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FLWYY) R VR VBRI Td % pazufloxacin (PZFX) DHE N B L UERRBIZIRIZ
DWTHRET L7,

HMEHICOWTIE, ERRSBERR7EE239%I2 D\ T10° cells/ml TAHB L U HBEZEDOMIC
2Pl L7e &K DMICqoiImethicillin sensitive Staphylococcus aureus(MSSA) 0.2ug/ml, methi-
cillin resistant S. aureus (MRSA) 12.5ug/ml, Escherichia coli 0.1ug/ml, Serratia marcescens 3.13
pg/ml, Klebsiella pnewmoniae 0.1pg/ml, Proteus mirabilis 0.1ug/ml, Morganella morganii 0.1ug/ml,
Pseudomonas aeruginosa 0.78ug/mlT& V), norfloxacin (NFLX), ofloxacin (OFLX), tosufloxacin
(TFLX), lomefloxacin (LFLX) & @ H#IZ BV TIEMSSA, E. coli, K. preumoniae TARH A & b &
N7-MICIE# R L72o $72MRSA, S. marcescensTORFIDOMICIZTFLX L W EFE5 D DD,
FNUANORBEELIIFAE D LIIENTBEETH o725 P. mirabilis, M. morganii, P. aerugino-
salZXF L TIRTFLXEFETH Y, FhUNOHEEI WVERZRETH - 72,

BRR B IC D W T 14B DO IPIR 23RS E B & 14 L T1 B 200mg~ 300mg % 7~ 21 H M#k% 5
LEBRSBEOBRE 21T o720 BXh1281, RRE%1IE, EZIFHTHY, FHXRIE85.7%TH
272, BIERB L UBRREBEORELHIL, £FlICBnTHOL 2 o7,
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Pazufloxacin (PZFX) 13 B LLI{LE T3 (#k) A A RFERT T 1. # &

gIBlsh, BUMLETIREGRR & (B I P +FICL D3t 1.

JUEA

FIRRAFEDONTWEE) FY VRV BRRIEET
bbo KEIDILESE(S)-(-)-10-(1-Aminocyclopropyl) -
9-fluoro-3-methyl-7-0x0-2, 3-dihydro-7H-pyrido [1, 2, 3-
de] [1, 4] benzoxazine-6-carboxylic acid TE¥ Y F[1, 2,
3.de] [1, 4] RV F XFH T VRDIOMIZI-T I ) ¥
O7OENVEERETH I EVEBOFBILEMTH 5,
AHNE 75 L EHEEB & U Pseudomonas aeruginosa @ &
77 ABREREICLEAZEANXY PVvERL, B
# Dofloxacin (OFLX) & DSV HEEMHEHF L T3,
AEIPZFXIZDOWT, HEN B L CBRIREEDRET % 1T
272D TEHET 5,

LB R FEF A B ELICTI991464A & Y
199243 A4 ¥ TORRKRME L b 5 BERT L /- methicillin
sensitive Staphylococcus aureus (MSSA) 27#k, methicillin
resistant S. aureus (MRSA) 508k, Escherichia coli 27HK,
Serratia marcescens 27 ¥k, Klebsiella pneumoniae 27 ¥,
Proteus mirabilis 27 ¥k, Morganella morganii 27 ¥k, P.
aeruginosa 27TBRD THHTE, SEF239kIC DOV T HAR{LE
FIRFESEEEY 1A W R & 10°cells/mI TMICE
ELl, HEHIIIZ 0SSy ¥ —MIT-P(EAMBIE
A1) & /e, HBEEHA L L Tnorfloxacin (NFLX), oflo-
xacin (OFLX), tosufloxacin (TFLX), lomefloxacin (LFLX)
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1992438 L D 199212 £ TIZRKk L, FENE
B N7z PR SRR R B 156012 DV TPZFX D ERFRAYAR
HEITo e AMRIX, BBk - WAk - FE - BMERE - 9
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bk L, £/, BEBREICLY, EREOHEELR
7zo PZFXD# 5 HiE131H100mg% 1 B2~ 3EIE O% 5
T, HEHEIZERIE LTI4HEBLDRE L7,

FaREhRAIERRIEIRDZEE % b & 12, %P (excellent),
A% (good), R A% (fair), %D (poor) D 4EL B THIE
L77e MIBEFHHEIIOVTIIEEL VBRESAED
HE& % 145k (eradicated) , 4 % 7213 ER43-TH 5k (decreased

or partially eradicated), AN % (persisted), B 3¢ %
(replaced) (27 THIE L 720
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LERNZLBEDDEEZ ONAERETBEIZEHEL /2
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1. HENH

ZEEIZx T A K EFEH OMIC range, MIC5o, B £ U
MICqo% Table 11Z/R L 72,

MSSA (25 L TAKI OMICIZ 240.2ug/ml Th V), E.

Table 1. Antibacterial activity of pazufloxacin and other antibiotics against clinical isolates
. . MIC (ug/ml)
Organism No. of strains Drugs
range MICs, MIC,q,
pazufloxacin 0.2 0.2 0.2
S. aureus norﬂoxgcin 0.39~ >100 3.13 >100
(MSSA) 27 ofloxacin ‘ 0.2~25 0.78 12.5
tosufloxacin 0.1~12.5 0.78 6.25
lomefloxacin 0.39~ >100 6.25 100
pazufloxacin 0.2~100 0.78 12.5
S. aureus norﬂoxgcin 0.78~ >100 12.5 >100
(MRS A) 50 ofloxacin 0.2~100 0.78 25
tosufloxacin 0.1~6.25 0.2 3.13
lomefloxacin 0.39~50 0.78 12.5
pazufloxacin 0.1 0.1 0.1
norfloxacin 0.1~6.25 0.39 3.13
E. coli 27 ofloxacin 0.1~1.56 0.1 0.78
tosufloxacin 0.1~0.78 0.1 0.39
lomefloxacin 0.1~1.56 0.2 0.78
pazufloxacin 0.1~3.13 0.2 3.13
norfloxacin 0.2~50 6.25 50
S. marcescens 27 ofloxacin 0.2~3.13 0.39 3.13
tosufloxacin 0.1~3.13 0.2 1.56
lomefloxacin 0.2~12.5 0.39 6.25
pazufloxacin 0.1 0.1 0.1
norfloxacin 0.1~3.13 0.39 3.13
K. pneumoniae 27 ofloxacin 0.1~0.78 0.2 0.78
tosufloxacin 0.1~0.2 0.1 0.2
lomefloxacin 0.1~0.78 0.1 0.39
pazufloxacin 0.1 0.1 0.1
norfloxacin 0.1~0.2 0.1 0.2
P. mirabilis 27 ofloxacin 0.1~0.2 0.1 0.2
tosufloxacin 0.1 0.1 0.1
lomefloxacin 0.1~0.39 0.1 0.2
pazufloxacin 0.1 0.1 0.1
norfloxacin 0.1~1.56 0.2 1.56
M. morganii 27 ofloxacin 0.1~0.2 0.1 0.2
tosufloxacin 0.1 0.1 0.1
lomefloxacin 0.1~0.78 0.2 0.78
pazufloxacin 0.2~1.56 0.39 0.78
norfloxacin 1.56 ~50 12.5 50
P. aeruginosa 27 ofloxacin 0.39~6.25 1.56 3.13
tosufloxacin 0.2~0.78 0.39 0.78
lomefloxacin 0.78~12.5 3.13 6.25
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coli, K. prneumoniaelZ 5t L TEAHF OMICIET VTN d Lk
Olpg/mlEMMDEEICH LEDENMELERL
=0 MRSA, S. marcescensiZ3F L TARHF| DMICyid TFLX
INEFL -T2, ZOMOBELIIFAET
BFNLUEDIETITH o7z, P. mirabilis, M. morganii,
P. aeruginosalZ3t L CAFIOMICIITFLX L A% TH 1,

FRUNOEH L ) bERIHEN 2R

2.

ERPRZH R

B % DIER % Table 21278 L7z, MR EFEGIERES
Bln> b, NBEELREREED %216 (No. 6) % oM L

L7e AT R 2 14BICDOWVWTON

i, BHREX

K140, BERELLH, [EILRELS, BENE

Table 2. Clinical summary of 15 cases treated with pazufloxacin

Case Age Underlying disease Evaluation .
() Diagnosis & Daily dose [Duration |Isolated organism — — Side effect
10 Igey complication bacteriological| clinical
. . NF
1 6},5 acute bronchitis ﬁl aberttes mellitus 1,49 mgx3 7 i) unevaluable | good =)
ypertension NF
76 ischemic heart S. pneumoniae )
2 M chronic bronchitis disease 100 mg x 2 7 eradicated good =)
arrhythmia NF
. . S. aureus
3 719 chronic bronchitis g;;:;tizggéhtus 100 mgx2| 14 ) eradicated good -)
=)
n H. influenzae
4 F chronic bronchitis diabetes mellitus |100 mgx3| 10 l eradicated good -)
NF
7 H. influenzae
5 F chronic bronchitis diabetes mellitus |100 mgx3| 10 ! eradicated good -
NF
M. catarrhalis
*6 4; chronic bronchitis () 100 mgx 3 7 S. a1lmzus unevaluable |undecided|undecided
NT
. . S. pneumoniae
7 7F1 chronic bronchitis gl;;):;&:;}:rllhtus 100 mgx3| 14 NlF eradicated good -
. . S. pneumoniae
ischemic heart . .
8 76 chronic bronchitis disease 100 mgx 3 7 P. aeruginosa partially poor C)
M . i1 eradicated
diabetes mellitus s .
. pneumoniae
7 H. influenzae
9 M bronchiectasis ()] 100 mg x 2 7 i eradicated good (=) ¢
)
10 173 [bronchicetasi ischemic heart NF
M ronchiectasis disease 100 mgx 3| 21 NlF unevaluable good )
. . . NF
74 | pulmonary fibrosis diabetes mellitus
ERY (secondary infection) |hypertension 100 mgx2| 7 NiF unevaluable |  good =)
. . . NF
74 | pulmonary fibrosis diabetes mellitus
12 1M (secondary infection) |hypertension 100 mgx3| 14 NlT unevaluable | good =)
. ischemic heart NF
77 | pulmonary fibrosis 1
13 h ; disease 100 mg x 3 7 1 unevaluable | good -)
M | (secondary infection) hypertension NT
76 | pulmonary fibrosis | diabetes mellitus S. pneumoniae . ,
14y (secondary infection) |hypertension 100 mgx3| 14 NlF eradicated fair -
70 |silicosis diabetes mellitus NF
15 ' m (secondary infection) |hypertension 100 mgx3| 7 NlF unevaluable | good =)

* Patient did not visit the hospital after the first medical examination
NF: normal flora
NT: not tested
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HRNT BB, KMSBITHD, FEHI65~T7TRTE
B726%THo 72, AROHKESHMIZ7T~218MT7H
BR5Er R D% <, RR2IAMKSEII16H -7,
SHICERRFE T RS &L BUREXL, [EXIRIE
RUBHTIEVWTINOEHNTH ), BHREIRTIES
BIHER, 1BIAERNTH o 72, FERHEE TIE3BIAERD,
1R R BN TH o 72, EEDENEIL85.7% (12/14
B)THolo MBEFBNFIZDOWVTIES. aurens 11k,
H. influenzae 38K, S. pneumoniae 4%k, P. aeruginosa 1%k
DD BE SN, S preumoniae 1¥RDSTERR L 72D D
DENLDANDKIZ TN THEK L 72, BERIZEHFIFED
Lhholz, 72, KEESH, BRIIBITABRRTMES
Table 3IZ/R L72o AHNZ LB DD EE R LN AREE
DEEEHIZD L h o7,

om = =

PZFXIIH LK AR SN/ E Y U H VKRV BERILHE
ET, MOHENERLVIEAXY PLEFLTED
77 LGHHE, 7T ABREEIIE L THEVWIIENZ R,

PZFXDIUH ) % BRIR 7 BEVR TR FE23 9K 12 D\ THRET
L72& 2T AMSSA, E. coli, K. pnewmoniaelZ 4+ L TPZFX I
MEEEICL LR OENZIMEN 2R L, MRSA, S
marcescens\Zxt L TIITFLX L W EFEH DD, Fh
DANDOHEEL VENBKETH o720 P. mirabilis, M.
morganii, P. aeruginosalZxt L TITMILELE LRI D L <
WBENLUEDOMICE/RL TV X W ERFNIL T T L5

HHEPE 77 LRI CERZIRENZRL, T

ADENTEN B TAERTHHEFTR L),
W PR BRI, PR OR 2 R B 14 60 (2 3F L A A1 200 ~
300mg/day # #x 5 L 7246 %, AR126, LRXEZ1H,

Table 3. Laboratory findings before and after pazufloxacin treatment

Case RBC Hb Ht Plt. WBC Eso. GOT | GPT | ALP BUN s-Cr
no. (x10% | (g/dD) (%) (x104mm® | (/mm?) (%) 19)} vy (10)} (mg/dl) | (mg/dl)
1 b 402 12.3 34.8 19.2 6,400 2.6 20 15 171 21.9 0.88

a 425 12.7 36.3 20.1 4,900 3.9 23 24 170 17.6 0.83

2 b 504 15.0 46.1 13.2 6,700 3.3 20 13 135 19.0 1.01

a 480 15.3 44.0 15.3 6,300 6.3 17 13 127 18.4 1.04

3 b 465 15.0 43.0 17.1 5,000 3.4 38 34 195 13.6 0.59

a 451 14.7 41.3 16.0 6,400 2.9 27 20 191 12.8 0.59

4 b 465 13.6 40.9 19.7 10,500 2.0 14 16 104 17.7 0.43

a 471 13.8 414 20.5 7,400 3.0 13 10 101 12.4 0.49

5 b 414 14.0 42.3 29.7 10,100 2.0 13 9 124 18.1 0.70

a 422 14.1 42.5 27.8 7,200 3.0 16 10 121 14.5 0.68

*g b 430 12.8 37.2 20.6 6,500 1.6 11 7 110 13.7 0.69
a NT NT NT NT NT NT NT NT NT NT NT

7 b 483 15.2 43.5 18.4 4,900 1.6 35 29 148 15.1 0.64

a 475 15.0 42.7 17.2 4,300 1.7 28 24 150 13.4 0.63

8 b 483 14.3 41.3 14.9 4,800 6.3 21 13 141 14.9 0.91

a 461 13.9 39.1 12.0 4,500 1.9 17 13 123 14.2 0.75

9 b 449 14.5 41.5 19.7 14,700 0.6 16 10 113 21.8 0.90

a 441 14.2 40.5 23.6 6,600 2.5 17 11 112 19.1 0.92

10 b 459 14.6 42.2 19.3 6,900 1.2 31 23 128 23.0 1.11
a 475 15.1 43.1 18.6 6,600 2.1 22 16 118 17.3 1.11

1 b 460 15.3 42.8 21.9 14,300 0.4 15 4 143 11.3 0.98
a 463 15.2 43.1 29.5 8,300 0.6 13 8 165 14.7 0.93

12 b 459 15.1 43.0 23.6 5,900 0.8 13 8 165 14.7 0.93
a 468 15.2 43.6 23.5 6,400 0.9 14 10 166 12.8 0.99

13 b 421 13.0 37.8 21.7 9,100 2.7 18 14 136 21.6 0.94
a 410 12.5 36.5 21.0 7,800 3.6 15 9 123 25.2 0.85

14 b 462 14.5 41.2 20.0 5,200 1.5 13 6 129 12.6 0.97
a 453 14.2 40.3 22.1 6,100 1.0 13 8 121 12.6 0.92

15 b 475 15.6 44.8 22.4 5,600 1.1 11 5 118 21.6 1.01
a 515 16.9 48.7 22.1 5,000 1.1 14 4 116 19.8 0.98

b: before  a: after NT: not tested

* Patient did not visit the hospital after the first medical examination
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The antibacterial activity and clinical effects of pazufloxacin (PZFX), a new quinolone antimicrobial
drug, were investigated. Minimum inhibitory concentrations (MICs) of PZFX were examined against 239
strains of 7 clinically isolated species at 10° cells/ml using plate dilution method. The drug showed 90%
minimum inhibitory concentration (MICso) levels of 0.2 ug/ml, 12.5 pg/ml, 0.1 zg/ml, 3.13 pg/ml, 0.1
ug/ml, 0.1 pg/ml, 0.1 pg/ml and 0.78 pg/ml against methicillin sensitive Staphylococcus aureus (MSSA),
methicillin resistant S. aureus (MRSA), Escherichia coli, Serratia marcescens, Klebsiella preumoniae, Proteus
mirabilis, Morganella morganii and Pseudomonas aeruginosa, respectively. PZFX was administered to 14
patients with respiratory infections diseases at a daily dose of 200~300 mg for 7~21 days, and the
clinical effects were investigated. The drug was effective in 12, slightly effective in 1 and ineffective in 1.
An efficacy rate was 85.7%. None of the patients had side effects or abnormalities in clinical laboratory

tests.



