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M e - RE BT MTRFSAE - BILES" - M ERIE - SFTHE] -
SAEF - IREKGA - #EEFT - KERS - KiE—GL - AREHE—ED
LERFEFIR LR, H—5H

=HHERD
SIFE RS

FLwx Oy REABIMEZETH bbalofloxacinlZ D\ THEMESZ 5 ) 5 &R, FakHy
B EITVWRDO L) LEREEB,

1. PLE T ERFK 2B O methicillin-sensitive Staphylococcus aureus, coagulase-negative Staphy-
lococcus, Enterococcus spp. 72 £ D7 T LARGHEEKE 24 L Tid50% LA ED#k£50.78ug/mILLF &
MIC%Z /R L7z, %72, methicillin-resistant S. aureus?®MICoold 3.13ug/ml T o 72, Escherichia
coli, Klebsiella pneumoniae, Klebsiella oxytoca, Enterobacter aerogenes® @ 77 LAFEMRBEIZXT L T
T EMR156pg/ mLLT DB WHLE T % 7R L 72A%, Morganella morganii, Serratia marcescens,
Pseudomonas aeruginosa, Pseudomonas cepacia, Xanthomonas maltophilialZl¥, E\WMICEZ/RTHD
FIEL 7

2. BRIRBRRET | AA % 7B ONEHEIBUREE RS L, Ex36I, Axh4F L EboTRIF
BB R, 7, KBICERR TS LEELNLEERHORE, BRBREEORELE)NIZ1H
LD LN h oz,
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Balofloxacin (BLFX, f% 2 — F Q-35) (& A ELEEMKK
SHTAR SN, FRBLPAERF NS A F—HKAE&H
THERBBEINZHLF /0 ROZRORMEETS
5o RRNIMBLWIENEZET 5205, &IV T A
KW, BAME, v M 375X7, 277 IVTHEIINL
TRWENEFET A, $72, A GF RO RKESS
FEERDHR LN, GHRIBEHII L THILFEMIIEE
T, REBEELIRBRLICWEENTWES, BE
HNEBBBIIE BV THBMERL N M) A7 BB
MLTBHYEVIE N & & b, BeB0HVLFER
BRINLZIN TV 5,

I T, bhvbihii, BLEXO# R ESUK G5 BER (1
XY HHE N B & OHVEHEBURGE 12339 5 BRIRBIARES
Y7o DTHRET 5,

I. MEBLUVHZE

1. HE B

ILERFE—NFHI BV TIELITo 2 EEREDNS
5B L 72 Staphylococcus aureus, coagulase-negative Staphy-
lococcus (CNS) , Enterococcus spp., Escherichia coli, Klebsiel-
la pneumoniae, Klebsiella oxytoca, Morganella morganii, En-
terobacter cloacae, Ewntervobacter aerogenes, Servatia marces-

cens, Pseudomonas aeruginosa, Pseudomonas cepacia, Xanth-

omonas maltophilialZ 2\ > TBLFX$ X Wofloxacin (OFLX)
DOR/NEBIEEE (MIC) % B &MLFEEEFE, MIC/
ZERDEDIHEIER L, ERXFEREREIZLD
WE L7 % BEEREEIL10ells/m], I3RS T
1R AR (BK) 2 FER L. 728 aureuslZD T
i% methicillin (DMPPC) O MICA$12.5ug/ ml LL F O #k %
methicillin-resistant S. aureus (MRSA) & L, 6.25ug/ml
LLUF D%k % methicillin-sensitive S. aureus (MSSA) & L 72,

2. ERIRARRET

ILERFH—NEB L R FERENEHCB W TER
4E6A D HTHAELI2A DI ARE F 721358812 Thisg
BT o PR EEBE T, BBREMORIE BN
72T E LTz, REOKS FHiEIE10E 100mg~
200mg#x 1 H2[, A&30DIZARS &7,

FRRZN RO E ISR O EREE IR, KDEBY
2D T,

Z % (excellent): &5 %E L VIEROBENZD SN
AR X

A3 (good): HKEBERE I ZRIEERDE LD 51
Al N,

LR/ (fair): HEBIERPLET S D +5HEEN
Bholzbd

*T734 LBHEEXEL-2-3
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7N (poor) : RAEIERDAZES L CIIELLZDD

2 BEIVEA, BRRMREEBORTELE IOV TIIEAL
FREFRBEIEAHEAERITZERREIMAEREIZL
HIRBRIEBIZ BT HBIER, BRRREMEEE OHEE
| RBEIZLTIT> 7,

I. & "

1. SRURESBER IS AHE D

EAEERIR 5 BERR (X 5 A K| £ OFLXDMIC D53 Ai %
Table 18 X U212k L 72,

Y, U5 LABBEKEIIDOWTAS LMSSA(26%k) T
({EBLFXOMICIZF<0.05~3.13ug/mliZ53 AL, E— 213
0.20ug/ml T3 Y, OFLXi30.39~25ug/ml, ¥— 7 &

0.78ug/ml T & - 72, MRSA (84#k) TIXBLFXId<0.25
~12.5ug/mZ3 A L, ¥— Z71£3.13xg/ml, OFLX |}
020~125ug/ml T, ¥—213125ug/mlTHo 7, 3
72CNS (38#k) TIZBLFX130.10~50uxg/ml (¥ — 7 {#1.56
pg/ml), OFLX130.39 ~ 25ug/ml (¥ — 2 {E6.25ug/ml),
Enterococcus spp. (55 #k) T & BLFX 13 0.39 ~ 25 yg/ m
(¥— 2 fE130.78 ug/ ml), OFLX 13 1.56 ~ 100 < pg/ml
(E— 7 {Ei1x50ug/ml) TH o7,

—%, 77 LEMRE T, ELHEIIDWTBLFX0)
DAk M BEE coli (44%K) 1X, 0.20~0.78ug/ml, K
pmeumoniae (16#E) 1£0.39 ~ 1.56ug/ml, E. cloacae (174%k)
0.39~3.13ug/ml, P. aeruginosa (38#k) 3.13 ~50ug/mlT

Table 1. Susceptibility of clinical isolates to balofloxacin and ofloxacin (gram-positive cocci)
Organism D MIC (ug/ml)
(no. of isolates) g range 50% 90%
Methicillin-sensitive balofloxacin =0.05~3.13 0.20 3.13
Staphylococcus aureus ofloxacin 0.39~25 0.78 25
(26)
Methicillin-resistant balofloxacin =0.25~12.5 3.13 3.13
Staphylococcus aureus ofloxacin 0.20~12.5 6.25 12.5
(84)

Coagulase-negative balofloxacin 0.10~50 0.78 3.13
Staphylococcus ofloxacin 0.39~25 6.25 12.5
38)
Enterococcus spp. balofloxacin 0.39~25 0.78 12.5
(55) ofloxacin 1.56 ~100< 25 50

Table 2. Susceptibility of clinical isolates to balofloxacin and ofloxacin (gram-negative rods)
Organism MIC (ug/mi)
. Drug

(no. of isolates) range 50% 100%
E. coli balofloxacin 0.20~0.78 0.39 0.39
(44) ofloxacin 0.10~0.39 0.10 0.20
K. pneumoniae balofloxacin 0.39~1.56 0.39 0.78
(16) ofloxacin 0.10~1.56 0.20 0.20
K. oxytoca balofloxacin 0.20~0.39 0.39 0.39
5) ofloxacin 0.10~0.20 0.10 0.20
M. morganii balofloxacin =0.05~25 0.78 25

9 ofloxacin =0.50~6.25 0.10 6.25
E. cloacae balofloxacin 0.39~3.13 0.39 0.78
a7 ofloxacin 0.10~0.39 0.20 0.39
E. aerogenes balofloxacin 0.39~0.78 0.39 0.78
4) ofloxacin 0.20 0.20 0.20
S. marcescens balofloxacin 6.25~25 6.25 25

(6) ofloxacin 6.25~50 12.5 50

P. aeruginosa balofloxacin 3.13~50 6.25 12.5
(38) ofloxacin 0.78 ~50 1.56 6.25
P. cepacia balofloxacin 3.13~25 25 25

3) ofloxacin 3.13~12.5 12.5 12.5
X. maltophilia balofloxacin =0.05~25 3.13 12.5
10) ofloxacin =0.05~25 3.13 6.25
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2. BRIRBORRES

AR EHS L, BERZIEZ AT L7 ESNIZ R TIRE?2
B, Alkge3f), ALFIEEREL1FIB L FARELB, &
M Td o 72 (Table 3) o BREENEEEITVTN O ERSE
W LIEHEET, 58131 H 200~400mg (5+2) %
5~8HMTH o7,

BRI EIE, ER3BI, AR4BITHY, LLEM,
‘| DOBNL % Ao 72

TRED OB XN/ EERIES. aureus 18K, S, epidermi-
dis 2Kk, E. faecalis 1¥k, Corynebacterium 28k, E. coli 1%k,
P. aeruginosa 2¥RDETIMRT H o 72H%, BHHEAKLETH
2 72P. aeruginosa 1¥k, E. faecalis 1M DBV TH o 72
DAMETRTHEE L,

RENZRERRAT S L BbLN BEI1EH (Table 3) B £ U
RAREAED B L E (Table 4) X161 OSSN Ao

<]

o

Table 3. Clinical results of balofloxacin treatment

Age | Infected disease Balofloxacin treatment Isolated organism . .
Case | (yr) Severit (MIC* for balofloxacin) Clinical | Side
no. |and | underlying disease y dose duration total before efficacy | effects
sex | and complication (mg x times) | (day) |dose (mg) after
47 subcutaneous S. epidermidis (+) (0.05)
1 F abscess mild 200 x 2 5 2,000 Corynebacterium sp. (+3) (0.39) | excellent | (—)
(-) (=)
subcutaneous . L.
2 | & abscess mid | 200x2 7 2,800 S. e’”‘“;’”’)‘i’“‘ (+3) good | ()
=) B
3 61 wound infection mild 100 x 2 8 1,400 P. aeruginosa good o)
F rectal cancer moderate (=)
. . P. aeruginosa (+3) (6.25)
) 62 woun(:.l infection | moderate E. faccalis (+3) 0.78)
ileus moderate 200 x 2 5 2,000 - good (=)
M chronic renal failure | moderate P. acruginosa (+2) 25)
E. faecalis (+2) (0.78)
5 79 | wound infection mild 100 x 2 5 1,000 S. aureus (+) (1.56) good —)
M rectal cancer moderate =)
6 %/} perirectal )abscess mild 200 x 2 7 2,800 E. col ((+ ‘?) 0.10 excellent | (—)
; ? m:zsti)tis mild 200 2 5 2,000 Co;ynebactenu(m )sp. (+) (0.05) excellent | (=)
*MIC: pg/ml
Table 4. Laboratory findings before and after administration of balofloxacin
Case RBC Hb Ht WBC Plts. GOT GPT Al-P +-GTP LPH LAP T-Bi BUN Cr
no. (10Ymmd®) (g/dl) (%) (/mmd3) (10¥mm®) (U/M) (UMD U @m  @n @Wn (mg/d) (mg/d) (mg/d)
1 B 402 12.9 39.2 7,440 24.0 8 9 3.9* 7 205 55 0.5 14.5 0.5
A 415 12.8 41.1 5,790 25.7 11 14 4.2* 8 225 58 0.4 12.1 0.6
2 B 486 13.0 38.6 9,100 23.5 16 9 209 8 424 51 0.5 9 0.6
A 469 12.5 37.2 5,100 23.6 16 12 223 7 385 51 0.6 13 0.6
3 B 317 9.4 28.4 5,200 29.1 20 26 177 14 425 36 0.6 12 0.6
A 362 10.9 33.1 5,900 18.5 21 15 162 9 422 36 0.6 12 0.6
4 B 283 8.9 28 8,700 31.3 45 41 8.7 108 242 71 0.5 39.8 3.1
A 281 8.2 27.2 5,460 35.8 27 23 8.6* 80 225 56 0:3 40.2 3.2
5 B 329 10.2 29.9 6,700 23.0 90 84 707 70 390 57 0.6 9 0.75
A 280 8.7 25.4 15,100 30.1 25 21 357 30 504 41 0.9 11 0.86
6 B 455 14.6 42.8 13,950 21.7 21 21 7.4* 40 180 82 0.8 14.8 0.8
A 475 149 453 7,310 28.2 14 24 7.3* 30 160 60 0.8 14.2 0.8
7 B 433 12.8 39.2 10,580 344 13 16 6.9* 87 186 44 0.4 11.6 0.5
A 409 11.8 36.5 8,450 30.2 13 14 6.7* 67 161 30 0.5 10.0 0.7

B: before  A: after *: King-Armstrong unit
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In vitro antibacterial activity and clinical efficacy of balofloxacin
in the field of surgery

Takashi Yokoyama®*, Takashi Kodama, Yoshio Takesue, Eiso Hiyama®*, Yoshiaki Murakami,
Yuji Imamura, Naokuni Tatsumoto, Takahiro Santou, Kanae Shinbara, Shigeki Tsuru,
Kazuhiro Otsu and Yuichiro Matsuura
Department of General Medicine® and First Department of Surgery, Hiroshima University, School of Medicine

1-2-3 Kasumi, Minami-ku, Hiroshima 734, Japan

Nobukazu Miyoshi

Department of surgery, Kure Kyosai Hospital

A new quinolone synthetic antimicrobial drug, balofloxacin, was investigated basically and clinically in
the field of surgery, and the following results were obtained.

1. Antibacterial activity: The minimum inhibitory concentration (MIC) was less than 0.78 xg/ml
against at least 50% of the strains of gram-positive cocci, including clinically isolated methicillin-sensitive
Staphylococcus aureus, coagulase-negative Staphylococcus and Enterococcus sp. The MICyo against
methicillin-resistant S. aureus was 3.13 pg/ml. The drug exhibited strong antibacterial activity below
1.56 pg/ml against all strains of gram-negative bacilli including Escherichia coli, Klebsiella pneumoniae,
Klebsiella oxytoca, and Enterobacter aerogenes, whereas it exhibited high MIC against some strains of
Morganella morganti, Serratia marcescens, Pseudomonas aeruginosa, Pseudomonas cepacia and Xanthomonas
wmaltophilia.

2. Clinical assessment: Clinical efficacy was excellent in 3 and effective in 4 of 7 patients with
surgical infections. Thus, extremely good results were obtained. No side effects or abnormal changes in
laboratory findings were observed in any of the patients.



