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 —FERIA, SR PEEZA 2~ 12um, HE 40um FEHEX
ﬁ%%i%ﬁs%%ﬂ%@%

2. BAZR 1 FIA, &4 $1E4842% 4~ 10pum 5 E 40pm 5 -
MRRKAGEES H SO RFHFE.

3. —FQBAN, S8 FEEZA 2~ 12um HE 40um 75 LR
XAREEESLHSUhHEFEHTE,

4. BAZRIGLBERF, 44 PEL2% 4~ 10pm F B L&
RRABEESZHSUNHRLFEHE.

5. —fFEBEAA, 6
a)SE T A M EN R T H P Aol T A & H 0 ARG H) 69 B F 4,
Frd R HFPEHERA 4~12pm, FHL40pum F LY BEAREEE
2H5%; #a
b)F KM THFMGIORE.

6. RAIBRSHOERF, Cait
ATETAKRETNHRFTH LT A TR IICKH F 69 B 4
S, FriA BF P PAELZN 6~8um L 40pum F LB AKRYE
A2%.

7. BAERSKROHEABERF, a44H 4. fiekiin
FefEi € K A o) F AR THE IO REEHES D).

8, —MAEFSRFHFHOMEL Ry Fik, Qi b {asizh 2~
12pm 5+ B 40um # LR KX KGETES AS%HEF B F Akt LT
TR R B P AL VA B KT 535 6 5h LR E G R T4

9. —MAEFBRANBRIGOHEAANGFT %, QBB LFHLmE
EFMEAEA 2~ 12um HFEL 40pum B LEBZXEREGTES H5%; HBA
EFTHEGBE A, KEERSHRBA; RAFTANA FEHiz8s
FEBI R RIS AB R FRKET BB I RE QRITALS,

10, A F) 2K 9 875 ik, QLA 2-12um #) F a4 42, 5 H 40um
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b Ley R RIKG £ 3 4 5% R+ B-F 5E T 454K F) 2o % KR
A, RAEARRF LT HAEES RS A,
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BFEBFAOBA A

AKX FH RAFHFE (oxacarbazepine) HHl, LEZOBEH HNAE
PR 6 & 5 ik

B2E®F, 10, 11-=4-10- 31.'?(, —-5H-=3%Jf [b, f]1"f BB -5-F &
K, 5®Tegretol[ (Novartis) F & &-F: 5H-=3KJf [b, f]1°( K E-5-
WEE)]—H, RAEAREGGRGY. SoadHE, oh Hfri
HA, wEFRETHARIERSALBRTRARAHIGRE, AKX
BEFHAAAAEZRLEILGNHE AT AL, 2Rk, L&
RESZFEFHAN, AXEF ARG EBH R Efoli B HF,

EP 0646374 A T —#F AL ARG BEAR(AEFISIE)GL
FHFHHN. SELEMNE. EREAGRANBLTHMNECALE
Ty Le.

REFLABLFHIHLEMNE, 2 F 2L GFH M.

RMAEZAT HTRIAMNBGRFEHFHA, ENTEHER
FH-F e AP A A RGN,

B, AXP—7aRE—FHELALFEFHRLFEFHMN, BT
Bk EFEFERAY 2~ 12un, Kk 4~ 12un, F4%E 4~ 10un
FH 40un 5 LHBZKREESZTELAH5%, 2% @mBE,

AZBAHANTEE, woRLGGHEBHNNTFAGTH AR
% .

EAZPHHRAEZATEF, ARNTAZGEAMNGB X,

6 s
AERFARENLTEIHAETEATBREAS L LB AN G A H
o, ERFHFHRARLPELEZAY 2~ 12un, K& 4~ 12pum, £
f£i% 4~ 10pum B 40pm F LR K BEZEGEE S A 5%, 2% @B
¥, Ao
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b) FAMTHENIORE.

AEBERHN, wOBANEAMIERPERIFRFELF
HF, ZHETANEHEEFARANE, FloBAEoRAE, =B 7.
ik, MIERFERSFREFEIALZTRELFEHTALESAR
B. FELHBEHMNEFEMATALZE, 2 EAEABIRPESE
T,

BRABEBRHAGEECRRAELFRARNEORTHEREED
., RS ZEFEMZIEMNBGFEMHERAK. I, #)
o b T EHE, 42 300mg, ERFEEARK Y THHHA, B sk (X
KA.

AEPEF—FTARB—FHEFLAFHLHOEL NG F %,
QEFFMHEELAY 2~ 12un, #% 4~ 12um, F4E 4~ 10un F B
A0um LR XEGEEL A 5%, 2% AFHFRERLE
BEMNARTFSEARRAFARETEENSORECRKEBYG S
.

AEPRERBE—HEFLLFTHIH AR AG T, R
LFEEFMmBEFHEERERLY 2~ 12un, & 4~ 12un, #4HhE 4~
10pm FF B 40un H ¥ R KA G EESH 5%, 2%; BAZETHE
MBI, BREFEFHE RATANAFTEREBEEHNRE
MBS ABR FRETHEGIOREQLRZHS.

EXEZPHEEAN, LTI FPRABHOREZLT:

K& “CRERAAMN RBTEoRLEGEMNTHANEY, ETE
AFRAFRTERRTETEFTRAANARUAERNAL NEBS, BE
ORFZEHOCERET, TANBSTERERANEFT &, BERFE4

BERAEF, EAFEBFEHRA, MEER FOK. HEGF k4 Voigt,
loc. cit., 156~ 169 W Ffk,

ATAEAFBENETRBAN R L RXBEA RS AT HEREGH K
AR, B, —HfAE, 4o Syloid®# (Grace) SR IEDZH AL KR



98802497. 7 oW P 3/

B, 4= SYLOID 244FP; # 4% %, 4 Avicel®® (FMC Corp.), 4
4= AVICEL PH101, 102, 105, RC581 % RC591. Emcocel®# (Mendell
Corp. ) % Elcema®% (Degussa); #HEAKALASH, i, HBE. TH X
KA A, Hleili, LiE. BB HHHE. LABE HEH
BE., KAER, XE2RH. 2RER. REH. DXEHIIEED;
BB, RRASIZERE BON, UK. HEIK. 5K,
BB, 458, Ve TRAIFEE. BV EAAEERAREATRAS S
¥, BL-BRIKALLEHEY, RERBSGEAS452.0x10°~1.0
x 10°40FS4HH 1.0 x 10°~5.0 x 10° 493 8%, #let itk
# Polyox®(Union Carbide) BB H, R LHERERFARE %
(povidones), A ERFHHTFTEAHY 1000 FEREESEHY 500~
2500 9B AY, RARKAVE, ABETEN, wRAZRBELAS
FEGERRN, PE+TRERR. ETwiARAE., ETSREAR
BRRETARBEH. FREE, AERARBRILASE T ABDE
WH, wEt_REALEAREER, EtwREACEAR, ET5K
EACABRBAETARAACEAABGH. FREHE, R H BB
BREEMETA@ERN, wE+T KR, Etwiksig., £+
WHBXET N NRGRGH. STREL, ARV R S LR LGS
EFEA@MERN, Pt AHE. 208, EARBEXEAEREBRGK
KBRS, ZHKBRR ZHERAMAKLERER, KRS AEEY
RECHMEY, PrRACHEARR. LB, LHRKR. 7
HE., BB HBEAMKLERE, RLBERBVRE, Wk
S LABKERR. BLoFA0BERE. KL =5 2000 52 5 ER A,
X FE 2 Pluronics® (BWC) & Synperonic® (ICI) R ¥y T/ A H
HHRBEREY.
BETEAALAGERASC o XA, Flik e Eks
BAELEFE A (built-up)” BHFHE XK “#H#A (broken—down)” #
HRBHSBBEEN T ETHEERNE, OEFALRHAMNBERR
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FHESRF TR, fleafdilfein., SXHAEn. BE4 BN,
AEFTALIRETRIAEFARET XETRELEE, Hldih
RACRY . ESBRBENRERE TR F AT

it d2 FRBARBEG T X, BAZETAREEHRT, EF4EA
HEBEEREANEDRBREAR, FEZAERBREEHEANEHEL
MEE, RERAETRER. ETHEIRYGZEZFTEXRSM, K
KB TR, CEH HEIFRAM (spheroniser) £ W B % 4
¥k & L3, Plde Loedige, Glatt, Diosna, Fielder, Collette,
Aeschbach, Alexanderwerk, Ytron, Wyss&Probst,
Werner&Pfleiderer, HKD, Loser, Fuji, Nica, Caleva # Gabler
) By iR .

HEDREHAEY, ARG EFE IR LERIGREY
#, Bl K4, 4o AVICEL B&&F%F4 K. AVICEL PH 102
FAEE, REHAGT &, FEDRTARZRARDIHX, RTEL
HRFEFE —HRXREHABMBARESEREEREBANBALFTEF ] 4
7. RAKREBETR A2 EF XERLEXTFRERAET
AT .

ARES—FaE, ANBSHEAMBYEEFT SR TERNESF &
A, ATRERBRSSBBNEEHAALBEXAGEHN &, #loH
REAT, CMNELHFERH, FBARYHWRESHRA MBS,

ATESZZNEERBARRALEATFRABESEF X0
BER, BleTFREeM, wEh, #lots. IERIREH, B

HFo4E, $ldovk Avicel®, Filtrak®, Heweten®2 Pharmacel® &
MATEN TS, SoEE_AiE, Fld Aerosil®, HEBEE. 3L
BRRL B, LERSTEH 4000~ 6000 R —8. XEELT
% ite& 5B (Polyplasdone® XL % Kollidon® CL). XEEHFTHA L
% % (Acdisol®CMC-XL) . % ¥ & 4 % % [Nyncel®, #| 4= ZSB-
10, (Nyma)], ZREATFTELEE, Hl=E4565 HPMC603, R FHEH
[Explotab® (Mendell) & Primojel® (Scholtens)]. #& & 4 % %,
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#l4o Avicel ®PH 102, B =45, #ld» Encompress®XE LH. v
AVEBREN, vEBERELEASZA.

E% A MBS TEFAHM A M, Hld EK-0 Korsch & <4 K
MRFEHHANTHAT. HABSTARESHBRSG, =EH. FH.
WEE. BEZFFEFRTH, IRZTRAFELGE.

LFHFROCEHG. RHEREARTEMNGE T AERE T
H-+4) 2011087 F, ZXKESGHAI T ABLE. HEZERRL
6 —# LA B FERE TERHA S A P35 0028028 ¥, & XKL S F)
AX bt ft, REoRLHGFTEMNAE, 44 300mg #» 600mng &
BERSEGEA. XEHMNE YA A®Trileptal (Novartis) HEF|IA
HERE, k. 52 BRAEHPAH.

AEHRFHFEBERAY 2~ 12un, £ 4~ 12pm, FHZK 4~
10pm 5 B 40um 7 LR KZRZES A 5%, m 2% . EHREHF & T,
AEHFHFABERAY 4~ 12un, A WA 6~ 8un JF B 40um 55 E
MEXEEGEESEAH5%, 2%,

ETHNEZFTHERHRCOCEGERESH T %, flALMTE
2, Bl BB FEREERN TS K, WEF &, 41 Al Andreassen
B ETHBRB LM E. AERNER. LRBINERBESCAH TR
Bk . Bk E, Pldeie A Coulter HHABRBIFTARXBECIHFA.
FHEFFEALREEHE T Viogt, loc. cit., 64-T9 W.

AEFRAFRTFEE, wAAMEERGES, TRAAFTAGH
BiABRERK, HlETRRHEXRTHE. KEN. RFE. L
B RAT B T ATE.

FARTHEENORE D) OATEEKPBRGRERH, €A1
TERFATETREVE—RBELETXERAKT.

KTHEGRBEMF R, R THE SRR R LR
FPRULBLHEOEEDSEAATREAEEINFKRBRREGY. 2K
5m P g% % RLRLHBIA SR LHLRERFAGERD
GRS Y, XEKRERGEEFNEY, FlBERRATESEEIRKR
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EHG LA BEHRED.

WwREL, TEASLCHIGBREANRESGORALSY, Xk
ﬁﬁ’ﬁ];&ﬁ]&a/‘"ﬁ\ —f b, Blde Syloid®® (Grace) & A 4F & H
B8, 4o SYLOID 244FP XM EH, Fl L ARBAHEBAHN, #ldt
*EL B,

FEKGH B T T AT E DK A A B 6 R A H

EXKEG, FLMUGFEEITEDZ AL TFHERRKEMS) &
F—lo &k TF=FAPFHELSELH 100~ 5000 94 % FHIRERE
B .

BRERFBADEBEALTHEABKERAARRGEE. F
¥ B REBAKE (MS) 2 —#F-F 3 1A, iTﬁA%*&¢%%#$m+%
BREEKEKE.

FHREASGEOP) LR —FFHME, ATHEEFREVTRAHGHEE
A FHEE.

HHEFGNRBRERE, Al EBARGEFTRODABLEALGE
PHRUBERR) LRBROGEFTIHEY, pREGE, BRELXAEES
—hEEAEAL, FRARKRAR C-CRE ALZTAXCA,
RERABKEY C-ChAk, #ld 2-2CTHK,. 3-2E-EF/E. TR
R 2-BRTHE,

TR EREEABREARED %%ﬁﬁiméﬁﬁ‘?’%({é&%)
FHEAE C-CREAXRBRG C-CRARKIFBAS SR bdE

EHERERTFRARCEABRRGG S E/TEY. EENHFEETRE
WEABALZTRG SR F. CRAH%F. TRAECLAS % Z. TAE
REAS%E. LEABLUEARYE. RLEAHSE. ARASS%E. &
FRG%EFEABX, AleREB)XFTEARTESEF (LZER
X, BleAEEX).

HAGHEETREKEARZ AL EE (DP: 4 150~ 1000, MS:
%4 1.2~ 1.8), #4e Aquacoat®® (FMC Corp.), R LA H %% (DP:
#5120~ 1200, MS: % 1.2~ 2.5) fe &AL LHF %% (DP: 4 200 ~ 3000,



98802497. 7 oW B OET/1m

MS: %4 1.0~ 3.0).

KTHEBEGRBEHALOERE =R LBATE T CA)FFLA
AR/ PRGBS 1:1 % 1:2 584, 44 EUDRAGIT L# S, 4
4 EUDRAGIT L 12.52 S 1. 25.

BRIEMAT A THAGKSHAEALXKE, HEMHBRRZTES
HORE_FTRLERLF %% - CAP- (Aquateric®:FMC), BAAX -
B ZBE LY B - PVAP - (Coateric®:Colorcon), EARXFTHEA %%
AR X — Y B BS - HPMCP - (Aquacoat® HP 50 % HP 55:Shin-Etsu) &
FRAEREC-CEAFIEBUGAHR/FTRARIGRLEED.

EUDRAGIT L30D WM FREA/R AR BGRER/TAA
WE e 1:1 2B W R K54 EUDRAGIT L100-55 42 & T Y.

ﬁﬂi#ﬁT%ﬁ;ﬂe CRIEBH, Pl BHN, pTER=L8 (&
Citroflex®, Pfizer), HW=ZERE. SFHFARX_FERE, #ld4
X PR —_LEER—THE. Myvacet®% (Eastman) B4 —R—¥H
W BS, 4o MYVACET 9-40. LXK R L —8, HlesdF 245 6000~
8000 # % Z — & # Pluronic® (BASF) & Synperonic® (ICI)# & £
WTH/ELRHEHRELERY; BREERN, 2R E. EHX
SYLOID & #5 &A% 3F dh T4 22 82, 4= SYLOID 244FP,

FARTELEGIORE D)2AR G ERHA, Fl—RALKHAHR,
thit 5 BB HHRSEA. ARETUARZ MR N EHELD,
AL A KRS B XGZBL =8, EXAR/RLEN, ORFTHAE
RETHEZMNBGORD., AL RAETHEAFNE, wiHAR
0.1mg~ 1. 6mg, FHxA 0.3mg~ 0. 9mg.

AMNBSTRARGEAZFCG TR, AFAORFERFK
WTSEGaRAGHER.

Bl O RBEPANEEETREFTAY. REZ, WA
BEH, wELF FEERAEIRELCREAN, HrEoR
Z & A4, #l4e SYLOID 244FP X A S 4=t 75 ik, &nﬁm&ﬂi(&u%ﬁl
Aeromatic, Glatt, Wurster 3 Hiittlin (ERE&RM) 2%) P4 %

10
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ORXEFLEOLRB FPERB LIt Accela Cota T EREZRAZTHAK
g FE RSk,

RAEXAEHERATREG L% UPMC F 4 5)FBFHG KL%
REATRE.

AXBEHN, RARAMNBEAALEGRKEER, TATEE
RHEB BT PRES. FHXRETBRMREAE. FHR. HFERH. B
fFERK. KRG A BHAE.

BFBFHHANETRLEGREZFHANRETEFEAE, H#
FHERE, HELFOHRAKERAFTEFHERRE. HlfE
MAFBPFZRAABAERTHAIRIIAKABRK, Ao FHT
EFRBRYSRETHERAFTAXGTETI KO HRKEREZ.

Kk FEOISTERLS, 150ng ~ 600mg, 4+ 300mg % H #H
K. 1200~ 2400mg/ B H EATHZT., ATHUEFOERT RO
3 300mg/ B 65 R ¥ HE. 600~ 2400mg/ B AH =T & <.

T 5 bl HARLNA.

Fap 1

B

%7 1 (mg)  (mg) (mg)
R MAESs

AFHF 150 300 600
Avicel PH 102 32.8 65.6 131. 2
4 4% % HPM 603 4.2 8.4 16. 8
% T b o 5t B 10 20 40
Aerosil 200 0.8 1.6 3.2

b &g & 2.2 4.4 8.8

200 400 800

11
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Y&

% ¢ — % (PEG) 8000 0. 832 1.331  2.162
%% HPM 603 4. 595 7.352  11.947
LS 3. 327 5.323  8.649
Z R 0. 935 1.496  2.431
¥ & /g 0. 312 0.499 0.81

10 16 26

%3t 210 416 826

3% TRILEPTAL. % 4% HPM 603 (#:4-#)f= AVICEL PH 102 (4
M. OB, AR ERAN, fikEE RSN (DIOSNA,
LOEDIGE, FIELDER, GLATT %) +®&4. ¥ AMAHEREMEZR
LS, ARAW, KEJFERESNTES, EERFETHHAE.
REFATHRESA G4 E HPM @—T%'lﬁ&ﬁi, K., AEETHE
4% (ALEXANDER Reibschnitzler, QUADRO-COMILL) ¥#HE£ZEBH £
Fo J2 AL & (AEROMATIC, GLATT) ¥ 3. & T %R 68U F mA AVICEL
PH 102. AEROSIL 200 GAZyA ¥ #) AR LH B LB PXL (A #5H)
3f 42 B ML (FREWITT, QUADRO-COMILL, FITZMILL) *F#r&fei4-.

Y= /m)\&)la&éé(nfu“%l)ﬁafm (STOECKLIN 2 & &4 &, VRIECO
BAW). 2E, THHEANABEMIAHBGHRT. BRLHRLSY
E%*JﬁxTRILEPTAL)H' (4% > FE MU, # 3= FEHL: KILIAN, KORSCH, FETTE,
MANESTY).

AdLg%F HPM 603 (REM). K& RS 17268 (HM). PEG
8000 (RJEMMHEBA). Bt (RELEE4H, BEMN P _RAIAKGE
2 /) 4R 64 KE M E & #¥ 6 R4 (ACCELA-COTA, GLATT,
DRIACOATER, DUMOULIN) ¥ & &z K #. K&, THAALAXAE
i% & #F 47 6, & (AEROMATIC, GLATT, FREUND, HUETTLIN).

12
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% 564 2

) i k-
AFHF
Avicel PH 102
4 %4 % HPM 603
Nymcel ZSB 10
Aerosil 200
R4

2z 2t -
a®1+.

e AR

2 7. — % (PEG) 8000
4 %% HPM 603
"R

R AL

* & B

(mg)

150. 0
28.8
5.0
13.8
1.3
2.3
201.0

0.915
5. 054
3. 659
1. 029
0. 343
11

212.0

(mg)

300.0
97.5
10.0
27.0
2.9
4.5
402.0

1. 497
8. 269
0. 988
1.684
0. 561
18

420.0

(mg)

600. 0
115.0
20.0
995.0
0.0

9.0

804.0

2. 328
12. 865
9. 314
2. 62
0.873
28
832.0

BBFEHF. H% % HPM 603 f» Avicel PH 102 £4T E X B A
(Aeschbach) ¥R A —&. EAEXNRAONTELSZITNEZRESY T

MANTEE, REESCAER[HAEAHAR.

R A .

13
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5 3P 3
(mg) (mg) (mg)
R Al
REHF 150 300 600
Avicel PH 102 46 92 184
4 4 % HPM 603 6 12 24
® TR b 10 20 40
Aerosil 200 0.8 1.6 3.2
IR R4 2.2 4.4 8.8
%3t 215 430 860
&R
% Z.— % (PEG) 8000 0.915 1.497  2.328
4% HPM 603 5. 054 8. 269 12. 865
o 3. 659 5.988  9.314
R A4 1.029 1.684  2.62
¥ & RiLsk 0. 343 0. 561 0. 873
11 18 28
%z 226 448 888

BB 165 xR, FHaGRFA.

14
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