAMG A, I, ENBFTH®
W (insitu) BARBEY, ELEFEFTLFARARTEHNEY.

AMCEZHRATREXATHREEFRBERLRGHA:  (Drug Dev.
Ind. Pharm.) 13 (6), 1001-1022, (1987)AF T # A X B £k = A4t
BUEAERBEEREROBILLARL G T %, ERARFTHATR
R4

US4,608248 #HE TAHRRMHERARAREHAKME, A ¥HKJ =
FARELDEE DR EFTRAEAIHAGEZRELR S A
(compenetration)% X, & R B WM E K.

EP 375,063 A2 HF TR TERRSEHBEAG SETRLEAMN G4
HEI1L, ORBFRADRESHYREE, BEBRASHBAKEL
i, MERMABERRBEASHEECHERRAL, HAHK
ik, BRERBAELAHBRROYPERRLSGEREN, RE
REBREAERAGANEN, RERKELS. HREHR—
M BE, CRALREBROAMATHRHBBERIERY 6.

(%5 2% Fi&HY (Chem. Pharm. Bull.) 46(3), 531-533 4.4 &
THRE® “HA” 44, AdRBREAERAG LGB HRESVEY
BRIZL, RETEANK,

I WO 93/00889 iR LELMBAREET “HE” 44, &
FAFTFABERTOAEGHE S &, ads:

HERRIEFHTHERERESHE T AMNER;

-FRAEER;

MEEEABRRERBEAATESPERALE, ABHEEAE
R A EAAHZELEGEF,

EPO04S3001 AF T EFKBERRTHEANHE" LHH SET.
RAAHSEFAABEORE, ABKERRS OB Kk E, pH-

5
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BB RT IR, pH- R IR P RAAGERBEG B &
RBEKRERKGEN.

WO 95/16451 AF TR F ot HE e Reh FRBEFAHH
AREEES, RTEHNERERS GEREE,

EHEBFNEHELAETRGHHARE. EHEHANE o,
HBREMNLHES —RBEAENEHRRRELY, RETERELARAES
KERNBEARKEHREER, CRHRESGHBELREER.

AXPLBRABTHERG, LCARBAIHEARLESLEBER
RA, A5 FBERSYERMNELBFABERYT. KAHG4A
CHURAXRBEEE—MA¥Kuad, AFPHELETRARAGG G HRE
B, AARGASMEARELEMET KRENLZ B H R A
BHEARGERBLEDASFLB X —FEL RN,

KB AIF

AXPRBTEAEUERI O ENERA B EAEGOREY
weaY, a8

meSm%mm%%k&mA%ﬁTﬁﬁ%%&%A%m&
MER, RYEVHSBAEURS

VEEAEEL:2 Y

M EFEKRBREAR, AV S RKAFTHEEARA TR HFHE
R

d) T b & A 5K A

AXPHBFEZTOHLA—HASHEUERS GEHBERG 0
RBL-H B, 04

@ﬁ%%&%A%% sm%mmﬁ%k&mA%mﬁﬁi

AV EVHRSBAFTHRSY

m%%%*ﬁkﬁ ﬁ?‘ﬁﬁ%k&%%ﬁﬁﬁ

)T L8 KA .

KEXPEA—FORBEA—FAXSHERRSGHE KLY

6
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vRasY, €48

- R EREAR, B C6-C20 B2 X C8-C20 s By B &K b &
EH WA LEBEILIMEETHARBE NG S LENEAR;

- BEREAR, IR I ERERARA C1-C4 S 435 B
ooy — BE £ 4R

AR ERAFESEERRER, TE2WE M. $TEX
S EA YR A NAKBRKM RS

- THOBHBN, BT EHHHARRBRTH.

Z_OR & o w39

AROETHAT RS T ETUAHNERAAHALY:

QB L BIHENEFRRESKERRS 6 A (inglobate) £ &1 A
FRERRGLADARGEARRORY, TXRAR—FHA.
FRRSEHFHRALADIRESTAES Sy EX-BEMNXEF A
B .

¥ a)PHEEARBALKBLEEBUREANXKEANRSD
¥, FIRmERKR BB HE S, AR BE RS
RBANERAS. ELRTANE, BRERRD, FLARATHR
B, BRSAETHERSETFTOHEEREREAE.

OMERMHEARELEE —HXEFHFT KUK TERKGR T A
BRAOE—R, REMSRAGYHRFTENRXER. AXHF A, I A A
549k Eme, BASEEEKE, CHAEMNS T, LI K
BERAARESEAFHLEHMARGER. EFBRERA DO ERBRE
RROEWAERERMSRYE BREKE” , ZLEREEAY
ARAZF, |

BEBAXPITAEAGHERALS DO TR N LMER R
Bl BRGERe s, BB LR ), WA B, — LR A (glycol
alkyl ethers) . 4l 4= =4 8 — ¥ & (Transcutol®). |

ERBERARHLEA L THHRAR: Fiofof/R 84065 0K

7
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B, Bed, MABRE BEHRE-. —-KEZ-HEE THRCARL
WA, #, HoBE, EESHEHIAARSH, ENABLE
40 2 90CHEE A, 4Kik#b 60 £70T. |

R EEGE, TAREHRSEBAEFRELAL HERLSY
BENERHARGFRRERT, ARATENEMNSAIELES
SHEATFHEREEARBELR, BEENMEREERAGEAE.

BRALAPNNHERFTX, BAHEEAGSE. BFAHA S £
95%w/w ERRSHBERER, LCHERABRETHARASXNEFRAST RS
WHOREBERASBRSD T, Plifsig. b1 RAEER.
FEERAI—HHE—FH, REHEMERERARBTAREES
FHABRERGERRLSDRASXER, ELALBRPRRAF
R, PliEHR. BIKER. A EER. AHRL. laurylic RX B AR,
RECNERIEEBH RO RS, REMERGBRG R XG5
A, Flhed. - REZ-HHEIARC_EBI-UER, LRI
bk Ak, EPRAEFEDIARERBEBRLES, REKHZ
AEAH, MEEEREALSGDRESDOBEIKNEEL 40 £ 90T
MEEM, KA 60 £70TC.

HAHREE, BRERRRTFEHEERERGEA LT ABRE,
BHRAEBERASBABAERER. |

BEFEP/REEFTEREERL L CRERERSINH IS
HMPXRERG TR, TARHEFHEREERBREEARSE DB A,

FRBEAF B oA KRBHRBHNAK, LRREHGHA,
CAFRREHAKSKREZHMBY “oFAR , LHEZERYH
AGES_PHEANBRBEAAERERS TFHHAERAZE, REH
EFTAEEH M,

BEBALPTARRAUKBEREVRA LA THLEY: AKR
ATEABRAORLDILEY. RALHELARSY. BAREAY S
£, BARAG4E. 58, MK RK. ER5H4ED. RRAE
RO, ER.
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ERBEAEGHANGHEALT, A SAHREHERREAESHET
RREHG, HlehkB8. XFEHEPHEERE.

BOAERRIOERBARFAE LR FRBALSHRS, =
W ETHEAFH 100:0.5 £ 100:20 (ERMERXAR - EFARER) . T
RTAK— R, ERRYEFRRBRARES, FHELTEFRLRSBE
SREERBELREY. OO REFKBRERTHAESY, HRASY
Hik R M. K EN o/ BT K M.

ERHRAABERRR. BAKRKOKESHETROROEE
ERHRAEPHERALSORODEIEY, FHEALLLKHHIN
S, LHAASHERBEEEFABEARTHIRAGER. BF
FEREAFBEAERERODOR, LTAFHAMELER.

THREBALXARINGEATATRARA FHTERERTCLCEGE
Kid#2, BHeh FAAHKRE S Y (Eudragit®) R 4 E X479 (4
PFEELBRAEX_TRE) 4K,

ERALNETRANGERERS O

- kA, At imARAR. ERBT. KHRMH;

- Higl, Pl EYF. BRTHE;

- XARYTRY, A TESR, AFHYT;

- REHARYE, P RARRE. AA%

- REhEHEERTES, iR LAGEL ZARF
L ELEE. FiEH);

- ABEWR RRY, A TES. HARK RER ARR
G AR AKR;

- ERRAY, PeMERE. REFRE. RRAE. fEMX;

- REFARAYG, fliaiflsg. FHREE, £®3$E;

- ESARREY, He®EF. AEF . NAFR. —REM.
mF LR, AL BER. REFHN. XERR. £VE4 (5-8
ERSH) ;

- Rk, PleRFERE. KFRL;
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-EBEHEBERKY, AleBRTE. S-RR K8, Ry EE.
MEFHRR. Hisk;

- BB, PR FRE;

- R, PR EFE RUEN. LA} MELL $AH
. FEEF

- ORARBRAE, Aeilnd, —FR, XTI, 7]
F 4. %5 KM%,

- BY, Hebiy TR, ETHRERHA;

- RBAY, PR RRE. FLEF, XELE MERT;

- BB Y, blde BAbB. HRICH

- OEHENIRBAEDH, ARELEAE. fALTIREART
RREEEE, PEREEATLEY, AFERRIATE, AREM
& &b £ M

- BALH.

AXRGALHTRAR—FTLAFTRAGBEN, sl AR
BHA, vloitiB RAHBRE. RAXSGARIK. AHRBRREH.

AEBEAAI D TAAS A —FRALGERRS, ENEAaTRIL
BOSEFAREARAERAEERARA, HAEIELIZH M,
8 SIER-SD E N

ALXRGALHEANGHBX, CEREAXRSZ —F2LEHER
RTRFEGRTREN.

MEBRKEERN, BRAIKEREABEBFEAKRLFEARRDY
$A@E, WTABREMNGAELE, RAABRAKBERRSABIKAZEK,
IRTERSCHEENS, IHFEENAFHRE—FTEAN, ZHEE
EBALIRZINE, TRAETRENKRY—F, LEAGH—FF
ANESHERENRBAASHOER, Fit, AEBERBELAR
HREDFLIELEHRAGT HNE, BRE—FEEERRST D
R

10
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MEBRAREEREREREARAGAETH LERR>BHAG
MARHGH., BRELSTHENARERMNREESALIETHTE
W, ZENEIXERBRERY, BLREVSENEAEBELR
SRR E A

ATHRHBEAEGAN, PO ABFTRKEELARTGAS, A%
BERDRAIEANEREZGHE, BERBEALIBELGRE
YR MmETHEAN.

IEIET AE& S BN AP

%34 1

A SOCT, ¥ 10g K EFHERET 50g K: L8 1:3 R4,
5 500g S-R A KM E Ao 20g AL FEBRES. GRFPTFRE, KA
FRONBELELPNAR 20g EHEMHEP S0g RIERLE, o
REEHHSHK, REAFERIELE. BHEREARATEEARS
#, @FE PN AN 30g Carbopol 971P #= 65g RAAFTE A4
. ARTHASBHAAE A BETEZE, WA 60g &4
kA Sg HIEEE. REE, RALWRAOVEHNREE 760mg/
h. BERANRHEZ LR EA _TEEIETAASRE K
BRSTRER, AREFHTH, HiL %EF R L85k,
BB R TP RRENEITEREE, B TERRS>A A LT
FH: 60 04 B FRARE 30%, 180 245 F#2iE 60%, 5 IHER
it 80%.

5= 2

HS50g —HE-—TFTRAHH5H L S00g BAF LT L, RERA
100g A fte, REZEL 444k, AERLSDH FH—F A 400g
L, RESRAERALE OC Thikth, 44 100g € & 445
= 100g &G EPRT. EF So4E, FROBWAHEFTE,
FHERKADT Imm 8 F £,

11
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EEAURAWRNEAL LHEGRARBEI T ZHFERR
YA 15008 ZAXFTEFFFF S00g RAHBEAME (policar
bophil) .

Brmynrsd, AERARBASH, REMAN 24508 #ah A 4%
4. 400g $L#E. 100g Btk — ALk 50g A 4. #H—FRES
285, BREWEFHRLE 250mg/ k.

% %) 3

EEBAERARK IS —HE—FEM 100g 25 & A 555 &F
FEARHEARAL, W 850g — WIS H A T, mAE AL, LTERK
SABBEGEPHEE, GF 1040g HF T 110g 2R A TR
o & Ao 20g B RS BR4E.

BREGROVWERN AL E 1170mg/ /i, AL T 850mg &M &

EEPHRTNBAAXATERBIR EFERERSBEA ST
B 60 54 EFAEE 35%, 180 245 FA&EE 60%, SAIHER
# it 80%.

5754 4

it BRI AR 120g £ F LS A 30g B8R F 15g %35
#, £ 10g —HBE—-FRLFLEAL.

iz hd, RITERRSEBEBRERTHERE. QFF 10g
HMNFmASg R RATAG S F. Sg RAHBRKIE,. 2g HERE
Fe g% FE. |

BREHROBEHNREE 200mg//i, LT 120mg &K A&
%

EEBBHRFIAFRAARTERRL, BFERALEA ST
B 604 ERRT 25%, 180 245 AR 50%, 5 IHEHER
# it 70%.

12
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L 5

B 12g —HE—FHELEGGRIF LTI g ERBL, REM
A100g mEFT, HRADAMK. KB, MmA 800g £EH /I
AR 4.5g & dde Sg RIEBRA M MER T, mikik %, RATHEN
AAEVREAR T OEE. AHE 9165z HA T A 3055 BEA
WHES %4, 10g £8. 11g BB RE M 6gsyloid. HRLEHRESH
E4 %% E 1000mg/ ki, 484 F 900mg & B k4.

= #H4] 6

BEHE/BERLAE 10g (Sg)—HBE— PR, XE A 60g (30g)
BE G B A= 30g (15g) % 3% ¥ 50g (25g)F b $ 4= 200g (100g) £ 7 % &
THEF.

iz i, RITERRSERBERLR THEE. QF 340g
(170g) %) F) b fm A 20g (10g) B A XA FTRALF %%, 10g Gg)k BRIk, 16g
By MA L4+, 4g Qe)H R R E. |

¥R AR ERREE 400 (200) mg/ K, 4% F 50 (25) mg
F % 2 f 200 (100) mg £ % & ( dilevodopa) .

x4 7

¥ ag RAAAET S0g —H B — TR, K5 MA 100g #8544
%, RAHHGRED.

BB /EFMAERN 196g B E44]. 50g I8 B A 25g & &4
B, FRALEZRFRESY. mHiiZi%, $TERRSERER
FAEFREARZE T ML,

BIFTHF A2Sg BE TN 60g BRRATESG %%, sSg R AhmH
& = 10g % B R 4%

FRAHREYEHNREE S00mg//, LT 200mg &M &

ln\o

13
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ARBHRFPSHFAANRITERRE, EFERRSEA LT
B 1PN EREE 25%, 20 HEFRRA 40%, 4 M ERR
60%, 8 B ER&E 90%.

L p 8

AXEH/BERIAK 20g —HE—FEREML, KREM 90g AR
o 40g CHERSR S00g ABHAFRSHET. mBEEE, #4T
ERRSEER/BERERTARE. TR 650g 4/ F mA 60g
FREFREL %F P 10g A58,

BRAARESGVWEHNREE 720mg/h, HE T 500mg &M%

%

ARG ERTISHBANAFTERAL, BFERARSBEA LT
B 60 284 ERAET 40%, 180 24 ERRE 60%, 4 MHER
it 80%, 8 I EERAZT 90%.

%4 9

RSk EREBENAKEY 70C, HA 1kg B E4FH L& 200g &
B 25g G MBI RE; ¥RAWERY 15 54, 8T,
FIitBimEs 30C., mAMFHEERR, 2AHBARERAEFS
50g K 2B S0z LB — T, BLESRIGEEFHH
hEk, 550g2RAFTEAS %S, 1320kg £ FHMMH. 2kg L5
SEROW. S0g k=R ALEE, 40g FT 8] M2, 150g ATHE & . 75¢g
Hekflfe 65g MIEBRERS. KFRLWHWREDEF KREE Y 500mg,
HEZSTECRER, BASAMEGRE.

L34 10

BURH L&Y, RAERBREREME, ARABERELE-H
BERSY, HEDLER. FIBAANBEASARBRNRE, ZdE
FEENHERK, kLKA,

14



BUER TG O, BXEATHAS:
- FHRY: RAGFBRA

B ) :
il il

Bk = 84t 5
B s B

FREMEEARAY: S48
H o A A8 BL RS B B
BERERHASY: KEFHR
EXRBERFTAY: ABE
Tk

RRATESEE
] &) 4 38

15

25mg
Smg
Smg
7mg
168mg
150mg
20mg
Smg
Smg
Smg
Smg
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% AH 11

BER AN INE, ERAATHAS:

- FEHRS W& 100mg

- EFRWMEERARES: SR 15mg

- BENXFHES: KEIPER 8mg

- EABARAS: HEBE 167mg

- ZFBAA 150mg

- PRERASYF 30mg

- Bhl: e bhiE 15mg

- ek A S5mg

- BAR—_Sa v Smg

- MR S5mg

FEEE S00mg AN, 2EAHLHRIHREHL, ARRERK
T &M AR A 60 H) BOHE F R

CEAEH 12
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A2 E 400mg A A, ZXHLHFHHEZ4E, ARAREEK
IR Z: 3Tl F P T L

%&b 13
BUEREARH IR, RREATIHAS:
- EMRRS: AT R 2.5mg
- FRWERERASY: K - 0.5mg
- H i AR AR B AR R AR RS 0.5mg
- BERARAS: —HBE—F8 0.3mg
- EARMEARAS: KBE 38mg
- ZEBHH 96mg
- RRATVTESGE 10mg
- B3 Ma] fhiE 3mg
- ek Al Smg
8 W Y 2mg
- RN B 2mg

3% F 150mg A H, 23 FL BB HEEL, AR
/‘&'I’iﬁkh \ﬁi’] "i%"‘*

%55 14

B EHREALENRAEYS T0C, HA 1kg B EHFH LR 125g &
WE, BRSOV ERYIS,4, BHFE, AHBRRESLIC, Xek
A 30g BERE. REBREAKRINEERHFEMBEREY, &
2.415kg LA, 1.0kg A FBMH. S0g BZRAAFTALF £ E. 50g kK
Z 8L, 40g T 8] #h3E. 150g Ar L ER. 75g Hiok F e 65g A MR B4
BA. BREHBEVWEFREEY S00mg, REELTECAE
B, BAASAMRYRE.

16



