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#rohl,
HE RSO L (1) CS-976
(1) B&KdhH:oT

BH =
R KEERFHRAER AN

CS-976 B=H#BKBASHTHRB AN AL L
FH4EYE CS-533 & CS-443 (N-RV VA V-8-F
=) 1.1 (BRI RELLEHAREY
BTh2,

CS-533i13B8-7 79 —YILEET, FOHEHEEM
L, 77 LBEEEIILY, 7T LRME, K&
HECHNDETEEE SR T, £/, 77 ABPEH
KFRCBWLWTHLENRBBONTED, PR
RADERA LT, CS-533 D ¥EBEEUIAB TIX
CEROBHEMLIDEV LFH Sz, Kl
RRCED LD, BHEERRATEMN~DL-7 275
LFIR D AHMEIER 2B T 2584 4 X MEHF
D CS-443 L DELEHIDEEF I L1z,

CS-443 3 BFE Fu~x7#4—+ 1 (DHP-1)
HEEAC—REBERLASRVELEDOH VLT
/BB TH B,

AHIIBRI63E 4 A» S5 2ERBOMRS LS
L, BENZ S FCBEBRORNSSHE THRI? 6N T
&/,

(2) BFRORE

=R
ZHEASH AR

CS-533138-7 79 =—YICEbDTEET, F&
ko ICEREHED 7 5 L tE, BYEICLEE L
BARZ MV RET2HNI2NMERTH S, KLMHE
TR -EINFERAR, £HEAR, ERENAR,
NEHRR, —REBEFROGER, FCREEEITEDS
ny, vy ¥EHEMFABR T CS-533 1k CER, IPM
DEEMIDEVZ EBEDONI, LrLLIDES
iDL, BEMRAIGITH2BREET L
EMfa~D -5 27 & LFEW D AAMEEREET 5
CS-443 %R L, CS-533 iz CS-443 #E& L 72 CS-
976 BEFE L N i,

CS-533 i3, 74 ¥i2 100 mg/kg LA LD E R %5
BT 3 & BROAMRAEHIICENEFENED S h
%, CS-533#% 530 0t BRIFCERENAK %

Bk L 7o RS, 50 mg/kg LA R ORY L i 713 CS-
533 DN B RBITHRIZHI R LB T 2 MM ORI %
DT, 100 mg/kg AL DO E R TIRIMERT
FERMBIBNE L 22 D, # DI RAEMIE R I AT
)0, TORRBEBMEORRT 2 LRI N
fro £ 2T CS-533 DRMBEBIT 2% T 2 B TR
HEMBOKE LBV ENRICA 7 —=v S L1
FER, N-7oA7 3 /By KHICKBEBRIERAD
HHILEREL, TOF» S —MRIKIEMLIZ <,
RBORZIY, T L TR OHMENEILLTEDOR
WCS 443 2T B EH 12,

(3) BN

fAHE 2
TER & A FEZ M7 8 E

1. in vitro FiE{ER

CS-976 D F 3 CS-533 RFSMH 7 7 B E B &
U7 7 Lattl, MR oSEmIc L, B E:
PR TN U AN

BEE K BEER I T 5 MIC, (ug/ml) fHiZ,
77 LB HEDS. aureus MRSA 12 1.56, 25 &
IPM % ka5 72, E. coli, C. freundii, K. pneumo-
niae, E. cloacae, S. marcescens, P. vulgaris, P. mir-
abilis, H. influenzae s X213 0.20~1.56 ¢, IPM &
FE¥g3LEIZ2EHENTH o 1z, P aer
uginosa WXL Tix12.5 TIPM e B X ide - 7z,

CS-533 1% S. aureus ® PBP-1, 2, 3, 4 Wi& LB
%%, E. coli, P.aeruginosa Ti3 PBP-2 ic B iz 3 \»
BRMEE2B L, 87 7 LBME I CS-533 21EH
BB E, BIR747 A MET BT e, &
POIEEL

CS-533 13, ZEMEDES T % penicillin ase, ce-
phalosporinase, cefuroximase (IZXtL b & TEHE
T, cephalosporinase, cefuroximase = %} L i~ @
BECTEEERERL 12,

2. EERPEHEE L OBINKREER

IUAEEE~Y 707 7 — Y13 1/8 MIC @ CS-533
HETT, KBEXLD L <ER, L,

3. In vivo FTE N

D77 LB L UBKEICE AT 22K
g, < v ABERNERERYE, QMEKRELY <7 2T0
2HBECL, CS-976 3 IPM/CS @)% 7213 %
NULEDEERER L 72, 10, RIBERLICNT
BIEFNF I CS-533 D in vitro FiEH» & FRI S 1
20 L0 REFTIPM/CS LRIZTH- 12,
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CS-976 i3~ v AWERIRIEHy, < 7 R REERRH, &
v bR —F BRI L BIF 2 G R % kL7,

4. DHP-1Z&M

CS-533 i3k b BLU 7D DHP-TizxL T
IPM X D BOEREMEERL 2

5. BAMEHE O

CS-976 OG0B ERABTFOBRME M 5 2
LEBIEDOOThRm- T,

MU E, CS-976 @ 13K, CS-533 i [ o> #1 & 1=
W m vitro B EHEL, -5 79— Y ICEE
T, WORE (BH) EH2EL TV, £/, &%
PrEEwm e & RIF2BIMBRREER 2L, &6
2, CS-976 3R MEBRELP BN IR E &R
L, BOBKHNERESERESNIBETH- 12,

(4) BRI - 5345 - (55 - HEt
Bk ®
JEHEE K FE RN A F R

CS-976 (CS-533/CS-443) DWW - 5347 - {03 - HE
M DOWTLE I BBEORBEL2 L D7,

K8 % # 5 12 CS-533 12 Bioassay & 2 \» it
HPLC %, CS-443 =2 w T3, HPLC# T -
2o BMEBIZOWTIZCS-533 DA & L T# L
720 60 5 S TR SHE D AR LB SER 1X 250 mg, 500
mg, 1,000 mg OHERKES TITV, Ghex 1, CS-533
ENEN14.3, 27.5, 49.3 ug/ml, CS-443 7.3,
15.6, 23.7ug/ml & 7% - 7z, AUC iz CS -533 28
23.2, 45.2, 84.8ug+h/ml, CS-443538.9, 19.7,
31.3 ug+h/ml Lz v iIC HEHBM 2R 72, Mg
F @1 CS-533 THI 1B, CS-443 TH7 0.7 BERS
Th oz, RepHEMIZ CS-533 TH30%, CS-443 T
0% EnskZ btk & L TRPICEI X 1 iz, 500
mg 1 H2[E, 5 HMEGRES THRNERE IS S
nxhroitz,

fth&l & ot id IPM/CS £ 500 mg (F1fi)) TT-
720 CS-533 & IMP @ Goax i #F 0L F 1 45.6 ug/ml,
34.6 ug/ml, AUC350.1 zg+h/ml, 43.2 ug+h/ml
THY, FRDOHHEMAEE 2T, Ry
F 13 CS-533 T 37.3%, IPM T65.6%7TIPM 0 %
DRV E R L 7248, Tz CS-443 £ CS DR
DHP-Ticxt 3 2 EH D@ £ 2 stz

CS-533 £ CS-443 3 7u A vy Pk 228
P, BHMICREREBBOESNAE L EE LS
.,

HHrERERHE TIZ, CS-533, CS-443 2 Cer @

BT S M O BE B & R HEi 0B AE HSTE o
seh,

CS-533 DM B & AN BITIZ, 500mg 5T
R 12 0.6~1.4 ug/ml OBITERL 72, Bt
W0 3 M I 3~9 ug/ml, BMFEREBICI1E 30 43
T 31.5 ug/ml Th - fo, LWHEMERHEBNRE
120.5~ 3K 1 ~ 6 ug/ml OBITVBRED Sz,
HRORm AR, CRSAARR, WA L OBITERL
120

CS-533 ixF w2 DHP-1 2 & 2 k8% %3 SM-1 &
nARBEESED SN, £ MIEEAKESEIZCS-
533 153.9%, CS-4431374.7%TH > 12,

(5) W KK
N A #

B
RIBRZEFHME N

1. —MERAR

) NREFIELURSE  FAL-RBEMRIIZ
460 BITH - 7205, ZDIb, 14BN SH, 446
Blic o T ITONT:, BHIZ6: 4, ERH
MTREBESS <, 60U LEDERH 69% TH -
2o MEHEWE1IHLg (52) #372%, H5HERMIE
5~10 HOFERIHS 50% % 5 & 72,

2) BRYDR . FEBNEH R ITFRBERE
77.8% (308/396), PREGERZLAE 100% (23/23), Bl
E (BEVurat) 78.9% (15/19) % » BIF 2G5 T
Lo EEBOREER, | HRSEJEEKSRICD
WTRBICEROE LN 5T, iz, R=
YIVCR, C 7 LR EOMBBEHE LT
73.9% (68/92) L ELWHERESEB S NIz,

3) MEEHHE: DEENOMELHMNER S
LR B MR Y 86.4% (51/59), 7T ARathEE
MR 64.0% (57/89), M RR 64.1% (25/39)
Thoz,

2. HRMERAER

MIBEMEM % %R E L TCS-976 M 0.5g%x2/H
(CS-976 1.088) $7:130.75gx2/H (CS-976 1.5
BE) & 0t B EIPM/CS0.5g%2/H (IPM/CS1.0
B) CHEBRI LI, ZESHEIC L ZERE IR
CS-976 1.0#£80.0% (24/30), CS-976 1.5
87.5% (21/24), IPM/CS1.0 B£94.7% (18/19) T
by, SHEICAEBRZ A s h o, -8
FRIBR 2 CS-976 1.0 B£100% (14/14), CS-976
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1.5877.8% (7/9), IPM/CS1.0 8 100% (8/8)
OHEHEEETIHMICHEERELED S ch o, hil
ERORBRIZEL0% (0/36), 6.1% (2/33) 6.7%
(2/30) T, EGEK B ZEE 2 ¥ 12 28.69% (10/35),
36.7% (11/30), 21.4% (6/28) THYH, “»Fhb i
gEERTFDOSNL Mo T,

3. HEEAER

MEMI R B L UM RERPAE LR E L 22 CS
976 L MEE D IPM/CSUL ¥ b %R (0.5g-2/
H) OHERBRLBELRDTH 2,

2) WIRAF

AR —
FUMKF R 7 B0 bR 38 Rt

1. —MEER R

1) NREFB L UREE | BIERIK 271 Fid 255
FlefBirrReE L, Btz 8:2, EMAHTIE
EEEHS L, 60 UL LEDERH 67.8%% L8 T
e 1EHRSERIZ1g (82 SBLHL83.1%TH
272

2) EERRZIE I FHREHEIC L 2EBHIBKLEIZ
B IR BERRELAT 85.7% (6/7), MM IREEERLSE
70.8% (150/212), RUSIARMTERERSL62.5% (10/16),
AT 3L AR % 86.7% (13/15), &I € L % 80.0% (4/5)
T, 2T 81.3% (183/255) TH o7,

BRI ot 2 UT] BRI &
REERZIE I3 81.0 % (150/185) DEMETH -
o £, MIEEHHR TR T LR I1.8%
(89/97), 75 LKatEH 87.3% (137/157), &4 Tt
89.0% (226/254) L XHIDILEHEZHERA T b
ERBL, BIFZEHEEERLI,

2. FAEREAR

BHMRBERE LR E L TCS-976 0.5g%x2/
H (CS-976 1.08f) % 7-120.75gx2/H (CS-976
1.58) % & B #&IPM/CS0.5gx2/H (IPM/CS
LOE) LBt 7, UTI BeaeMsde i & 24
BEER %N R 13 CS-976 1.0 B 78.9% (30/38), CS-
976 1.5 65.8% (25/38), IPM/CS 1.0# 76.3%
(29/38) TH Y, £ - EHMEEIZICS-976 1.08
85.2% (46/54), CS-976 1.5%f 92.2% (59/64),
IPM/CS 1.0 8 96.6% (57/59) &, wih b 3B
CEEZERFAD sk o T, BWERDRERKIZLZR
0% (0/44), 2.4% (1/42), 4.3% (2/46) T, H K
REMRE1212.2% (5/41), 5.0% (2/40), 14.3%
(6/42) THY, TN LHEEEZERIZO S

/AN

LALLEORH, CS-976 1.0, 1PM/CS 1.0 FEHi[E]
WO DS Ll k, £742CS 976 1.0 B
HIVERI DSEBIIA St litpn ) [- T L %m e, BMPER
BRAEHAE 2032 CS 976 O/ RIL 0.5 - 2/H 3
R MY (WA

3. bR

182 M M bR B R S E % ot 81 CS-976 & x I 4K o
IPM/CS ¥R 6%R (0.5g%2/H) OLLEMEL
7oo UTI SERNTRIH RN & 2 R SHIKRNR 12 CS-976
Bt 86.3°% (88/102), IPM/CS B 79.8% (79/99) T
b, MR EEIZCS-976 B£91.1% (153/
168), IPM/CS B 93.3% (154/165) &, WWFh il
HEICHBEZIED S - 1, BWEROREEIL
CS-976 ¥ 0% (0/128), IPM/CS B£1.6% (2/126)
T, KR EMABE ZCS-976 8 7.0% (8/115),
IPM/CS B 10.1% (12/119) Th b, w¥Fh & Fmet
MicHBEZRED SN LD 5 I,

IS DO S, BHMEREEERE o L CS-
976 (0.5gx2/H) X IPM/CS (0.5gx2/H) & i
RRISOEMMY, REUSMFETE22EHEEISN
720

3) HER

HH i
ABRSIAYE

1. NREFS L UEREHk

SEL BEAEL ERAEL RBE, KEEL, HAR
MEEL, CIRESAEIO2E 73 BB TR & W - REBI%
09D 55, s8FLHEA, A7 o4 FHIZEDH
H, BEEROTHEZOEBICL VBRI X N, 651
BIDSRAT R & 72 o 2o BLLIZIFIR]1 1 TRD 58
%<, EMDATIZ20~60 I A < AF L Ttz
BE5HEIE1HL1g (532) 0582.3%, #5HAR X4
~14 HORERHS 89.6% % 5 8 72,

2. ERIRENR
BRI R (SRS 83.9% (73/87), AF-
EE R 82.6% (19/23), #M5 - % - FMHI% ¥

D IR BE R 65.6% (21/32), AL P9 R BH A 55 100%
(16/16), & &8 % 66.7% (26/39), {1t A2 B8 & %
71.4% (10/14), FEWNRBERI7.7% (42/43), F =
FREEBA 95.7% (22/23), IRBISERRLLE 76.9%
(10/13), FE %85.7% (24/28), Bl B 4 74.1%
(20/27), Rtk% - RYKEAB K - Rk BEERE 97.4%
(113/116), FHEABR OB E K 69.4% (25/36) % ¢
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SNEROZEBRBIYE I LW h b RIFREER %R
Uiz, ERKEBOEES L UHRIBLE O HE9IREK
BRICDOVT USRI 51T o 1208, HICHSERICERA
Shilshote, £/, R=VYVVR, £7 bR, 7
3/ ECREREOMABIESF IR LT 81.9% (172/
210) L EOWESESB SN, JhBERAOERT
DEHHETH 5, thRHEDTEME & DM X MHEDS
FHohZWILERT VO LBbh 3,

3. HHEEZERIRNR
SMENOMEFEOBIES 5 LBHH 86.2%
(257/298), 75 AREMERI 88.1% (148/168), &tk
B 96.8% (183/189), €1k T 1389.8% (588/655) &
EHIOREART b7 LR L TRIFZ HARHSE
oz,

4) BIfEH

FHE B
RREEXERKEEAH

£H 130 8B L U7 OBEBR OB H 28 T CS
-976 DELMIC DL TRE L 12,
—RERAR BT 2L ORI REIFIL
1,440 BThH Y, NEL, WRBERITHEEEED 2, B
BIREAT S REVEII BN 852 B, S8 FITH - 72,
BIfFRREBIL 48 (3.3%) BlicZEH o5 h, HHITIZ
ZHCET S5 215, iﬁ%@ﬁouAan@mo
7o BIAIBIFRARBEHEKE X, RE226 (1.5%),
REEELS B (0.3%), #EL2H (0.1%), Erﬂﬂz
Bl (0.1%), ERAE 5 (0.3%), ZWE 5 F
(0.3%) BEAMWMEE 6 F (0.4%), DRESE 1 H
(0.07%) D BFTH -1, BIERADERIZ, BX -
MEH, THIEOMHILREIRDS 36 14 L @AM % & o 72,
KWTHZZEOT7 VIV F —fERDS 22 4, TiE, HE
ROPRHREAERD 3 14, BAFREE £ OfiER 7 40
68 TH-o T, BIERIIEE 3 HE £ T EH»SR
BL, 858 HEUBORREKIZ16.2%TH >
72

EEKRREE R 13 183 41 (12.7%), 307
5h, FDIH 1176 (8.1%) vSHFHEEcBEEL 72 %
DTH-7, REFHBBORBRMGHIZGOT (75 #4),
GPT (76 14) ® L&, {FEEEREM 354) B8ETh
D, DX 7 x 5%, HANRILAREHICLL T
KR ZEREA SN T,

JUNE 1991
(6) &d
BH %
K FER PR RAER RGN

1. HEhH

1) CS-533137 7 LMtEdh, 7/ 7 LPatEHl, X
WE s iEEEE R LT,

2) BHB-7 78 v—YIRETH D EERICH
WHEEEETL

3) SURLEHERBRBRRTIENIERDEERL
fro EtIEMBEET > A2 MRELICEBRICE
WT, EERIZIPM, CTX, LMOX ittt LENT
BY, E¥E~Y7ACHT HERNBREDEND 2>
A

2. WU - oA - REH - BEdt

1) CS-533 &£ CS-443 13 CS-976 D A fE 5 &
NBWMTEESEON, TOXBEPIIELK 6
fi, 0.7RITH -7z,

2) CS-976 & 5% 24 By & Tz CS-533 i3 2 DKy
30%%%, £7:CS-443 3 ZF D W% LEBZEFNETNFE
ElEr LTRP LD ERE N,

3) BERER, HE, KBRFNOBITRRFTH-
2o

3. —MHERRER

1) BERKZNR | R SER 1,440 B, M RE]
1,352 Blic B 2 ERNE I 81.1% TH - 1=, EBRE
PRI 2R RRBE 82.4%, FREGRBIE 74.2%, 4
Bl « EWEIEISURSE 82.6%, A BRI RE
96.2%F Th o1z,

2) MIEFHIRIE | BHERINC L S EMNARRS
®T87.8%, 77 LBHHE, 77 LBME, KAt
BT&%87.6%, 73.8%, 100%TH -1, 1-HEK
BHRREE T T91%OEHAETH - 72, HER
HEFIZ, S aureus 82.5%, E. faecalis 92.3%, E.
coli 100%, Enterobacter sp. 84.6%, P.aeruginosa
62.9%, H. influenzae 96 4%%Tdh -1z,

3) BIMFEA 11,4408 ch 484 (3.3%) & 51,
BX - B, THZEOMRER, REZEOTLVLF
—ERBETH D, HEBERIISEDOEREE HD
Tz,

4) ERRBREMERE 1,440 B 1834 (12.7%),
N7HICAHSN, T b, FEERYESISM
GOT L8 7514, GPT LR 76 5 TH > 17,

PlEDBER L & ic — KSR, MR, WwRBEE
FRETOARRERAR, 25 CWRBRER TOLEK
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AR L D A 3B PIIERRE (Ch L, DS
BRTEIRAEISNI,

HE RIS L (2)  Sparfloxacin
(AT-4140)

i

R B
REFKFEBE AN

T H %58
R F IR BB

Sparfloxacin (SPFX) @RAHZXMNEKAESHKRSE
WRFCBOLTHBAREN =2 —F /0 Y ROSHKI
BRITH S, ZFDOLFEME LT, SGLicT 3
JH, SO 7 vy RUEA SN, IERICERO
HEIAFNERT IV ETNRELTVEERD
%,

XM 7 LR - FANEE, MEAMEL SR
FEARZ MVEBEL, HCBEDO=—a—F /o
TRIEBOHE» > I:MRKRE, ~1a377X~, 77
V7, SR, FEERTBEICLHOTIEN ERT
RO E S5, — BRI - Bt OETIE, ROLFF
e TSI EBRBITERTRL, £ 72 77
Yy TA7 4 ) Y EDHEFERADRLI E LR E S
h3,

IDE S KA RESHEEN-OT, 1988
FIRLVLENLHRSHEBL, ERY - BEKY
BAEToT &I, XY YR ATIZINS DR
B EE S n, FFOBKMERMEIC DL THRED
frbhiz,

(1) fiEH

AEFRE
HMERKEREDFHRE

Sparfloxacin (SPFX) 3 AHABERRSH TH
Rahlc=a—F /0 ROARVERT, UTOM
B EET %,

SPFX 37 7 LB EEE, 77 LRMERB LU
WTMEE N L TRILVOIEBARZ PVERELTSE
D, FOHESZ, S. pneumoniae #Ft 7 7 LG
B B & L T enoxacin (ENX), ofloxacin
(OFLX), norfloxacin (NFLX), ciprofloxacin
(CPFX) & viEhTEBY, 77 LBEHEFINLT
i3, CPFX L2 IZ2EIZETH - o, RAMEEH I L

Tzt NFLX, OFLX, ENX, CPFX Lt v{EtHL T\ /o
E oA (¥ o it MRSA O—H % &
), buMd, EERONME, 27573V 7, w13
TI X LT OENTIHIEN 7T,

SPFX i3, BB L 72 T R T OBk 350 T MK
OS> BEERETRL, 2~4 MICfERIBFIC B>
TI~3KM o PAEIRBR O, &oicw o7
7=V EORBIER OB INTH S 12,

CIAHZ SIS W F M C & 2 BB T,
SPFX OERIC £ Y S. aureus T3 #4& OBEAL 1R 53,
E. coli icx3 U T W& D RALi§os, P. aeruginosa
TIEE & OB 23, % 1 B fragilis T2 5+ B
bleb tki:& LYK R vIBE S L ie,

77 LBUEB LU 7 LBYEICL ST AKR
25 RBPAE B L URFBRRAE Icxt L T SPFX 3 &
N EEMHE %2R L, S marcescens T i3 OFLX,
CPFX L 3 IZEIFDEEMBTH o 1243, T
WTNOEKRICBWT Y ENX, NFLX, OFLX 8 &
UCPFX LD BN T W,

HeLa #ifg = CHO-KIfifg & £« xf L T SPFX
i3, io=2—F /o ELEKROMIEHEREERL
AN

UED#R, SPFX B3RO0 * /o> RIEAC
BRZUTH- HEICTL THENT in vitro B &
U in vivo BN %27, FOEKZHERBYLARK
ahb,

(2) WL - 537 - (R - HRtt

s L LB
RRREEEEMREE AR

Sparfloxacin (SPFX) 3% /o EDh T3k
KEOEHWERITHY, BEH» S ORISR T,
DODHBERMNKZVH DD, HEMICEEL Tikagk
BELIENEZ SN,

WX ERERRR A B FERRE - SPFX 100, 200, 300,
400mg * ZHEMREORS L BORENTBE
(Grax) 130.39+0.05~1.36%0.16 xg/ml, MEE
AR T ERE (AUC)..) 138.5+0.7~34.7+3.4 ug-
h/ml %75 L, 3 i’z dose dependent 34 & L7z,
¥, MAP¥EHEE (T, BPIEHTHY, BE
FIRERTRIHBEOE» o T2, ZTHEFZ S VICBBRICEK
E200mg 2 ROBELEEBOGuiZZTh T h
0.624+0.09, 0:72%£0.02 ug/ml TH Y, AUC,.. b
14.74£2.0 £ 17.4+1.2 ug-h/ml L BHEESDHHP
PHRIND B EHRB &S Tz, EE SO MmbE
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Bid3~4HBI 7S b —10#EL, EMEBEDon
g ot HIRAl BHABETLVI=ZT LAY LI
g) & SPFXX200mg % Bi[A|[FIRERE K5 L LB D
Grox 130.683£0.043 ug/ml T, SPFX # it
0.865+0.039 ug/ml i LE XFI20%DIE T 05 A & h
2o LdL, BEFERREF TR LBEDD 5 FEH|
ThHholze B8, 702 FHAT Goax 2 6 VI
AUC.. DEEDER A SN D 5 T2,

53# SPFX OMBBITRIRETHY, %K, R
bk, B, ZOMEMERS, BISZARARER 7 & Tz M £
LREIZBATHED S, SR ANOBITIZEERS
THHBE DK 24%, B TR 5% ThH- 1,

el D SPFX OBERAB FEREZ B 3R
BEUXE (Ugecov. 0~T2 BEfH) %245 L, KEEELL
THI8~14%, 7o o rBiaathe LTH 26~31%
DM % 72, £/, HHTPOSPFX @E %245 &,
AREACED M FBE DK 5 15, EETIZH 80 5
bEL, FEOHEHPHMOKRENI L, 25 TIH
EEROGFET 5 2 Loimg e, o6, BERA
I SPFX 200 mg % ZEMERFE B 5 L 2B 0 72 BEfE
FTORBMEHHEMEIIN0%THD, HETERE
13 0~24 B¥fd] TH159 ug/g, 48~T2H¥MI T b #9165
ug/g 2Rz,

HHIEHEER: BERAB L URBEBEECBLT,
TAT74) yOMPBECZENASNLDS T2,

AT oL FRMBEAFLET Q10*M) TO
SPFX O GABA ZHFKEES B LIZTHE % 50%
EBE1E SPFX #%E (IC,,) T 2 &Y 7 x = VER
HETT5.2X10°°% 72077 HETFTT4.0X
107 A Y FAF YU HETT28X10*MTHDY,
FEHETDIIXI0*M DEICLERTIFE A EED
nhote, £1, 7 x = LEEEE (5nM) HETIC
B35 SPFX (0.25~10nM) OESERIER %<~
ADENZRES TR L 7205, BRI SNLH o5
720

xofth BEERETCOD T, 245k, ZJVFF
=777 RA (Cer) {#H 20~<50 ml/min. T
FI2085 R, 20ml/min. LI FTOLH1I7TRREICH D,
ZHLERIAON Ko, 72, SPFX Dt |
MEEEARBERRWB%TH -2,

(3) B K
1) NE - BEISRAE

FEI=Y 28T
J1UEF B B4 K o R B8 A B}

Sparfloxaxcin (SPFX) OWEEEIC 51 5 —#
B R SRR & K RO BB DL THRE T 2,

(1) AR

a. MREFH L G E ERL-RAEFBIT
5B TH>Teh, D6 3FEREAL 2, FR
28 UE 570 B, FREBS R AE 18 B, BB R HHE 91
B, % DOfORRRAE 3 Fl, K3 682 Filic D> THAT %
1To 1o MRS T 50 LA L D LB H H i H 5
%<, MATRBERLHBREPLLE N -2, BEH
B KE 551 H 200 mg~300 mg %43 1~453 2, 7~
W HESTH- I,

b. EEKZR . EEENLIREL - 3R EX
Rg & ETIEBRAE 89.5%, HEAMMR, <137
7 X2k, MACIRIEZ L 85.6%, 181 K EBRRAE
81.8%, REEB A £ O M90.5%, B E FRIE
92.3%ThH-o7,

IR 88 AE IC DWW T A RFIEERSRE 2Rt L
1oFER, 200mg 53 1 85T 113 #ld1 85.8%, 300 mg
F18E5T1308490.0% & 300mg 5> 1 5 THED
BOEARESEONT, 5 I HAEMMA 18
MREXRICE> TR L-ER, EEmE T
300mg 1B E2396.7% B LBEVWEME LR,
BHKREX L TI3200mg, 300mg 1 EIFSES »HEL
88.9%, 89.3% L2 E LD BVLERELTRL T,

c. ME¥RIRR . S awreus, S. pneumoniae, Bra-
nhamella, Klebsiella, H. influenzae \2xt L T 13&n 7>
BREZIE /SN0, P aeruginousa \Zxt3 3 BE
RIE2.T%EBRTH o7, BERBECHL TR
93.4% L BLBREMELE STz,

(2) EBRHAERNAR

a. NREBBELURSE  NREBIIBHEKE
RRYEOBHES T, SPFX200mg 1 H 1 [E & 300
mg 1 H 1EIZ ENX 1 B 600 mg 4> 3850 3 B>
O THEERBIT I L 2 LB %175 72, 51
BRIFAIE LT 14 B & LTz,

BREEFBUL V8 BITH > 7245, 10 BIoskst, B
ELU BB OO TERBE LRI L2, X 5IC8IfF
FRI 146 B, BN 130 Flic D TRE L 703 B
RAFICHCAEZZIID szt o 12,

b. ERERZNE - ¥ M%E : SPFX 200 mg &,
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300 mg #6 & UFENX 600 mg BE & b IZIZEIRRD 7%
RERLABRZEERD S o lond, BHERIE X%
WOV TDARE LM T2 SPEX 300 mg i1 ot
82.8% & 200mg B D 69.6% & D HWEMKERL
fro L LHIBEFRIRNRIC I S BRI TR ol
WA

c. BMERIZ S ICHREMREN HIfEM I SPFX
200mg BET 7.7%, 300mg BT 12.2%, ENX 600
mg#11.1%ThHD, MAEMBERE L ISHMTHEEEIR
Fvohlkhrol,

d. AR 2EATOERMHE I 3 BMTE
vk olets, BEIBEXRDOAIC DV THADS L
SPFX 300 mg #¥0381.5% & b B <, &KW TENX
600 mg B, SPFX 200 mg BEOMETH - 72,

M EDEAED & SPFX (3% 38 RESLAE « IR B YL sE
KL TEMLRERTHD, 5.2 S aurens, S.
pneumoniae 12 ¥ DY 7 LIGHBERIYE SN L T, [
FHEOEH DI THLEN LD EEZ 5T,

2) WIREH

T8
Itk BB K AR 8

WRBEHEEICBLTIRINE TIZ, —MEEKR
B, ARZERR, —HERHEEABRBTbHh TW
%,

(1) —RESKAR

HRIER 903 B 880 Bl A IR E LT, TDI B
UTI EZheFMEHE 1C & 2RI HSATHE T dp o 7IER 13
B0BITH> 72 1HEERIZ50~400mg TH > /-
b3, 200 mg & 5825 40%, 300 mg #& 55145 33% %
ao, 72, 1 H1E&REH 79%TH - 12,

B RESBEIYE 137 Plioxt ¢ 5 FIREHETIRE
ZhE13 99%, FIoHMMEREM R 85 Flicxt 3 5 UTI
HERLBIEMULTH Y, ERFIX T4%MEHH %
iz 9% TH - 72,

MM RESRAAE 322 Bl 4 2 FTHREHIETIRE
%2 62%, 72 UTIHEDITbh 224361 T3
64% ThH o 123, KERFNZIZ300mg 1 [EEEHT
0%E, BYEVWEMESESN T, MEHEEER
H%ThH- 7z,

WEMEFRE % 98 B T3 96%, FEMEMERIE R 222
BITix 89%, HIZARA B & VEILALK 68 BITIX 79%
DBEYMETH > 12,

(2) HEZEAR
UM R ISBRHE DA K, & T — 7 VIERBEBIED

CHEMOTHERAPY 631

ERRELT, SPFX @ 200mg, 300mg %111
2, ENX®D200mg 11 3ml%&rlide LT, UTT K
WO REL LRI L 22,

SP 200 #D 43 #11, SP 300 ¥ 48 #1, EN 600 £
D A7 B % M O Sl ol & L o3, SP-200 #E0)
BB RBUBN DS R D 2 dp o feflAS S, WRRT
RO T,

& %% SP-200 # T 70%, SP-300 % C
69%, EN-600 BET 77% T dH - 1248, HRIET O
DNEHIET B E, THREFNE65%, 69%, T8%E %>
rro HIBMARIZENFNG6TY, 82%, 89%, HIfF
Rl S& B K 130%, 1.6%, 6.2%, H B ¥ 12 68%,
4%, TT%THD, BHEMERBEBREICNT S
SPFX OEiHAIZ300mg 1 H 1 ESEYEEZ S
iz,

(3) _—_EHERHEAR

BHMIRESBRPE # R E L, FER 16K L, B
K5 2 /hpf LAk, MK 10* CFU/ml LA E % &4 &
LTiTo7%, SPFX 31 H 1M 300mg #&45 &1L, xt
3 - U TWENX 1[E200mg 1 H3EZMY, W
The s HER G & UTI HE8 s L D EEREHE %3
EL 7,

SPE, ENEEE L0 123 B2 B DM R &
Lz, ¥REFCBEL CHEMcERZES2ED Lk h
ot BRIEIZSPEETS81%, ENETT76%, #E
MEkEIZFh ZF 188%, 83%, BI{E R 1X4.9%,
4.8%, H H K I1374%, 13%T & H, SPFX D 300
mg 1 H1E#KSIZENX ©200mg 1 H 3 EHSE £ [H
BRICEREEZ NI,

(4) o

SPFX I3 REEBEHIEDER I B L THALER T
HY, 1H1EORETHRXOF X /o HERZED
R ERTAICEEBH L L Bbi, BERIIHM
BB A TIE1 H100mg THRATHY, EHMERE
BEAETIZ 1 H 300 mg pHEN L E 2 sz,

3) HMEE- KMEL - ERAR

HY R HB
EAC AN Y 2

SEEL - BAEEL - R ARISEEIC 817 5 Sparfloxacin
(SPFX) DEKRMEHKE 2 O THET 2, ¢ H
26 HBAIZ B V> THRET & N7z 548 FEGI D AT RE 2B % LU
Tz~ s,

MREFIIEFLFEBICE CERE RV, 108
FEEIZ DV TR EAEDEE, PEEOEBRTH
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3, REBIZDOWTIRIFEA LD 1 HE 200~300 mg
T, 1H1IEE @ 20K % >Twb, 5%
B D FH ZE iF 200 mg Bf 2389.8%, 300 mg Bf H%
82.8%THD, 1H200mg 1 EORETHI LR
i Eh D,

SRR 217 Blic et & B RER R 312 78.3%, KM
EHEEIR 156 BT 12 88.5%, EEMRABMEE 1756 Tk
5 ARDENEMENB SN,

BREEORB I L OBWEL A5 L, HEBITI%
TEMELARME SR 78.7%, HHBE 4% -HEE 45 83.9%, ALBH
BB 78.1%, 518818 FARIZ & DO RBER
81.3% DEMU L DERKSIRE S e, KMEIHEIER
TR I HOEEL, WBRE, [VEEOBEE, f18E, V
VONER, BMETIRE LI280%, IBO®H, L5,
NEOBMZ TIET~<T100%, VEOKTREE, B
LM e ¥ T 86.0%, VIEEOSE, B n o=
RBETRL2UDENLBUETH - 1z, ERAR
TRFENBRE, FEBEERANL LIHN2%, T8
frmas &, SEBBE, ALK, 77 IV 7HEBELS
Elid 3 ~T 100% DEERIEB STz,

SEEE R EAIRI R 2 RET L 72 353 Bl
RIX8T3%LEL, /o LHBME, 77 LEMHE,
MIMBE L b ICHVEBEEREZRL,

UE, &FZAR, RME, ERARSEESRIYEC
HLEVHELTRL, BICMRSA 2887 F K
B, CNSED 77 LBHHE, 77 Y78 URK
HERBRRECH L TOEAYORVERTHL LEX
5h3,

4) EBAWWR, EREL, swEOREsER

B5ERE
HEEBNIUIKYE SRR

MRIEFIS I E BIAWRE 240 B, ERFF 133 B, sEFY -
OISR 191 B, EH564 BITH -T2, DS bEN
DFHE BV 7ERSBRS - BEBI 2RV 2hFh
222 B, 13361, 176 B, 531 FITH > 72, R 5 &,
BRERBANOFHETIIIZEA L DEFH 1 H 200~
0mg 212wl BR2TCREESNRILDTH -
726

(1) EAmet

i) HKBRIGKDE  BHE EH, B%) 3
H&13%, BIRRELTI%, RBEK 8%, £0OMsE
#%, EERBRAK 100% T, &K TIZ8I%TH > 7z,

i) 1H&REEFEKZE 100 mg T 94%, 200

mg T79%, 300mg T79% T, REREFOKE T

Hotehd, NRER, BEEZFCL2bDE/EDbR
12

i) MFEERYR REE TS 7 LBEE 88%,
75 LABHET 89%, MIAMRT89%, 2 T8T%
THo7,

(2) BB #®

i) EBABKSR  BEcRERTIZI66%TH
> 0SiRMR k, TR, MIRRRK, R, AKX,
AR T3 80~ DB OENEETRL, 24T
1287%TH o1,

i) MERIEB KR 200 mg T 89%, 300 mg
T86% TEIXeh > 1,

i) MEFEOYPE 77 LBEFHINY, 7T LR
HE 88% CHRIVEREE 2B 1,

(3) &% OESR

1) HBAIESKRR | RAEBRK 86%, A
# 83%, BMRBIYTHD, £ TEUDOHVEE
187,

i) #E5ERAEKRZE 200 mg T 85%, 300 mg
Tk 3% DEMETHEFICE X L d - 12,

i) MEZNHE EREE2SH S 7 LBHEHE,
WMEMEITRTRE AN,

UL, &FOEZMEIR 3EEE bicEL, —MHio1
H200mg 1EK{ETYH, IVLEBEKRELBSNLD b
DEEZoNT,

5 &IfFR

A B
AERKEBAE

Sparfloxacin BIfEHIC O W T2 E 1288 L v D
D E D EREL 72,

RO RIEBISE 2,754 BITEIFER O RBHFIZ 133
BITH -7, BBIOREKI, WF4.6%, WRER
5.0%, AF3.2%, KWE6.0%, EHARS5.6%,
HAMME 3.3%, BRES5.3%, sWEOREAE 6.8%
ThHole, BRBREDERIZLED2.2%TH - 12
EFIDOMRNE, BLIZIZEKTH - 7253, REKZSE
%3.9%, TH5.9%THD, THICPRE 5 I,
B ZtED 30 BERBERSE» 572 (8.7%)

BIER OBS T ARAER (T8, Hv, HoHOX
2E) B1TH (0.6%), 7L A¥—fEHR (RS, H
HoBBIER L) 544 B (1.6%), MILEHER (ESK,
THIZE) 25548 (2.0%), #0ftt (BE, LUh
2¥) 1861 (0.7%) THo 1z, BfEROBE L
AMEDBIIHEELBETHD, HH L OREME
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i3, b LULELKEETH- 7, | HERSRED
BFRIE, 7V ¥ —EREEBRERTHE{, MHREE
R, HEBERIC DV TIR—EOMHEA IS Sh
ot BIFAORBRSHIZ, MEER, MR
SHURORFICRBLTED, 7V ¥ —fERID
BNTRET AN H - 7o, ALE 13850065 & b
FinEnETNEHTH -,
BRREEORMERNL 2.7% (75/2,754) 46
nl, GOT-GPT O L®H (Eh®h2111.3%, 30
#1.9%), FREMEE 154 (1.2%), M#7 25—
YHEER 4 (1.8%), ®FDfthy-GPT, A4 )k
R779—E¥DLERZEBIULUTICAS 10, BEF
LBAERIE, 13 LA CBSAMACHEL 7,
MUEDRME L D, sparfloxacin Bftdd =2 —* /o
HEHEBL T, BIfEAS L UBKRBBOREER
REREERL,

4. F&®

F ®F
RIFERFHEZNE

T 22 8
I 88 K WA R 2

) HEhH

77 LBUHEEFRICD ST LABNE, REAEELY
Wxtl, BBLVWIREAXRZ bV EFL, L ICEED
Za—% /0 RTRIERDOE - I REKE, <1
AaF7RX=, 773IY7, REHE FEERTBERE
EOHIEER %2R L 7,

2) BRI - 534 - HEME - R

B REFC, MEEXARKENCERL, MM
LA 134T 16 BFRE & R, ERBFOERY
BREFDS ko ez, BHBANOBRITRIRETHD,
Rz 7 vz o v Biggke LT 30%, KEL

CHEMOTHERAPY 633

e LT 0% W 0% D3t X L te, 727 4
ZAVYEBIUIERT A FRIMER EOMENMIZ
TSN T, KK & OFHH TBRIFHE Y HIE D
Shich, FOBREII=a—F /a0 FOL»TIER
YBRETH-

3)  —RRERAA N

(1) MRNTet RIEBDIS 2,639 Bl 51 2 BR¥E I
84.0%THD, MEBBIYERIILD LT HEMDOBK
RyEIC BN ER 2R L, BEFEOF /0 v RETIH
FlO b TR O BOEREERL 2,

(2) MHEANMBEFIHEIZS 7 LBHEE
87.1%, 77 LEAMEH 85.5%, MM 93.2%, &
WHERBR77.3%Td D HBERIEHH % KB L 7o LS
Bohi,

(3) BIfEAI32,754 61 1336 (4.8%) 245
, TRLOR7VAF—ER, HEBRER, WHEE
RETH- 1o BRREMAR X756 1034) i«
oo, HFMENS, PR T I F—EDLERM
FobOTHo 1,

4) FRBEAER

18N SUBRME 8 & UMM IRESRRHE # MR E L
eRRSERBTCIE00mg 1 H 1 EREHRY EE
ez,

5) —EERHEHR

MM R B RRRE 2 N R AK 1 H 300mg (1)
# ENX 1 H600mg (5 3) &IHEBRETL -6%, &
EERE, 2B L UERAT B TRERMICE
Bxu@Zovond, £#81H300mg ENX 1 H
600mg LRIkICER ThHEL EEZONT:,

PLE, RFNGBERLEICNL, 1 H 200 mg~300
mg D12 LA 2 K/ETHESHFTE, Kk
RERE « A4 3757 X<iR, 77397 RRESE X
LTHTSNIREBHFCE2EREEZ NS,



