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1. B8XIAABEARIHIK. BRANFRE_RaeHhEsH,
A asHaslET 1%E 5% RS-,

2. BAIZR 14 HHEad, 3+ 250mg 69424 4 A 9mm A+ e
FRAEFAA 8 £ 11 KN 89 ES ARSI, BARA FeaES 35 £ 80N,
AR A A 3 4P £ 4.

3. RAIER 1 IARF) R 2 694884, L PaeHAha#h XK.

4. BRARR I GE4Y, KT AAGHBITE A 90 XL,

5. AEATATEARA)| B R PTR 092004, RPN BEEHEMEE. F
REFRAITED.

6. EFMHWAERFNERFAENGELSY, EPHTHETITLADS
40-0-Q-B X)L E-FwhEE,

7. ARFT AT EARA) B R FTiE 6G 406 M 4 & FIAE R R H) F] 69 85 4 o 44
R,

8. 6% B3 AF 4 57 b2t 6 A TR A B RGE—R G B P B
Fik, BHEOIE (i) AP FRERER, (ii) BESHHKTRE
B AT B REY, F (iii) BASTHKNRESY.

9. BEA-_RAAEHRBIRBHNYAE, A PRE-FHECSTE
.8 K IR BE Bl ek Fo i A G B o P, BES—RAAERT
36 Jm 3 Wy 4B A JE KB P 64 B AR R

10. #1&4F XA ABGSHA GF %, BFE0EHEXIIARE
RoHAR. FXHABERIEARE PRHN RS RAARSUATYRE
W40 S VA BUE & B W 48 S A T B B .
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B A FACAE G B ia A%

AERAFEI GO REGHELY, K OSLTEARSBARFHRIA
B, HloFTmEXXATEDITREE.

FESLATR B RIE “KIFNBE” RIFRIFGA B, Pl A 12 LREX
A BE SR A1 . 4 B K IE 64 R “P BuiE K 3R A BE”, BPJE K BR PR/ B( 8% )
SRS B A BRAE ( BUE: ) B A9 KIMMLA4, Bl k44 B & (Streptomyces )
BMAENFEHABBERARABEEMEL, FEEEF FK-506, ARE
GRS AT P Fe ki), IFABBEATRANBCEFLAIIAZBHH
FRME, H5R A AR KA.

FrEERODBEKETH (Streptomyces hvgroscopicus ) & 4 69 %5
WHRIABBRAAAEE., THEXGLEME Kesseler HF A, 1993, Helv.
Chim. Acta, 76:117 ¥ #- . & X #)3 McAlpine, J.B. ¥ A, J.
Antibiotics(1991) 44:688; Schreiber, S.L.% A, J. Am. Chem. Soc.(1991)
113:7433; % B ¥ 4| No. 3929992, F v T4 & — AP R h % B 47417
HELRTREERPBRALGEN. 22, LEFRGFLTALREZHE
AR ERB T CEAHHpotE R . sbib, TraEEAKBENF KT
BETRE, BAEARFREAESY. ChAREEMEENITLEY.
WO 94/02136 FAF T Xt 16-0-RARM T ETTAY, LA SART
ANEAZE . 40-0-BRKGEMEEMEWAG AT EAFER: US
5258389 A= WO 94/09010 (O-F &4 O- XX THMEXFTLEM ). WO
92/05179 (HERESX ). US 5118677 ( BLABS K ). US 5118678 (& & ¥
B8 ). US 5100883 ( AALESK ). US 5151413 (@ % ). US 5120842 ( F
AESCABEE ) WO 93/11130 (ZF X T EEFATES ). WO 94/02136

(FEASTES ). WO 94/02385 F2 WO 95/14023 (4% £ 4744 ), ik
X E B EWIINEA KE, Bliof I AEHREE US 5256790 #
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R 32-0-— A BKGEMEEITLEY.

PCT %if EP 96/02441 Y #E T A EFHEEITEY, HliE £HEb]
1 PRET 2-ATHEE, AFHF2/3 PRET 16-K-2-B L AE
32S)-—AFTEE. PCT ¥iF EP96/02441 69 A RAESLIIAMEAH RE,

THEFRLEMEARXGTEBESRS “FHEEFATHELTE
M.

FREFABARTH—EAABBERIANE, AF43LHBEERN
F e KEMN, EYRALHGRRARZL FK-506 FFREFE. FK-506 =&
tsukubaensis 28 & 9993 5 * 4 69 A Bulk K30 A B8 R4 F] . FK-506
HEMAREETIF 1118 (1989) HHF AS AP Ld. FRELESL0
AE+ 43,244,592 ¥R R, BARTH S FREES FK-506 444749,
QIEHKFTEH 4= EP 427680 F Frid#d 33-%-R-33-BATHEE. T&
EF&. FK-506 FoE 16945 MARIA GG K FabT A SR A “FREEHTF
XEEHLED.

EATHEXRTHEETTEAD S O RAEA FARREUETREEY
BEBBANRAT. LATEIIAMKEASEW PCT ¥3F WO 97/03654
HRETESRIABFETMEE. TREEIATEDURBARNT
Bl kT X s a4 -4, X Se 48 AR A T B G B R £ 0 #)
AE, T8 FBLIEE.

f2f, st FELEELH, vBAABRKRAFANEXGEHRERIFLSER
HAERIRTAN, AT, LEFREFEETRREFT LA HE
AR, FXegs, @FIhEERETERSRTTERERAT, &
BEERBZEH NG H AL

sHFEILEFRLFEEEA, FFERRUATRE ST THRIORK
3 KF R A, RABERKXFEABEFHHGEEET: dFEMNRLTEK
BT RE S, ATAERR T EL I E A 9B RAKRS| A TR
12 BA 0T, Bedl 9 T X 49 K IR A B Bl 4R 58K 4849 64 — /N4 71
8 H R B AR BARES P K EBAARES K A b ey HEAH].
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EdmiB L N A ) G142 F A ARG B R T) T A §) &2 AR E Amilig
AA., 128, XBFTFRAMNGHFHRRABL., AR ET, FASTE
FlEOR R AR BRERRE, BELEAN (FPACK. B, BAITELT
RANE A AT RIRME A T MR 6GIEATEE] ) & Faka, sE S
.

RA A B A RFRBET R ERA BARLS B P B masth. B
sh, RAXARBT €2 KRABERSHAK. PRAFBES —RILEYGH
WS, LTEEHETAETIH 1%E 5%HRES=RIE,

FAEARTFEHA—NSARTGEIA: B ARS-RAEUARGE
AR, TR HAE ARk 49 6,8 K IR A BS Bl ARk 69 4889 . ALK
BROI: BREZRIBLEHHLSH T LB/ AH BRI ASATH.
LA TE N, RE-FWBET LW EFHY 0.5%. RELLH,
CEAE L H —FHBAREH, S EAAET T 1%E 5%HRE=FM
ERAEARHE K IR A B8 BlR R R KB R T &9 B R 7 4% B A &K

I, REP\ESMoIErA. L. CEFIETRAALEZA
REMfhE LN, LEARFASHGABEE. 4T THRE
ZRAAELH A BL, BACEFESHEBESRRA F LA HEERGH
FHR. BARMET, GRLAGLESHT RN A HSAFTHE & EH K
BB T GGk R M URAR M., ST RKREHERE, A4 _fis
TR AR ERGABEE. X4, T TLENHBRE, KLAHY
e AN R BRI E A sE e b | Bk,

AR RGBS LS —FTREFAMBRN . HBHNGHTFLIEIRRT
Wotbe b ST BR, 4o A& TR 4694 & ISP 44 Crospovidone®3 Polyplasdone®

(“BKHEHF-H”, 143-144 ) ;7T4F B Generichem #952X TBIZ 49,04
BRBBFRT BT, $ldoW & THE FMC 23] 69 Ac-di-sol®. it ik,
JR R 6,8 X BKR THreE it iR,

Crospovidone®#tit A & Fit R B1L 4 50%. #i4= 10 £ 30%. £hit

SEAN 2% TS TEANELS T, FIAETHATFHAYNE
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¥

BT b X RBRAS, AL AHEEHTOLUETT 1%E 5%
WA SR, IREA-EMAETIAE A TETHN Aerosil®. KELAH
WEMP T OSHBRE_ENEGEABEBEET TN 1%E 5% HEH
EAMBEEFN 2%E 5%, EHikH, RTHSPHEET, HEHES
2% % 4%. VAR EKL 25%F 3.5% MRS R s, RiLiLk, AED
Q4 EFiH4 3%MIRE R,

ik, TEAERA AN 1:1 (42 1:3) £ 1:50 (¥ 1:10) #9BE=K
to it fo X BERE TR L ER 6 R .

R BR &G B AR TR B K IR A BE T AR v B X R EATATAE
Y, Bldeit+EMEEHIRTEAR LG EREM-OR, BKE O-BRRSTED,
b R AZEAREA. BAREEARE. BREAREAERARRERL; Fliedk
WO 94/09010 ATi&, #l4e 40-0-Q-2X)-FMEE. 40-0-3-£2A71)-F
b EE. 40-0-2-C-BA THEL) TR |- T EE A 40-0-2-LBAK T H)-
EEE. TEEIMEHTIAR 26-R 28-FARMGITEY. THEXITE
WA R B AT A ey £ @ FMAR, HFR 40, 28 & 26 LLBIRARMATA
g £ Q) FHAK, BT A ERRRE—F &, Hldede WO 95/14023 7=
99/15530 FTAFF, #Hide ABTS78, HATEAZH|3 WO 98/02441 = WO
01/14387 F Br AT 69 E v B & X% (rapalog), %= AP23573.

Kk TFALAYETMEENEHOETHEL. 40-0-2-£HTE
FEE. R-BATHEER 16-K2-EEE-2S)-—8FHEX. £
Hik 6 1L A%h # 40-0-Q- B2 TEEMEE.

AR EMEEMEDYGETRABARIANESSZH PCT
WO 96/13273 % 4 B ¥ X A Fr T 6944,

F T E LS WAHIT H A LR B LSS, Hlde FK-506. T
{EEFLCRRALENKSHRLS ALY .

ik ey F R EFE XS WATFTF EP 427680 E445) 66a F, LKA
# 33-A-R-33-BLEA - FREE. L EHEHLESHAT T EP 465426 F
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EP 569337 ( %34 71) ¥. A Hike)H 33-2-R-33-BHA-FTREXE.
XA BB T MEETRLTE D 40-0-Q- B2 TH)THEERT

K EF 4o 33-K-F-33-HE-FREF 3 FK-506)EL0HF 4 FHLH

ATFHELHEETEFTUAETETH 0.01%E 30%. EHAE 0.1%E 20%. £

KmE, THERITEDH I 40-0-Q-BR)LATHER Ao T84

FITHUEE 0.1%.

AL R BT 64 K IR A B AR o) A% BlAR 5 BAR Z AT T A R SRR AZE
BHX. FFARLAG—AMREETRIAABLTE R AR, db, K3
REETTIA A BHl e 5 ENBAERA, RERASTE. ALAWH—HEH
B A BARGEREESTRHLERODFHRRRKAANBERAZY KA
EE SR Y 8

A T #& B AR5 BRGBANRRL CSBAK, FleRERRESY,
B3 T AE A VA T RAH F 8§ —FF R L RS
- BRATEHLSLE (HPMC). 18 LA IKEMAEE 6 HPMC T 3K

RIFEGLER, B3m 20 C T RF YA EF 31 2% 49 RIE R 6 #6 E KT 100

cps, BT 50 cps, MHiLEIKT 20 cps, #lde HPMC 3 cps. HPMC

AREI R %, #FBEB L ABELERIIANEARE Y “HHBRH A

F #”, Pharmaecutical Society of Great Britain and American

Pharmaceutical Association HAR, 1994, 229 £ 232 R ¥R, w4

4349 HPMC. €35 HPMC 3 cps A Shinetsu /2 3) #).% % Pharmacoat®

603 &) = &

- PAXTFTELSEERE = FEE(HPMCP), 447 £ 7T 4545 HPMCP
HP50 3% HPMCP HP55;

- RTHeg B (PVP), ¥4 PVP K30 & PVP K12, PVP # £ 4%,
%)%= BASF /23] &) Povidone® ( “ZHHBHH FM”, 392-399 T ). 4
it T ¥ 5-F ¥4 8,000 £4 50,000 i R#AEG PVP, 4= PVP K30;

- R(FR)AHMKE, #lom §FRELETHAEANERY, fldohit g F
AANEK., FEAAKRKRE. AHRPRHREGEALRGERY,

7
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S fR & € 4uFa T 2 7T /349 Rohm Pharma Gmbh #) Eudragit®, 4574
e RO h ik f F A AR A T A R BRAK SR A B 6 2T %,

8 1:1 R 1:2 B, rhFTEAARRPTEAAFRFTEHLALN 1:1

H1:2 %4, THESW 1:1 2 RPA Eudragit® L, THFE 1:2 %

A Eudragit®S. 3L 4 RASWH FRAARKRS R HR TEY

1:1 %%, Br# £ 4 Eudragit®L 100-55;

- BAAS%E (HPC) RALFT4E%. HPC FTEH K 6T iz EKMEA
JE Bl he K BA IS A SR ESTEY, Bl 25CTREL 2%
KB b A5 BEAK T 49 400 cps, Bl¥ef&kTF 150 cps. ik 49 HPC #7444
EAHEKASBRARE LE 9 F T4 200,000 i R, 4 50,000 £
150,000 i R ¥, W& TT4F44 HPC 44 4]-F €45 Aqualon 23] # Klucel®
LF. Klucel® EF #= Klucel® JF; vAZA 4% # Nippon Soda H F&/23] &9
Nisso® HPC-L.

-  RZ=B(PEG).#|TE#&FFX45FE% 1000 £ 9000 &£ R4 PEG,
)4 %5 1800 £ 7000 i# KR, B4 PEG 2000. PEG 4000 3 PEG 6000

(“B A F FHM, 355-361 R );

- fafeR L =BLHRER, % G 440 Gelucire®, #]4e Gattefossé 23]
&9 Gelucire® 44/14. 53/10. 50/13. 42/12 & 35/10; 2

- R, Blde B-SABHE R o- M. EE A BN S T EETR
B-ERAANE . —FA-P-MME. BRI, B A HEE-B-IBE.
A P- B ARAR-B-SMIAE . B-FRAMM A AR S R B, A ek
R-Cr- St 2B, a- KB 6 ) T 368 BB A -o- T F X F B Ko
SRHAH .

EASBAKGBAEANRGSEXTEARIBREGET TSNS oREE
#+0.1% % 99.99% . #l4= 0.1% £ 99.9% . B4 1% £ 95% . #l42 5% £ 95%.
Hl4e 10% Z 90%.

EALERAH—ANERFTEY, BARSBARESHOSUAETIT 2%
FrEF AR EW B3 40-0-Q-£R) TEAEMEE, AT T 80%4Y

8
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HPMC 3 cps.

B F 44 B4R - HUR 8 BARN R E T vh 4 —Fr R — B KEH R KT
BEMERELCTELHREAIEAA B, U, L8R, H3UE.
HERE. MBS, HAIUE, IMELRE, HldeTETHE FMC A4
4 Avicel®. Pharmacel®. Emcocell®#= Vivapur® ( “# #BR % #| F#”, 84-87
R ). ik, “TIEA ILHE,

e RAGLEELN, REFRATEASBANEETETATAHAUEEHR
A it 2 50%, B3y 0.01%E 45 50%, Flae%) 0.5% £ 4 40%, ikt 5%
£ 4 35%, #ARLY 20%.

BHRNMRETROE—FHREFEABERA, HlEEFEH. EFH
KAMEBERN ., EEHRDERMNGHT s
- REAUH-REARERDFRBERY, FTETHGH Pluronic®X

Poloxamer®, #|+4= H. Fiedler, “Lexikon der Hilfsstoffe fiir Pharmazie,

Kosmetik und angrenzende Gebiete”, Cantor Verlag Aulendorf % %%,

Aulendorf, % 4 RBITH MR (1996) ¥ Ak, LAEARIIAKH

2E . Rk RETH-RAAHREL R A 7 T4 BASF 23]

# Poloxamer® 188;

- CHEEANEER, FETHGHA Solulan®, #lde Amerchol 28] &

Solulan® C24;

- BAEFHAY, Pl A X E AW T A Eastman 25 49 £ F B

R Bk m B (TPGS),

- TR EARBRAR A ERR;
- ferrER A, viicfeg. TEHRRE, HielEigs; X
- UPRERE, Blde K 2AEAR, #3eT & T4F4Y Lipoid 4 Lipoid®S75; 97

% B8 ( egg phospholipid ), # %= % £ T 4§ 4 Nattermann #)

Phospholipon®90.

I RAE—FRASHRBERN, LLFETAHAUEETY 0.01%E
% 30%, Bl 1%E 20%, Blde 1%E 15%, FiA EEHE T EAS#K

9
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WET. RALRDETENGEARSBIK, FIHEALKRBIT RIFHER.

BEA—ANFERFTEF, ATHEBRERIBERGEANTTESLECH
MR R, Bl BAH Fo/ R ZH], Sl s EUET ALY
5%, Blim A EET4 0.05%ZE 5%, Hliw0.05%% 1%, #5124 02%,
FiREEETHATERSHRARASGHOETE. HEMLANGFTFEETAL
#ZEFX (BHT). TEELEX TS (BHA). DL-o-2 ¥ 8. BATFHE
B, BN LBERE D, Kikih, TERATEAMEATR, #4
B A T A R AR,

40-0-2-Z X)) LATMEE TR LS Z N 4T AR T X4
Jevd 5:1 £ 20:1 8 p)RA.

PR T A IERMBEWF . B H F & A .

A—FE, FAEKATEHE LSRN WELWEGFik, EF
% SR E R IRA B8 B AR 5B A lE X IR A B8 B AR5k B B AR A el &
ZE A RS AT R WS .

BEVALFRY, BRAMEXFNEREERIBK, LA YLKE “B
BB RREFAAABILELIER LAZHY X ALo#F 84
R P EF . Blde, BERSBART AR KRN 8L BN LR
RFEERY. BARGEAART A RE R Fit—F e T 88 7T 58 4] ¥ 69485
.,

A E—AEHEFTEY, BERSBKRTITRE: HRIRA B4
QEKEWREY . HAN Fodl FAH 6 BN B R R TN RE
FRAWF . BH T AR E—EF REH RAY, HEXIKRABSLBAERN
RAEZN P EBAREGNESTAKE. ETAF4HEERIBARGEH
TARANEN oBE, PlwTEE. LHRFAH,; 8, tllM OB, &,
Blhe LEE; B, HlmiF; KR, Fle_RTK. Kk, TAEA
LB AR EEI AL 1:10 £4 10:1. #lde 1:5 £ 5:1 89 0B/ RBREE
fled. BE, RAABFEENTEENGEEILY 1:0.1 £ 1:20.
BERITABRAL, BLKIRA L BARNT LRI,

10
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B. EF—AEAFEY, BRSBAETTHE: FEENRBL
T R BACH, SRS KIRA BBl e B A, ER AR ATAH
B SEN RAWGETHAT. SRS TUAARLHN . HlheilE R
HE B Sk,

C. EFANEHRFETY, BARSEAEATHTHE: FAFABFR
AR AR R A T LR ISR B H R P, HR TR R ERA
HLAF . 433U H 4.

D. BERS#ARTEITS 4 “T b HeF LM ER”, Lachmann F
A, 1986 F TR R F T RBEAS G, HXFA BAHRENR T LEEH
FIEH RAY T Y E R RBRE TR RS HNRFES 20 230CTHE
By, B RFEH A HHe 3 bar. BEHE L RHEAL, KEHH @HEGTA,

E. EX—AZ#&FEP, BiTHKXHABFREAMN T LEER X
B A P IR R R R RE AR R F Z AN B e I RS
BERCMNGRAH LFH, TileE EBERSHIK,

BEALH, LREA KA B BRI BARSE— T TR, HA
B X Weaad. Kk, 58~ QAR N 3 4P E45.

ERERGH—F &, Tk LATEs BERSHRESHit—F T
BRTHRAEH) o H) (sachet) KPBIR K P 490k B B9 K .

LGk A £ E F3 AR GRAHE T AL AR RMA, 3
F 354420 F 4 0.9mm. Fldes T4 0.8mm. #)dw s F 25 350 KA HHL,
ik, #ZE VL SHK, Hlhes 200 £ 300 MK,

(BRH ) BASBRETASKRE-FIE. —F RS HBH 4o
Crospovidone®fe 3¢ A Hl i AA] . #3e3LiB 41, LRA. &HHE
TR F 5] ok RE B4R A RA, H O BATESARFSEA, RIEL
EEAIABIREYP.

AERGUEWETRAOE—FASFBRFMN R BERE. FIEAY
FRIEBRAEN T AUEET 05%E 2%, Rk 0.5%, A ETHEAT
HAEMHEEE.

11



02819045. 9 oM P FE10/17m)

E—NENREG REFTET, HHAESHITOSERFHFB LA,

ETHAMHEET, AEAPNELHEIEF A ETIHY 2.5%K
5% & —FP R $ Fr ook F) KRN T ERA AU 49,

EREPANH —NEEFEF, REXVGLEESWT A LIEKBEHZK
TREMESLCTELHAAN wERE, IBIMELTET (FTHE
FMC 28] # Avicel®). ik, TAEA IR, 453 2 AKIE, Flieit
S FARETIHRAITY 90%, B4 20% £ 80%, ik % 50%E4 72%,
R EEHATHAMAETE.

ALK A6k B ARG AW T AMET F AT X Flad KA. B
£H) . BEANIHAH X, Flod KHBXER. Kk, HHHHHH
K. BRETXPEAEAIRF A AMRRLAGELY, 2LEEBY
F B TAKE, LOBERLAGERZA.

1 AAEATIE B 4R RF EHTA G RE A ESHHERF. BF,
12 AR R AURE LAY, TIARFREATHESHAEHERREETHA
F, EREHERFTEY, F4 H 50 £ 500mg AL HEH AR, B4
i, & EFL 100mg X% 250mg ¢ A Al

A FEHREPLESWHYGEDTAKRE, ARTHF6E H 858K fa
AREEE, A ERYGERATEEA M ER, ARREEK, FFoK
B, EB0R MR ERGFAE, AMER R AT F e T K
Bk, Bk FAiE 6 EH) S A A B BT E &4 B AR a1,

122, FAEERBHIMEELRESR. RESHHEEET: 3t
FLRGER D, FFQG R FERABARG R FAEKERT WG HBREAHT
ik, Bpfdmsb, REAAKHERNBTRIFRGGEE., 28 AARFEK,
T HRBH MR R BiEeg o8y, BEEAEFTRGESSH. EFHK
h Fl 6@ B Fe ) MR ARE.

BREEHNTRREZREALRERY, S TRIGHH, FTER
B AR KK, BERABDGER S . KRABBEAAR Tie o
B4 A, VMBARSF R KD 86G R AT E 64 B AR ad 1) .

12
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—ZF &, REAHSHA LA HILRE, RIAHLEKERIKFRiE
ARG, TEIFAEAEE P RRRiE M., ik, RIBERMEE 4.1, 2435
W (2002) £4BRMEBHE 4, 191 R, 2.9.1 (2002) FEri£eG5# K ¢9474
& E AR, EFARESTERMNE 15 £ 25CTF FRP B
7],

SHTRITIRANE., BRYERTTHE: LFRELELDS
B, AF ALY, BLHELTEEGRFEESHREER, S
ORAER (h#H), 3BHF AR (BREH) REAERR LW, AYBRC

HEBALELEXRRZN, RELAL M GRRE KL A 3 24P R E
48, EARIL AR ARET 18] 30 2 4 45, 5 AR B AR AR AT IR 4 90 AV B 43,
H R MR E 4 30 £ 65 4.

AL R R B R FAEETARATAEE ERE., RikdBEH
B4, 201 W, 2.9.8 (2002) MEMAFAREHRZ A M GEE, Tk
B 4% &J Kraemer® 3S K AR, EFAAEFRZ A FGIRBEE, 1A
W HEEICIE R R TE 4 RETE,

AEXARFGRELE R AGEEFFRAZUARESH AR TR, sFFEL
2% 9mm #9 200 £ 300mg 49 K H. BHlde 250mg 69 K H|, BEHKLH 35
E 80 N, HTEAZHmMmE, #£ik#m8 £ 11 KNWESH . sHFHRY
7mm #5 50 £ 150mg &9 5 . #l4e 100mg &5 5 #H, B F 4Kk H 25 £ 60 N,
HTi8id#m7 £29 KNHEH HEE, FFHEEHEERER, Hiktyst
BETARE.

Wb, RASWHRF4HTEIL §HE %8 &9 R F) 6958 E Fo
FRETEERA, Bk, E—AMMRBRNERTEY, KEAAT A L LB
Hiasd, FF 250mg 69488 4 A Omm FAEFIF AR FIL 8 £ 11 KN
e ER A BN, BRARGEEH 35 £ 80 N, Kk, #ALEH N
Fette® PT 2080 7e34 /& K ALEHI£84-4. A ERBMAFAF B, Hlaoit
A Kraemer® 38 1 HARRBIR R ARE . FRLXFHGHHELH: 250me

13
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44854 % A Omm A AEFAFRF AL 9.5 KN B8] A ESE, FHRE FH 6
BEH 40 £ 66 N, ZAAEMZ QT ZRZE, ATk hEsSHH
B R T 6 AR AR BT BRI ) 3 4P R E 4R, EhikA 90 AR F 45,

E—NEGaRAEFTRY, RARF R L2 X HGHHEeY, L ¥
100mg #9486 3 A Tmm H AT R -F 4L 7 £ 9 KN E& A EF6, B
AR R EH 25 £ 60 N. FALIXAFH B 100mg £4%
4 A Tmm AEFAREF A 8.3 KN E&] ARSI, ALK E F 698 E 4
29 £ S3N.vAsuF ik B AW 6 b A & 88 et iR ik T — BB P 4
i & A AR R 1]

FK R A _EFRRANTT f 3 FF LRS- M) AR B R B A BT B L
THHEAH. 28, RRALALRTALETRTFLARES. ABRHE
B RN, IFRTaBpAES A EF %, LR, FFR
B XA GG F A X BAATARE., A LZXHLER AT HBREHES
BFRF G A AR, L2384 TR R A H o TRAELRE BB
o 18] 5 B B LA RAF A9 AR .

W EREFHFEEFGRAMNGHBRTAKE, ETARFEH. %
BH. Ki#H. BEHE. FOHIATHOHIETHEECETHHBR, XL
TAARIE L TR e RE R K,

ERELAG—AMREERFRY, & LEEH FEEAGH A A
AR, AR RART AR RE .

AE A ES W T AAIRIE R4 . Hlioy B R Ml XA T
AL E, HEASWTIAE BARG I K BN R oK LR A, &K
NG04 F G HF . Bl R H R XN E—AAHE, W
Wik 4R R UK, Bl ERE| 3 54FH . KL R3) 90 #. Fhik 30
ZSHAMRM, MNATHEMNER. BEATILEN, TESEKE MK
HANR F AR R A Fohmh], A AT R Rokill 2 ok £
Ta,

TR0, Rk AR AW X6 RE R LRk 245 H]) FH X,

14
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Ao, Bl o#n . BN . FEMIBRE K. Hikd 58k B Xbe
%, HEHAHLENEHBXN, EACSTHEEIATEDNELNE
BRATEETLES 0.05mg £ 10mg G HHWR . LKL 0.1 £ Smg; Hlde
0.1 3 0.25mg. RFEIEIREGHF B, BANRSE, AFHANELSTHE
A 1ESK,

BREAYESDHOSTREEETHLLMNEHBX. #ldes#h o,
BEANREHNEHXTERILES Img £ 50mg 9HHHF. Bk 10 £
25mg; #ld= 10, 15. 20 XK 25mg. RERERGETEH. BHAHERE, &
HEMNETTFHEAIAERN 1 E5 K,

AL AR T ARt e AF R A MR AT 4 RIFIFE T4
W, Bl AGHE— —R=FHLEEERGEEBIRT M,

e LPTE A £ E 81EAT 7 ik RAF G AL XA T A ¥l A B &
R#fTOR, EENARTELLBBRA L ERE_FTHRE. ARAEXTEYS
BERRX_THE, RYEAAHBRRESY, Hli Eudragit® L. S; XEA
AT RULBRIRABLE,

sesh, A ERERFHEMGARNTAEE, sth HtfFiiea’kF
AP IR S ST A8 S BP AR A AR BT AR B E S BAR A 8
EATHFORAEATAHELRT &, QPfortiE. ik, KX
B &4 b fl A ARABARL.

TR R 64 77 ik h AARR GG E4e ik, #Hlde L.Lachman A, “T ik
FHERFELR”, F 3 BR, 1986; H. Sucker ¥ A, Pharmazeutische
Technologie, Thieme, 1991; Hagers Handbuck der pharmazeutischen
Praxis, % 4 JX (Springer Verlag, 1971) #= “Remington’s 2 §#}+%”,
% 13 58 (Mack HHRAE], 1970) H/ESRIKA T A& e AR &7 %

AEAGHHELHTATERTKARE. tleETnEEXTLELR
FléeggpE. GLFTHEETRTMEEIMEDNRLANEHALHTHR
A F:

a) 6 AT @i, LEXBENRAMARIAFBHEDIER, Fldos,

15
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B BEASHE. AR, K. B, BUOR. FAMBEMEE. ABRXAES
Ay, EHWESMEER TG ok i B ILETHRBHE KSR
EX K

b) 6 AT O F LR AR RERE, HHIRRABAFOIEHFRAMER
S RMERE, wXF X (Hlde, ERNEHELFTR, RESFTHEXFE
FoEBHEXTR) FREBEBRAR. TRARXLALSUHEEAGET L
BARROIEGG LREEFERR (QEFERE R0, FERIH
Tie, SermlR hafode X Hh R ). AaBasRE, X%
BER. BEA (sclerodoma). FHARAAFIFF. ALK, BRMES
MR, TEMALY. BB R, I-456E. FAMa XMEE,. §
A B KRR (G R AR KRR EHR ). Kot
BRAF. BEAMA. ¥ A SR, RAMAETHITEL, 4
FRERA (1 BBERRZ). (FE) HHEE., THREABELHE X f
EERABLEBR, BRHMERL. BERLF R, BIREX (Ff
B REGAIE, HlioQ R AT RESESRMIATER) 51
BALK;

) % AT,

d) A F R REBHEMIEF RERF;

e) BT HE. RMEMEKAF;

) AR, FlABAR;

g) B AT X &, A BmBLEBRGUEA.

CETEEEXTREEMEWORELANEHESHH R TR T4

G Kok e B MBIk AR BRFNF N ERG AR, £

e, REKPHASHTAEREN b BZHFRFmHER, AFRE

Foig T RMARERERLBEWHGRE, S0

a) FEFREA

- BEXERBHIF, Flos. B, . B8,

- BHHTREELIR, pETUBEEHNBHEBIE LR,

16
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- BERBERESUERES K. AGROBRA. HRATREE. %
KM, EEPALS. 1BBAFFRNHEEL,

— REFNFEERGBEIEER;

b) B XMAREAMEER, ik BR. FELMEX, BEHELKX
ABREABAREK. MERELK., REE#H, RAR. RAMEX
AR, KAMERANE. TRA. T HKF, 0 X, L. LB
R, SRAEFER, F

¢) AMRMEBLA.

F—FE, AEARBT o LEXHGESMA FTHESHEGAE, AT
R 2B Ho 76 5T RTABy Lk R A R AR —F AL R4 A .

B, F—F&@, RELBRGET ST EATAKICA BS T GREAH
R TR, EFHEOHEOTEIMNET T RAERALHTARENERLA
B s,

F—7%E, FEARBET OFBXME TG AR KL AN B
BT ik, EFEOIE (i) RESHFKER, & (ii) BAFHFES
Ak,

AR HA TABANNAEBHE T 58T #4220 £ 50ml KP.

&R e HY AR TR T IANBE, BldefiE b7 Hgem
Fa K IR P BE 69 B AR R .

Lo RER T, REAGESMEALEFINEREGHN, Floilf
BEPF| R ERE T EAGOEDFA ARG — BB iTRTE, XERE
EZhH. Blie XK A RM @R ERE b 347,

B FAK, HRikfoBARKE (blood level), AARKFHER
EARA, BTABRRR A F RGP, 5, wohb
REFERPR B3 § il A A AR A RIS,

EAFAERRET . E6de AR &M f 3G KF 6475 WA H &
MesiEBEY, TR GHEEHAEA; Bl ERILHH P, Hlie
EILE (Hlde 12 A THepldeE ) 3 %) REFATUARLIFASHHER $

17
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1 REX 00Img £ Smg FHEERLATEM/kg AE. HlHER 05 £
Smg/kg A EHHE; bl 75kg RFAF IR HHRE FRAEFR
1mg £ 1000mg. #i%= 2.5 £ 1000mg. 4tk 10 £ 250mg #-F L FFH b9 H]
§. ARESHKEFolk KX T TR AESHRUGE DTN L
) F) F) B3 Ha,

AT R T ARME A XA G RE R SHhia s,

E#p 1
Bk o AR 6 4] &
H & T QAU T RS 2% E AR5 #IK (SD) L8469
¥ (g) E¥F (%)

40-0-2- £ LX)-FEEX 0.04 2.0
THEEETE 0.004 0.2
HPMC 3 cps 1.6 80.0
Sk K44 (200 B ) 0.356 17.8
Bt 2.0 100

Bt A F B4 848409 (i) # 40-0-Q-£ LE)-FTHEEATEL
A FERES, (i) % (i) PEAYRSHET LR/ RARRLSH T, (iii)
Ao HPMC Fe2ldE, (iv) EFR (i) PEFHRESHH A 0K, F (v)
BT AL REEN. HHANEAD TR, STHRARA.

Pt TR R
HETOSUTARSH (BAEETHGHK) &Hhasyh (&4 Lk
B4R 54K )

40-0-2-£ T ¥)-EHEX SD2% 5
Crospovidone® 20
Aerosil® 3

ARG B4R 0.5

18
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PR &% 71.5

%3t 100

BEUATHTERHEEASY: (i) BEAKSEK (SD). L.
Crospovidone®#= Aerosil®®4-, (ii) L/ (0.8mm) H# &4, (iii) AL
7% (0.8mm) J& 4588 B4k 5 R,
om: Ak R

WA B Gii) PRFGRSBER FKFHEA . A 9mm FAEFAR
AF A 10.5 KN 8954 /1 £ Fette® PT 2080 325 /& ;i AL L& 4] 250mg 25
Hiaod., RES1EA Kraemer 3S A FlARBLR 2 2R AT A, A
FAE TR R R, AR FHTHEGAFGEEAHISETIN.
HARGGRBITINA 04 £ 1494 (24284 %),

%3641 2 |

o L BR &8s, £ Tmm FAERIREFE AL 75 KN &
%) 51 7 Fette® PT 2080 2645 /5 7 AL LA 4| 100mg 25 B4 Fl vA 4| &8 F .
FX L&A THEGARNGEES 25 £ 79 N. ZAMGBBREES 11
E 1.7 94 (66 2102 #).

vA B EHAIMET BAHEKR 0.01 £ Smg/kg RENGHFHRAEA 1 £
5 NEKFR, THATHRGBHEBEEFRRA THET OFLAKERN
mAadhFe kA,

LG RFENEE 40-0-2-BLH)-FHEXTRLY, 22, A#t—
Bog BT, BT AELGKIRA BN 40-0-- B LE)-FraE 5,
FEHATT LA 1 F02 PAIAMNFTE. SEYRIABTARETA L
it ErmEETEDRTEERIT LY, Flde FK-506 & 33-K-£-33-
BE-TFREF. 4 Xk &k KIRA B4 1 ) 64 AR E Fo i AR 6T 18] 400 5 1A
LB aa 40-0-2-BTR)-FrEXQG M, HEETAELZTH
.
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