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Balofloxacin (BLFX, {5k 85 Q-35) II PAMREK/RK &
AFgERT CRIE S, RIHB L THERF VT AL F =%
EHTHEEBARESINZHLOEORF /0 RAEET
Hho RENTF ) VERBIMIZER) Y VRE LN
8IZA P F U EFELILFEHEELEL TN S, 77
LIGHENS 7T AEME E CILEBLIMEA XS ML
AL, REMICERT A, 12, methicillin-resis-
tant Staphylococcus aureus (MRSA), Streptococcus pmeumo-
niae, Enterococcus faecalis’s & 77 LG EERE R BEREHE
D37, ChlamydiaB & U Mycoplasma’e & D IR IEHLAEY
W2A L CHMVITEES 2 TR RANIZE ORI
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L7z 9 bbiT iR BIE%66, RHkK36, BFTRE
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72132\, 3~14HMERIZIRA L,

I. B %

1. ERERORMRET

AR TIRIE, BF B TRRRESIRIE, EIRTFREIRARRIE,
HTRE L U TRE 20D 20814, BLUEND
VZAFIE S B I iE 2048 AR DI E 4 £ % Table 18 & UFig.

*T890 HEIRB Mtk £8-35-1



VOL. 43 S-5 Balofloxacin® B B IRHZHFIT & FER %R 463
IR L7 2. BRFRAUARETS

514959 ~3250F TOM{EHiEREIX0.57~2.78
pg/mlTHBDIIxT L, HMkHREEI20.50~5.13ug/gT,
BITHIZ09~541T:E L7z, SHABOFIREIL, RMA
#T22~49ug/g, RMET2.15ug/g, ¥ETL.4~21pg/g
TH Y, BHEBNDOBITHIIETET4.49, BHT2.24,
HETRTL1.58, LIER#EET1.54, EFERFEET1.30T
Hol

BB R DEERRNE % Table 31Kk L7z, FELKERIT,
FREH % ERTIZEA L7226 (case no. 11, 12) &, &l
VYERD7-H¥%E %30 THIE L7216 (case no.9) & F-f
MEPOBEI LT, RALIBIOEFFRIIHEFRDLEIH
[RRFERDIEN»IE, 2HASERLIE, BHEEISKEKX
DEMEELY, SHNEFReH, 2HEMEEXLF, =
HLREERRRIGITEHULOHEL 2D, 2F&D

Table 1. Serum and tissue concentrations of balofloxacin after oral dose of 200 mg

Sampling time

Concentration (ug/ml or g)

Specimens - T/S ratio
(min) tissues serum
Palatine tonsil 120 2.14 (R) 0.92 2.33
130 1.91 (L) 0.81 2.36
160 1.76 (R) 0.86 2.05
185 1.78 (L) 1.08 1.65
215 2.76 (R) 1.18 2.34
225 2.52 (L) 1.13 2.23
245 2.21 (L) 0.81 2.73
Maxillary sinus mucosa 95 2.69 1.77 1.52
120 3.16 2.78 1.14
290 1.37 QL) 0.73 1.88
325 1.35 (R) 0.83 1.63
Ethmoid sinus mucosa 140 0.50 (R) 0.57 0.88
140 0.54 (L) 0.57 0.95
180 1.93 (L) 1.24 1.56
195 1.62 (L) 0.99 1.64
270 2.22 (L) 1.50 1.48
Submaxillary salivary gland 145 4.73 1.32 3.58
240 5.13 0.95 5.40
Parotid gland 180 1.83 1.15 1.59
220 2.57 1.65 1.56
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Fig. 1. Serum and tissue concentrations of balofloxacin after single oral administration of 200 mg.
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HNEIZ10/11(90.9%) TH -7,

RLAEIIBEL Y 77 LBHELIEE, 77 LEMEE?2
RO EES N, FTEROSUBEDOEETS
aureus 1BEAFRIE L2 UM 2 TRHRE SR, HEXRG

12/13(92.3%) T - 7= (Table 4), 58 H 138 DBLFX

Table 2. Clinical summary of balofloxacin treatment

W2t § B B L Pseudomonas aeruginosaT 3.13ug/ml &
RbBEP o724, 100mg (1) 6HHOIRS TRESh
7= (Table 2),

Diagnosis Dosage . Efficacy
Case |Age il 4 Suration ltotal d Isolated organism bacter] Adverse
no. | Sex . y dose |duration |total dose (MIC, pg/ml) acterio- .. events
Severity (mg x times) | (days) @ kg logical clinical
acute S. saprophyticus (0.2)
33 external otitis CNS (0.2) .
1 M 100 x 2 4 0.8 a-streptococcus (0.78) eradicated | excellent —
moderate S. epidermidis (0.1)
acute
2 313 external otitis 200 x 2 5 1.8 S. epidermidis (0.1) | eradicated | excellent | nausea
moderate
acute . 1
3 2;‘ external otitis 100 x 1 6 0.6 g Zpeizuegrz fj;i 87‘3’; eradicated | excellent —
moderate ’ '
acute N
4 i;i external otitis 200 x 2 5 1.8 S. epidermidis (0.1) | eradicated good —
moderate
acute N
5 %fl) external otitis 100 x 2 4 0.8 S. aureus (0.05) eradicated good —
moderate
acute )
6 1; external otitis 200 x 1 5 1.0 — unknown | excellent —
moderate
acute
7 ﬁ pharyngolaryngitis 100 x 2 5 1.0 H. parainfluenzae (0.1)| eradicated | excellent —
moderate
acute subman@ibular
8 4F2 sialoadenitis 100 x 2 14 2.8 S. epidermidis (0.05) | eradicated | good -
moderate
55 | acute otitis media malaise
200 x 2 3 1.0 - luabl luable
9 M oderate X unevaluable | unevalua heartburn
chronic otitis mgdia
10 f;f (acute exacerbation) | 100 x 2 12 2.4 S. aureus (0.1) | unchanged | fair -
moderate
chronic otitis quia
11 ?\il3 (acute exacerbation) 100 x 2 5 0.9 — unevaluable | unevaluable | diarrhea
moderate
chronic otitis media
12 ir;? (acute exacerbation 100 x 2 7 1.4 — unevaluable | unevaluable —
mild
chronic sinusit!s
13 ﬁ’ (acute exacerbation) 200 x 2 8 3.2 — unknown | excellent —
moderate
39 acute sinusitis ) i
14 F 200 x 1 7 14 S. pneumoniae (0.39) | eradicated good —
moderate

CNS: coagulase-negative Staphylococcus
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BERIE3BITHRIAL 72, FOERIE, THILE, &
16, BER - WP T1IFT, wiIhdbEPIIL
BB ERIIERPITHE L7,
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m = %

H&IFEREEII RS FR I FERCTHILE DN R EE
kb, TMELBELCTCHFELEREIIZGBL T
B0, MR DMEYDREIZRINL I EHE L,
EHAE Y P OB ICKERCEREZ L\, BE,
FERABI BRI BR L FEAQ/IER EEAREIC L o TH
BENT, M EREREDOE 2 THEILE N TV B2,
RIERELEAHILT B &, #ihik, BEALTHZ LD
Bl WwW, o T, REWOBREEIZILTIE, I
5DREMEN OB HEOFHESBEICE S 225
BRIIN-DLEVD S,

—%, RREETHW/BLFXIIIL&FIMEA XY MV
#H L, ¥IZMRSA, S. pneumoniae, E. faecalis’a &7 A
BHESLEAEREDIEA, Chlamydia X MycoplasmaZz &
DFREMEW I L THEIE N Z RS, 72, K
FlOEMENEE b ENHEAIE L PR & AT
HERLTWVA,

ARl DEWENFEARER T, BLFX 100mg % 721£200mg%
BOKET 5L, MPREIEIRBEDLSRFMEET

120.6~28ug/mI TR L 72, SHIZHL, BTRPHE
TRRTIZ1.6~4.56, HEMAMKTIZILI~1.56, RHT
22 Bm VIR BAT L2,

BERANBFEMR LT HEBRE THABETIE, FA
200mgfx G- £ DM A Cmaxid2.2ug/mlE 2NTBH ™,
IBARAEBIEREFRIEDHERLEZZOND, BIZ, BEHETP
BEMABRENTO~80% THRT L LHE STV
20T, REBFTILIVSEBEIBHBINTERLT
WaHRH LRz,

WENIZ LT, B RIEEREIS OB F B E A KA
200mgfR %2 ~5ug/mlIZET 5 & $1US, ARMEIHERGE
FEDRKBNDL L IIMICE MR HIBEICHET A LIIR
N, BE, BBIEIKIEEINLIIDLEZ LN,

KGR TIIARR O BIF 2 EMBAITZ B L, FHETR
11BIR 105 CRGIER R ELE L7z T72, BEFE L
THEESNT 7 T LEHRELL, 77 LABREE2ARD D
B, S awreusDO IR ERC12BRETHBRE SN, BF
L 72S. aureus\Z33 3 A ARF OMICIZ0.10pug/mITH b,
AEEFNZ BV TRBERAINOEYBIT VAT T TH -
7mZEbEZOLND,

BIERE LTHREDOTH, BROKEE, o6 TIIHE
BEORRT - BEREDFI NS o725, FIZEELREIK
TiL, I-BRREEERELHIE(EBDLN LD

Table 3. Clinical efficacy of balofloxacin classified by diagnosis

) ) Clinical efficacy Efficacy rate
Diagnosis No. of cases -
excellent good fair poor (%)
Chronic otitis media 1 1 0/1
(Acute exacerbation)
Acute sinusitis 1 1 11
Chronic sinusitis 1 1 1/1
(Acute exacerbation)
Acute external otitis 6 4 2 6/6
Acute pharyngolaryngitis 1/1
Acute submandibular sialoadenitis 1 1 1/1
Total 11 6 4 1 10/11 (90.9)
Table 4. Bacteriological response to balofloxacin
c ) ) ) Bacteriological response Eradication rate
ausative organisms No. of strains eradicated persisted nknown (%)
S. aureus 2 1 1 1/2
S. epidermidis 5 5 5/5
CNS 1 1 11
S. saprophyticus 1 1 1/1
S. pneumoniae 1 1 11
a-streptococcus 1 1 1/1
P. aeruginosa 1 1 11
H. parainfluenzae 1 1 11
Total 13 12 1 12/13 (92.3%)

CNS: coagulase-negative Staphylococcus
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The transfer of a quinolone drug for oral use, balofloxacin,
to otolaryngological tissues and its clinical effects

Masaru Ohyama, Tsutomu Matsuzaki and Kaneaki Haraguchi
Department of Otolaryngology, Faculty of Medicine, Kagoshima University
8-35-1 Sakuragaoka, Kagoshima 890, Japan

A new quinolone drug for oral use, balofloxacin (BLFX), was administered preoperatively at a single
dose of 200 mg, and the tissue concentration was determined, in the field of otolaryngology. Samples were
collected from the following sites, excised 1.5 to 5 hours after administration: ethmoidal sinus membrane,
maxillary sinus membrane, tonsillar tissue, parotid gland, and submandibular gland. The sinus membrane
concentrations ranged from 0.50~3.16 ng/g, the tonsillar tissue concentration from 1.76 to 2.76 ng/g,
and the parotid and submandibular gland concentrations from 1.83 to 5.13 xg/g. When these concentra-
tions were compared with the corresponding blood levels, the pathological sinus mucosa tissue concentra-
tion was higher by 1.41 times, tonsillar by 2.24 times, and glandular by 3.03 times, as compared to blood
levels, showing a tendency for high transfer to glandular tissues.

BLFX was administered at a dose of 100~ 200 mg once or twice a day, for 3~ 14 days, to 14 patients
with otolaryngological infectious diseases, and the clinical usefulness of the drug was investigated. Two,
in whom other drugs in the same family had been used until the time immediately before the study and one
in whom the administration period was in adequate because of the appearance of side effects, were
excluded from the efficacy evaluation. Over all, 11 patients, who consisted of six with otitis externa, two
with sinusitis, one with otitis media, one with laryngopharyngitis, and one with purulent sialoadenitis,
were included in this evaluation. The clinical efficacy was rated as excellent or good in all except one with
otitis media, in whom the drug was fair, for an efficacy rate of 90.9% (10/11).

A total of 13 strains of pyogenic bacteria, i.e., 11 strains of gram-positive cocci and two strains of gram-
negative bacteria, were isolated from nine patients, and 12 strains (92.3%) were eradicated.

Diarrhea, nausea, malaise and pyrosis were observed in one patient each, as side effects. These
symptoms rapidly subsided during or after discontinuation of administration.

No abnormal changes in clinical laboratory test values were observed in any of the patients.

These results suggest that BLFX, a new quinolone drug, is safe and useful for treating otolaryngological
infectious diseases.



