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WPR2FFFIEIBIZ 817 5 BAY 0 9867 DR - FRIKAIIRETS

MIEEE] - ZILEF - JIEHECC - #)I =B
RHEEGL - B - KTRB - T -5
ARHER - KBLIEFK
il KRFEFIRUIR B FERZ

FI)ANEEROH L ARIEE BAY 0 9867 oW TRERER EMBEH L L, B
REIBOBUIZ AR 2 ix5 L, HihtE, ©&tt, AARORT %1757

PLE /12 OFLX, NFLX & AFIT, P. aeruginosa 544k, S. marcescens 184k, Enterococcus 45k % &
U FRIR 3 BERR2934R IS 4 5 MIC 2 RIE LB L 720 Z D FR2934013 2 T3. 13 ug/ml LT i EE
DFFNL > TREHIE SN, F L ERTH,

FEPRBI 2HERERE 22, B L UBEBROLITH), BUSMMERBEREE 95, BT TR% 2 5.
MEMRER 261121 H100~400 mg % 3 ~19H#%k5 L, £& LT UTI £ ETHEHEL
oo ZDORREZEEIE ) BUBERRE L UTEBRIIFNIZ, APHULOKZHE SN, 100%
DEMETH), BUYEMEERBEEEIFLI0%DEHETH 72, D 6Bl% 58 EEE
HETIAENUL 8BNS 9% DEIETH o720 BIIMIRAE, RERD4FITVTRLFEHULL
HES I,

£306d 1 FliEn:, LEREAH Y, &5 kL, BERREMEENI D W TH~ D,
FRNZLBEBRDNIRFERD AR 572,

UEDZ e oFREPRESE LTiE, REBRIEGRICADLER EERZ 6N,

BAY o 9867 (Ciprofloxacin) 3EFLW¥F /Y A
RUBRAOERIMEET, Fig. 1 ® & 5 % Norfloxacin
(NFLX) B0OBE*H T 55 FE385.820WETH
A,

AHL P. aeruginosa, Serratia &t 7T LIEME X b
& &Y, E. faecalis, S. aureus %2 & 75 LM, #E%
BICOEWHEN Y RT & sy, BOKS L-EEH
BERFHICOPBEN LR LA 6N, RAPEITEK G40~
50% L anTw5YS, KAl AET A HE*1B-0T,
HEPEMRET & L CHRR BRI T A MIC 2 IE L,
bR & BT 5 L 3hic, BRRESIIZIRE L, AROED
%, Z&%, FHEC w TR L,

1.5 &
1. iEH

BERFERSBERD E. coli 558, K. pneumoniae 21
¥R, P. mirabilis 278k, P. vulgaris 8 ¥k, P. rettgeri 14%%,
M. morganii 128K, P. aeruginosa 548k, S. marcescens 184k,
E. cloacae 20¥k, E. aerogenes 6 ¥k, C. freundii 138k, En-
terococcus 45 Bk @ 5t 293 £k 12 2F + 5 K &, Ofloxacin
(OFLX), NFLX O MIC % H A&{bEFiEESEk Ll
E LB L7z, BEEEIZ1068fu/ml TH 5,

2. BRRE9RRET
BB X140, SMEMUTETRIH, 18
PERMEVEIR BRI AE 9 B, 1RMERTVIARZE 2 B, KEEIR

HR 2 BFIOE0BNI AR %355 L 72 BHERYPAE AT L
Ti31 H200~300mg 2452 & L <25 3T, 3~10H
M5 L, BMRAE IS LTt 1 H100~400 mg % 5
1%V L537T, 32w LI19AMHES L7,

FRPRZDR D & UTI ERHEFMEHES T £ 5 7245, [
BETHELIAZVLDII DLW TRFBEEHEIZLS
Mot

I. B¢ -

1. AN

E.coli (Fig.2), K.pneumoniae (Fig.3) iz ¥h b
0.78 pg/ml TEMRFEFMIE S h, OFLX, NFLX & 9 (£
Tz,

Fig. Chemical structure of BAY o0 9867
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P. mirabilis (Fig. 4), P. vulgaris (Fig. 5), P. rett-
geri (Fig. 6) 3V N 0.1 xg/ml TEEMBEIL S R,
M. morganii (Fig. 7) 130.05 xg/ml TEHMHEIE & 1,
WEFNROPA S, NFLX, OFLX L h 2 EREEN K
BTHo1

P. aeruginosa (Fig. 8), S. marcescens (Fig. 9) ¥ 4&
B3.13 ug/ml TREEMEIE S, RLENBETH -
726 LD L, Serratia (Fig. 9) (B L Tid, OFLX &
BEAEENRVWEIIZEDR,

E. cloacae (Fig.10) 130.39 xg/ml TEBKREFMHEIL &
1L OFLX, NFLX & W ERL T W7z,

(Fig.11) $1.56 xg/ml TEEMHEIE &1,
RbLERTWV,

C. freundii (Fig.12) $0.78 pg/ml TEHREFMIE S
N7z, T hix OFLX, NFLX T b R TdH o 72 En-
terococeus (Fig.13) 133.13 pg/ml TEHREFHIE S 1,
NFLX £ ) 2BERELC, BRLVRVEMTH 72,

L7:doT, 2B EBLTROB MICELRT D
i, P. aeruginosa, S. marcescens, Enterococcus D 3.13 ug/
mEwnH)T &l b,

2. EeRA9RET

SHEHMMERE 146 & S BEANBEE LD 36013

E. aerogenes

Table 1I27R L7 2D b UTI ERFMEREIICED
13BUiZ D Tid, Table 2123 &7z, TR bERLL
ETI0%DEMETHo 2o T-MBEFHHEE
Table 3 178 L7245, 13%kH138k100% DEREE TdH -
72

UTI ERFMEEITHEL 2 & o 72 4 B 3H13,
L, HRAUAEBOEPSBENLA-bDOTH D2, FE
HIZEL T TR EDE THEENFHEL T2, &)
D 1> TR FRARE, L&HHRE, HRAIHEL,
PAR%E Sk L TV 2 EF THROHEIRITV 2 b 5 72,
B R REEERSIE 9B (Table 4) 22V T,
UTI E#pFMEECHRLHE L L EFH 3FI LA~
R, FERIB, A2 TINGI0%DEHET
Hot, BHD6HIH2FIIKSHEAIB LI %L,
ZOBATEEEVIHRELHELTEY, WTFhbEZ
Thotio TDMD 4 FIIIREHMIZ 7 ~198TH 5 72
PRHRHEAAT7 ~148 & % o - D FEEHED AT
W, EW2H, ARG, ERi1fleny, 29F%E
BEHAETALE, EWH3, A%5, EXH1T88.9%D
BRHEELR B,

UTI ExFEEENCE ) 3FlIcoT, HEFHH
BEHh7:b DA Table 5T, 6FkF 6 8R100% DIREAE

Table 2 Overall clinical efficacy of BAY 0 9867 in uncomplicated UTI

Symptom Resolved Improved Persisted Efficacy on
Pyuria Cleared | Decreased | Unchanged| Cleared | Decreased | Unchanged | Cleared | Decreased | Unchanged bacteriuria
Eliminated 1 1 1 13 (100%)
Bacteriuria| Decreased
Unchanged
Efficacy on pain 11 (84.6%) 2 (15.4%)
on urination 070 ik Case total
Efficacy on pyuria 11 (100%) 1 (7.7%) 1 (7.7%) 13
] Excellent 10 (76.9%)
Overall effectiveness rate
M 3 (23.1%
:I oderate (23.1%) 13/13 (100%)

Table 3 Bacteriological response to BAY o 9867 in uncomplicated UTI

Isolated No. of strains Eradicated Persisted
S. epidermidis 1 1 (100%)
E. coli 11 11 (100%)
E. aerogenes 1 1 (100%)

Total 13 13 (100%)
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Table 5 Bacteriological response to BAY o0 9867 in complicated UTI
Isolated No. of strains Eradicated Persisted
S. epidermidis 1 1 (100%)
E. coli 2 2 (100%)
P. aeruginosa 2 2 (100%)
K. pneumoniae 1 1 (100%)
Total 6 6 (100%)
Table 6 Clinical summary of other infection with BAY o 9867
Treatment S Bacteriuria Sid
Case |Age |Sex Diagnosis ymp- Pyuria Evalution 1ae
Dose |Durat. Species Count effect
(mgxday)| (day) P
100 + S. epidermidis 10¢
1 64 | M |[Chr. prostatitis X 9 12 Excellent -
# Mycoplasma +
. .y 2
2 42 | M |Chr. prostatitis 100 17 S. epidermidis 10 Moderate -
X3 4 _ _
" S. epidermidis 102
4
3 30 | M Gonococcal N 100 3 N. gonorrhoeae| 10 Excellent _
urethritis X2 _ _ _
+# N. gonorrhoeae 10°
4 |22 | m |Gonocoseal 4 100 10 Excellent | —
urethritis X2 _ _ —
TH o7, bHIBLE %5 &) ZEEHRBRE SR T2V,

TBYERTILAR % 2 B, WRETEFRE % 2 B1E Table 6 (278
L7As, WFRLEHUETH 572,
30FIF B EMEER 2oz b ok, SUHELE
Ko 1Flo.0HmEH, HREZTTHE,
BERBEMICOVWTRE LRS- 0, @MHERED
FEBIT, GOT »37UH S52UWCBEER L7 1617207
Thb, BERREMBEDOLE % A7 EFNIZILIBFI L D vas,
ZDfE% Table 7278 L 72,
o, * %=
ARNET TIZDOXREZEHIIZF IV ANK O BEROE
BT T, BLRETO NFLX E#MEMICRUL- 6D
ThHbh, TORFKICET HEH) L LT Nalidixic acid,
Pipemidic acid, Piromidic acid, Cinoxacin, NFLX 7Bt
WCRFEEsA, SERBEHOLEIZA VW OFLX 8L U
ZHIZHELL L 7 Enoxacin AR E N A D v & B b
Nb, ZORKEDERTHEAXDBERE, PHRMEER
~OVER", IRPEA~OESITHEI OIS 2 LA S h
T h7A5, KE EHENICEM L 72 NFLX TO K&K
oty FD &) bidn {, $320 B RILFEHEF
AWAATEERICBILREOHFED KTy n0T

FEI OB IENLEN DY, AR LD
75 LGSR D S. aureus, E. faecalis o, 77 LEMY
12 H® D P. aeruginosa, P. cepacia, S. marcescens, HERME
B D B. fragilis (2725 T, LRI VKRI I L
TEBONBE LTV, ZOT EFe DT BRI
SHERRIZH S 5 MIC D#llE T & OFLX, NFLX & h ffh
EEERLEZ DSBS T, P.aeruginosa S54%K,
S. marcescens 18%k, Enterococcus 458k D & T H%3.13 ug/
m UTORECREEHRIES N, TALUNOEKT
I3 EAEDEEH0.78 ug/ml LT ORE TREBMIE
ENTVBE L EARATLFFOENIHEANFHL AT
H5b,

HEHAV L SERTYT S EABIRED T CRIEY
NTBRRERICES 2w, ZOETO®RER EEES ~
RI7 LATHREONIT- THY, KEI200 mg 0 ZEMEF
FZETIES% I BB TL.04 ug/ml OMPBEELET
By, RPEYIE S 8EFHE E TTIL.3% L HE SN TV
o 7 T1/2H3IKHTH -7,

UTI ZEEF MRS L K4 DR OB TIE, 100
mgiEx 1A 2~3mEKFE5L, BB SHBTER
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K13BNIH LERHIOB, A%h 3 B & EXHHT6.9%, FH
RI00% & BVHETH Y, BREARSI0%TH o7, &
7B R RS S IEB AP e b o 1295, 3BIEBIE
WMULTH o7z FHEEHTTHTS 9BITHER 3B,
BB, EH1BIL8B.I%DEMETH 70 HT—
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CLINICAL STUDIES ON BAY o0 9867 IN THE FIELD OF UROLOGY

KEeisH1 OkaDA, HIDESHI MIYAKITA, ToSHIFUMI KAWASHIMA, KATSUMI TANIKAWA,
YosHIHIRO NAGATA, Yoj1 KATSUOKA, HIDECHIKA KINOSHITA, KAZUO MATSUSHITA,
NoBuo KAawaMURA and MASAAKI QHKOSHI
Department of Urology, Tokai University, School of Medicine

BAY o 9867 is a newly synthesized antimicrobial agent of quinoline carboxylic acid derivative for oral use, and is
said to show strong antimicrobial activity against not only gram negative aerobes including P. aeruginosa and S. marces-
cens but also gram positive aerobes and anaerobes such as E. faecalis, S. aureus. The plasma concentration of BAY o
9867 is said to increase dose—dependently with 40 ~50% of urinary recovery rate. In the present study, the MIC of
BAY o 9867 against clinical isolates were measured and compared with those of other antimicrobial agents as a fun-
damental study, and its clinical effectiveness, safety and usefulness were studied in patients, as a clinical study.

As for the antibacterial activity, the MIC against 293 strains of clinical isolates including 54 strains of P. aeruginosa,
18 of S. marcescens and 45 of Enterococcus were determined and compared with those of Ofloxacin and Norfloxacin, re-
sulting in complete growth suppression of all 293 strains with 3.13 xg/ml or lower concentration of BAY o 9867
showing its superiority to the two agents.

As for the clinical study, 30 patients in total, namely 17 patients with acute cystitis or pyelonephritis, 9 with chronic
complicated UTI, 2 with chronic prostatitis and 2 with gonococcal urethritis, were treated with BAY o 9867 100 ~
400 mg daily for 3 ~ 19 days. The drug effectiveness rate was 100% in each group of 13 patients with acute cystitis
or pyelonephritis and of 3 with chronic complicated UTI, all of whom in both groups have coincided with the criteria
defined by the UTI committee. In all the patients treated with BAY o 9867, including above mentioned patients, the
effectiveness rate assessed by the doctors in charge was 88.9% in the patients with acute cystitis or pyelonephritis, and
100% in those with prostatitis or urethritis.

As for adverse reaction, vomiting and epigastric pain were noticed in one of 30 patients, resulting in discontinuation
of the drug treatment. No abnormalities related to the drug were observed on laboratory findings.

In conclusion, BAY o0 9867 is considered to be effective for the treatment of urinary tract infections.



