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W0 25 B GLAE L2 B 1 A Fleroxacin D EEBERY, FERAIMRET

KAAIE - AR - DEEA
BODRAME - KK B - FLHEUK
R K B R ST PR

IR 2 % 35 & L ChleroxacinDFRAMIZ DWW TRET 29T 5 720
Fleroxacin ® MICso i&, Streptococcus pnewmoniae 12.5 png/ml, Haemophilus influenzae 0.39 pg/ml,

Branhamella catarrhalis 0.39 ug/ml, Staphylococcus aureus 6.25 pg/ml, Pseudomonas aeruginosa 6.25
pg/mlTdH 572, BUTREEREEIFICB N TEAOENBRBIIOWVTHRE LIER, FFD
200mg, 1H1EB & U200mg, 1H2EHRSHOEHE DY — 2 iREI21.29 pg/ml, 1.40 4g/mlITH >
72o 72, EFD300mg, 1B 1EHZSEEOMF ¥ — 7 {H133.67 ug/ml, FRMII1328-TH b,

BB ~DEF DBITEIZ50.4%TH -7,

Fleroxacin # 8 T R B REAE21B1ICH% 5 L, 684%DEKRMEIF LN, BEBANOHAEFEN
hBEGHE+ W) T, S. pneumoniae (8%k)50%, B. catarrhalis(7#8)100%, H. influenzae (9%k)
100%, P.aeruginosa (4¥K)75% Th ), SEOMEFHTHEII84.8% Th -7z, BINERIX 1B AIE
BRONID, BERREBEOREIIEDSNLH 57, FleroxacinidBU TFTRERLEEIIBVT, 1
B1EHEDOWREL, BRWAERAKOBVHX /o HO—DoThsrLiEmINb,

Key words : Fleroxacin, MRZFERESE, HLESH, WEEBIT

48, B¥ /0 Rl L OREAEIS T A ILERRE
ROBELMM % EDBIIE ST, E6I2, LHERT
/0 RORRENKRLIED SN TWEDOHBIRT
5", Fleroxacin(FLRX ) I3 A BLE M X S P RIFE
MCHABESNIHF /0 KT, F/00H VKB
EXFRE LT, ILORHB L U6, 87 »E%
B L, 7fZiZi34-methyl-1-piperazinylZ&%EA L Tw»
5o

A, REBIF, TTICHEKROBTHEA SN TV SH
* /0 Y #H T Hnorfloxacin(NFLX), ofloxacin(OFLX)
B X Uciprofloxacin (CPFX) & O 812 B\ T, flero-
xacinDIFR B EASEIZ BT A ERMEEHOLIITHS
CEEME LTUT OREER, BRIRIT 2TV, B8
EMRI-DTHRET 5,

1. & *

1. MRBEEE SIS Bin vitrodLE S

REBFRFRFEREFETAR S L OBEBRIC BT,
19874 1A 25 198846 A & T2 I:0% 23 IE B E K
POEREEICTIO/ MBS R, »oREY
D BIHE 72 Streptococcus pneumoniae 48%K, Haemophilus in-

fluenzae 43#k, Branhamella catarrhalis 49 ¥k, Staphylo-
coccus aureus 47 KK, Pseudomonas aeruginosa 42 ¥k @ &t
298I T AE N B AL REF AT E THE
T, EXFERARECL Y, BAREGMHILBEMIC)%

MEL, HROFF /0 H LB, BERRILS.
pneumoniae, H. influenzae & B. catarrhalisi3 5 % 5 i @
I #& i Mueller-Hinton broth (BBL), S. aureus 3 X U°P.
aeruginosa |~ 13 Mueller-Hinton broth % Fi\»T37C, 18
RS EEORBEFEA L, BERROBEEIRFE—®
SAEYTTNT—yDRI(KESMW) ¥ AV, MICHIE
FkEH# & L TS. pneumoniae, H. influenzae, B. catarrhalis
12125 % KR LI A A Mueller-Hinton Agar(BBL) 3 &
U'S. aureus B £ U'P. aeruginosa tZiZMueller-Hinton Agar
PR L, BREROBIERXKITC, 18BMEEICT,
MIC% JlE L 720

2. BRIERNIZBITHEEAIRE

[EXMRELIPIIB TS, BETB L PRSI
Ex, BEREIROIFIIBLWTEERPBEXHAIEL
720 WEIKI320% N-acetylcystein¥ 1/5BIR 7-1%, *FE
TFAXLT, BiKE L7, RERIEL, Escherichia
coli NIHI JC-2 % HRERE L, BMEET 1 A7 AL ER
EEHETHH v TEXHV, MEOEEFFRYD
fERHZ 12, Moni-Trol I(DADE) %, W L USRDIZ#
ARFRFOMERIZIZ1/15MY) » B & H (pH7.0) % H V>
VA%

3. BRBIA R ORE

1) XRAER

19872 A H» 5198943 A $ TOHMIC, ¥R L

* 7852 RIGhHIRAN12-4
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RIE MR % 25 L 7o MR 3R R R B E 21 Bl (8P L
RISED], REXILRIESH, BELMESREXRE
160, BRYxik o B SAEZ ) e R E LT,

2) #®5E, K5E

EHE®RIES & L7, K5 EIE300mgN1 B 1EIA4461,

200mg?1 B 2@ 446, 200mgPD1H1[EAS5H], 100mg
D1H2EH8FITH - 72, HGHAMIL, 3EALDES
T7HMTH -7

3) EERZHRHIEEE

BEHAOHE, BEERK, tEMR, BRREMRS
1230 %, FEuh(excellent), H %1 (good), R RLAH
(fair), #E%h(poor) DABFETHE L7,

4) BIfEE ORE

BRERDOFEMBELITL S L LI, NBEFMKR
E, HILFEWRE, RBRESLEKL, BIEAB LR
RREEDHELRET LT,

I. & |

1. MHRESREE IS T HHEN

WREFEREEICHTAAHAEEL4HF 7 a L H oM
BH DR % Table 1178 L7z,

1) S. pneumoniae

S. preumoniae 48MKIZ3t T B KK OMICIE, 62545
100 pg/mlZ53#G L, MICsolx12.5 pg/ml% 7R L7z, D

B/ o REoBIZBENT, FHIINFLXEI3iZR
%, OFLXB X UCPFX&L W 3EBBETH -1,

2) H. influenzae

H. influenzae 43%KIZH T 5 AF DOMICIE, 0.20%5
1.56 pg/mliZ 53 A L, MICs0130.39 pg/ml T » 72,
OFLX, NFLX ® MICs0i30.05 pg/ml, CPFX @ MICso it
0.025 4g/mITH Y, WTFNOEA L VERLHEDL
RL7

3) B. catarrhalis

B. catarrhalis 49BRIZXT§ 5 RK|IOMICIX, 0.2001%
A id§ X T0.39 4g/ml TdH o 725 OFLX, NFLX,
CPFXDMICsoit £ 1L#410.10, 0.20, 0.05 ug/mlITH Y
WL AR L ) ENBRETH 5 7

4) S. aureus

S. aureus 4THRIZAT§ B AF| OMICIE, 0.78% 5 >100
wug/mUI5 A L, MICs0i26.25 pg/ml% iR L7zo &K
NFLX & h R R EN /- % /R L7225, OFLX, CPFX®
MICsotd 2 N ZH0.78, 1.56 ug/mITH Y, AFH L HE
NIHENER L7,

5) P.aeruginosa

P. aeruginosa 42¥E\Z3 T B AK OMICIZ0.780 5 >
100 pg/mliZ 5% L, MICs0id6.25 pg/ml T - 12,
CPFX, NFLX, OFLX®DMICsotd # M £h0.78, 3.13,

’

Table 1. Antibacterial activity of four quinolones

Organism Antibiotic MIC Gig/enb
(no. of strains) range 50% 90%
fleroxacin 6.25—-100 12.5 12.5
Streptococcus pneumoniae norfloxacin 3.13-50 12.5 50
48) ofloxacin 0.78-25 1.56 3.13
ciprofloxacin 0.78-25 1.56 6.25
fleroxacin 0.20-1.56 0.39 0.78
Haemophilus influenzae norfloxacin 0.05-0.78 0.05 0.10
(43) ofloxacin 0.025-0.78 0.05 0.10
ciprofloxacin 0.013-0.20 0.025 0.05
fleroxacin 0.20-0.39 0.39 0.39
Branhamella catarrhalis norfloxacin 0.10-0.39 0.20 0.39
49) ofloxacin 0.05-0.20 0.10 0.10
ciprofloxacin 0.025-0.20 0.05 0.10
fleroxacin 0.78->100 6.25 >100
Staphylococcus aureus norfloxacin 1.56 - >100 6.25 >100
47) ofloxacin 0.39-100 0.78 25
ciprofloxacin 0.39-100 1.56 50
fleroxacin 0.78 - >100 6.25 12.5
Pseudomonas aeruginosa norfloxacin 0.39-50 3.13 12.5
42) ofloxacin 1.56 — 50 6.25 25
ciprofloxacin 0.39-12.5 0.78 3.13
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6.25 ug/mlTH Y, FHIICPFX & b %5 545, NFLX,
OFLX & IITEFTH - 70

2. BERREBIC BT AR PR Rl E Bk

F—DEBHRE L RESIZAHF D200me, 2[5
(Case no.1) £ 200mg, 1[EI¥5BF(Case no.3) DEHEF iR
% Fig 11IR L72, 200mg, 2[\#x58F, 200mg, 1M
BEBOBRFOE- 7, £hEh140, 1.29
pg/mlTH 7o THETERTRE LK F 20
$200mg, 3EHESHEOBRERPOY — 7 BELHET S
L AFI3200mg, 1AW L2EFEETHAIZH »hb
&3, ENX, lomefloxacin(LFLX)DRIZBEVWERTH -
1223 RIS, REFUSRAE O 16 (Case no.21 ) IZEF D
300mgl A 5B DM+, BEiES B L URPIRE % Fig.
2R L7z, MPE— 27 BEIXHIRABFE % D367
ug/mI TP R L 13.205 B & B S v, Bk
Y— 7 fHi21.85 4g/mlT, BEFP~DOKRFOBITEE
50.4% T, 21BBEDRHAEILERIL225% TH - 72,

3. BRFRARES U

AHEHRG L2218 DOBEE % Table 212, FRAKRMRERK
# % Table 317k L7z,

AFOBERZIR I, 21FFFZL3IB, LLHESH,
EH1IG, FH2BITHY, AU LOFEHEIL684%
(13/19)Tdh o 72o HEHEFI DA IZ300mgN1 B
1@, 200mg»1H1[E], 200mgMH1H2M[E, 100mgM1H
2EDEHEEIENEFNG66.7%, 75.0%, 50.0%,
75.0% T 720 RIAEBDI D 2N DOD, &5 HES
DERHE L, ARHDO1B1EZRSA1H2B%E5 L0 b
ENTHEETDH 72,

2) MEFEHHR

Wk E BIEEEICL D 218 208Ic BT, RAH
HRE STz, 208 DIEFEH S 508 S /z358kIZOW
TAEFOMEZBNE % Table 217K L 720 S. preumo-
niaeDIKRD 5 B, 3BRIEE, 1BRED, 4T ETH Y,
IRBEXRBARYEI LD TH D, AFLBOH
F 0 H L FEBRIZS. preumoniae 3T T AIE IR R
VDL EZOND, V7 LEMETIX, P.aerugino-
saD 3R EFBRITIE, B. catarrhalisD 7k, H. influenzae 9
BEIRLYD, TXTCOBEXBRESINS, T/, P aeru-
gmosa DIRIIAXABR L L TAHALN TV D, 26D
M FBIRNR1284.8%(28/33) L B R TH o 7

1) BERHR 3) ERRIEBI DR
Case no. 1 Case no. 3
2.04 2.0+
L Fleroxacin 200 mg x 2/day Fleroxacin 200 mg x 1/day
1.40 pg/ml
2 [ 1.29 pg/ml
¥ ° ° o o
[~]
.2
©
E 1.04 1.0 [ ] )
g
8
g °
2
n
[ J
° [ ]
[ J
T T ! T T T T T T T T T T T T T T 1
1 3 5 7 1 3 5 7 9
Day Day

Fig. 1. The sputum concentrations of fleroxacin in a patient with chronic bronchitis (68 y.o. male).
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@ Case no.8(Fig. 3)ix, 60RNIEHUAREIRERT,
BBH624E4 A1 BICIBEEOBMERD . BERS T A
Bt TS, preumoniae & B. catarrhalis\Z & % BB RN
HESN, XFD300mg, 1A1EOEOHKS LHMEL
7o BIEEBRIEETIL, S. preumonice 2 X 10"/ml, B.
catarrhalis 1 X 10%/mIDs53 8 S izo AHDI 6D
KRBT HMICIR ZNZN6.25 pg/ml, 0.2 pug/mITH
oT7e BE5HME3AKICIBEREORS, BEENNE
MALN, S5IZ7THRIZIE, B catarhalisDAHiiz 6FS.
preumonice DERBEAFEZ S h, FRHEHEL

® Case no.4(Fig. 4)i3, 60RNBUREXLEHT,
BRfI624£3 A 9A & ) IREROWMATRRD bl 7m0,
AF D200mg, 1H2BIOEORGHFHIBES i, KH
BEIHRICIBROBMEIIXEL, TERICIIES
B DH. parahaemolyticus IR L72H5, S. pneumonige 4X
107/ miASE8% b7z, BB GH%ITIZCRPIZEML L€
BY, S pneumonice DEBIIBERABAREEL O, &
BHEHE LR, KHAODZIOEFRNTHEESINL
parahaemolyticus, S. pneumoniae = ¥t 3 B MIC i3 0.05
pg/ml, 125 4g/mlITH -7,
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Fig. 2. The serum, sputum, and urine levels of

fleroxacin in a patient with bronchiectasis (63 y.o. female)
after a single dose of 300 mg.
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Table 2. Clinical response to treatment with fleroxacin
Age . . L . . MIC Dose Clinical | Side-
No. ® Sex Diagnosis Underlying disease Causative organism (CFU/ml) (ug/ml) | (mg  time x days) | efficacy | effects
. ” B. catarrhalis 100 = (—) 0.2 .
1|67 chronic bronchitis (=) S. prewumoniae 6x107=3x10" 125 200x2x7 fair (=)
2| 67 | M |chronic bronchitis | chronic sinusitis NF 200x1x7 unknown | erythema
. .. H. influenzae 3x107"—=(—)
3| 68 | M |chronic bronchitis - S. preumoniae 2x107—(_) 6.25 200x1x7 good (=)
. . H. parahaemolyticus10®  —(—) 0.05
4| 60 | M |chronic bronchitis - S. prewmonice (=) —4x10 125 | 200%2¥T | geed | ()
. . H. influenzae 8x10"-(-)
5 {53 | F |chronic bronchitis (=) B. catarvhalis 6x 107 (—) 100x2x7 good =)
6 | 71 | M |chronic bronchitis lung cancer Moraxella sp. 7x10%-(—) 100x2x7 good (=)
S. pneumonize  4x10"-6x10°  6.25
7|68 | F |chronic bronchitis (=) H. influenzae 107 —-(—) 300x1x7 fair (G
B. catarrhalis 2x10"-(—) 0.2
. .. S. prneumoniae 2x107-(—) 6.25
8| 60 | M |chronic bronchitis (-=) B. catarrhalis 105 —(-) 0.2 300x1x7 good (=)
9|61 chronic bronchitis (—=) H. parainfluenzae 2 x10%—(—) 200x1x7 good (G
. - — S. pneumoniae 107 -107 12.5
10 | 65 chronic bronchitis cholelithiasis B, catarrhalis 107 =) 0.2 100x2x 7 poor =)
rheumatism
11 [ 53 | F |chronic bronchitis | old pulmonary |H. influenzae 4x105-(—) 0.1 100x2x7 good =)
tuberculosis
S. pneumonigze 2 x10"—~107
12 | 60 | M |chronic bronchitis | chronic sinusitis | H. influenzae 8x10"~(—) 200x1x7 fair (=)
B. catarrhalis 3x105-(—)
N B. catarrhalis 2x10"(—)
13(63 | F bronchiectasis (=) P. aeruginosa ©) —4x107 200x1x7 good =)
R . |S. pneumoniae  10° —10° 12.5 .
14|24 | F bronchiectasis chronic sinusitis H. influenzae 107 - 01 200x2x5 fair =)
15 | 54 | F | bronchiectasis (=) P. aeruginosa 1028 -2x10® 100x2 x 7 fair (=)
X , H. influenzae 100 —>(—)
16 |38 | M bronchiectasis (=) P. aeruginosa 6x10=3x10"  6.25 200x2x7 good (=)
17 | 63 | v | Dronchial asthma | pulmonary |y g e 7x107(0) 100x2x 7 good | (=)
with infection emphysema
pulmonary . 6
K. pneumoniae 10° —(-)
18 — 1 2x7 d —
M e.mppysenbla =) A. calcoaceticus 100 —(-) 0.78 00x2x goo =)
with infection
pulmonary
19 (58 | M | emphysema old pulmonary | p ) iosa 105 — (<) 100x2x7 good | (=)
iy . tuberculosis
with infection
. . S. pneumoniae 3x105-(—) 12.5
2 _ _
0 | 78 | F |chronic bronchitis =) H. influenzae 8 x 10°— () o1 300x1x7 good (=)
21|63 |F bronchiectasis =) P. aeruginosa 1x108-1x107 300x1x2 unknown | unknown

NF: normal flora
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Table 3. Laboratory findings before and after treatment with fleroxacin
Case |Before|  RBC Hb | Ht | WBC [Eosino. |GOT |GPT [AL-P | T-bil | BUN | S-Cr Na K Cl CRP ESR
no. | After (10*/mm>) | (g/dD) | (%) (mm¥| @) | O | @) | U) |(g/d)]|(mg/dl) |(mg/d) [(mEq/L)|(mEq/L)|(mEq/L) (mm/h)
before 363 11.1 |33.6| 3600 5 14 | 10 |165 16 0.9 143 4.3 105 - 20
! after 390 11.8 [36.0| 4100 7 14 7 (176 20 0.9 143 4.5 104 — 16
before 480 15.0 |45.5| 7600 4 23| 20175 |0.5 22 1.3 142 4.1 109 + 25
2 after 486 15.4 |45.9| 7100 2 23| 241|175 [ 0.5 20 1.3 143 4.2 107 - 17
before 380 11.2 (35.1| 8700 1 11 9 (160 |0.3 14 0.9 142 4.8 103 2+ 65
3 after 370 11.0 |34.3| 6500 1 14 6150 |0.4 15 0.8 143 4.0 104 + 41
before 451 10.4 |135.0| 4800 0 17 | 10 6.4|1.22 | 109 | 0.87 136 3.8 100 3+ 30
! after 483 10.8 (42.0| 5300 2 17 7 5.5{0.76 | 13.7 | 0.81 139 4.0 102 - 15
before 350 11.0 |35.0| 15800 0 13 7 5.3(0.33 | 10.0 0.84 143 4.2 101 —
> after 353 11.9 {39.0| 6500 0 19 8 5.010.28 | 16.7 | 0.84 142 4.1 103 - 25
before 477 13.3 [41.0| 7200 1 64 | 47 (401 |0.4 15.0 | 0.9 142 4.8 101 + 52
6 after 428 12.3 |37.1| 6000 1 103 | 100 |387 | 0.5 14.0 0.9 139 4.3 99 + 43
before 390 12.8 (42.0| 6100 0 16 7 0.79 | 134 0.84 143 4.2 102 —
! after 419 12.8 |42.0| 4800 0 17 | 10 0.56 | 17.8 1.06 143 4.3 106 —
before 456 11.9 |36.0| 8800 0 17 7 5.5(0.76 | 13.7 0.81 139 4.0 102 2+ 30
8 after 412 10.8 |134.0| 6200 1 19| 11 5.110.28 | 14.5 0.75 143 4.3 104 —
before 483 14.6 [46.0| 6700 0 36 | 30| 19.9 15.2 1.0 4+ 45
’ after 449 14.0 |40.9| 3700 2 40 | 45| 184 14.7 1.0 + 23
before 435 12.7 |38.9| 6000 4 14 91239 |04 17.0 0.8 140 5.1 98 + 54
10 after 430 12.2 |38.2| 6600 8 16 71221 |0.4 18.0 0.8 141 4.3 105 3+
before 360 10.3 |32.2| 4600 3 22| 13192 |0.3 17.0 | 0.7 139 3.9 98 + | 103
u after 376 10.4 |33.4| 5600 1 22 | 14 (192 |0.2 20.0 | 0.5 138 3.7 96 + | 102
12 before 464 11.8 |39.0| 6000 12 23| 10 3.2|0.5 12.4 0.75 140 4.0 102 - 20
after 436 11.8 |37.0] 5700 12 271 11 4.71045| 14.9 0.68 145 4.5 101 — 15
before 394 12.2 |136.7| 6100 7 14 61239 |04 12.0 0.7 142 4.8 102 5+ 57
1 after 390 11.8 |136.2| 6200 1 16 | 13 |226 (0.3 17.0 | 0.7 142 4.6 102 + 29
1 before 419 12.6 |36.6| 8800 13 81100 |0.6 150 | 0.8 140 4.3 103 2+
after 421 12.4 136.5| 5900 1 13 51103 |04 19.0 0.8 138 3.9 102 -+
15 before 424 12.0 |136.8| 5700 0 21 14 {196 | 0.5 14.0 0.7 142 4.1 100 + 115
after 411 11.2 |35.4| 7100 0 22 91196 |0.5 14.0 0.7 140 4.1 101 - 115
" before | 527 | 15.6 |46.0| 10100 3 21 17| 4.8 + | 2
after 542 14.7 [46.0| 4000 0 14 8 46089 16.1 0.84 140 3.8 100 — 9
17 before 475 14.6 |46.1| 10400 1 28 | 22 8.610.9 11.7 1.2 147 4.1 100 3+ 15
after 453 14.3 144.5| 8900 0 28 | 20 6.7 11.9 1.3 147 4.5 104 + 19
18 before 444 14.4 {41.8] 5400 5 11 14 |168 |[0.5 140 | 0.9 143 4.9 104 3+ 72
after 455 14.2 (42.8| 3600 6 14 8 (175 |0.4 16.0 | 0.9 144 4.0 105 + 55
19 before 497 15.0 [46.0| 9400 3 22 7 7.8 16.5 | 0.87 140 4.6 100 + 60
after 458 13.7 [51.0| 7500 4 17 5 0.56 | 143 | 09 140 4.3 100 + 45
2 before 341 10.1 |31.0| 5200 0 14 4 4.3/1044 | 18.7 | 0.9 139 3.7 94 5+ 94
after 356 10.3 [32.0| 4500 0 17 4 5.2(0.35| 19.8 0.98 138 4.5 99 + 89
2 before 417 11.9 |36.1| 6300 7 16 | 13210 |0.5 23.0 1.0 143 4.4 101 + 48
after 406 11.6 {35.5| 6000 4 19 14 |232 | 0.5 21.0 1.0 145 4.4 104 + 57
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® Case no.13(Fig. 5)iX, 63NREXILEAES T,
BHM624E3A3HEAD» O, BEZEOMMICHE - T
378CORBNA LN, BHY T LRt TB. catarvha-
hsic K HAEMMELHEE SN, FHD200mg, 1H1ME
OROHFS MM L7, ARG %, ERH,ICHEHL,
BHELELS L, RETHRBRIIISERERROIZEL
120 B DB. catarrhalis i H K L, P. aeruginosa 4 X
10/ mAFZBO LN PEXRRAREER OGN, UL
DEBNLFEF S AT EHE LT,

@ Caseno.l0ix, 65ENEBHREXRES T, B
624F8 A20A M LB, RMEROBMAH LN LH
252 L. Bk 7 LREHDHS. preumoniae, B.
catarrhalisiZ X A EMMELEZ bh, A& D100mg, 1
AeElo&EORGYRAKB L. FAFORXEIINT S
MICiZ, S. pmeumoniae : 12.5 pg/ml, B. catarvhalis : 0.2
pg/miTh o7, FRRG%, BRERKSEELT, &
E7R%DERBRETCRPIZ T M 53+~ EEBIL LT,
610, MIEFENICIE, BRED) BS. preumonice 1 X
10/mOARIBEINY, KRIEDHEHE L,

4) EMER

215EFIS, 18ICFBE(Case no.2) A bh, 25704
F#IDI 5 TEIR L7, Case no.21 TIIAFIRS-Hiz—
BYEOEREH A O NI-A, KA L ORMEMSIZBHETIE
brofs. ZOMICIE, FHNIZL DREMORE IED

om. % %®

Fleroxacinid, X DFHF /o B ERBIZYT T L
HEB L UP. aeruginosa* & 7 7 LBEMEE I LILIK
DARY b T LEFLTWAEY, SEIDOKFFIZBVT,
R OMIE 2 REHEOBEL AXEREICTT HIEN
(MICs0) iXS. pneumoniae 12.5 pg/ml, H. influenzae 0.39
pug/ml, B. catarrhalis 0.39 pg/ml, S. aureus 6.25 pg/ml,
P. aeruginosa 6.25 pg/mITH 72, HF¥F /0 FIZBW
T, MEERBRESE IS T HEEEL LTOMES
T - 7:S. preumoniael 23§ HIMBE NI EFIZ BV T
BEEIN TNV O 4EFEIZ BV T L CPFX,
OFLX & W4, NFLXEIZIZREDORBEHTH - 720
RIZ, KHOKNEREICE LT, 300mg, 181EES
BFOMA Y — 7 {Hi33.67 ug/mI T, 24B5R%TH1.28
wg/mDBEER->THEY, FHIIOFLX L FE DRI
GRERNE, ROFX /0 Al ZVWRVWERRA L
ML7e COBMIIARDORERAICET A EANENREL
BT AERTH LY, MPRBREETTLHEH
HEEZEZ L L TEELRBEPRITICONTIE, AFHD]
[E]200mg, 1H1%\: L2E1#5E L 1 H 1B 5B OEE
PREDOY — 7L, 1.28~1.85,4g/mITH b, MHOH
¥ /0 HFEDRETIE, ENX, LFLXIZRKWTCHERT:
BHEPBITERLEY. SROSOKRFOEABEIC S
AR, REROFF /o FOLHEIEES b

oY (%/ 3/ W A - C, 1H1E#RE T b I 2 B IR 25 B E 122t
Case no. 4
Day 1 3 5 7 9
1 1 1 1 1 . 1 1 1
Case no. 8
[ Fleroxacin 200 mg x 2/day ’
Day 1 3 5 7
1 1 1 1 1 1 1
H. parahaemolyticus, MIC: 0.05 ug/ml
L Fleroxacin 300 mg x 1/day ERUS \ S. pneumoniae, MIC: 12.5 ug/ml
2
S
v 107 /
2
Z 10° : . 2 6 |
E S. pneumoniae, MIC: 6.25 ug/ml - 10
2 3
E 0 .\ } 1074
2 )
2
6
g 10 s
2 5 204
& 104 B. catarrhalis, MIC: 0.2 ug/ml (—) E P
£ 104 PM
2 PM
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Fig. 3. 60 y.o. male, chronic bronchitis.

Fig. 4. 60 y.o. male, chronic bronchitis.
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Fig. 5. 63 y.o. female, bronchiectasis.
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UTILITY OF FLEROXACIN, A NEW QUINOLONE DERIVATIVE, IN CHRONIC
RESPIRATORY INFECTIONS

K azunort Oishi, Keizo Matsumoto, Naoto Rikitomi, Kiwao Watanase, Tsuyostt NacaTake, Fuminart Sonopa
Department of Internal Medicine, Institute of Tropical Medicine, Nagasaki University,
12-4 Sakamoto-machi, Nagasaki 852, Japan

Fleroxacin is a new quinolone derivative structurally related to norfloxacin. We evaluated its utility in chronic respiratory
infections. Its antimicrobial activity (50% minimum inhibitory concentration: MICso) against major respiratory pathogens was
12.5 pg/ml against Streptococcus pneumoniae, 0.39 ug/ml against Haemophilus influenzae, 0.39 pg/ml against Branhamella
catarrhalis, 6.25 pg/ml against Staphylococcus aureus, and 6.25 pg/ml against Pseudomonas aeruginosa.

The maximum sputum level of fleroxacin in one patient with chronic bronchitis during oral administration of 200 mg once
and twice per day was 1.29 pg/ml and 1.40 pg/ml. The maximum serum peak level and serum half-life in one patient with
bronchiectasis was 3.67 pg/ml, and 13.2 h after a single oral dose of 300 mg, while the ratio of maximum sputum to serum
peak level was 50.4%.

In 21 cases of chronic respiratory infections, fleroxacin was clinically evaluated. The drug was given orally at 200—-400
mg per day for 5—7 days. Causative organisms were S. pneumoniae (8 cases), B. catarrhalis (7), H. influenzae (9), P. aeruginosa
(4) and others. The rate of clinical response was 68.4%. The bacteriological response against all isolated pathogens was
84.8%. A side-effect (erythema) occurred in only one patient.

These results support that fleroxacin is one of the most useful oral antimicrobial agents in the treatment of chronic

respiratory infections.



