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WARR B3R SIS O FR B IR SiE (2%t B BAY 0 9867 (Ciprofloxacin)
DERRBIRRE

BEMEX - ERRE - BILIRE - B)I—5
ERRFEFMLREFFHFHE
(EFE : BII—BHK)

WIR BRI O RBESSERE I BAY 0 9867 ¥4k 5 L, ROKEEF 7,

1. REBKRDHEL, HAMRBREETIE 6 FITNTENERL, EHEMRERYIETI12256)
o, EHI2B, 1061, £ 3 FITHIEII’BS TH -7,

2. MIEZERZHR I, 478, THER41R (87.2%), FRHR6%KTH -7,

3. B -ftEMEERHEZD W2 h o7,

BAY 0 986713 F 4 + N4 TV THE - RS
NizF /) 2 ANK U BROFHREBIERTH 5,

AR DT FE D Norfloxacin & FHEIZ S. aureus,
E. faecalis D 7 7 LEGHEBE R, P. aeruginosa, S. marces-
cens ¥ FWY 7 LBEMEICE L TIREVCRENEAL,
LabitE ALoEEIZBWT, RFZHED Norfloxacin,
Ofloxacin, Enoxacin & WENAHENE*ETH LT
HHY,

T, vy ABRYEEERTYL, S aureus, E. coli,
K. pneumoniae, P. aeruginosa THEN B2 IF SN T
BY, SHICBERACERL200mg 1 BEOKS L
7o & & 2B E TORPEINEAM0~50% & REF 2B
BOOBONTVAEIL,L b, WRBHFIROEMM,
BHEVERBERERAE (ST LT, RWICHIREDTS T, 4,
WA ZNVESHENET L ) BFORE EZ I, BROKR
HETHIULNTELDT, TORMEBRET 5,

BAY 0 9867 DL BERX I RNEY TH 2 (Fig.
1),

Fig. 1 Chemical structure of BAY o 9867
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1. MBRELUVREHE
A RIIBASSEIZA A H59F 6 A £ TOMIC, BEX
FEFHHBRTLRERNREZZ IR ARKFTOE
B31BIT, HEDOMERIZEHMREBRESE 6 5 (BEhR
461, BRER2H), EHEMIREREESS (X
2160, BEER4LB) THoto

¥ 70, MR BB E O FERE AR B BT T AR AEKAE 8
Bl, MERMERER 76, BEE 36, REKE2H, B
MR, BERtAERS, BMAIIRE, FEE (BEHRMERE
BES), BEHREBMAE 1BITH > 720

FELR19FH»6T79F (FHS8F) £ TT, MAREF
2080, WFNBITH 572,

5 HEE, BEMMERENAICI1E100mg % 18 2
[ - #&%) £330 (BEEK), 3~70FH,
BUMTEFTR, SHEMREELAEICIE 1 E100 mg &
5\Vid200mg ¥ 1 H2E (- F&%) /4130
(BE%), 5~M4BMEOKE L, BERDRHER
UTI ERFFMEE (FTH) M- TITY, $7:, &%
ERTHICFEEMBOEEIZ X 2HRHEL LT
To7

I.EE K o %

1. BEfhtESR BE RS AE

SHEAMBERR 4P, EHEANBEEER2HO8
6BITNTHEHERL, 10%DEHEKRTHo 12
(Table 1, 2),

2. BMEMERBRESIE

1) BEER

4B, BH3B, EHIBTSSOENERTH -7,

2) MR

216, EWI2H), A% 76, B2 HTHHER
90.5% T o7

HMERBREELSAE T, 25604, Z5126)
(48%), AH%h10B1 (40%), EXH3 B (12%) THHE
1388% Tdh o 72,

UTI RBREFNOAHRIZOVWTA D &, B
HBEDIABITII85.7%, REAREHD1IBITIZ90.9%T
H o7,
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Table 1 Clinical summary of uncomplicated UTI cases treated with BAY o 9867
A Treatment MIC Evaluation Sid
Case g Diagnosis Symptom * | Pyuria * Bacteriuria * flfe
No. | Sex mgX Times | Term BAY | PPA | UTI Dr | effect
59 ++ + E. coli 105 0.025| 1.56
1 F AUC 100X 2 7 Excellent | Excellent| —
19 + ++ E. coli 105 | <0.025| 1.56
2 - AUP 200X 2 5 Excellent | Excellent| —
37 + + E. coli 10%
3 F AUP 200X 2 7 Excellent | Excellent| —
60 + + E. coli 105 | <0.025| 0.78
4 F AUC 100X 2 3 Excellent | Excellent| —
50 + ++ E. coli 105
5 F AUC 100x 3 3 Excellent | Excellent| —
34 H ++ K. pneumoniae 108
6 F AUC 100X 2 3 Excellent | Excellent| —

AUC : Acute uncomplicated cystitis
AUP  Acute uncomplicated pyelonephritis

Before
After

Table 2 Overall clinical efficacy of BAY o 9867 in uncomplicated UTI
Symptom Resolved Improved Persisted Efficacy on
Pyuria Cleared | Decreased | Unchanged | Cleared | Decreased |Unchanged | Cleared | Decreased | Unchanged bacteriuria
Eliminated lzl 6 (100)
.. | Decreased-
Bacteriuria Replaced
Unchanged
Efficacy on symptom
on urination 6 (100) Case total
Efficacy on pyuria 6 (100) 6

Excellent

6 (100)

Moderate

Overall effectiveness rate

Poor (or Failed)

1]

6/6 (100%)

KSR OARERG, EHEREEEAE CENKNS
B 72200 mg X2/ B 5BET1284.6% (11/13), 200
mg X3/ B 5B T1388.9% (8/9) TdH o7 (Table
3~6),

I, MEFODR

Bt RBERYFES » & E. coli 54k, K. pneumoniae
LERSTBEES N, TNTHVER L 2o BMMERBREE
BITia418kmh, 435k (85.4%), FEHt64k (14.6%)
Thotlo ELEMBIZOWTABE, P. aeruginosa 139
e, 4% 88k (89%), E. faecalis i 9 Bkth, B 6

¥k (67%), & 5IZE. coli 4%k, Staphylococcus sp. 4 Bk,
E. aerogenes 3 ¥k, E. cloacae, M. morganii D% 2 ¥Rz
NTHE L,

%23, BAY 0 9867 5K Tk, HicHB L HE
X, S. haemolyticus, S. epidermidis, K. pneumoniae, E.
agglomerans & L RDETABKRTH 5 720 SBEE D 2 H T,
ZAHl B & O pipemidic acid (PPA) OMIC (100f5# %)
FREL e FREMICOVTH L L KR, E. coli
(7#) TO0.05pxg/ml LA'F, E. faecalis (9 #k) T3.13
pg/ml LUF,  Staphylococcus sp. (4 #k) T0.39 xg/ml LA
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Table 4 Overall clinical efficacy of BAY 0 9867 in complicated UTI

i Effi on
Bacteriuria pyuria Cleared Decreased Unchanged Eactar i
Eliminated 4 2 18 (72.0)
Decreased 3 3 (12.0)
Replaced 1 1 (4.0)
Unchanged 1 2 3 (12.0)
- 1
Efficacy on pyuria 13 (52.0) 8 (32.0) 4 (i6.0) Case tota
@ Excellent 12 (48.0)
Overall effectiveness rate
:l Moderate 10 (40.0)
22/25 (88.0%)
|: Poor (or Failed) 3 (12.0)

Table 5 Overall clinical efficacy of BAY o 9867 classified by type of infection

Clinical efficacy Overall
Group No.of cases effectiveness
Excellent | Moderate | Poor rate (%)
1st group(Catheter indwelt)
. 2nd group (Post prostatectomy)
Single
) ] 3 rd group (Upper UTI) 2 2 100
infection
4 th group (Lower UTI) 12 3 83.3
Sub total 14 5 85.7
5 th group (Catheter indwelt) 2 100
Mixed
. 6 th group(No catheter indwelt) 3 1 88.9
infection
Sub total 11 5 1 90.9
Total 25 12 10 3 88.0
Table 6 Clinical efficacy of BAY o0 9867 classified by daily doses
Daily dose Excellent Moderate Poor Efficacy
100mg X 2 3 3/3
Uncomplicated UTI 100mg X 3 1 1/1
200mg X 2 2 2/2
100mg X 2 1 1/1
Comolioated UTI 100mg X 3 2 2/2
omplicate 200mg X 2 6 2 11/13(84. 6%)
200mg X 3 3 1 8/9 (88.9%)

(Criteria by the committee of UTI)
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T, P. aeruginosa (9 ) T 0.78 pg/ml LL F, K.
preumoniae (3 ¥E), E. aerogenes (3 k), M. morganii
(2 #), E. cloacae (2 #k) T, E. cloacae 1 Bk »%25
pg/ml, K. pneumonice 1 BR%%12.5 ug/ml & K & % MIC
¥FRTHROA LN, 028U XTO.1 pg/
ml AT LTz, $72, A faecalis 2 Bk, 18
150 pwg/ml L E DB T H o 72, PPA X, +~T0.78
pg/ml A EIZS A LT W7 (Table 7, 8),
V. B 13 A
BAY 0 9867 fRAIICERT 2 8 - ML IERIR 1
Bl ALNLH o7,
FHIEERHIC, 7O oW TR, AFERIERE
70727, EROBEBLEEZONAREHERIEZDO N
%A o7 (Table 9)o
V. % ®
BAY 0 9867 REIFNERMBFIOFTRJE LT Ch
RENE AT HEACH ), BEMREBERENE
REDE. coli XMWH/D &, 4% THROLERERIT

RHETNEBEERYDRZHFET & % H 5 72 P. aeruginosa,
S. marcescens BREFEIIX L THFHF MBI LD H 2 &
26, WREEHRIR O S ERBEREE IR L7,

BERRZDRIC DV Tid, HMMREEEREAE (BEER 4 61,
FEZR2H) TEEIEDER LAY, ZOBBIIHAR
EEX 5,

M IR BB SAE Tk, 25B1eR, FEx126U, AH%H1061,
Y 3FIDELKS% T, THIILEFHEBE D> SDE
RSB IHNRTHVEETH 72, CORERIEDN
bhoOMEEIE, GBHT—T A 2HILAETN
Tzl ellb L bEEXDH, LHrLIN2H
(RE&-QBEHT—TNVED) OFBEED MIC (M. mor-
ganii . 0.025, <0.025, P.aeruginosa . 0.1, 0.78, E.
faecalis 1.56, P.rettgeri :0.05ug/ml) (3D T/HE
, EHYIHEDBITH 720 BEHT—TABIIBNT
bEIERER 2 BIRT 2% 61, 27k h DRI HET
&5 LEZR D,

BESRIOHEIZOVTIE, EFBDEH 572200 mg

Table 7 Bacteriological response to BAY o 9867

Isolate

No. of strains Eradicated Persisted*

E. coli

Uncomplicated UTI K. pneumoniae

(3]

Total

S. epidermidis
Staphylococcus sp.
E. faecalis

E. coli

C. freundii

K. pneumoniae
Complicated UTI . aerogenes
. cloacae

. morganii
. retigeri

. aeruginosa

Wttt X M

. putida

A. faecalis

N = O = NN W W e YO W= W]
00 = NN W N - e W o] -

1 1

Total

=
—

35 (85.4%) 6

% : regardless of bacterial count

Strains® appearing after BAY o0 9867 treatment

Complicated UTI

S. haemolyticus
S. epidermidis

K. pneumoniae

— =

E. agglomerans

% : regardless of bacterial count
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Table 8 Susceptibility of clinical isolates to BAY o 9867 and PPA
MIC(ug/ml) 10°cells/ml
. No. of
Organisms . Drugs | < =
strains 0.025/0.05( 0.1 0.20.390.78|1.56|3 .13]6 .25(12. 5| 25 | 50
Uncomplicated . BAY 3
UTI E. coli 3 PPA 1] 2
BAY 1 (12
Staphylococcus sp. 4 PPA 1 12
. BAY 8 |1
E. faecalis 9 PPA 9
BAY 3 1
. ] 4
E-coli PPA 13
BAY 1
. i 1
C. freundii PPA 1
BAY 1|1 1
. 1 3
K. pneumoniae PPA Z 7
BAY 1 1
. 2
E. cloacae PPA 1 ]
Complicated BAY . I
UTI . 3
E.aerogenes PPA 1 2
BAY 2
M. i 2
morganii PPA 3
BAY 1
P. ] 1
retigeri PPA 1
BAY 3|1 (4]1
. j 9
P.aeruginosa PPA 1 5132 1
BAY 1
. 1 1
P. puiida FPA 1
. BAY 1 1
A. faecalis 2 PPA 1 ]

X2/Bx58 136, E&66I, His5Hl, EXH2H
THHEI384.6%, 200 mg X3/ BIXGE 9 FIp, ¥
3B, AHSHl, EH1HITE.9% LMBIZEIRAS
hihsot, LAL, #0i3200 mg X2/ A5 EICH
ThEEAE (1284 8), 200mg X3/BHRSHICRE®K
B (EI2E6H) MHE(EHShTEY, ThEER
NIEEDFERH» S, BERYHiZi14200 mg X2/ B,
BABESBF 1213200 mg X3/Bik5 2, 5RO BRIC
hHEEZD, BERAICOLWTRMSERTNE LD
Ao o,

PEL Y, WRBFHHEEORBEEAIC S5 BAY

09867 DEMM, KEML L ICHRAMNER SR,
X 73

H2E A AMLFEREF T A RITRS, HED

Y HRI 741, BAY 0 9867 (Ciprofloxacin), M

11, 1984

Zewer H. J.; K. GrosE :

activity of ciprofloxacin Eur. J. Clin. Microbiol., 3

1 339~343, 1984

UTIRFZER ¢ UTI ERAEMERE (B, Che

motherapy 28 . 324~341, 1980

1)
2)

The in vitro and in vivo

3)
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Table 9 Laboratory findings of BAY o0 9867

RBC Hb Ht WBC | GOT | GPT | Al-P | BUN Creatinine
Case No- | (1gs/mm) | (g/a) | %) | mo) | ) | @ | ) |mg/d)| mesa)
Uncomplicated 2 B 426 14.1 42.1 9800 26 21 6.9 12.0 0.8
UTI A 419 14.0 41.3 5200 22 22 5.8 11.0 0.9
B 516 15.5 48.2 9300
8 A 508 14.9 46.2 6000
9 B 437 15.3 43.9 7400 29 16 6.3 12.0 0.9
A 452 15.8 44.0 6100 32 21 5.4 12.0 1.0
13 B 19 19 6.5 12.0 0.9
Complicated A 21 16 6.2 11.0 0.8
UTI 14 B 456 15.1 44.5 4900 29 26 6.1 14.0 0.9
A 469 16.2 45.4 6200 26 28 5.3 13.0 1.0
29 B 365 13.1 37.2 6100 52 45 10.2 22.0 1.5
A 352 12.8 36.6 5900 49 42 11.3
25 B 456 14.4 42.1 6900 37 39 5.6 29.0 1.4
A 451 15.1 43.0 6200 30 46 6.0 32.0 1.5

B :Before treatment

A lAfter treatment

CLINICAL EFFICACY OF BAY 0 9867 ON URINARY TRACT INFECTIONS

NoBuo FujiMura, KENzo UEMA, MoToakl OpacHl and Kazuo Kurokawa

(Director: prof. Kazuo Kurokawa)

Department of Urology, School of Medicine, The University of Tokushima

Clinical efficacy of BAY o 9867, a new quinoline carboxylic acid, was investigated to 31 patients with urinary tract

infections at the department of urology in Tokushima University.

The drug was orally administered at daily doses of 200mg ~ 600mg for 3 ~ 14 days and following results were

obtained:

1. The clinical effect in 6 uncomplicated urinary tract infections was excellent in all cases. The clinical effect in 25

chronic complicated urinary tract infections was excellent in 12 cases, moderate in 10 cases and poor in 3 cases, and

the effectiveness rate was 88.0%.

2. Bacteriologically, 41 out of 47 strains isolated from urine were eradicated, and the eradication rate was 87.2%.

3. No subjective or objective adverse reactions were observed.



