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FH MY -EK RKEY - Rl W - NEOREKY - RIL B - B S
B ERE"-BH BB AN NET-®E O ' -hH RE-hkE R
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#E HER® AR EZ®-HE LEY - BE BXY - 5E HEY - RBE REC
feie TR - #hE R - ik EEY - AN FFEY - M S S
=RFOEAY A R - B P - Ll FEP - B OB - 'l E
"HIEBILR SRR R 2 S, PEFEMAEREARE L Y 5 —, YELMEREIE,
VERERBESVE, CHRRR R IR IR, CRIBREEF I 3 HE,

"HAKFEEERE 35, VBRITG B AKEEEEM BRI, CBAKZES RS,

N SLNBRBESR, B EBH RS 14, P E BT LT RBRSE 2 SR
PEMREAERERFEMASESXRARENE, YERRELEREDRMESES KNS EERRIE,
CZEREARFESES RWFREAR IR, CRLEKRLRF/EIF, T REBT LRI,
PRRTILRFEZERSE 2 508, CRILKFEEELE 1A, “EREBRSERERSE
THEILFERR AR, TEBRFEEBEEDHRE, CRLFERRIE,

REAEE 15

(FRi 122 24 B2+ - FR 1243 B 22 H%H)

FLOWESA=2—F /0 s ZMBEE TH % pazufloxacin (PZFX) EHEIZOWVWTELE 23 RIZBW
THRHRIBRERIE 209 5 2R - BRI 217 - 720

1) BERENBISEDOEREIL 77.8% (21/27), PRERYAE X 88.2% (15/17), MHBEH I 3/3, Al R
B3 71.4% (15/21) T, SNFRHRBERESEOBNEIL 79.4% (54/68) TH o7z, $512, Psuedomonas
aeruginosa &% 13 PlIZ BT BEERZRIT AL 84.6% (11/13) L BN Tz, EFEER TIZHEAEIL 80.0
% (40/50), EETHENLILT7.8% (14/18) Thotzo BRYEEEEE I IIEBER - SHEERE
DTN HPEEDOEERBHETY, TOEMERIZT6.0% (19/25) THY, HhTH, BPEEEELE
BEER AHEEEENLDIEETHoREEFNOANEDL 5/8 Thotzo T/, RERBEIIES
Y RIERICEER (SIRS) #E2LTW/ERTHLHENEILT79.3% (23/29) Th o7z, 2, A EHEF
XA ENEIL72.0% (18/25) THY, G TOLINNRALEZEL -T2 5 LEEHNFHIZTT S
BREIL75.0% (12/16) THho7

2) BWOWEEEIL, 7T LBYER 64.0% (16/25), 77 LR 78.9% (30/38), BAMEHE 79.3% (23/
29) TH1Y, P. aeruginosa (2L Tik 72.7% (8/11) THh o7,

3) EBIERIZ3FICED, £2F%% - BER, TIOHEE, BBOZK1HTH-72. BRREBEREEIE
14 BICED, FOREERIZ17.7% (14/79) Tholo ELLDIZMFE IS VA7 I+ — ¥l LHT,
Zoft, BMEBEORD R EERBD,

4) JRERHBATEZIIBT S PZFX 500 mg FARMNIX 5 % OB EMREAERE B X OBER gz, =
NZEN 9.85~35.5 ug g(n=4), 4.27~46.5ug mL(n=4) T, ZOKOMEEE 3.69~19.0 ug mL(n=4)
LB L TRIFRBEABARITE L IR HRBIT 2207, MUBRMES BT 5 ME~&MNIEE X PZFX
BRI 5-7% 3.49~12.7 ug g(n=5) T, ZOBOMEFRE 3.20~9.40 ug mL(n=5) & HEKL, 1.1~15
BTHoTo Bl oD HIERIL4.61, 4.84ug mL(n=2) T, ZORKOMEPEEZFNLFN 105, 8.12
ug mL(n=2) T&H, MMiFHid04 % 06 ThHhorzo LX), PZFX FHEIIEENBREL I LD

*FB L R L 7 A = R 811-1
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& T BNFHEBRRIE IS L THARAEORVWERITH 5 L Bbhiz,
Key words: pazufloxacin i£4138, #VRHIBERE, Pseudomonas aeruginosa B, HMBEABIT

Pazufloxacin 11513 (PZFX mesilate) ¥, BEIL{L¥ET3¥
BRASHEKRASHI P +F H: FEREKRASH)
X0, F/o0 EROTERES 1-aminocyclopropyl £
ZTBIEITLY, v ARBERRS BT S ERBREEDF
BTGB BIEIWHEBLT, BRAKSHOB VI RE
TFTIEBVTOLREIHERATEAZ LA BRECHABINHL
WEHHA- 2% /0 ETHDEY, KEIL, 7T LBHHE,
7S5 AEKEB I UCBEEEICH L TRIEVIEARZ M
LHEWIIEESE %A L, %512 Pseudomonas aeruginosa {2
T AMBEFEEIMO =2 —F /v EIDIERT L L
SN, BYERTIE, IHFREIEIS, FL UTURPICE
RS, P. aeruginosa F ELEREET FILIZBW
THENIERDRISRD Sz,

$72, b MIBIT S PZFX 4% 500 mg B[ 22 % &R R A
%5 T3 Caw 13 11.0 ug/mL, Ty2 § 1% 1.9 B¥RE, AUC 1X 21.7
ug -h/mLThHo72, LA 1H3ME, 500mg, 5 HRE A
HERAIRGIZB VT Con 1L 153 ug/mL iz EE Y, F
RO ST, 1,000 mg IZHEE L 72 60 75 BiE# IR 9%
5 (H[E) T Cou it 188 ug/mL & &5 72%%, BRI
Do hhol S6IT, BKETHRARIIB VTP, aerug-
inosa BHe (21 8)) % & UHEHEIREIIE DA S E L 80.8
% (63/78) THY, BVEHHEERKE L,

S, BRENAREL LT PZFX 53 0 S 8 IR &
IS HAAMH LR L SO ICRETT 5720, 80
DEoE#E bRHRICEDT, —KEBERARZITo 7 M
AT, BHEHEBAOFEOBITHERETT 2 7:0, KABRE
REEERB L. 28, KRBT 1990F 10 A £ ) K17 &
h7: [EEGOBKRABROERICET 5 %% (GCP)J% %
FLTIT-7

I & & FH &

AABRIE, 1996 F8 A5 19984 6 A  TIZ£HE
23 MAKIZBVTEBE L7z W&, ChoRHERRIC
AR L7220 U LD BE T, S%ED o5 e Rk g
fE R (REREZES), BMENERE CIF - HE
BGE MBER, BER, BB BIUWNE - 248 -
FWRI L EDZREY L Lizo 72750, 1) BELKRY
FECTFHRAREBONDEHR, 2) EELEBRESD 2
VIZABHEER A L, MIEEORSH ENEE 2 BE, 3)
FHEO.L, T, BHEEEEND L BRE, 4) PIFX E4t
BIZLYWRARISHEDEE, 5) /0> REHIH
TAHATUVNTF—BEE -3 EELEEHOBMEDH 2 B
%, 6 FEERED) L, AWz EOW S H 12 PZFX E4t
BEOHEMEPIRTELVREOERE, 1) TAD»A,
HHCIGEBE L EOMEEET LEE, 8) Eith
EOERDVEETEMNFMIIAEELZZ S5NBBE, 9)

iR, HAPBLIOHEREL TV AT REDH 5 BE, 10)
AEHSENMOMEEREI L VERPLEL2DODH
HEE, 11) BEFFEELUNICHBERICHAANS L
-BE, 12) oM, HEREMEMSAE Y & BT L
BEEE, NRIOBRN LI, 7, RRBRIICAES
JUORBROREZTHICHBEL, XFIZLIVEELZE
770

—7, KRNENREREBR O R, NFRHEBORED 20,
EMFEI I FHBED0RULOAREBEL LT
72721, 1) PZFX i EIZ X 2 EARICHEEDOBE, 2)
BEELEBRE, AHELETHLEE WETHERRE
BEbhbEE), 3) BEOL, T, BREREE D2
BE, 4 F/ursRERAICHTLITUAF-BEES
BEELRBIEROBREDH 2B%E, 5) TAP»A, b
WISEER L OB EEET HEE, 6) IR, ®A
FBIOERLTCV2TEEOH 2 EE, 7) BIELHE
E, YANVREREEB DIV A VARERE (X
HIV) OB AT 5 E%E, 8) BEFFUNICHER
BIZHAANO N BE, 9) oM, BEBRELEMD
AEYBLHMWLA-BEL, NRPLSBN L, £/, &
RERETCAEB LORBRONE T CHBALXFEIC L
DEEEEB

1. ZEELHEEHE

HEREE X, PZFX {41 300 (1 /34 7 )V H|Z PZFX
&L T300mg &4) 7212500 (1 /54 7 )V HiZ PZFX
ELT500mg &F) AL,
BRABRIZFCLIVAEIEL, RARGREBEE
BMLTRETHALILEHRALLD) T, A% 100
mL OABREIERICAEMRL, 18 20/ F 213 3 HAHRF
MRS L7z, &5 HMIE, BRI LT3~14HE&
L7zo RAERSHRIL, MOMEES X OO BREBREDE
Rz L7 /-, BIBEREAT 0l N, fiREE,
MRESEEE, y—2ru7 ) VBH, oo —RI#MEFR
AarltoffAzEAE LTI, 7474 VidiE
BLTHAETAZLE L, $7-, BEPIZEMFMC
TETHNARMABIfTb RV L E L, B5HES3
HEURBICFR 21T 7285813, FAETCHDHE O M
X SR A

—7, HRAEERRIE, XECTREREBL, EARG
RERA EML TR THLI E MR L%, EAEL
TAZE 1[0 500 mg BERSHICERL-, 727701, B
RABREEBL TV L2EBEFIIBVTHRNE T 2Rtk % 1%
g 35818, FiichNBRRRO TERZ4IUEL
L THREBEERL T LN EE L,

i, HBREHOERE, BREOHRESHECE L
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VE, AEERICEIERREERELH VSRR LK
BEOWEER, tR2SBNTREEHOHK LR, HER
EZIEIRBALVFEOB LB SR EZE
%, HLBEAC L 2 ABRMFAE Y & OHIBTRE I I3 RAER
kAL E LT

2. BZIEH LHEHE

1) %%;ﬂﬁﬂ

HR, EE, FE, B¥E REEZWNER, EEE, X
BRE - AHEB L OTOEERE, BARE, BRE, F
i NEREOFE, AEREH 1BURNDOILFER
%, 7TUNVEF—BERE, ERRGHER EDEHEIZOW
THREL,

2) BRARIEAR

B5BMERT, HE5FPBLOBRERTHRIC, KR, BE
f&, A, B, BER - BEKE, BEK - JETOMIK, B
MMk, &, HEEZ SRBIE LR LEL R
BDEBIZOWTBEL,

3) WRRKZE

%5 BERET, 5P, BERTHRICEKRREL EfL
720

MR, BARIMA A, RO, ~EF/OTEY,
A~ 7Yy ME, M/MRE, BIMmMERKE, B3k E
#ik, CRP, Mm#EfE, CPK, 7o b v ¥ VB, ~
NTIGAF v ePE LT - BHEERER, GOT,
GPT, AL-P, ¥ V¥ (& -H), LDH, y-GTP,
LAP, BUN, s-2 VL 7F =, JVLT7F=229UT 5
YA, MEEME (Na, K, CD) 2l L7z, RATRIE
&H, ¥, vov) /=5y, ki, HmERE L7,
4) MEEMRE

BEBARTE L OIS THICHE & D RAEZ R
L, Mo - FE, HElErElL, EXEBX
UREHXRELRHEE Lz, £/, EERERAB LUK
E#RRBE IOV T EERR Y MIC %2 #ll%E L 72, MIC
#l # & ciprofloxacin (CPFX), ceftazidime (CAZ),
imipenem (IPM) . gentamicin (GM) #x#E%E & L T,
SEEFEY — Y — T BW T HALEREESE L
- TERLZY,

3. HAERERAER

1) JREMARIE, HEBEMELTFELTWLERFIL
MR AL LIRS L, BEEET Fa, BHEE7) v 7
B L UTBEB RS IR % FREUEZ & L, EARENER
ELT, BEEAIC L HHBERT & L HITHRIL 72, 18
WU 7= BB BE AR A I A B AR S C ki LTS L 7Bt
RPMEEBREL-%, —20C 12 THME, EXIITRE
L7ze F7z, FKAYEIRIMZERIL, &0 L2k %
—-20C TH#ME, ERREFL

2) MMk, MUBMEFEL TV EEIIARE
5L, BEYEK - %428 X A MRk 2 SRIURE X
E L7 YIBR L7l S A T AR TR L T A

L7z x B LI,
BREL 7

3) BlEBTE, FHBIOREEOEEIIALELY
®E5 L, %5 1EEZCATOBRITAEILL, -20C
\CTHEEE, ERICTREL.

4. FHfisk

BB LRI FE Y EEA S HEL, BRAL - BEO
BHEXZEDHELZ. INSDHEERIIOVTINE
BETHREBHRTERET L, BRISE LG EIIBRIES
D A\ id L EHEEAD & WL, &A% R % ok
E L7

1) BRER#R I, KR BRER BRRERRO
HELDEI

% i REBRERS#3~THET, KR BIKRE
K, BRBRERRO) bIEBRHELEMIEEZL RN S
FREENELLLELLZDLD

B s REBREXRS5#%3~7THE T, iR, BRIKRE
w, BRRERRO) bIEBREYEMIERZERbN 5
FREEABBLRAZELLLD

RLRAER: RBRERG5 % 3~7T HE T, KR, BRIE
K, BRBRERRO) bIEBRHEYEMIEEZE RIS
FFREB TS hOHRENALNT LD

# % S HEL LBEBRELEES L TL AR, BK
ER, BERREFTRIIMOEIBLAONLENDLD, H5
WIZEMNL-bD

—20C (2 ToAs, SERIZT

HEARE: HENVHER DO
EHE LT, ~
MHRELIBRBEIZ LY, KR, BHRER, BRRE

FTROEAVPELLDT, TRRDIT L EREE T LIE
R RFMEELREL, SOICHRBHEYEMAERT
AHEBMAHNE, HbETHETAI EIZL

O Bl RkG:

R, BREMEEIR, SERErREHL, BRERK (BR
#E, B, B B CHELR. k58, BRRE
TR (AMmERkE, HIMIKSE) (2FLVWATR»AH L,
b THEL.

©@ MEENREE EEE, BEENESE)

iR, BRIRIER (B%H, £, HiEp#) 2 REHR
L, BERREF R (HmEk%, CRP) #Mmx CTHEL
72o T 5he, BEWMER, BHBECELVAIR SN
¥, b THEL:,

@ BF - BHE R YE

-2

R HZEHRL, BRER (BRHE, EH), BEERR
TR (AMmEkE) %Mz CHELZ. %58, RO
AR, BEERE (FLF—YR2LDBECTRE), M
RREFR (CRP, £ )L E >, Al-P) IZEL WK
RadhiE, »beTHEL

GEE: /S
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RiBxREHR L, EHRERGEE, £, HEBH,

BE{gERE (FLF—Y %2 LOBAEUSKRE), BEKRE
TR (BmERkE) %Mz THEL:.

R %%

R REHRL, BRER (BRE) THEL:. B
DN-EFFES: Uk =N Lto 5, RO,
BRIRMRER R (BIMmEk%, CRP, ¥ YLK . Al-P)
WELVYIR HhE, dbETHEL.

B, NEHLE 1T - BOEMFMIUTOIL
CER L,

- BBRERSHONBLEIL, ZOREII»IDS
T, BREFML .

-#&5H 3 HEUERS) ICARMLE 21T 723
i, SRR EDET (M4H, ARWLERDH S\
IERTH) DBRBETEEFML .

2) HIHEZERPRIE, BRAEOHEEICLD

H Kk ERE EErzet) MHELLZ DI
FRBRAE TR DIERPF I E LREDRIAA T 8
ozt ?

B E73—Hk BRE GEExr &) 2K
BAL7-bo, TR OELAE H#EELEL) »E
OHONZDO—EABEERLLD

A~ ERE EEZEL) ORVIETHEER D
D, BYLeho7200BXUENLE-bD

B BRE EEZEL) PWHELZLOOD,
BE®ICERERKEIEDONZH D

HEARRE: BREVPTHAL LD, F-EIERBFOES
BHLPTRZVWLD
EHE L7,

3) REMII, FEERBIUVBKRREEORELE
BOME, BE, BB LEREL,

RETH5: BIEARBRREBEESZDO AL W
BE

RIFRETHS: BEORERARLBRREMERE IR
DoNTGE

RRMBEYDH L PEEORIERRHRREERE
BOOLNTEE

ML H 5. BEOBRIERCHERREBERENED S
hi-g4

HEAEE: BWEHOBZE T 72 3BRREERA OB

A
=]

EHEL

B, REUHOFMMRIE, AEER L BERREME (0
W, BF, BHENE) OmMASFMTELERNORE L
Too 72721, BfER, BRBREBEEREORONIERD
HRIZED, B, BEARLERREBRE LIS
BHR, BAREERELHO ) b, AE L OEEMIFEH
BETELZVWLDE LT

FEFROBEBLUVBERREBORELEHOH &

&, BREFEEFAEERYEXERFTERS: A
BIZL BBBRESICB T HEIER, BRREERTE DY
TEERBZEIIL, FEBROBEIIEE, DEE,
HED 3R TEFML 7.

4) FHAME, BRURLREHEEZ D LI, Ebd
TEH, £, **FH, A% 2LO4EKERE,
WK EARE L HIE L 72

II. & &

1. fEHT SR

FRRABROEMRLEIL 85 BITH 525, HBREHTE
EN ORI L -AEEES L ZENMEE > SBRNL, B
R%hR 68 B, MIEFERZIR 45 61, BIFEMA 83 B, KK
RAEME 79 B, K2t 796, HRME 66 Bl xBTS E
L7 (Fig. 1)o AEEEHIZ Table 1 I2R L7z,

BRRBIR OB REIOE 2 BEE R, BEARE-
MERE %70 E DREREPIRSAE 27 B, IHER - RERR L
DFF - NEERGAE 20 B, FHE% 08I0 RIEGE 21
BITHo720 TNHDH) b—REHFIT 33 H, — RS
3358 THY, KAERSGADODICEREER 346 % &
ATz, 5 FER, &5 RIERISIERE (systemic
inflammatory response syndrome: SIRS) # 2L Tw
TZEBNE 296 0, RERBALE T TRYIEDBRPHE
&, 1AM REAH 476, 1~3BREKHA 134, 38
BLLEAS8 BITH - 70

HHNE B M 45 B, 23 B, HBERE, SHEE
BT HEPIENZN 4B, 1THIThHo70 72, B
BEREL - IEREREZ - 2 EMIZFLEN 33
BlE 58157,

BB TIIHREED 506, EFEIZ18HTH Y,
SEOBREIBEEDH ZBAELZ AT HEZIT12HT
Ho7z,

BRATUVVX—%2BTHREI46] (B-F27 5 1%
TULVF=7 26, ZOMOERT7LLF—226) &
2720

EREAEETEEMNTSHT, 2055 146
VEERBETH), RO AP EEKERETH -
720 E72, HBEAOKMBIZ 13615 -7 (Table2),o

2. BRZE

AT R 68 HIIC BT BRI R iE, E5276, A
%27 Bl, RREHTH, BRTHT, HHULOER
13 79.4% (54/68) Th > 72, HERTIL, KM% 84.6
% (11/13), BEANEE 71.4% ( (10/14), BHE &Y
(RREEZ 9 B, FR% 25 84)) 88.2% (15/17), FEHEIE 3/
3, BlDXREY: 71.4% (15/21) T - 7= (Table 3) -

BEIEOEEREJ TAHD L, PEED 50 HlOBEIC

&, ER216], AR196, BRI 6B, ®uh4m
T, A%HE1380.0% (40/50) Tdh - 7-4%, &EHE D 18

BITH, EX6H, HHSH, LLHM1H, mHh3
BIT, AEILT7.8% (14/18) LIZLALE—THh o
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No. of patients evaluated

Clinical
efficacy 68
No. of patients excluded
17
Bacterial No. of patients evaluated
efficacy
45
No. of patients excluded
Total patients enrolled
40
85
Adverse No. of patients evaluated
effects 83 -
No. of patients evaluated
Overall
No. of patients excluded safety 9
2 No. of patients excluded
Laboratory | No, of patients evaluated 6
findings
79
No. of patients excluded
6
No. of patients evaluated
Usefulness 66

No. of patients excluded

19

Fig. 1. Case distribution in clinical evaluation of injectable pazufloxacin for surgical infections.

Table 1. Reasons for exclusion/dropping out of enrolled patients

Category Reasons s | eony | otoe | Sndnge | sty [0SR
Ineligible inappropriate for evaluation 2 X O O O x
mehg‘bledlsease ............................................ 2 S O .......... O .......... O ........... o
‘nointradermal reaction testing | | < o< | « | < | x
severe underlying disease | 1| < | o | o | o | x
participation in another clinical trial within 6 months | 1 | - < x| x| < | <
Treatment violation concomitant antibiotic therapy 4 X O O @] x
less than 3 days administration | 3 | < | o | o | o | x
nsufficient no. of doses perday | 1| < | o | o | o | x
unsatisfactory laboratory tests | s | o | o | < | < | x
. dnp mfusmn f Or 1 5 mmutes ............................... 1 ........... S O .......... O .......... O .......... e
Discontinuation adverse effects 1 X @) O O O
7z (Table 3)o ERRE - GOHEEERENOBRKI R, L - 8E

1HE#58E LT, 1H600mg (300mgx2) %5  T80.0% (20/25), 44T 85.7% (24/28), BIET
TIA%E6/7, 1 H 900mg (300 mgx3) 5D 1B b 66.7% (10/15) THh o rzo BYSE B F 7= 13 LR
1X4%h, 1 H 1,000 mg (500 mgx2) %5 T 77.1% (37 KE - GFEEEEO VTS DPERED ERERE BRI
/48), 1 H 1500 mg (500 mgx3) &5 TIXAHE 833  THHEMEIXT6.0% (19/25) THo7: (Table5)o
% (10/12) TH o7z (Tabled)o WS RERFICSIRS Z2 L TOWERICH T 5 H5F



HAEC¥YRE ¥ S8 MAY 2000
Table 2. Patients profiles for clinical efficacy of pazufloxacin mesilate

Surgical infection Wound (trauma, operative wound, burn) infections 21
Cholecystitis 9
Cholangitis 8
Liver abscess 3
Peritonitis 13
Intraabdominal abscess 14
Age 20~29 5
30~39 9
40~49 7
50~59 10
60~69 13
70~79 18
80~ 6
Sex male 45
female 23
Body weight (kg) ~39 6
40~49 12
50~59 27
60~69 14
70~179 6
unknown 3
Severity of infection moderate 50
severe 18
Underlying disease no 23
yes 45
mild 5
moderate 26
severe 14
Complications no 51
yes 17
mild 7
moderate 7
severe 3
Medical history of this infection no 56
yes 12
History of drug allergy yes (B-lactam) 2
yes (other) 2
no 64
Prior treatment with antibiotics no 33
yes 34
unknown 1
Concomitant treatment with other agents no 49
yes 19
Operation before this study no 33
(3~ +2 days) yes 35
Causative organism unknown 23
monomicrobial infection 14
polymicrobial infection 31
P. aeruginosa infection no 55
yes 13
SIRS no 39
yes 29
Type of infection primary infections 33
secondary infections 35
Duration of infection 0~<1 week 47
1~<3 weeks 13
over 3 weeks 8
Hepatic dysfunction no 35
yes 33
Renal dysfunction no 63
yes 5
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13 79.3% (23/29) &, non-SIRS FEFIIIXT % 79.5%
(31/39) & #Ex%dr-7: (Table ),
RGAEDBRIIM T, 1B %K% T 85.1% (40/
47) Tho7% 1AM S 3BRKT69.2% (9/
13), 3EMLI L2 5/8 LK T L7 (Table6).
RERBAS 1 AMURIC 3 BU Lfb o E EAHEH S
h, E5d L ITEREHE S h A ER) 25 5125
LTH PZFX E R IIER 6 B, AR 126, RER

4 5, ®%h3 BT, BHREIZT72.0% (18/25) Th -7z
BHOHEEUWTIIHINNANRRALEL S/ 3k EL -T2 ¥
LFR75.0% (12/16), #OF /% 1/1, 01/
2, 28I LN LB 4/6 TH o7z (TableT)o THHD
b, WMRICHEELFEALZICO 22 b5 TRIRE®
BIELTLE o -ERIIHHRLLDTHAEDT, Thb
BV RMEREROMAESNF 19BICRET S
&, -7 % LRIHEEIINT HEFEILT70.0% (1/

Table 3. Clinical efficacy of pazufloxacin mesilate by severity of surgical infections
Infection Severity No.of Clinical efficacy Efficacy rate
cases excellent good fair poor (%)
moderate 10 7 2 1 9/10 (90.0)
Peritonitis severe 3 1 1 1 2/3
subtotal 13 8 3 0 2 11/13 (84.6)
moderate 6 1 2 1 2 3/6
Intraabdominal abscess severe 8 2 5 1 7/8
subtotal 14 3 7 2 2 10/14 (71.4)
moderate 6 4 1 1 5/6
Cholecystitis severe 3 1 1 1 2/3
subtotal 9 5 2 0 2 7/9
moderate 6 3 3 6/6
Cholangitis severe 2 2 2/2
subtotal 8 5 3 0 0 8/8
moderate 2 2 2/2
Liver abscess severe 1 1 1/1
subtotal 3 2 1 0 0 3/3
moderate 20 4 11 5 15/20 (75.0)
X::::l:,l:::::;ve wound,burn) severe ! ! o1
subtotal 21 4 11 5 1 15/21 (71.4)
moderate 50 21 19 6 4 40/50 (80.0)
Total severe 18 6 8 1 3 14/18 (77.8)
68 27 27 7 7 54/68 (79.4)
* (excellent + good) /all cases * 100
Table 5. Clinical efficacy of pazufloxacin mesilate
Table 4. Clinical efficacy by daily dose of pazufloxacin mesilate by underlying disease
Daily Clinical efficacy Efficacy rate’ Infection severity | Moderate | Severe | Total
dose excellent | good fair poor (%) Underlying disease severity (%) (%) (%)
300mgx2| 2 4 1 6/1 N°ni ;’)mﬂd (1 77; 2; 3/3 (2:0/_ 205)
300meg 3 ! Vi Moderate 18/21 24/28
500 mg x 2 20 17 5 6 [37/48(77.1) (%) (85.7) 6/1 (85.7)
500 mg %3 5 5 1 1 |10/12(83.3) Se:ere 5/7 5/8 10/15
Total 27 27 7 7 |54/68(79.4) ) 66.7)
* (excellent + good) /all cases % 100 Total (%) ?80(;.500) (1’;17/188) (5:;648)

[1:76.0% (19/25)
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10), fHIEMF 2K T 5 ERHFEIL 68.4% (13/19)

Thote 12, -5 75 ETLIX-BEDDH S

BEIINT AR EIL 2/2 Th -7 (Table 8),
RERIVENGE SN 4500 L, 77 LGHE

Clinical efficacy of pazufloxacin mesilate in SIRS
patients and duration of infection before this trial

Table 6.

Clinical efficacy Efficacy rate’

(%)

excellentl good l fair ’ poor

Presence of SIRS

No SIRS 16 15 4 4 31/39(79.5)

SIRS 11 12 3 3 23/29(79.3)

Duration of infections before this trial

0~<1 week 24 16 3 4 40/47(85.1)
1~<3 weeks 2 7 2 2 9/13(69.2)
over 3 weeks 1 4 2 1 5/8

* (excellent + good) /all cases x 100

HMMBEROBRD R, ER16, A1, RRF
WMaBT, AHEIZ2/6ICEET N, T LRY
HEMRYTIX, 236, B 3BT, HHEIL6/6,
AN HEMRETIE, ER16, AM1IFIEEIRT
WwWizo LA d, BEEREFTL, EX 106, A% 14
Bl, RHE 3B, EH4PIT, AHRIZTT.4% (24/
31) Tholo &HRELT, EX 158, F%1 1941,
RRERTH, EH4BIT, AHERILT5.6% (34/45)
ToHo7: (Table9),

P. aeruginosa BEH\I T HERRE R, BHEX1/
1, BEMNRE 6/8, BlOKE&Y: 4/4 Tdh -7z (Table
10), BMERED 2B TIXEN 16, F3 16T, &
BERE11BITH, EXN3H], Frhefl, EX2HT
bHh, ke LTHHEIL84.6% (11/13) LEATW
7z (Table 11).

PED XAz, ARERDIZBITEEDFIZILMED 39.7
% (27/68) bdH D, FFICHEER, I - HEREEICS
WTEMERIIZENFN 61.5% (8/13), 60.0% (12/20)

Table 7. Clincal efficacy of pazufloxacin mesilate in non-responders to prior treatment with other antimicrobial agents
Prior treatment No. of Clinical efficacy Efficacy rate’
agents cases Excellent good fair poor (%)
B-lactams 16 5 7 2 2 12/16(75.0)
penicillins 1 1 ’ 1/1
cephems 7 3 3 6/7
carbapenems 3 2 1 3/3
others 5 2 2 1 2/5
Oral quinolones 1 1 1/1
Others 2 1 1 1/2
Two or more agents 6 4 1 1 4/6
Total (%) 25 6 12 4 3 18/25
(72.0)
* (excellent + good) /all cases x 100
Table 8.  Clinical results of pazufloxacin mesilate in patients with allergy to p-lactarm
Ag Diagnosis Pazufloxacin mesilate Efficacy
e
Case i i
o Sex Underlying disease Severity | Pretreatment total |bacteriolo Remarks
. B.W. and/or gxtimes days (@) . clinical
complication g gical
Peritonitis due to | moderate
30 L
appendicitis
1 M _ 0.5 x2 4 4.0 not excellent -
- tested
unknown
Intraabdorminal severe FOM
20 GPT t
abscess
2 F 6.0gx5days | (343 8 6.9 ne good | LDH?
35 Crohn’s disease severe ABK growth +GTP t
0.2 gx4 days

FOM: fosfomycin, ABK: arbekacin
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LEbOTENRT /2, UTICPZFXEFENZER L
TREWLEF ZHEANT 5 (Table 12),

P 1. BENBE, 1980EHE, BEBIUNEG
EEAFRIECE EERmE, BAZELEZ LIGURM %
AT L7zo Mif8 & D B AR EEBAEBRE (adult respira-
tory distress syndrome: ARDS) & 7% % % imipenem/
cilastain (IPM/CS) 1g, 199 HE#ESiI2L VX ELD
Dhol: A, HEPIHOEFRENELL, k17
AL D FL—r20ROGME, Mg miHiL 2.
PZFX X4t ¥ 500mg # 1 H2ME, 7HHE%KS L4
B, 5B BICHEE, 3HKICCRPOWE, 4 HEI
PEEASTE AL L 720 IRIE 2 S & N7z Stenotropho-
monas maltophilia (MIC 0.20 ug/mL), Enterococcus
faecalis (MIC 100 zg/mL), Klebsiella oxytoca (MIC
0.05ug/mL) XiHEL, FEXELHEL

fER 2. BMENRE, MEE R 598 DBMT
Stage Il D BRARIRIE (2 xF L TREMKREBYIBRANT % #E1T L 72
A, WELOVBEREL, SHIIIHHES HERICHEBE
W hEgEE &L, FL—2X0) oBRRASEML 72
BB IR ER RS b BAE L 72, IPM/CS 1 g8 HE# 5 L,
—BERLZPBERL, BITORBIERT S 7120,
PZFX 4t ¥ 500mg % 1 H2 [, 8 HM &5 L 74
B x580 L)@, AMmEREE 3 H%IZ 26,470/mm’
75 9,960/mm® (28¢#E, 5 HEICIE#HEIL L. 3HEE
CHERE, &9, B, SEREAELL, MK EHRR
OWRDYE L7z BIREIAMIE2 HERICERER, &
B, BRIEEL, HERIREL. Bt o Eh
72 P. aeruginosa (MIC 0.39 ug/mL) (XiH%K L, F)
EHE LT

fEF 3. WS, WEARLE, 74okH T, BE
FE O 7- O+ I8 VIR & B AT, FHEAML 38
I T2AS, o AR L Tz, B 10 HEB Y
BHL, CTRETIHTEHEFNIZBE YR/, PZFX
FEE 500mg # 1 H 2 [, 13 HEFES L-4&E, 38.0
CORBMPIEGBHIIHEAL, 2 HRICBRERE, &HE,
FEREAHEEL, BtomRAEF/LL, AmKKH
10,200/mm® 7* 5 5 H %12 5,000/mm°® & 1IE#1t, CRP
#%8.08 mg/dL #* 5 1.27 mg/dL \Zex&E L 72, JBit 25
B Eh7: K oxytoca (MIC=0.025ug/mL), Citro-
bacter freundii (MIC 0.2 ug/mL), E. faecalis (MIC
0.39 ug/mL) B & U Klebsiella pneumoniae D9 %, E.
faecalis (MIC 3.13 ug/mL) (35&RFF L 7245, #ER 2
BRERDSEEL-ZEnZEMEHE L

fEBI 4. FREER, PBERA % EERE D 55 KD
BYT, SHAL D LERBEFARIL Tz, ARRAE
& 38.6C, HIMEk% 16,000/mm’, CRP 18.02 mg/dL,
H%%HE, KHE, EH 2+), i@ (+) TH Y,
BEREOEEREZH Lz, NFLE % 17H 312 PZFX
EHES00mg & 1 H 2, 7THMRGLAER &5
2 HBICfEEL, 3 HZIZHIMERE A 7,600/mm’ (2 IEE
1tL, BRHE, B, TH, HEBENEELZ0T,
EREHIEL CRPIZ9 BIZEEILL 2,

B 5. IRE S, 85wt T, BH, LiEEE,
B bEE 2% Lz, BHICKE, RREEFnE
80/50mmHg & ¥ a v 7IRETH ), EERERLZ
Wr L7 %72, KR 35.6TC, A k% 30,500/mm?,
PRE%% 100/min & SIRSHKETH > 72, ¥ 3 v 7 IKE
2% #E L/-#%, ENBD % 1ifT L, PZFX {¥41% 500 mg

Table 9. Clinical efficacy classified by causative organism
No. of Clinical efficacy Efficacy rate’
Organism o
case excellent good fair poor (%)
GPC MRSA 3 0/3
o—streptococci 1 1 0/1
2 li 1
Monomicrobial E. faecalis /2
infection subtotal 6 1 4 0 2/6
GNB E. coli 1 1/1
K pneumoniae 1 1/1
K oxytoca 1 1 1/1
E. aerogenes 1 1 1/1
P. aeruginosa 2 1 2/2
subtotal 6 3 0 6/6
Anaerobes B—fragilis 2 1 2/2
10/14
total 14 5 4 0
subtota (71.4)
24/31
i ial i i 31 14 3 4
Polymicrobial infection (77.4)
34/45
45 19 7 4
Total (75.8)

* (excellent + good) /all cases * 100
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Table 10-1. Clinical results pazufloxacin mesilate in Pseudomonas aeruginosa infections
Diagnosis Pazufloxacin mesilate
Case Age . .
no Sex Severity Prior treatment
) B.W. Underlying disease and/or . total
complication gxtimes days (g)
79 Intraabdominal abscess moderate L %)Pgl\f;?:liys
1 M i 0.5x2 12 12.0
. . SBT/CPZ
63.8 Cholangioma severe 2.0 gx4 days
Intraabdominal abscess severe IPM/CS
52 Cholangitis, Liver abscess 1.0 gx8 days
2 M ) 0.5x2 7 7.0
47.5 PIPC
Cancer of the head of the pancreas severe 2.0x4 days
Intraabdominal abscess severe
59 Wound infection '
IPM/CS
3 M 1 ox8 days 0.5x2 8 8.0
62 Pancreatic cancer (stagelll) moderate g ¥
Postoperative pancreatitis
Postoperative CMZ
44 intraabdominal abscess moderate 4.0 gx6 days
4 M i 0.5x2 8 8.0
49 CZOP
Rectal cancer (stagelV) moderate 2.0 gx4 days
Postoperative
33 intraabdominal abscess moderate 2 OCF;EL‘;I
5 M e 0.5x2 5 5.0
59 2.0 gx4 days
48 Intraabdominal abscess moderate
6 M - 0.3x2 3 1.8
68.4 Rectal cancer severe
Intraabdominal abscess for peritonitis
61 due to perforated appendicitis severe
7 F CFDN 0.5x3 6 8.5
71.5 0.3 gx4 days : .
. FMOX
59 Intraabdominal abscess severe 4.0 gx5 days
8 fls\’é i 0.5x3 4 5.5
Rectal AMK
chal cancer severe 0.2 gx7 days
Peritonitis due to d
30 perforated appendicitis moderate
9 2{[1 - 0.5x2 5 4.5
58 Wound infection moderate
10 all\g 0.5x2 5 5.0
Intestinal obstruction moderate
Wound infecti FMOX
N ‘;1 on moderate 3.0 gx4 days
33 i 0.5x2 5 5.0
Crohn’s disease sevete CZOP
3.0 gx5 days
Wound infection CMz
. 'IIV} moderate 2.0 gx7 days
50 } 0.5%x3 10 14.5
Disbetes mellitus mild CLDM
1.2 gx3 days
70 Wound infection moderate
13 M MINO
50 ‘ . 0.2 gx7 days 0.5x2 9 8.5
Superior mesenteric artery thrombosis severe

IPM/CS: imipenem/cilastatin, SBT/CPZ: sulbactam/cefoperazone, PIPC: piperacillin, CZOP
cefmetazole, CFPM: cefepime, FOM: fosfomycin, CLDM: clindamycin, AMK: amikacin, CFDN: cefdinir, MINO: minomycin

: cefozopran, FMOX: flomoxef, CMZ:
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Table 10-2. Clinical results pazufloxacin mesilate in Pseudomonas aeruginosa infections

Efficacy
Case Causative MIC
L Remarks
no. organismis (ng/mL) L
bacteriological clinical
P. aeruginosa 3+ NT
E. faecalis 3+ NT
1 | unknown poor -
NT
P. aeruginosa 3+ NT
i
2 —_
NT unknown good
P. aeruginosa 3+ 0.39
i
3 (-) eradicated excellent
P. aeruginosa 3+ 0.39
4 E. faecalis 3+ 100 partially 4
i eradicated 800
P. aeruginosa 2+ 1.56
P. aeruginosa + NT
E. faecalis 2+ 1.56
5 E. avium 2+ 1.56 replaced poor -
{
B. fragilis 2+ 3.13
P. aeruginosa + 0.2
S 3+ NT
6 . aureus eradicated good -
(=)
P. aeruginosa 2+ 0.78
B. stercoris 2+ 6.25
7 g; cc)ggtus 2: 61\%% eradicated excellent -
(=)
P. aerugi 4+ 0.78
B fr Szzm 2+ 6.25 artiall GOT1
8 - 178 ’ P Haty good GPT t
} eradicated LDH t
P. aeruginosa 4+ NT
P. aeruginosa 2+ 0.39
a —streptococcus 2+ 3.13
P. intermedia 2+ 1.56
9 B. fragilis 2+ 6.25 eradicated excellent -
[I. micros 2+ 0.39
(-)
P. aeruginosa 3+ 0.39
B. faecalis 3+ 3.13
10 } decrased good -
P. aeruginosa + 0.39
E. faecalis + 3.13
P. aeruginosa + 0.20
E faecalis + 3.13
11 Bacteroides sp. + 12.5 eradicated excellent WBC |
}
(=)
P. aeruginosa 3+ 0.39
E. faecalis 2+ 100
12 B. fragilis + NT eradicated good -
i
(=)
P. aeruginosa + 3.13
E. faectum 3+ 6.25
E. avium 2+ 1.56 partially
13 P. tetradius 3+ 1.56 . good -
B. uniformis + >100 eradicated
|
P. tetradius + 1.56
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Table 11. Clinical efficacy of pazufloxacin mesilate in
Pseudomonas aeruginosa surgical infections

Clinical efficacy Efficacy rate’
excellent | good | poor (%)
Monomicrobial infection 1 1 2/2
Polymicrobial infection 3 6 2 9/11(81.8)
Total 4 7 2 |11/13(84.6)

* (excellent + good) /all cases X 100

Z1H2MH, 9HMES LER, #5EFICKEIE
Bk, oMK WEL, 4 BHICHMEREA 7,400
/mm® (IZ1EE1k, 7 H#%IZ CRP & 9.05 mg/dL 7*5 1.04
mg/dL 122 E L 7z, Bt 2 5B & h 7z Morganella
morganii (MIC=0.025 ug/mL), Enterococcus avium
(MIC 12.5 ug/mL), K. oxytoca, Escherichia coli,
Clostridium perfringens D9 %, E. coli & C. perfrin-
gens MR L7205, BBIKEROZENSEHEHEL
72

FEB 6. MREIRS. 41 OKHT, y0—VHEIC
THYIBRM % 17 L, #i#i2 flomoxef (FMOX) 3g %
4 Hf, 29T cefozopran (CZOP) 3g % 5 H 4%
5 L72%, BloRKRLHREZD, BIRKERITL-R
BX D PZFX E5t3# 500mg # 1 H 28, 5 HE#%HE L
RER, REBH I, %5 4 A%ICH%R, TE,
FEAR, BERAH R U720 B S#EH SN 72 P. aeruginosa
(MIC 0.2 ug/mL), E. faecalis (MIC 3.13 ug/mL),
Bacteroides sp. (MIC 12.5 ug/mL) 2%k, E&hL
HE L7z,

AEF 7. MEFILMEERICL 2BEEREE. 61 %
DT, ERESET R & BENBE S KL 5
—IUMiEMBITL, W4 H X ) PZFX 4% 500 mg % 1
H3mE, 6 HFE&ES L7-&%R, 6 A&, B
b 11,500/mm’® #* 5 6,700/mm’® & IF %1t L, CRP %
10.8 mg/dL » 6 4.3 mg/dL {28 #, B%%HE, K&, T
i, BHERFEOIHAE L. BENE, SRS NI P
aeruginosa (MIC 0.78 ug/mL), Bacteroides stercoris
(MIC 6.25 ug/mL) B & U Bacteroides ovatus (MIC
6.25 ug/ml) 1XHEL, EFHEHEL.

FEFI 8. FIMHERIZILHEB R, 300 BEH
T, REYIBEMEBEENL F—IUMEHITL, H%E L
D PZFX 345 % 500mg # 1 § 2 [H, 5 HRES5 L7,
TG BHIHREAERL, B, &6, ER, B
HAHEEL, KE4HBIIHB L2, 5853 Hi%
L0 A HHEME % RO 72 A%, B D A TEREL 7=,
BRVEREAK & b kit SN 7z P aeruginosa (MIC 0.39 ug/
mL), a-streptococcus (MIC 3.13 ug/mL), Prevotella
intermedia (MIC 1.56 ug/mL) & Bacteroides fragilis

(MIC 6.25 ug/mL) 13i§%L, EHELHEL.

3. MEFHEFR

MAFHNRVPHETE43FIDH D, 77 LBH%
B EMES 6 BITIdiIEKk 16, B3R 1B, TE 36,
HELRL1HIT, HELERREEDLEZHEEIZ2/5
THholze V7 ABHREBEMBY 6 F TIXHK 3,
B 16, HERBE 2P THERIIZ/ATH o7,
SR BEMRE 2 6 CIHEE 18, B 1BITH 72,
BRE RS 29 PITIx, HE 126, B3 —5H
%126, AERR 16, TE1H, HERESHT, ¥
%513 50.0% (13/26) Td - 72 (Table 13), 412, P.
aeruginosa \¥, HHMBEBETIE, HE 16, HERE
1PITH Y, BEERETIX, HE56, BV T3~
HEE46, AXRL1H, HEAREKLIBAT, AEIEE
CIHEZEIL60.0% (6/10) THH, &KL LTOHEE
#1363.6% (7/11) T -7 (Table 14),

AERGHEOSEED ) B, MIC % IETE 2 75 %
DE% MIC 745 i1d, MIC=0.025 ug/mL 12 13 % (17.3
%), MIC 3.13 ug/mL {2 11 % (14.7%) T, MICs it
1.56 ug/mL, MICw {3 125 ug/mL TdH - 720 £ % %
BER O MICso & MICw 137 7 L IGHERBE D E. faecalis
TENEN313BLV100ug/mL, 75 LEHET
i3, E. coli TENFN=<0.025 B & F0.05ug/mL, P.
aeruginosa TENZ1 0.39 8 & 170.78 ug/mL, HEZ
YW T B. fragilis TENZN 6255 X 15125 ug/
mL T& 572, L7A%5 T, MIC=<0.025ug/mL CH
H L% 1384.6% (11/13), MIC 3.13 ug/mL T 72.7%
(8/11) T, MIC Rl % MA 7= D ELE X 75.0
% (69/92) Tdh o7zo E % MW T2, E. faecalis
TiH %% 80.0% (8/10), E. coli T 81.8% (9/11), P.
aeruginosa T 72.7% (8/11) Tad - 7z (Table 15). P.
aeruginosa (2B LT, MOMEE L MIC # L8 L TA
72& 2 5, PZFX ® MICs i i IPM, CAZ, GM D 1/
4~1/8, CPFX D 215 T# 57> (Table 16),

4. BEWOFMEEE

1) BEIEH - BRREMERS

RIS RER 16 & 8% L5 Rt BB E
AANLGN T Z L HHENLHBE L 1RO 2
BIZBROL L BT R 83 BID S b, BRI, £5%
B RERLA, THOMMKLIE, KE16053H
D7z (Table 17) W3 H b HAERIE Y4 [E 6 0 1 B T
BEZPIESH, FEAZ W LIk 2 H TRERIZE
KL, BEHORBREIIHEELHESN, 205 b,
FMOMEEHHR SN EBIIAERE 3HETL Y3 C
CTMEEEDHTEY, ILm#A L & & ITAKDOL 5 A
SNTA, BERMEICTMASEE L 748, 5B H
WCEME L2 KBRS E IS L ) B S R mE s e
LIGEBITa o 720 $5HIE BRI F i 5 L7,

SNEGN, DICHEMAL L 72 B Mt A %= & 2
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Table 12. Clinically excellent results of pazufloxacin mesilate in patients with surgical infections
Age Diagnosis Pazufloxacin mesilate Efficacy
Case Sex Severit Prior Causative MIC Remark
. . . marl
no. | o Underlying dfseaAse and Y | treatment gxtimes | days total organisms (ug/mL) bact?no- clinical arks
AN /or complication (g) logical
Intraabdominal abscess | moderate
S. maltophilia 2+ 0.2
79 . E. faecalis 2+ 100
Hypertension IPM/CS dicated llent E
1 '?1:/; Cerebral infarction 1 gx19 days 0-5x2 | 14 |14.0 K. oxytoca + 0. 05 feradiested iexcetien os
Postoperative moderate (l_ )
pneumonia
Brounchiectasis
Intraabdominal abscess
Postoperative wound severe
59 | infection P. aeruginosa 3+ 0.39
2 M IPM/CS 0.5x2 8 8.0/1 8 eradicated lexcellen -
62 |Pancreatic cancer 1g=8 days (=)
(stagelll) derat
Postoperative moderate
pancreatitis
Liver abscess
Postoperative moderate K. oxytoca  3+|=0.025
74 |intraabdominal abscess g ;’ eunﬁu ::;H 00:.35 bartially
- - faecalis + . . excellent{ -
8 456 0.5x2 ) 13 113.0)p pneumoniae 2+ N [eradicated
Pancreatoduodenectomy oderat | .
for cholangiocarcinoma moderate E. faecalis 3+ 3.13
Cholecystitis severe
55 NT
4| M - 0.5%2 7| 6.5 unknown fexcellenty -
75 NT
Cholelithiasis moderate
M. morganii +[=0.025
Cholangitis severe E. avium + 12.5
85 K. oxytoca 2+ NT| partially 1
5| F - 0.5x2 | 9 | 8.5|E. coli 3+ NT |oradicated [EX¢ellent
57 C. perfringens + NT
Choledocholithiasis moderate | )
C. perfringens 3+ NT
Postoperative wound
infecgon moderate FMOX P. aerugL:nosa + 0.2
41 3 gx4 days F. faecalis + 3.13 i
6 F | 0.5x2 5 | 5.0 |Bacteroides sp. + 12. 5 |eradicated excellentf WBC |
38 CZOoP }
Crohn’s disease severe | 3gx5days (=)
Intraabdominal abscess ]
for peritonitis due to| severe P. aer uginosa 2+ 0.78
g1 |perforated appendicitis CFDN g stercoris g: 225
7| F 0.3 ped days| 053 | 6| 85[F ovatus Tl 022 leradicatedfexcellent| -
71.5 ’ ll
- (=)
Peritonitis due to | moderate P. aeruginosa 2+ 0.39
30 perforated appendicitis a -streptococcus 2+ 3.13
_ P. intermedia 2+ 1.56eradicated fexcellent] — —
8| M 0-52 1 5| 451p fogilis  2+| 6.25
64 i
- (=)
IPM/CS: imipenem/cilastatin, FMOX: flomoxef, CZOP: cefozopran, CFDN: cefdinir, ENBD: endoscopic nasobiliary drainage
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B L CRBE RN 2T AT &% L, Ka
TEBEEZ, HBIEBRIAAANRSNID, HERE
BERTHIPABIECLAEAX1BH o7, K
PUIEBE R OMBEEEEL L TARBRERABLZLOD
SERYENAD SNV OREREGEFIEL 7. K
BRI L ) ATELPIABE L T 5 2 &SR IE&ICHA
L, ATIIMABEL, BEEFHE L DITHMEIZLD
1t % # % (meropenem, minocyclin+cefepime) % Hf
L7278, FBERDEBIEL CE2HFRENEBLL, SRS
A% (multiple organ failure: MOF) IZE D HAFTE
Birotze LedSoT, RELORRBRIZZVEHE
L7

BIVEHBAT AR L BRRENS 5 Tho 724
BlZBRA L, BRREBEREOBITHR 9B DD
5, 146 (17.7%) ZAEIZEHRT S LEDbNLER
BREBBRELZRDZ, FLODEIMEINTF VAT IF—
CEDOLRAT, £03»AMERKRS 15, FERES 1

B4 % 27> (Table 18),

BIERORBEE L ERHE OBRE 2D L, 65K
T 2.0% (1/49), 65 %LU ET5.9% (2/34) TH o
7o LAL, 75 5L E 80 Mk 7 6L 80 MLl L 84
CEMMER R RO ol, 72, BERKREMERER, 65
2R i T 26.7% (12/45), 65 UL L T5.9% (2/34)
THolzo THmLLL80OEKRBT1/7, 80ELULETL
8 Th -7z (Table 19),

F7:, BIERORBEE L, HHEDORVEEIZ1S
% (1/57) TdHh, PFHEE7.7% (2/26) THo7
FOHNT, MEEHR - a7 v BHGHEEEIER
DRERBFEEA9.1% (1/11) TH bh, HEE - FLLEH -
a7 YREADSNEORAROBERAZREARED 9.1
% (1/11) tZ@&hr ol 72, BRREBERED
HE, BFHEEI 208% (5/24) L IEGFHRRD 16.4%
(9/55) LE I Mol ZDRMT, WREH - /1
7 BAGRERE182% (2/11) Thh, HEE-

Table 13. Bacteriological efficacy of pazufloxacin mesilate classified by causative organism
Bacteriological efficacy
Organism No. of Reduced or Eradication rate’
€ase | eradicated | partially | replaced | unchanged | unknown (%)
eradicated
MRSA 3 2 1 0/2
GPC o-streptococci 1 1 0/1
Monomicrobial E. faecalis 2 1 1 2/2
infection subtotal 6 1 0 1 3 1 2/5
E. coli 1 1 1/1
GNB K pneumoniae 1 1 0
K oxytoca 1 1 0/1
E. aerogenes 1 1 1/1
P. aeruginosa 2 1 1 1/1
subtotal 6 3 1 0 0 2 3/4
Anaerobes | B fragilis 2 1 1 1/2
subtotal 14 5 2 1 3 3 6/11(54.5)
Polymicrobial infection 29 12 12 1 1 3 13/26(50.0)
Total 43 17 14 2 4 6 19/37(51.4)

* (eradicated + replaced) / (all cases—unknown) x 100

Table 14. Bacteriological efficacy in patients with Pseudomonas aeruginosa infections

Bacteriological efficacy
No. of Reduced oo Eradication rate’
case | eradicated partially eradicated replaced | unchanged | unknown (%)
Monomicrobial infection 2 1 1 1/1
Polymicrobial infection 11 5 1 1 6/10(60.0)
Total 13 6 1 2 7/11(63.86)

* (eradicated + replaced) / (all cases—unknown) x 100
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Table 15. Bacterial eradication at the MIC (ug/mL) of pazufloxacin for the strains isolated
Organism <0.0250.05 0.10 0.20 0.39 0.78 1.56 3.13 6.25 12.5 25 50 100 >100 Not |Eradication
test | rate(%)
S. aureus 1/1 (1/1
MSSA 0/1 0/1
MRSA 0/1 1/2  0/1 1/4
S. agalactiae 0/1 |0/1
o~streptococci /2 1/1 2/3
E. faecalis 0/1 1/1  2/3 1/1  3/3 1/1 |8/10(80.0)
E. faecium 1/1 1/1
E. avium 2/2  0/1 1/1 3/4
E. coli 5/6 1/1 3/4 (9/11(81.8)
E. tarda 1/1 1/1
C. freundii 0/1 1/1 1/2
Citrobacter sp. 1/1 1/1
K pnuemoniae 0/1 1/1 (1/2
K oxytoca 2/3  1/1 1/1 |4/5
K lebsiella sp. 1/1 |1/1
E. aerogenes /1 1/1 2/2
M. morganii 1/1 1/1
P. geruginosa 2/2 3/5 1/2 1/1 1/1 (8/11(72.7)
S. maltophilia 1/1 1/1
P. magnus 1/1 1/1
P. micros 1/1 1/1
P. tetradius 0/1 0/1
E. lentum 0/1 0/1
C. perfringens 0/2 |0/2
Anae.GPC 1/1 (1/1
B. fragilis 3/3 0/1 3/3 (6/7
B. distasonis 1/1 1/1
B. ovatus 1/1 1/1
B. thetaiotaomicron 1/1 1/1
B. uniformis 1/1 1/1 1/1 3/3
B. stercoris 1/1 1/1
B. caccae 0/1 0/1
Bacteroides sp. 1/1 1/1
P. intermedia 1/1 1/1
P. melaninogenica 1/1 1/1
P. oris 1/1 1/1
P. buccae 1/1 1/1
Prevotella sp. 1/1 1/1 2/2
11/18 3/4 0/1 4/5 4/7 4/6 5/8 8/11 6/7 4/6 1/1  3/3 3/3 13/17(69/92(75.0)
Total (84.6) (72.7) (76.5)
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B

HRdER - 7y a 7)) Y BAUS E DOBFRIEX 30.0% (3
/10) T# o 7= (Table 20), %, E¥EFHE D= CPFX
LORRABESESNTwAY b7 7 x A 10 HREH
B X h7EGd 10 H - 7205, BEFREOREML
BRREERE IO L7

2) REROFEHLR

BB HRTIBIOI B, BRETH5H 626, (3
IRETHDH 11, LXMEHFDHL6HIT, RETDH

& SN7DIE 78.5%(62/79) T - 7= (Table 21)o

5. ARG R

BERANE - ReM A HRLCHEL-ARER, BT
5666, b THA18H, AH29 8, PRF
M10f, AL BT, FRULOEREIITLL
% (47/66) Td o7 (Table22),

6. TRNBYED R

RN ENEERER 1T 18 BIIZ KA A, RERFHEOAETF

Table 16. MIC against Pseudomonas aeruginosa isolated Table 17. Adverse effects of pazufloxacin mesilate
from surgical infections (n =10) in surgical infections
Range of MIC MICso MICw No. of Relation to the drug
Symptoms
Pazufloxacin 0.2 ~3.13 0.39 0.78 cases | definite probable possible
Ciprofloxacin 0.05~0.78 0.1 0.39 Rash and itching 1 1
Ceftazidime 0.78~6.25 1.56 3.13 Melena 1 1
Imipenem/cilastatin 0.78~3.13 1.56 3.13 Eruption 1 1
Gentamicin 0.78~6.25 3.13 6.25 Total 3 1 2
Incidence of side effects: 3/83 (3.6%)
Table 18. Abnormal laboratory findings
No. of Relation to the drug
Parameters
cases definite probable possible

s~GOTt - s-GPT! - Al-Pt - +GTP? 1 1

s-GOTt - s-GPTt - Al-Pt 2 2

s-GOTt -s-GPT! - LDHt 1 1

s-GOT t - s-GPT ! - +~GTP1 1 1

s—-GPTt -LDHt - vGTP? 1 1

s-GOTt - s-GPTt 2 2

LDH t 1 1

CPKt 1 1

WBC | 1 1

Pitt 1 1

Eos t 1 1

occult blood (+) 1 1

Total 14 0 1 13

Incidence of abnormal laboratory data: 14/79(17.7%)

Table 19. Adverse effects and laboratory findings in over 65 years old patients
Age (yr)
Items Total
~64 65~
75~79 80~
Adverse effects 1/49(2.0%) 2/34(5.9%) 0/7 0/8 3/83(3.6%)
Laboratory findings 12/45(26.7%) 2/34(5.9%) 1/7 1/8 14/79(17.7%)
Table 20. Adverse effects and abnormal laboratory findings when taking concomitant agents
Concomitant agents Adverse effects (%) Abnormal laboratory findings (%)
None 1/57(1.8) 9/55(16.4)
Antimicrobial agents 0/4 0/3
Anti-inflammatory drugs, globurin preparations 1/11(9.1) 2/11(18.2)
Others 1/11(9.1) 3/10(30.0)
Total 3/83(3.6) 14/79(17.17)
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2Bl % BRAL L 72 11 BITREAT L 720 RNBIRERER TIXE)
ERRRRREMERE 2RO RN,

1) AR & RERH HB1T

PZFX i¥41% 500 mg ¥ 5-# T 1.33~2 Rt DR ZE
MGNIBE X 18.7~355ug/g (n=3) THhH, #%5#
T 1.25~1.72 R OB BRE T IR B 1X 41.1~46.5 ug
/mL(n=3) TH oo T/, H5KRT 1.67~2.5 K
HBOMEHEEIL 3.69~5.09 ug/mL (n=3) Th o7
LaL, &5HT 0.5 REM%E B VR CIZRERGN
MR, IRERAFIRESL X O METREZZFNEN .85
ug/g (n=1) , 4.27yg/mL (n=1), 19.0 zug/mL (n=1)
TdH -7 (Table 23),

2) iR P E

PZFX {E51% 500 mg 4% 5- L 72 5 Bl BT A3k 58K
T 1 o B ML KR T8 B 1L 3.49~12.7 ug/g (n=5)
T, TOROMEFREIZ 3.20~9.40 ug/mL (n=5) T
HH, HNmMELIE1.1~1.5 TH-o7- (Table24),

3) REBIOBRITH~OBITH

PZFX i¥51% 500 mg # %5 L7 EREEBIZ BT 5 2 fl
KB AHERT 1EEBMZORITREREIL 461, 4.84
ug/mL(n=2) T, ZDREDOMEFEEIZZFNFN 10.5,
812ug/mL (n=2) T& Y, xtMiEHIZ04, 06 TH

-7z (Table 25),
. == =

HOABENI BT 2 5V FIRERIE 1S, 1980 FR K EIC
E# 7% MRSA BREGEN B L o THh S, FMEMLS
LU FEMDHEHEE X 78T - WERTEEOEREDF
FR#E B & U vancomycin & arbekacin D HFFTIZ &
D, EE %L MRSARBREIEIZRA L72% L L, ik
BRERFEHIEMAEDOERAEIHR L7 = 2ENS
EIHRA, Eott7 2 AEIIEEINS TV
BREED FERREIL P. aeruginosa, E. faecalis,
Bacteroides BA M L T & 727, 12 P. aeruginosa
3% K OEFNIH T AMHEREE L HEERBERENET
L7-RRICHRRBRERE L LTRIEERTL 5720, 44§
BROTFRIIKELEBERIZL T 2Y, /2, 48
FBREETE 2B U LOBMEREN S V-0,
FMOX, IPM/CS % EDILBARY MR FED -T2
¥ LRTEENRIIhTE /2,

FEFRA=2—F /0 VEPFRAE SN, ZOEVH
BANRY MLk BRI ABREITHED & SR IR ESIE D
ERICKECEBMT A LHFSNEY, ZORMEA, BY
MAEEENZ Ty ay 7 RPREL EORIEROHE
EABEINE97:0, bHPFEICBVTIIEFH =2 —

Table 21. Overall safety of pazufloxacin mesilate Table 22. Usefulness of pazufloxacin mesilate
No. of Nearl, Slight Safety rate’ No.of | Vi Slightl Useful;
o-0 Safe eary 18 Problem alelyrate 00 ey Useful ey Useless se r:ess
cases safe problem (%) cases | useful useful rate
79 62 11 6 0 62/79(78.5) 66 18 29 10 9 47/66(71.2)
"safe/all cases X 100 * (very useful + useful) all cases X 100
Table 23. Concentration of pazufloxacin in the gallbladder tissue
Concentrations of pazufloxacin
Dose gallbladder
Case no. (mg) serum sampling
(ug/mL) time tissue sampling bile sampling
(ug/g) time (ug/mL) time
1 500 19.0 0.5 9.85 0.5 4.27 0.5
2 500 3.91 1.67 35.5 1.33 41.9 1.25
3 500 3.69 1.67 18.7 2 46.5 1.72
4 500 5.09 2.5 20.8 1.63 41.1 1.38
Table 24. Concentration of pazufloxacin in the pulmonary tissue Table 25. Concentration of pazufloxacin in pus discharge
Dose | Time | Serum | Pulmonary tissue . Concentrations
C . P/S ratio .
3€0% | (mg) | ) | (ug/mL) (ug/g) Caseno, | Dose | Time P/S
(mg) (h) serum pus ratio
1 500 1 3.20 3.49 1.1 (ng/mL) | (ug/mL)
2 500 1 3.87 5.85 1.5 1 500 1 8.12 4.84 0.6
3 500 1 6.10 7.96 1.3 2 500 1 10.5 4.61 0.4
4 500 1 6.90 9.77 1.4
5 500 1 9.40 12.7 1.4
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F /0 EIVELZELFTENLIIE> TRV,

R Lo, BRAKSICL2BCIMPIREIZEE
LCHREIERATE S a2 —F /0y ELLT,
PZFX B 0mFEAED SN, T TICERRSE 1HAR
2B WT, PZFX ESHE SRR, MR, WRSERY
 EORGFE R LTHERARSZO O TV, 2T
b, SR HANEHEIRREE T A BUIREF TS
D, $\2 P. aeruginosa BYIEIZAHNTH B Z L AR
mEh, LhdEsti=a—% /0y EORBRNIRSE
CRBEShTELYay 7R BEREIRDLA TR
Vi

4@, PZFX X1 ONBHARBRYAE 4§ 2 ARt
ERENE S OIENMRF TR, 80RULEDEKE
LIRIIED T, —HRERABRE L ORRNBEARZE
ML 7z

ARERTHH SN 7-H X, Enterococcus )&, E. coli,
P. aeruginosa, Bacteroides BAK¥% 5o, L2d#
HEREOHES & ) NEEBERREORKE X (B
L T\W7z, P. aeruginosa D FE X 19.1% (13/68)
Th Y, BEDOEFHNAEDONBEIBREIE TS S
K 2R Bk ® P. aeruginosa M i E T & 5 9.6~10.5
%X VB ol T, HESHBKESIRSEZELT
WIRBEAT 42.6% (29/68) bE TN TEY, BRIE
DEEEOBVEKRABRTHSL LR D,

SEOBRET FRBINCERT D L, EEOPERYE
ETIIERE L THREEHL 2 7-0FEFHREEDOHE
BEhb, ma—F/urEiF, JEESR - BEREIND
THREBERL EOBREE TFIZAN—TEL2D,
FHAZ 2 —F 7 0 Y EFRBE SR, HILSESNEE
RIEDEFIIKECEMTEL LS N S, TOEK
T, 5B PIFX FHED - HEREIEICH T 5
RahEx, FEHE60.0% (12/20), A%1E 90.0% (18/
20) EENRTWVWAEZ L, ZOIRBEHGNIEEITT 25.0
ug/g(18.7~35.5 ug/mL), FRFEAB{THIBEE LT 43.2
ug/mL (41.1~46.5ug/mL) THhH, FhFNEEE
BITLTW /I e O ERfITONE, LzAoT,
PZFX (5T B HERBIEA TIEDH 5725, HEZ~NOE
TLEAMBEMZETHICHY, —a—F /0 Eok
HEFTHIRBEERMREERY S5l RES L
THERLEZ D,

FERENRRGAE (S T 2 BRI R T 84.6% (11/
13), BENBRE T71.4% (10/14) Tdh -7, BEER
DEFE, FMICLAEREOREL &L ICHEERE
1R LICHAT A2, THHLESEILZLPBELT
X E. coli % DWRMY I LBEME L B. fragilis =
EOBMEHBEORABRETHLEGENL VD, HIHE
BIEBIEANRT FVEETDLHANNRFLEN2D
DHEEL AT L2 HEFRIRENEY, ZOHE AN
76 b, PZFX FSEIZHAITHNNRKLE L

R EERDERICED THL L VR Do T2, R
IS MR f—T 7 ¥ L EAER SNIZRIZZRE
geb LTRIEL, KH & LTP. aeruginosa HE X
iR RS, ARBRTOBEEARED 57.1% (8/14)
\Z P. aeruginosa BB E iz, Ladb, f-F77 54
ETIXRASAD 5N P aeruginosa HBHRE S h iz
MERER BRI xS 5 PZFX ESTE DA REIZ5/7TTH
D, TOX)REFICHEENRVPRTEDLLVR S,

Bl REEIHT HAREIL714% (15/21) TH
57:%%, P. aeruginosa 2HEH S N7z 4 Bl 2BIH L
ECH o7 PZFX DEIOBRTHA~DBITIZTFY 4.73
ug/mL TH Y, RRAEBRTHEE S N7z P. aeruginosa M
MICs ® 0.78 ug/mL D 6 f5IZEL TV 5, LA L, &l
DZRBEIZBVWTERDRED ) LHES 20726
Blix, ABRBAAR TS THo2EERONLERR
EHBOEROBIZIY V) —ShI-ERTH Y, &E
THOMNISHE L o2 EZ LN

EMEE - SHEBLURMMEOERERE L ABERLD
BRI OWTIE, BYENEE, PHFEOVTIIINL
TH PZFX ESERIRASDEHNELRLTEY, BE
EOEREEIZIRBIN 2 oTze —F, EBEREDS
VIREABEOWT AP EENE S, PEEUTLE
RT, BHEARLRET Lz L2LRAS, BREE,
HBEE - SUEE DICEEDNREEFICH L TDH 5/8
DEHERERLEZ EZEERREC T TESL L
£2 5

¥ 72, EE IS HUAE % EYIE + SIRS L EETH I L™
FERLTETEY), ZOBEIOSEIOBREZIRLS
&, PZFX E4t 13X 5 MKEFSIRS 2 E L TWw/2 29
Blizxt LTH non-SIRS BRBFE L FIEDEMREZRL
- EIIFRTREZ L TH D, SIRSIIRBIZL-T
EHNRRERCHERINTVIRETH S, S,
245, NERBLEIZLVEILZRETH DM, BK
BIIZRERIE R ) B EH S . SIRS T/ 7 AH
BREBREENKE2ZHERL, £OT Y FFF IV
XoT, vr7u7 7=, MENLMMK, FHK, V>~
INER e E oMK AH 6 IL-1, 1L-6, IL-8, TNF, PAF
BEDHA MPHAUHEESK, ThOHDPERDELD
MR R B % 5 2, % EEEE (multiple organ dysfunc-
tion syndrome: MODS) #5| 2R ZFEHEREE %D,
MODS~NEBITTHNIEFHRIIEL 5%, PZFX iES
EASIRS # B L BPFEIZEH L2 LIESIRS 2 H
MODS ~OBT#ItT2ERTILIEETDH %,

T/, BEEOBRKPMARL 2513 & EBICEGT
Bo BIZ3HEMULEERBLERTIZIFRT THAL
TV MEEICLEHLELD, KREOHBICKL VRE
BEOLEEIEHMEITDON, L2DBEEOKRELELLTE
TWwa o, ThUBIEST2HEAEDRIIFEEIC
H#EiZ %5, FRBRICBWTRHVBA3ERULED
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EBNCT T AERRIZE/BHAEBOLATVE, TDLY)
o, MIBBFEORL 5 PIFX EHEE2BIRTE S5 L)
i, PEEOFRIEY &0 787 & RIEGAE B
Wk LTHIENTEEIR D,

B-F 75 LEIITLLVF—%RRTHEZIIHLT, R
RCIRABHEIRESEDERICHEATE L REEIKE
CHIRENAEMMEXZFECEIMARIZILAERL,
BERICERT 5, ARBRICEB VT PZFX {E4T3IE, B-
Ty FAETUVLNF—BEORRE2HICHLTHAE
HTholel &V, B-FI7 5 LETLLVF-—FED
RAFEBRICHLTOAEREVZ L),

MBEZRZRICOWT, RHKBDE D572 E. fae-
calis, E. coli, P. aeruginosa, Bacteroides |& ? iH %
|1, P. aeruginosa TiX72.7% TH Y, i 80% LL
ETH o7z FRITHBFIRBERIEIZ B TP, aerugi-
nosa HERENT0% 2Bz 722 L3, BERMRELED
HTRELEENVD S,

P. aeruginosa ZTEEDRERENEL Lo B A
HAIRBICRHB ENTL 720, 7L 2 MEAEICRERTE
»dH o> Td P. aeruginosa * FETEL VI WS4
» 5% 4ME, P aeruginosa BHLAE CMLH] R IE B2
b PZFX ESEREH L Tz, =a—F /1
VEOBFRABBITE L P. aeruginosa (23X Y 54
BEREEREBLOL-5 7 5 2B LIZBR L LDEBRF
CkBEEZD, Thbb, FRPOEIRERD 1%
MWz -5 2 ¥ AETIE, HRAGBOKRE
WCIRREAET S, I, REZBERMMETLIZELT
LABBIZ L VEICH L TIRBRTE RV, 613, 18
FEDREREMNMET LRETIE, REREHEBRTE 2
Vo PZFX 3B 2 WEIIH L TH AR L D
ARMBESTERETH N, HERIPICBCTREERE
BREL, L2bREFLHEBGBITHEZAETAH720ICP.
aeruginosa DHEENENo72ERX b,

MIC #l 5 % 4T - 7= P. aeruginosa 10 %k ® MICs i3
PZFX, CPFX #IPM, CAZ, GM @ 1/4~1/8 Th 1,
LA % IPM fitt P. aeruginosa (ZxF L Td PZFX 3%
EWMEErRL TV W2, SETIZIRTE P. aeruginosa
BRI LTIPM 280 04L& LTRER L TWw 575,
PZFX E & mb i, IPMBEMTH o 2512
HIETEEIC 2 B0 LA, ZROBRERD H 5 IPM
U0 LCHEAL, PZFX ES¥E% IPM AR
P. aeruginosa BRIEITRIRT 2E 2 b H DY, wTh
12 LT b PZFX iE4T 3 34V B IR O P. aeruginosa &
BfE 20 L CHRGMAR L PFTE %,

Enterococcus \EHVEHEIRIBHAE T I3 R4 1213 BER]
LENBIENSEL, BREEOHKL H1EELIZ
oW ENS V. LaL, HBMTIREORENEIZRE
BLR LD, AMROBEREEFHTD L I EAREED
REETH B & OREYR, MHME L DOREGERKIC

ampicillin, amoxicillin iZFE % Z T RBNIWEKT T 5
LOWmEVH VY, BERGEE LTREINZGEIZE
HEXET 5. PZFX iE 4T ¥4 5 %2 Enterococcus H*
BAELERAD D - 7255, WTFhoEs L BEHULTH
h, MEEE RO o7e LA L, BEFEEICRD D
& A vancomycin-resistant Enterococcus faecium
(VREF) ([CBL Tid, BRREMBEDHERFTRVE L
505, SHOBETHA ),

Bacteroides J&, Prevotella &%, BE&RKIMFIZIT,
B -lactamase BEAEIZ L Y, 7 2 LEBEGHETH0
v 7 2 AEPHDEL R AURENRD L, #E, FRk
75 LBUEE DREGEEOREEY LB, HFH
DHEERETHI EICLY, REBRREREIHIE SN
SBBELHEET S I LMLV, PZFX B4t I LS
L+, Bacteroides &, Prevotella J& D f —lactamase {25
BEshZHEMEAEL, MFHELD7 7 LBHERE
BRE L7712, BEMRAOHEEIBEONIEER B,
BE~NOFLF—VRET00ARPRELE &I
PZFX 3§ # 53 iE, BREEBREEICHLTD
FRATH 5%,

FERsE I BB THENI BT AMBOMRIZANTH
5722 EDIEEHE LT, PZFX KRB ITHIIT T2
Kat % EM L 720 PZFX EFEK G T kO BAN =
XY 794 ug/g (3.49~12.7ug/g) TdHh Y, Mtk
KTHEE % % P. aeruginosa ® MICs, 3.13 ug/mL*
D2BDEEITET A I ENEMIT LN, MOPE
EOMBENOBITIREX, —2—F /00D CPFX
TSR T 3.84 ug/g™, £ 7 = LED FMOX T 9.72 ug/
g, H WIS~ K L FED meropenem T 1.52 ug/g”" TdH
h, ThS LT AL, PZIFX OFHEERBITIREIL,
FRM O CPFXIEHEN 2 THY, 722 ED
FMOX & % & H#r T & 72,

ARRBIZBOTEERA % 3PIIROH, EEED
Dotz —a—F/ 0y EOBEBLTEREIN
53y s R#iE, PZFX EFERS 1,205 FlOMET
WBWTED TRV, 5L EMKEL ERTHRE
ENBERETHY, EEZREGVLETH S,

SE 80U EDERHEDHRE LA, 75~80 K
XKiT0/7, 80U LETO/8 LEMERZRD Y, Mk
WX BEER OBBEEOBIMEIE 212 v, BRRE
ERFEOFBHEEIL 65 H KM T 26.7% (12/45), 65
BUET59% (2/34), 75~80 ki T 1/7, 80 i&LL
ET1/8%, A oTEBMAMOEELT, BEHE
ED o 7. BRRAERE ORBHEIL, BEEkE T
MR B4, BMEROFESL L OHFHAEOEENKE
Ve LA L, AEIIERBOERTHD720, SkE
W LTI BREE T2 ZRE L TIREITR&ETH A,

PEE DN OEH & OB HERIZBIT 2 REEDOREIZ
LEBITIEH BH, MRIEE, 7r7o7) Y REREED
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HFABOBIIEREEEIZ.1% (1/11), MREE, 7
o7y v EA LSO E ORI BTSEITERARER
#139.1% (1/11) THH, FHAROBIEHERE 1.8
% (1/57) &V b@Eh ol 72, BRREMBERER
BRIIMEE - REE - 7yo 7Y Y HEADSNOERK &
DBERBEICEBEEA30.0% (3/10) L EHLTwAZ
ENOEELYET S, SECPFX L OHHEZETD
Brbh7u7c yHHHELE L THERSIRERY1
Fld - 72755, BIERACERKRREBRE D L1070
kXY, PZFX iE5HEIE, SRR BV TEREK
B - BOHEESE % ¥ ) KYIE, SIRS % 23 5 BREE,
P. aeruginosa %I Lo & ¥ 2 R KRG, A &R
D EHYSE 72 &' D compromised host ¢ & GLAE R B AE B Fe
KM LTEHL, f-F77LETLLF-—BEORK
PIEIZOERATH L. MAT, T4 REMLHRTE
-2 L&D, REEN LB X BGOSR FIBURSE
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WELHfFINE,
X 18
1) MHELZ, MRET: £45 BIH R LERE¥SEH
AL EF R, T-3762 O FHE K UFR R, 7K, 1997
2) Muratani T, Inoue M, Mitsuhashi S: In vitro
activity of T-3761, a new fluoroquinolone. Antimi-
crob Agents Chemother 36: 2293~2303, 1992
3) Fukuoka Y, Ikeda Y, Yamashiro Y, et al.: In vitro
and in vivo antibacterial activities of T-3761, a new
quinolone derivertive. Antimicrob Agents Che-
mother 37: 384~392, 1993
4) HAREREH%S: BRAOEFTHILEBE MIC) #lEE
HHETIZD2\W T, Chemotherapy 29: 76~79, 1981
5) HARLEREZFZBERHELERTRZAES: MEAE
WX BBBERIZBTHEIER, BMRREEREOH
S, Chemotherapy 39: 687~689, 1991
6) ILFEP: MRSA & D#EH, 84F. HARBHKARS
ZHERE 16: 315~330, 1996
7) HEfEth: SEAEEOHFH L EIR, MRS EER
HIRYE (RILEME) #ILE, p44~52,1998
8) WRE #, WEHBEL, Il R &R L MRSA K
RFEOEFHF & BRYAE, SHFHEH 75: 133~139,
1996
9) MmlRE: FHRo—a—F/0r, HEERESRE
fE. {LFEHEDHIR 14: 1757~1765, 1998
10) Domagala J M: Structure-ativity and structure—
side—effect relationships for the quinolone antibac-
terials. J Antimicrob Chemother 33: 685~703, 1994
11) BH 2 BIAx /0 ouf, —a—%/0.0
ELWfEWE (BEHBEM, BH 2&) EXJvy—+
Vi, p.242~245,1991

12)

13)

14)

15)

16)

17)

18)

19)

20)

21)

22)

23)

24)

25)

26)

27)

a4 L, M LEiE—, WA, t: Pazufloxacin i
SHEDOHBRYIEIZ BT B ERD RS L OHH - &
BITH KRS, BLEAEE 43(S-1): 227~241,1999
BH 2 B t#H—, EFEz, M PRSEREC
%} 9 5 pazufloxacin iF§TEDERE T HHARK. A1t
£#k 43 (S-1): 176~195, 1999
WA, REBIP—, REABIAA, ftb: BIMEVER B
$E |2 ¢ % pazufloxacin 5% % ) FR IR 55 I A B,
A t#E&eE 43 (S-1): 209~226, 1999
B O, FEREK $40EHARLFEREFERIAEA
AL, HEY Y RI 7L, Cefozopran (CZOP,
SCE-2787), L, 1992
HHE 2, HRET: % 39 B HARULEREZERR,
Fr¥ RV Y LI, Meropenem (SM-7338), i
%, 1991
WABER, MMRET: 4 38 Bl HALEREFARR,
PES Ry L, HR810 (Cefpirome, CPR), &
%, 1990
ILE—, EGE—, BH R, i Pazufloxacin i¥
SEOMBE LR in vitro B LW in vivo LEN
IZ2WT, BILEAEE43 (S-2): 1~15,1999
BEHEE: FILEEBRER. HILBEIEE R R RAE (R
(B, ML, p.184~194, 1998
Members of the American College of Chest Physi-
cians/Society of Critical Care Medicine Concensus
Conferrence Commitee: Definitions for sepsis and
organ failure and guidelines for the use of innova-
tive therapies in sepsis. Crit Care Med 20: 864~
874, 1992
AMIERE: SIRS DBEZEH LVREBESE0HATE
D18, Surgery Frontier 1: 7~11, 1994
WILE—, SHBIEH, W5 F, 2 Pazufloxacin it
SHEOMBEEMMRET. BILBRKEE 43 (S-2): 37~64,
1999
TrRFE, Bl B SRBERSEEREORIRERE
ZDERR. FRE BT 5 EREOERAR E ZDE
BX. % 11 B B AR ERSAERTE S, 1998
BFE—, FihEW, FARETF, fib: Enterococcus fae-
calis DIFRFEVEIZB$ 5 EBEMKET. w7 AICHT 5
HHELEAYEOMENS, KAAEFHE6L 318~
323, 1987
REFF 2 Z, MH =88, KW®E T, f: Streptococcus
faecalis \Z% 3 % f-lactam RER O EHEH. f-
lactamase AV 7 LBEHE L OREGHEERIIBITS
penicillin ZEHF D S. faecalis (KT HHBEHIZD
T, Chemotheraphy 34: 399~407, 1986
Birmingham M C, Guarino R, Heller A, et al.:
Ciprofloxacin concentrations in lung tissue following
a single 400 mg intravenous dose. J Antimicrob
Chemother 43 (Suppl A): 43~48, 1999
%l ¥ FtRo—2—-F /0, BRREREE,
fifi 5. (LFHEDHIR 14: 1739~1748, 1998



VOL.48 NO.5 MNEEBICBT S PZFX EHEOBERME L KT EE 373

Clinical investigation and tissue concentrations of injectable pazufloxacin mesilate
in patients with surgical infections
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Pazufloxacin (PZFX) mesilate, a newly developed injectable fluoroquinolone antibacterial agent, was
clinically evaluated for the treatment of surgical infections and its tissue concentrations were measured.
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The following results were obtained. PZFX was intravenously administered at dose of 300 mg or 500 mg,
2 or 3 times daily for 3-14 days to patients with surgical infections. The clinical efficacy rates were 77.8%
(21/27) for intra—abdominal infections, 88.2% (15/17) for biliary tract infections, 3/3 for liver abscesses,
and 71.4% (15/21) for wound infections, and the overall efficacy rate was 79.4% (54/68), and the rate 84.6
% (11/13) for Pseudomonas aeruginosa mixed infections was especially noteworthy. The clinical efficacy
rates were 80.0% (40/50) for moderate infections and 77.8% (14/18) for severe infections. When severe
infections or severe underlying diseases/complications were categorized in the severe disease group, the
clinical efficacy rate was 76.0% (19/25) in the severe disease group, and it was 5/8 even for severe
infections plus severe underlying diseases/complications. The clinical efficacy rate for infections with SIRS
(systemic inflammatory response syndrome) at the start of this trial was 79.3% (23/29). The clinical
efficacy rate in poor responders to other antimicrobial agents was 72.0% (18/25), and the rate of 75.0%
(12/16) in poor responders tof-lactams (including carbapenems) was especially noteworthy. The
bacteriological eradication rates were 64.0% (16/25) for Gram—positive bacteria, 78.9% (30/38) for Gram
—negative bacteria and 79.3% (23/29) for anaerobic bacteria. The bacteriological eradication rate in P.
aeruginosa infections was 72.7% (8/11). Adverse effects were observed in 3 cases: rash/itching, melena,
and eruption. Abnormal laboratory data were observed in 14 cases (17.7%) and major findings were
elevated serum transaminase levels, and a decreased leukocyte count was observed in 1 case. PZFX was
intravenously administered at dose of 500 mg to patients scheduled to undergo cholecystectomy. PZFX
showed useful transfer, with tissue concentrations of 9.85-35.5 ug/ g in the gallbladder tissue and 4.27—
46.5 1g/mL in gallbladder bile, compared to the corresponding serum concentrations of 3.69-19.0 ug/mL,
PZFX was intravenously administered at dose of 500 mg to patients scheduled to undergo lung resection.
PZFX yielded tissue concentrations of 3.49-12.7 ug/g in the pulmonary tissues, 1.1-1.5 times higher than
the corresponding serum concentrations of 3.20-9.40 yg/mL. In postoperative patients, PZFX showed pus
concentrations of 4.61, 4.84 ug/mL, which was half the corresponding serum concentrations of 10.5, 8.12 ug/
mL. These results suggested that injectable PZFX is a useful antimicrobial agent for the treatment of
surgical infections.



