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. BAEBEZHRLEHYN. TRZEAALNBXGEHEHAN,
H s

(a) 10-50%F 2 FHIHK S0-9%F S, EPHbiuik
10-8SHEENFE —ARBE, AR —QARKMEEESL 70-99.5%F
EHERAESHA 0.5-30%E AN, HAZERALLSHEE 1-K
AR -7-([S, S1-2, 8- = R £ X 3K [4. 3. 0] £-8-%)-6-f -1, 4-—&,-8-
FERAA-BA- - EREFTRIABFETHE G H/ R EMNG KL
Wy, Fa

(b)) BEMERF —QRIMATYT KEKR, AT HRERESL
40-90%EF IR RA . 0-50% T FHRILMNA 5-50%FF 3% E A,

AT HeREBEMEAF—ORNE 5-40%EE, MLEBEM
EEHES5-50%FF,

oo PP 3 B A AL S 4 T BEAH A 2 B BO%E A 16
A BE A 80%, FHAS — HBR P ARLBIIKT 60%697E ALY,

2. BAZR1 GEHHMN, AREETFTFRORSH BN RHNF
AILA.

3. RAIRR 1 84BN, AN EETREANSALIL TR
BEIRCHRERFAES RSN . TRAEEMHBEHRH LB
A .

4. BAER 1 45BN, LEAE 4 16tH 80% A 14 Sl A
80 % Z %) &) - 3 B aK .

5. MAIBR 4B HM, LBAFAET ItA 80%F 13 JEE A
80% Z M &Pk, FEAS — I HHBRAPRELELKT 50%8
EHRASW,

6. BAZER 1 GHBHHN, EFEE PGB PREBRY
30 - 60% t97E M.

7. BAIRR] GHHEMN, RFEE— B PREERHA O
- 30% 89 7E HALSB .

8. MAIER 4 HHBHFN, L P PHBHKE 8 FHA 80%F 12
DA 0%, RAS—HBKPARLERA 45-55%8iEHAL
o).
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9. RFIRRK S HHHEH, AP PHBFKAE 8 JiFA 80%F= 12
DA 0% X, RmAS— IR FREBHY 0-20%687E ML
o4,

10 AR 1 HEHEN, AHEATFEHNLSE 1-KAL
50 —T-([S, S]-2,8-—RARK[4.3.01F-8-£) -6-f-1,4-=
£-8-FHRE-4-HAR-3-SLFTHRERE.

11, BRAIZR 1 GHHEN, AR EETRANSA 1-KAL -
7-([S, S1-2,8-—RAMRK[4.3.01 £ -8-£) -6-f-1,4- =5
8- FRE-4-FR-I-TEFNTRERE— RO,

10 12 BAIZR 1 GEHHEHN, ARELETFETF 1-KAHL -7~ ([S,

S1-2,8-— R &MK[4.3.0] £-8-K) -6-f-1,4-—&8-8- F&

A -4-FNR-3-F@EFFER, EFMNEAH 200 £ 800mg &KL,

13, RAIRR 12 485 4R, AREETFETF 1-KEL-7-
([S, S1-2,8-—RMLMRK[4.3.0] = -8-£)-6-F-1,4-—-5-8

15 -~ FRE-4-ARK-I-EERTR, HHMNLA 400 £ 600mg EH

- B
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BHEBRASHY G HEAN

AZXRAGEABNN, ZHBRNESAH 1-5rEa1-7-([S, SI-2,8-

s ZRERI[4.3.0]E-8-K)-6-#-1, 4= A -8-FRA-4-AR-3—5¢
PR (TXHRELED 1) P/REGFETHSHE/IEKESY
Y EWACE Y, %) R BT R E 8 Bk AT N4 ERALA
4.

ot 165 INGL (BFREHFAH L) H noxifloxacin.

10 et I o/ REER/ZKRESHZH S-FEAETER, iz
KRARPRZKMEGAEAREER, AFREERAETEERIT T
R ERRLRYE (kK% P Drugs of the future”, 1997, 22 (2):
109/113). EP-A-0305733 # EP-A-0550903 #&X T4 I REHF L
ThE % 69 89 H &5 k. EP-A-0780390 #E TioWH I —KkoWiEs

15 HeH T LRk,

LEEFTRIEFTGER P /R EHNERERLETHEAEANZL
fnt, JP-A-06024959 AP ET —FHALARBYELER LM RS
Y, BBLEENFHEFER TRV ESWS LA HBXGHAT THRE 2
ERBIVFRRTRG. REAZKRFY EEL BHHBK (S. Harder,

20 U.Fuhr, D.Beermann, A.H.Staib, “3RR ¥ ELEA R BARF F4LH K
. hf-KE&BFE”, Br.]J.Clin. Pharmac. 30, (1990), 35-39). Staib
Fo Fuhr SAMRRXAGEBIEES I D TR R GHE, FHRAVE
SR M RERBLERIK. B, BN CoNE R $HEREHR
EBRNEMO TR EFNNRECRESLHAN. BH, US-A-5473103

5 METELHFRAYENHAY. I, US-A-5520920 A F T LR B X F
BACGHGRAHHHAN. AH, TS ERTRILEETARAY
2, BRET—HETHHN, ZHANEY 3 IHELLBHERLS
% (EP-A-0635272).

EP-A-0350733 A T THZ XK Fie HY EF RSB EASL

30 WY, BALSHARKAEBEGE —FHyBH& (FREREH) ERL
. 2R, ATRAMHREREANMRAERLEHGRLAERNN. £
EP-A-0350733 W#H& T L84 1| O HGBEAKL AN, ZHANLEFL
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HF P EHEREFRASWGEBEH H. EP-A-0780390 FTHRE X I
REeMAERE—REDBADHANPABHREBERLS A, #4
Fi@FELGF VR EREERLSY.

R, B AP ERGRE, XERBANETILBE, FHi
S B REEHEARBEN LS. oAl LR ERERLSY
HHEME, £ 4 DHAERLSIOLEREXINER. 2B, BRE
KKEK, AETARLAN. Bi, SAEAERBERLESHHGE NS
BERNSHALEREREELRSD. 2R, AXERAT, AEF
EREEHE RN ERAGERAE DGR ERZANKRE D
8, BAZXZBET AR, B4, EXRBAT, BHZEER
oMoy SR EARKAG NN AR ERSKE.

b, ZEREREAGDHANRBET SHEALALE, ARELAR
TR, IRFTEEOMAE. o, EL AL HEALT, £8
R ERLGH R TRELS, ARKEBAMNEFE, SR
Z, RBRBHGHEHHNE TREERLSDOREPAELEIE T AL
Fo B oG SR AR T BR R K.

Bit, AXAHBHRAKX—FHALEZ RS I F#LEHF
EAHZG L/ RECMNAGREDEERHN. KLREEAFT T
W 1 BB E (TXHRZANSY IT) BKITH, BAEHRAAS L
RIERYEAL, e 11 LREBEGTIHR (BH. L) HBK,
moxifloxacins B9 R F T4t R VTERREFHEATHGIKS
K, BT T & moxifloxaxins &9 3k ;R B35 4] 7 65 7T 48 bk,

AR —FHRATFAHE, TEAERRAATHEAEEHEAZ
ENREFRERLAWGEHHAN, REAFELTHET EEKMm8
=) B Y Pl A A T AR S R

BEit, KAVRE-—FEFERLSUGERHA, EL4H 1-%FA
A-7-([S, S1-2,8-— &K MR [4.3.0] £-8-&)-6-f-1,4-—5-8-F
FA-4-ERK-3- L ERTBRA/AAL B FETHEHER/ X ETNH KL
Y, BN FHERE 2K 80%F 16 B K 80% ZH, HAES
— B B RS B AP RIEBHALT 60% 9 7EHES.

AMNEAZPRZL GRS FHBEH, £ USP XXIII(£BHE
USPXXIIT 1995, 1791- 1792 W) # “Apparatus 2” ¥REX KX P %
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PN, EAGRENRZ 900 £ 0.1 BRERK pH 7.4 09558 &
BHR. BHBSHEREEAEL4 50 4. BHELET 8 HATEE,
HRMERERNE WS, FEhy XM T HERLSHGER S
AFTMEBRASMG TN E 55

AZPBEFEELSH A S B PN EEE 45 14/ 6 F 3584 80
% (f£ 4 B 80%, 4£ 14 NBFK 80%).

ERERG ERAGESEERNSBAEHHAN T, ZHANE T 4
iAo 13 D -FHER 80% B ERALSY, FAES — IRBKXT
R I B HAKT 50% o FE ALY,

AXPAEREBAS TG H P F T ol ZH —FF X s ik
BEFZ iR HREBH30-60% WEHLSY, REES — )
B AR ST EARA S B3 0- 30% By B4 &.

APEZE— IR TSR GEREBH A5 - 55% 9ERALESHE
LG BEREBLSHGEDHANG TRFTET, ZHNE 8- 12 I8
8T BFHEH 80%.

AP EF— DB PHSRARLBEL 0- 20% 55RO HEH
REGEFEERLESHGHEHRNGEZEFTEF, GHAGRELTA
8- 12 BT F BB EH 80%.

LRGEEERE WA ERHNTAZ AT RS EOLNEY
N. ZE¥#gEgAN L PPl bin, AEZERCAHEFRAE
SMFERAGREY, wREE, BAFTRHOHANFEL Flde, 4o
TEXE), BRERLEBAHTHELRNER, REENGLLLENR
WA S, ZHRSAFRORGE.

REHHESHNPERANZERAFTEGEETRXRECHREREHR. &7
AR, GRAFGRESY, Al TPiAgdsE. RAaiygs
. BVPRAEFH. RAOh®. RULHEBAVK.

HANETHTFHBEORNRTENCEAS %%, HloB Rl D
Aquacoat®® Surelease®®y Ko #ik. {2d T4 A LeétH, Hleak
# B (Eudragit®). LEAEEFR LB TEAEE.

EENEBRNR e BE_FRTEY (F o E T8 — 78,
FE_TE_LUE, FE_FR_TE). #ERTEY Pl ER=
LB, WHBR=ZTE. AERLEREA=ZCLE). AAEE W _B—
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L. ZEH). R BRPTAY (ERERY WS, LRI R Y
B, RABAEMEX RS, niglyol). 28 (HH. 1,2-5_%8. %
FHERKGRL-8)., o, BEAGEAFRAETTATAERFAL
B LR R FRFe T E G HMAEE P,

5 BREHTFREOCRGLBFRBREETRY LEREZOHHK. TAT
FHILZHRANETERRESY, PR L 8. RLUHLERE.
BFAFTEAGRE, BYESREZRLH, FTRLSEE. BH. 2584
. M. ARBRARTERLASY, Al (. &iiF. &
EF). . BEAHE. BHE. RE LBH). BEHESES. L

10 FHEER. SL#EEE (lactitol) F). ARMHAFHAALMNKES 0-50%
(w/w), &£ 0-25%, R 5-25% (w/w) (w=EF).

TN, HANEEZHRERAEFRLSD RN FREGH
EEFPTFHOREHEBHNGEHHZILE,
EORPEMEHRLEEYRPR, MITRAGEXERBHNTAEREL. 525

15 (marginal) AL AT, KREXAHNTRKORHSTUARLE.
B, #lde, ZMEBRARRK RILANESTHEmIESEEALREH
MHHATHREBENGBR T, HEHCRGZTRR. INEERE
BEG, RANTRY RFE L EEA L EIEBH G LT 3% 8 M 69 b4 3%
i, BTE &) aRMERA.

20 AEPBAFEANTH @I R ERECSDEFIERELRFY, A
RERPESEFHANMEANE., BHEANESFREILERESE L
PR FE RO LE, BE, @ddhREAREEATHETFEAE
EHEBRTHLAEBAGLEL R EIKIBRFEFAT HEORX &
AL, BN HUMER TR, XEBEN 50 £ 125C, ik 60 £

25 110C. ARARAEIBTRERZFRRKENOR, EEAFHLK
KPS BER BFHHHRGPALERAETHEETREIF. SRy
KEGRE, BBANGERN A TARLILBRL, WEE 2 £ 16 4
BA2AEH I R I1 & 80% MBKEE, BEAS —IHABRKEITF
60%. ¥HAETEMNEHILGEE, #ldo, 400ng E&H 1I(HE &

30 (Betaine) #X), AABHEKKET.

BRI ABTEHEOR, HEDIRGEETE, wFl/
AT k., BREFERXACEARELR T8,
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EORATFHIAHELT, FEIHLSH 10 £ 50% W/w) (w=F
) P A (Bl R AR o AR R A MER) , KR 10 £ 40% (w/w) &
P, AR EAM 10 £ 85% (w/w) 37EHSHE, £k 30 £ 75
% (w/w). ST SHHNEHFELSY (EEANHNE24000g #HER), B

s R4kt 10 £ 30% w/w) ey, AR EHAA 50 £ 85% (w/w) 697
MASWE. ZFEBNSHESA T0E99. 5% (w/w) &ML HA 0.5
ZE 30% (w/w) KA H, Kk 80 £ 99.5% (w/w) H47EMALSHF 0.5
F 20% (w/w) 8 B4R 2 T S A F oy iE S, M A4 90 £ 99. 5%
(w/w) B47EHASHF 0.5 2 10% (w/w) &G04,

10 Bt FE G P AATREORITRERTAR, KA 5 £ 40
% WwWHE, FPRTOARGELSH 40 £ 90% (w/w) 9B A (&
BEEAY, Fle R4 % % (Aquacoat®s Surelease®) . &I BR B
(Budragit®) . ZESF % %k. LR TERS%%K), 4L 50 £ 85% (w/w),
AL 60 £ 85% (w/w), LHARK (TERRELY, #lde, RT—H.

5 RUHEERR. FATRAAEE. ATRIEETRELE. TRHL
. OB AF8E. KA. IRBRALACTERASY, #led
(. R4, RALEF). K. & (8. BB, 8. 3LEF).
R (HEHE. LEH. UBERF), LEH 0-50% w/w). 4£& 0
—-35% (w/w) . FAHk 0-25% (w/w) R 5-25%(w/w), ARMEBAH,

20 HEHS5-50% w/w). Kk 5-35% (w/w) . RrH4EE 10-35% w/w).

AR FERASHGHIMGELT, FEANSH 50-95% (w/w)
&S AL, ik 60-95% (w/w) . T SR EEHMALSH (2400
FErHER/E—HMNE) RE, FIREHE 70-95% (w/w) FHALEH
AU, XSRS AUEE T0-99. 5% (w/w) iEHALS-HFe 0.5~ 30

25 % w/w) BAH, HAKLEGREESA 80-99.5% (w/w) FHALS A 0.5
-20% w/w) #AA). FTFEHEMNEERASHRE, FHREHESH 90
~-99.5% (w/w) FHALSHA 0.5-10% (w/w) 2%, HfH=REY,
EAHRECHEMA (BEHFEEX. RBHRSY. ZECTAGHHEIM ).

WIEFEFIEHANRL 5-50% w/wHERTREORXET HE

30 HATER, EARTRATFORGSHASAE 40-90% (w/w) A BEH (&RBE
Ao, 44 THEH 4% % (Aquacoat® K Surelease®) . & M B B
(Budragit®) . ZER4FEF. LRTRRASL X ), Kk 50-85% (w/w),
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HARESA 60-85% w/w); RILA (THEHRSY, HlRT .
RUBwgm. AAATRAET. RFEAHLEIAE. FiHA
. OB, ZFEHWE. KR, ARESLETERASY, sl
(R, fAbdr. RAeF). k. & (HHE. 5. B sLEF).

s ABEE (HEHEE. LA, lactitol ¥F)), X4 EEEAH 0-50% (w/w) .
Kk 0-35% (w/w)« FERI4EE 0-25% (W/w) & S —25% (w/w) ; “AR S -
50% (w/w). £ 5-35% (w/w). Fral4Eik 10— 35% (w/w) &938 8 A,

EREPERBERALSHABFHRNG S —KXFTEY, FFELAH
EHASHGFRARTERGRS A LK. XEFAREH HAF

n XN.

TEIRORFENAFRLA 30-T0%EF. £k 40-60%EF
W 7EHALSH .

KTEKRGRSGBHERASHEFRHAFBLA 30-50%FF.
ik 30-40% EF.

I3 woh, REAHBEHFALLHERR., XEAHNGRFELET: B
TERAB R FeBAEURE LR BFH XL, EMNESHE—ZEHRTER
W, BARKBEBRGRSY, LEREPHR/ELTES N 15, KEEY
50 mPa.s (/£ 20T} 2% REHKERFFTRZ).

TR Fe B AR H| L. BELEE. HEERIAH/ARS. X

20 BEAMGEEAAMA 0-50%FF, Kk 10-40% EF, 5Lk 20
-40%EF.

FHHERBHNAF R ERE. FoeiaoHy_84a
(Aerosil®) . stFRIGERER T, £4FAFY 0.5-1.5%FF, s F
WYY —FERT, HEFTAARNY 0.1-0.5%FF.

25 KL KT EBRE . BRKEBRORGMWALARITEE. FARE
WAL EEWHPMO) . FEUE L. BRTFEHLE. ERYE. FILHER
B, RAWR., RYLAARRXFERAHRFFTRARHR TERGLRS.
RARE. BAg. RE. #FR. MEMAK. AR, SAXL2HFHR
&,

30 H R K% 49 & 4% A HPMC.

AXAHBERR ERESHETRANEEHES 0% TEHERL
WEGEE, ARE(LE20CHH 2% RERERFTREN)E S A 15,
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#Kik £V #H 50 mPa. s,

BERTERRSBER T LA ERL W M4 M8 55840
S REBAE T MM ABKR o LFHE) AR ERER HH Qe Lot
R) B BEENR PR, I, TRRERLESN. KTEERE W
EEGEEERCK TR, BERTRIRES WG TR E L 453)
RA o LR P BME R R EBREG AN, $TREFELF, 5
BRMN R SR RS, FHHA. WREY, EAMNETHE R,

EF—AREHFET, REPHEBE BB 354 H) 2 —F
BEMGHRRAGL., WAERGHBRE SRR LT AL,
H#4miti&F, Hide, Richard V. Backer, “HifM HW . +H)
#R47£”, Journal of Controlled Release 35 (1995) 1-21. ##4iki%
HEHHBA R, AHBDHNKRSH:

a) &, RA¥SAEHMAY, FhASH FRERESWEMNFfiTik
WAH I RBEGREEBT, AA

b) &, TAKRTEERATERASHE b GHH RibibiE ey,

c) #Fitx b)MF o, UETFEFEFHASHEDH B S RER
¥.
UGB EREDBRRAERAEHEAT AT RN BBE, 4
%o, DE-A-2328409 &K US-A-385770. »FA&¥E, £ EP-A-
0277092 $= US — A — 3916899 & US — A - 3977404, 'E’fﬂ&ﬁbiﬂ‘-?ﬁﬁi‘].

STFEEGFEREESBEN, Hie, R EP-A- 0277092 #= WO
96/40080 FRAK. TRAEAHF TR RSEMELTHEYRY (BT
=8, LH KL H Polyox®, £-F¥H 100000 £ 8000000, iFH ZHX
A SR/ LR T B R L & US - A - 3865108, US - A - 4002173 #e
US —A—-4207893 W 3RA & FE KT EEN .

FIRBEQREMBERY LATARI A FHFE LGRS
W, Pl 5% F M (pharmacopeias ) K £ “Hager's Handbuch der
Pharmazeutischen Praxis, 1990-1995, Springer Verlag” sX & p: 4
Remington's Pharmaceutical Sciences W4k KiEM45AR B &AL,
BTHEH I fo/ BHA L/ ARG EHBRFH G KEM (29 2g/H), FF
AEEBROESW AL REREA BTN, ABEREWEGTAE
REX—5, L ERHTHRERBEHEH HAER G LKA B G
BEXFRTANBRE, Hlde, RRUSOH BT, PITEANELRF

10
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DREPRBEAAR Coodg, HHET, Hlde, £BEH 3485770 Fu
3916899.

AR BREERACLS B BN 6 LR R BR B B aE

UHBR RO FERNR R AT, BiIERMEEQGE RS ELSBERN
5 HHRRAE, PlMERMEEN I REEGRKERBBFRY.

AT 1-FKAEX-7-([S, S1-2,8-—RLEMHK[4.3. 01 -8-£)
—6-R-1,4-—H-8-FHRR -4-BR-I-SEFTR, L0
BRI R F)3SA 200 £ 800mg, £k 400 £ 600mg 6475 AL 5.

AEPAQEREREDRGHHFNKERIFE RN, L+idn

10 FléH ER K6 83 (C,,) &T ik B B4 M4 EP - A - 0780390
FH) T BRRIME C,, 1, B R b4k %3 PTF [%]14&-F EP - A - 0780390
%3#&4] 7 ¥ M40 E 4 PTF 44,

PTF=CopyCaia/ Cyv, -

Coro:  AEAn o 3% Fordn 5 o FE HEAL A0 69 3 B

15 Cove: HEA—RBBEILASALBERE—LERS (1) Ehh¥
R/ B 18 Bt Feg R AR RUE .

PTF #4842 #3& F H. Boxenbaum, “if ¥ ®ikitftthdBRFH
F X BE”, Pharm. Res., 15, 82-88 (1984).

fo RREHM N Stass, A. Dalhoff, D. Kubitza, “BAY 12 - 8039,

20 HB-FHRE-FER: AREFHARE PN EABKS H LR,
Proc. of 36th ICAAC, New Orleans, 1996, F024, 104 7.

W B398

B 1 BLARL AN S IA BT ARARNAEE A BB T B
BEXR.

25 3 364
e K364 1
(SRAF R AR E )85, B8 EP-A-0780390 &5 L 364 7):

48 A%,
44 11 (hmit) 436.8 & %,
PSS S 61.8 £
AR 3.8 E X
XERRTFEHBEH .6 EXL

(Croscarmellose sodium)

11
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33T 8.0 £ %

%k 7 £40F EP-A-0780390 L34 7 FRA 4] &

F3A 1

(RXFER):

GERRBAEATAR:
et 11 (k) 436.8 £ %
HPMC 90 SH 100 191.0 £ &
3. T3 8.0 %
f408 0.3 F %
il 147 - 2.TE %
R L% 4000 3.0ERL
HPMC 15 cP 9.0E %

5 iS4 11 (83 ). HPMC 90 SH 100 Fosb fig 8 4% T A3 A4
BA. RAARME. 84K, £ T8 4000 # HPMC MK &5 ad%
% K e k.
F 345 2
(EXRK )
10 HRR R BA AT AR

ot 11 (k) 436.8 £ %
HPMC 15 cP 334.0 & %
FLE—KEY 334.0 & %
237 3 8.2% %
173 0.45 £ %,
Z &b 4.05 T %
¥ =% 4000 4.5 %
HPMC 15 cP 13.5 £ %

B 11 (A% %), HPMC 15 cP F B A AL ER BN L4 5.
BABRIEREE, FRERSPEN. BAARE. —fiLk. BL=
A% 4000 A= HPMC &9 K & 33 832 7 H 6 K.
L34 3
15 (£FH
TERR BA AT ARk

12
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5

10

15

b 11 (REkE) 436.8 £ &L
HPMC 15 cP 334.0 £ %
BARES 334.0 £ %,
ARG 8R4k 8.2 &%
408 0.45 £ %,
Z &btk 4.05 £ X%
B L —% 4000 4.5F %
HPMC 15 cP 1.5 %

BAASH 1T (E& ). HPMC 15 cP BB A4S HE. BAHEER
B, FHizrSWEY. AAFEE. —84E. B L =% 4000 #= HPMC

K BRI N M K.

L] 4

(XRHR

BRARABERAATAR:
wEriieet 11 (i) 436.8 T %
HPMC 50 cP 109.2 £ 4%
F:4-7./%: 3 4.0E XL
fib4k 0.3 %
bl W1 2.TEXL
B =% 4000 3.0E %L
HPMC 15 cP 9.0 %

stbE A 1 et 1-4 FAFEEA
B (B ER USP XXITI 6943 RA) FTH1 ¥,

k34 5

(FHAM)

HTHETBAMN, #£A 436 tieed 11, 1

S BAB T

7.5 LR Uit

B 25. 110 %2R AVTAS %%, 18 LR L% 4000, 220 L& 4
“F e 21 AEBBZLERITHN, FEAREAEE PRELMNEGR.

R ARMALKET.
KHkH) 6
(BEBXEL):
¥ 724.6 £ALS M 11, 182.5 LA HH 82.9

13

AR EEE,
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MABEL 10 LRBRERS, HFREROWEHKE (format 5.5 r
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