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Table 1. Antibacterial activity of balofloxacin against Gram positive bacteria
Orga;usms Drugs MIC (ug/ml)

(no. of isolates) range 50% 90%
Methicillin-sensitive (10) balofloxacin 0.10~0.78 0.39 0.78
S. aureus ofloxacin 0.39~3.13 0.78 3.13
(MSSA) ciprofloxacin 0.39~6.25 3.13 6.25

sparfloxacin 0.10~0.39 0.2 0.39
amoxicillin 0.20~50 0.2 1.56
minocycline 0.20~3.13 0.39 3.13
cefixime 12.5~50 25 25
Methicillin-resistant (10) balofloxacin 6.25~25 12.5 25
S. aureus ofloxacin 50~ >100 100 >100
(MRSA) ciprofloxacin 50~ >100 100 >100
sparfloxacin 25~ >100 50 >100
amoxicillin 25~ >100 50 50
minocycline 0.39~50 3.13 25
cefixime >100 >100 >100
S. epidermidis (10) balofloxacin 0.20~0.39 0.2 0.39
ofloxacin 0.78~3.13 1.56 3.13
ciprofloxacin 0.20~0.39 0.39 0.39
sparfloxacin 0.20~0.39 0.2 0.2
amoxicillin 0.39~50 1.56 12.5
minocycline 0.20~25 0.2 1.56
cefixime 6.25~ >100 100 >100
S. pneumoniae (10) balofloxacin 0.10~0.39 0.2 0.39
ofloxacin 0.05~1.56 1.56 1.56
ciprofloxacin <0.025~1.56 0.78 0.78
sparfloxacin <0.025~0.39 0.2 0.39
amoxicillin <0.025~ >100 <0.025 0.05
minocycline 0.05~6.25 0.78 6.25
cefixime 0.10~1.56 0.2 1.56
E. faecalis (10) balofloxacin 0.20~0.78 0.39 0.78
ofloxacin 0.78~3.13 1.56 3.13
ciprofloxacin 0.39~1.56 0.78 1.56
sparfloxacin 0.39~1.56 0.39 1.56
amoxicillin 0.39 0.39 0.39
minocycline 0.20~50 25 50
cefixime >100 >100 >100
Table 2. Antibacterial activity of balofloxacin against Gram negative bacteria
Organisms Drugs MIC (ug/mb)
(no. of isolates) range 50% 90%
E. coli (10) balofloxacin 0.20~25 0.39 12.5
ofloxacin 0.10~6.25 0.2 0.39
ciprofloxacin <0.025~3.13 <0.025 3.13
sparfloxacin <0.025~6.25 0.1 3.13
amoxicillin 6.25~ >100 >100 >100
minocycline 0.78~25 3.13 12.5
cefixime 0.39~1.56 0.39 1.56
K. pneumoniae (10) balofloxacin 0.39~12.5 0.78 12.5
ofloxacin 0.20~3.13 0.2 3.13
ciprofloxacin 0.05~3.13 0.1 0.78
sparfloxacin 0.10~3.13 0.1 1.56
amoxicillin 50 ~ >100 >100 >100
minocycline 3.13~12.5 6.25 12.5
cefixime 0.20~0.39 0.39 0.39
H. influenzae (10) balofloxacin <0.025~0.10 0.05 0.1
ofloxacin <0.025~0.05 0.05 0.05
ciprofloxacin <0.025 <0.025 <0.025
sparfloxacin <0.025 <0.025 <0.025
amoxicillin 1.56 ~ >100 >100 >100
minocycline 0.39~1.56 1.56 1.56
cefixime <0.025~3.13 0.05 1.56
P. aeruginosa (10) balofloxacin 6.25~50 6.25 25
ofloxacin 0.78 ~ 50 1.56 3.13
ciprofloxacin 0.39~6.25 0.39 0.78
sparfloxacin 0.78~25 0.78 3.13
amoxicillin >100 >100 >100
minocycline 25~50 50 50
cefixime 100~ >100 >100 >100
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Table 3. Clinical results of balofloxacin treatment
Diagnosis . . - Bacterio- | ..
Case|Age S Severity of Doses Organisms | Clinical . Side
(underlying disease . , B.T. |Sputum|Cough|WBC|CRP| ~. logical
no. |Sex and complication) disease |(mg x times x days) isolated effect effect effect
h 39.0 | (=) | (O | 3000f 1.35 NF
t iti 01 = -
1| 7| PR iy | o200x2x7 | 4| 4|4 |4 |4 gl 8000 | unknown | ()
M none 6.6 300 0.11 K. pneumoniae,
: (=) =) =7 |Y-streptococcus
te ph iti 375 | (=) | (=) | 4300| 3.51| S. aureus _
p |31 PR g 200x2x7 [ I IR A I ! good [eradicated| ()
none 36.4 | (=) | (=) | 4700] 0.14 NF
te ph: iti normal| M(+) | (+) | 5100( 0.08 NF
3 || PR g 200x2 x 6 [ R R IR I ! good | unknown | ()
none normal| (=) | (=) | 5300{ 0.04 NF
te ph iti 364 | (=) | (=) | 5300| 0.32 NF
T I e L S 1002 x 6 T I IR A ! good | unknown | ()
none 36.4 | (=) | (=) | 5500| 0.40| E. aerogenes
te ph iti 39.0 | M(+) | (+) | 6000| 3.26 NF
5 |0 [P g 200%2x7 [ I I I I good | unknown | (-)
none 36.6 | M(+) | (+) | 7200 0.50 NF
bronchiti 36.6 |PM(+) | (+) | 8000|10.83|B. catarrhalis .
6 | acute bronehlS | mid | 200x2x6 T R B A L |excellent eradicated| (-)
diabetes 36.4 | M(+) | (+) | 5300] 1.01 NF
te bronchiti 36.6 [PM(+)| (+) | 4700] 2.32 NF
7 51-? acule dronciits moderate 100x2 x 7 1) 1) ! ! i) ! good | unknown | (—)
none 36.2 | M(+) | (=) | 4900] 0.32 NF
te bronchiti 36.7 [PM(+) | (+) | 5200| 0.20|S. pneumoniae .
8 17\;[1 dctfe dronchts moderate 100x2x 7 i ! 1) 1) 1) ! fair | persisted | ()
none 36.6 [PM(+)| (+) | 4400| 0.08|S. preumoniae
65 pneumonia 38.1 [PM(+#)| (#) | 7100{13.05 NF
9 M moderate 200x 2 x 6 1) i i i 1) 1) excellent | unknown | (=)
none 36.4 | M(+) | (+) | 7200 3.20 NF
50 | chronic bronchitis 36.8 |PM(+) | (+) | 9900| 6.90 NF '
10 M - moderate 200x2x14 i i 1 i i’ i fair | unknown | (-)
diabetes 36.4 [PM(+)| (+) |12200 6.62 NT
71| chronic bronchitis 37.4 [PM@+#)| () [12700[13.70  NF
11 M moderate 200x2 x 14 ! i i) ! i) i) good | unknown | ()
36.4 | M(+) | (+) [10000| 0.23 NF
chronic respiratory
) N 37.7 [PM@#) | () | 9900 6.04 NF
12 61\2 disease with infection moderate 200x2x 14 1) i i 1) ! 1) good | unknown | (—)
(bronchial asthma) 37.0 | M(+) | (=) | 8000| 1.26 NF
7% bronchiectasis 38.2 |PM(#) | (+) |11400|20.41 NF
13 F with infection moderate 200 x 2 x 14 i i ! ! ! { | good | unknown =)
36.6 | M(+) | (+) | 3300| 0.53|X. maltophilia
NF: normal flora
Table 4. Clinical efficacy of balofloxacin classified by diagnosis
Diagnosis No. of SeV(?rity of diseases Clinical efficacy Effective rate
cases mild moderate |excellent | good fair poor (%)
Acute pharyngitis 5 5 5 5/5
Acute bronchitis 3 1 2 1 1 1 2/3
Pneumonia 1 1 1 1/1
Chronic bronchitis 2 2 1 1 1/2
Chronic respiratory disease with infection 2 2/2
Total 13 6 7 2 9 2 11/13 (84.6)
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Basic and clinical studies of an oral quinolone drug balofloxacin

Michihiro Sakauchi, Masataka Katsu, Noboru Aosaki and Akira Ohishi
Department of Internal Medicine, Kasumigaura National Hospital
2-7-14 Shimotakatsu, Tsuchiura 300, Japan

A new oral fluoroquinolone, balofloxacin, was basically and clinically investigated as follows.
The drug exhibited excellent antibacterial activity against gram-positive bacteria, which was compara-
ble to that of sparfloxacin. The antibacterial activity against gram-negative bacteria was, however,

slightly inferior to that of other quinolone drugs.

The clinical efficacy was rated as excellent in 2, effective in 9 and slightly effective in 2, among a total
13 patients with respiratory tract infections, for an efficacy rate of 84.6%. Neither side effects nor

abnormal changes in clinical laboratory test values were observed.



