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1. Methicillin-susceptible Staphylococcus aureus (MSSA), Streptococcus pnewmoniae, Haemophi-
lus influenzae, Branhamella catarrhalis, Klebsiella pneumoniaelZt$ A MICI130.01 ~4ug/mliZ &
), sparfloxacin (SPFX) % levofloxacin (LVFX) & 3 IZREOEN-IBE N R L 7%
methicillin-resistant S. aureus (MRSA) {25+ 3 5 MICqold4pg/mlTH V), SPFXRLLVFXIZHL L1
NIME N % H LT/, Pseudomonas aeruginosalZ ¥t 3 A MICooid64ug/mlTdH H, SPFXXR
LVFXIZH BB N TH o 72,

2. Chlamydia pnewmoniae, Chlamydia psittaci, Chlamydia trachomatis\Z3$3 AMICi£0.25~0.5
pg/mliZd 1), tosufloxacin, SPFXIZI345% b D D, ofloxacin, ciprofloxacin & F4E DHE I % 7~
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3. DMPARZRERGELIOBI % xf B ICBLFX % L - R, BRHFIIED2H, Ax176, £D
18T, 0%DAEMETH 72, BMEREL LT, FEEERKIIEAD T, BRIREMBEOEE L LT

1B E O R RERE & % 52072,
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Balofloxacin (BLFX) i&, ##}ELEMRAZHIZEBVTEH|
BEINIFHLVEOREY) FrAVKEVBAAEETH
bo FORBELT, VY7 LBHEBLU S 7 LENHE
WL B AR PV R R L, %2 Streptococcus
pnewmoniae, Enterococcus faecalis’es D7 J LIGHE B &
U Bacteroides fragilis’s £ DGR 2T L TIIBEFEA
INBUENEET 5, T2, BIERIZBVTHK
HEERII T AEARCKREEIBEFEAIZLL, L2v
CENHERINTVE, FELE DX, ZHBLFXIZD
WTEEHRRS KRB L N7 7 39713 AMIC % )
EL, B THREFREEIONIZARRIZFEHRAL T, £
DEMEL O TIIREB LT L 2O THRET 5,

I. o/ & 5 &

1) #H&Eh

O RS Bk

1% FH B8 bk 13 5 PR 43 B methicilin-susceptible Staphylococ-
cus aureus (MSSA) 30%k, methicillin-resistant S. aureus
(MRSA) 20 %k, Streptococcus pneumoniae 10 #k,
Haemophilus influenzae 4 ¥k, Branhamella catarrhalis 31
¥, Klebsiella pnewmoniae 50KK, Pseudomonas aeruginosa
50T b, MICORIEIX, HARLEEFEFRIEREEC
ftv>, MIC 2000system & i\ T E W AR RiE TIT -

72 [B)B¥ 12 sparfloxacin (SPFX), levofloxacin (LVFX) ®
MICZ #lE L, HBMRETL 72,

@ 753Y7

FE B IL, Chlamydia preumoniae (TW-183%k B &
" KKpn-1 #&), Chlamydia psittaci (Budgerigar #k),
Chlamydia trachomatis (D) T 5, MICD #ll % 1%, Hela
229412 % AV TH AR L FE BB F ST HEE > TTo
7zo BLFX & [A] B¥ 12, ofloxacin (OFLX), ciprofloxacin
(CPFX), tosufloxacin (TFLX), SPFX, minocycline
(MINO), doxycycline (DOXY) DMIC % & L H#ikaT L
7z

2) ERRBIRRET

MERIZNGERREPHRBZNE 2 ZZ L-EBET, &
FEGDORIEDOH S N7 IFRISZELERELIORNT, B
PESB, KHESBI, FERHII3SRALTIHTH 72, KE
DAFRIZ, BHRELLLIG), MixsHl, BHEREIK2
Bl, REXMBICTREBRPELFRL2BITH S,

M52 L, BLFX1[E200mg%, 1H2[@, 7~15
HEER LERRA A RS L RET L7, BRRZDR IR,
VESRPEIR, MOEXARPTR, ARitfE, CRPME, HMIKED
HEDREL O PIIEEPORAFDHEENDFEIZL
. %) (Excellent), %) (Good), % & %h (Fair) B &

*T701-01 @R ARTHILE577
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UM (Poor) DAERFEIZHIE L 72V, & HIIAKIIRS +
OBEMEER, ESRIKRDOBRKRRERRIZOVT SR
L, ZE&MxaFimL 72,

I. & i

1) HED

@ ERR5BERR (Table 1)

MSSA, S. pneumoniae, H. influenzae, B. catarrhalis, K.
pnewmoniae\Z ¥t $ HMICIZ0.01 ~4ug/mliZd V), SPFX
RLVFX LIRS OBENIE N %R L7z MRSAIZ
4 AMICoolddpug/mlITH Y, SPFXRLLVFXIZHE LEN
HENEAR LTz, P aeruginosalZ T3 % MICq it
64ug/mlTH Y, SPFXRLVFXIZH LB NI TH o172,

® 7537 (Table 2)

BLFX® C. pneumoniae, C. psittaci, C. trachomatis\Z X

AHMICI30.25~0.5ug/mliZ & 0, TFLX, SPFX, MINO,
DOXY 213455 & D ?D, OFLX, CPFXtRI% DA N %
L7z,
2) ERIRA9IEES (Table 3, 4)
EFILOEMREZSKTIE, BLFX1[E200mgZ% 18 2[q]
THRMER L, BEROIZIIERTH 72, MIRFRIIZIE,
S. aureus\IEHE EN2D5, K. preumoniaelTFHE L 72,
EBI2~6D R4 D56) Tix, BLFX1[E200mg#%* 1H2
M, 4~15BRMMER L7, BRRAIIZIZZERDLBI, ARN36,
ERIBITH o7z, MEFHITIE, FEBFISTS preumo-
niae, S. aureus, B. catarrhalis, FEB)5 T H. influenzaeh 57 B
SN, KIS IZEDBRES N,
EFI7~ 100 BHREZ K26, [REXWMEICTRE
BRYE 7 R L 72260 Tix, BLFX1[EI200mg%* 1 H2[E]7

Table 1. Antibacterial activity of balofloxacin against clinical isolates

Test organism Drug MIC (ug/ml)

(No. of strains) range 50% 90%

S. aureus (MSSA) balofloxacin 0.01~4 0.03 2.0

30) sparfloxacin 0.01~8 0.03 0.5

levofloxacin 0.12~16 0.25 2.0

S. aureus (MRSA) balofloxacin 0.25~8 4.0 4.0

(20) sparfloxacin 0.05~8 8.0 8.0

levofloxacin 1~16 8.0 16.0

S. prneumoniae balofloxacin 0.12~1 0.5 1.0

(10) sparfloxacin 0.12~2 1.0 1.0

levofloxacin 0.5~2 2.0 2.0

H. influenzae balofloxacin 0.01~0.5 0.01 0.5
4) sparfloxacin 0.01~0.03 0.01 0.03
levofloxacin 0.01~0.06 0.01 0.06
B. catarrhalis balofloxacin 0.01~0.5 0.06 0.12
31) sparfloxacin 0.01~0.12 0.01 0.01
levofloxacin 0.01~2 0.03 0.06

K. pneumoniae balofloxacin 0.01~4 0.12 0.5
(50) sparfloxacin 0.01~0.5 0.01 0.06
levofloxacin 0.01~1 _ 0.03 0.12

P. aeruginosa balofloxacin 0.5~256 8.0 64.0

(50) sparfloxacin 0.06 ~ 256 2.0 16.0

levofloxacin 0.06 ~ 256 1.0 8.0

MSSA: methicillin-susceptible S. aureus

MRSA: methicillin-resistant S. aureus

Table 2. Antichlamydial activity of balofloxacin

Organism MIC (ug/ml)
Strain C. pneumoniae C. psittaci C. trachomatis
Drug TW-183 KKpn-1 Budgerigar D
Balofloxacin 0.5 0.5 0.5 0.25
Ofloxacin 0.5 ND* 0.5 0.5
Ciprofloxacin 1.0 ND 1.0 0.5
Tosufloxacin 0.125 ND 0.063 0.125
Sparfloxacin 0.063 0.031 0.063 0.063
Minocycline 0.015 ND 0.015 0.015
Doxycycline 0.031 ND 0.031 0.015

ND*: not done
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BEERL, EWL6, %361 TH - 72, MEFHICIT,
FEBIT7 TS, preumoniae & ' H. influenzae, FEF9, 10T
H. influenzae?S 5B S L72hS, RRZRSICIVBRE SR
726
EEREHERIIRO 2o 72,
BRRREMEDORF X, fEFIBT, GOT, GPTOEED
Nzl 7z,

I % .
RESDMBENERET LR ICBWT, BLFXIZ,
MSSA, S. pneumoniae, H. influenzae, B. catarrhalis, K.
pmeumoniaelZ X L CTEEF DOSPFX, LVFX & (2 IRFEI% DT
BANZAEL T, T, RERAREDOREEZENO—D
ELTHIBEE > TWABMRSA?IZXT LTS, MICyoht4
pug/ml& SPFX, LVFXIZH L TENR BN ZR L 72
CEAMNMAREZR LI LD LT HEEREREED
FTEIREHE TDH 5D P. aeruginosalZ xF L Tix, SPFX X
LVFXIZ% AMHE I TH o 7zo b & ) BLFXD—# 4

BT APLE P, P aeruginosa * B V> TSPFX %
LVFX & 1ZIZFA%TH Y, MRSAIZH L TIREG L A%
bDEER LN,

B, SR EgyE R, 1BMREREED 2R
BEoFEMEYOVEDLELTEBIR TS
preumoniae” X (I LO L THEIES T IV TITHLTY,
TFLX R SPFX 2 1Z 4% 5 b DD, BLFH O OFLX %
CPFXLFAEDHENZALTBY, +OBERICHTES
Hb5DEER LN,

ERIRBIMET ORE R, 10ERIRERN2HE], BFRH7H,
WANLBITHY, 0B DERETH o7z, MEFRIIZIE,
S. preumoniae, S. aureusH % % 28k, H. influenzaedS4#%,
K. pneumoniae, B. catarrhalishS &4 LR $ O3B S h -
A, ARG HDFER L72DIXK preumoniaeD AT -
720 B, BEFEOE Y FY VAV BRIEENSAT
H5S. pneumoniaeD 2R ARG IZ L W HE L2 L
IFRRTREFLEZOND,

Table 3. Clinical efficacy of balofloxacin

L Isolated .
Case | Age . . Underlying disease organism Daily dose Evaluation Side
Diagnosis or before and duration
no. |Sex S . effects
’ complication ( ) (mg x times x days) - - —
after bacteriological | clinical
S. aureus
1 6;;7 acute bronchitis none K. pneumoniae 200x2x7 decreased good (=)
K. pneumoniae
49 . none
2 M pneumonia none 200x2x7 unevaluable good =)
none
S. prneumoniae
51 . S. aureus )
3 F pneumonia none B. catarrhalis 200 x 2 x 4 eradicated poor )
none
66 ) ) none
4 M pneumonia aspergilloma 200x2x 8 unevaluable good =)
none
54 ) H. influenzae
5 F pneumonia none 200x2 x 15 eradicated good (=)
none
79 . none
6 M pneumonia none 200 x2 x 14 unevaluable [excellent =)
none
67 S. pneumoniae
Y chronic bronchitis none H. influenzae 200 x 2 x 7 eradicated good =)
none
55 . . none . 35
8 M chronic bronchitis none — 200x2x7 unevaluable good ggg 58:38
9 35 | bronchial asthma H. influenzae .
F | with infection none m— 200x2x7 eradicated good =)
35 |bronchial asthma H. influenzae .
10 12 | with infection none — 200x 2 x 7 eradicated |excellent =)
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Table 4. Laboratory findings

Case RBC Hb Ht Platelet WBC Eosino GOT GPT BUN Cr
no. (x 104/mm?3) (g/d (%) (x 10*/mm?3) (/mm?3) (%) Iu)y 1e)} (mg/dl) (mg/dl)
451* 12.9 39.1 22.6 8400 5.7 11 17 20 1.1
1 138 125 | 376 216 6200 | 59 | 1 | 1 1 11
524 15.8 45.7 NT 13200 NT 13 13 17 1.4
2 533 %62 | 176 37 a0 | 18 | 12 | T 20 13
408 12.0 37.1 28.8 6100 0.0 12 17 14 0.9
3 399 115 | 360 281 w600 | 13 | 3 | 2 5 09
424 12.0 37.5 39.8 11600 1.0 15 13 19 1.0
4 104 11 | a1 107 6100 | 20 | 12 21 1.0
399 11.1 34.9 31.0 9500 0.0 28 24 12 0.8
5 124 7 | 372 312 5900 | 05 | 8 | 15 10 09
427 13.1 40.4 34.3 5800 3.0 20 17 24 1.5
6 123 131 | 203 274 600 | 36 | 17 | 16 2 14
412 13.3 38.3 35.2 10100 4.0 13 18 13 0.9
7 138 139 | 109 335 00 | 10 | 1z | 18 16 10
415 13.3 39.5 36.2 7200 1.7 20 19 18 0.8
8 a7 133 | 396 348 00 | 22 | B | 38 21 0.9
453 13.7 40.9 22.0 5300 3.0 12 12 16 0.9
S 131 130 | 394 26.0 o0 | 27 | 1 | 1 17 0.9
420 13.1 38.0 26.9 16500 0.5 8 13 7 0.8
10 395 1Z1 | 354 %2 S0 | 70 | 8 | 12 1 10
before
) after
BERE LTid, BEEERIIZED T, BREEEOR X 73
BELTIBNCEEDIRERELRD/OAT, &8 1) BIE#WE  MAEMEOBERFEMELEIZOWVT,
DEVWERITHLZ LD b7, — & MR SRR IE —, R AFRR 42: 239~
DEDHKERDS, KHENLS. preumoniae, MRSA K> & & 243, 1993
LIZZIITPTIZVA T TRIEVIEEE*ELTH 2) MABEE : MRSAED R EYE, HAE&E 81:
D, BRADRIZOEN, ZEBLBVEATHEI LN 1609~1614, 1992
R ENTz, AENE, SPEMER 2 ERGE 2 O 18 5B 3) K¥H¥E, FEAEFRE, BENKE: 753 T7RK
REF T, MOTHVARME D LEEWNEFETE Y fE, WP - & E D KE| . MEDICAMENT

AERTHLEEZ NI, NEWS 1405: 2~3, 1993
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Clinical study of balofloxacin in respiratory tract infections

Niro Okimoto, Yoshifumi Kubota, Naoyuki Miyashita, Kohichiro Yoshida, Masamitsu Nakajima,
Yoshihito Niki and Rinzo Soejima
Division of Respiratory Diseases, Department of Medicine, Kawasaki Medical School

577 Matsushima, Kurashiki 701-01, Japan

We performed bacteriological and clinical studies on balofloxacin (BLFX), a new quinolone derivative,
in respiratory tract infections and obtained the following results.

1) The MICs of balofloxacin against methicillin-susceptible Staphylococcus aureus (MSSA), Streptoco-
ceus pnewmoniae, Haemophilus influenzae, Branhamella catarrhalis and Klebsiella pneumoniae ranged from
0.01 to 4 xg/ml, equal to those of sparfloxacin (SPFX) and levofloxacin (LVFX). The MICgo against
methicillin-resistant S. aureus (MRSA) was 4 pg/ml, which was superior to those of SPFX and LVFX.
The MICgo against Pseudomonas aeruginosa was 64 pg/ml, inferior to those of SPFX and LVFX.

2) The MICs against Chlamydia pneumoniae, Chlamydia psittaci and Chlamydia trachomatis were 0.25
~0.5 pug/ml, equal to those of ofloxacin and ciprofloxacin but inferior to those of tosufloxacin and SPFX.

3) Ten patients with respiratory tract infection were treated with BLFX. Efficacy was rated as
excellent in 2, good in 7, and poor in 1 case. The overall clinical efficacy was 90%. No adverse side effects
were seen, but there was 1 patient with mild liver dysfunction.



