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BAY 0 9867 IZB¥ % ZEBER - BRRAIRFZE

F@E— - NEFBF - KELTF - KBFX
il B EAKRET - KRFEKRRS - 4% &
RALKRFHUBRE R TR IR

FAEBZDOHEA BAY 0 9867 1220 W CHRIR B EAITE 6 BEFE 1208k 1St T A LB H %
Dynatech MIC 2000 system % F\ 7 ARt A R IC & 0 MRET L, DPIREFESAE 6 Bl & PR BRI ife
fE 1 B ¥ 5 BRIRZIR, MEEHHR, BEA DL TORE L,

S. aureus \2xF L, AK120.78 ug/ml TEHRORBREXMIEL, ¥—2130.394g/ml 123 H GM &
NRRHDSDNDNFLX, CPZ L W R TV 7z, E. coli \ZxF L Tix200 pg/ml L LD 1 B2 BRWT
1.56 g/ml AT D MIC 2/R L, fli#lL h BTV 7z, K. preumoniae (2B L T1d20BREHRA%0.1 ng/
ml LT CREAFEIE S iz, S. marcescens Ti30.39 pg/ml LT TERERDEFAFRIE XN, Entero-
bacter \= B Ti2100 xg/ml D 1 B % BREV>TO.78 wg/ml LL T D MIC %78 L TV /2, P. aeruginosa |2
¥ BEHFDMIC 11<0.1~1.56 wg/mlIZ53 ML, €—213<0.1pg/ml 2% Y GM, NFLX & b
3EXME, CPZ & b 6 BXBEENR TV /o,

W0 33 BEAE (24 § A KB DBRER AR 1, REXR2BIPEH 16, EH 1, WHrdpldes
B 16, BHIBITH oo FHFIRGRDOEES S FBES N7z S, pyogenes 1 BRIZIHE L, S. au-
reus 1BRIZFEBE L7 E.coli I 2 BMEEE RO IFIIE O HEL THRMICOAERTH 72,
ARG L2 BN RE - HLBREREOBER A O N D 5 727, BRBREBEOREL
ELTIHICGOT BLUGPT D LEAMA LN,

DEC 1985

BAY o0 9867 (Ciprofloxacin) &8 KA > - /x{ T )L
HTRBE SN 1ALIC cyclopropyl X2 HTAHF )Y »
ANVKCBROFERRER TH 5, {LFEMEMIZIE
Norfloxacin (NFLX) &¢BEALTHH, Fig 1 2HERX
YT, AKIERENIERAL, BAMEEELY T L
BBEE, 77 ABRHE I L TRILCENRLREN YA
T5,

4, FKAGEEREME ST 2ERFORED L1
5 IR IBREIEL EEAT A BEIIROKS
LT, ZDBKRHR, MEENZE, BWERIZo» TR
L7

I. A b3

Dynatech MIC 2000 system % i \» 7z {5 55 b 75 FR %
&b, FIIEEDL S S8 S N7 Staphylococcus aureus,
Escherichia coli, Klebsiella pneumoniae, Serratia marces-
cens, Enterobacter, Pseudomonas aeruginosa O 6 B ¥ %
NENR20KY 2, EF1208kIZ3tF % BAY o0 9867 HOMIC
% Ml % L, Norfloxacin (NFLX), Gentamicin (GM),
Cefoperazone (CPZ) O Zh & HEMET L 726 Mueller—
Hinton Broth (MHB Difco) % Fl\: THEHM OEHAR
5 (0.1~200 pg/ml DI12EXPE) %1ERLL, Th%

TARARH—IZE WD 2 VERET AT A0S
15— 7L—=F+DE72Mi20.1ml F2HHELL
MHB {2 T37°C, 20B§M%5% L /- L3C 6 BHE1200k % WE
HEREKTIEICERLT, 41 /7F2Lb—9—12kh%
7 2 Vi20.0015 ml €M L /-, EHEEEILS. aurens
A910%/ml, M 5 WHIZ105/ml & 7% B, EHEHER, 37C
T20RFMIBER L 7:1%, RNIRMICREOFELBETAS
EWEVHOR/NDREEFHILBE (MIC) 2HIZEL,
MG 25 g dE 6 B (PIERIX, RE 26, Mikd
Bl) EMEEERLOIEFEZEOHKS L, BRHR
MEZHOHR, BIERERE L. BiEapl, k36
T, ERUEST~T5F Th s, AH200mg # 1 B 3,
RS e L, %54MIE3~14BTH 5%,

Fig. 1 Chemical structure of BAY o 9867
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Fig. 2 Distribution and cumulative percentage of

MICs of BAY o

against S. aureus

9867 and other drugs

(20 clinical isolates)
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Fig. 3 Correlation of MICs between BAY o 9867

and NFLX

(S. aureus 20 strains)
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Fig. 4 Correlation of MICs between BAY o 9867
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Fig. 5 Disl

tribution and cumulative percentage of

MICs of BAY o0 9867 and other drugs

against E. coli

(20 clinical isolates)
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Fig. 8 Distribution and cumulative percentage of Fig. 11  Distribution and cumulative percentage of
MICs of BAY o0 9867 and other drugs MICs of BAY o 9867 and other drugs
against K. preumoniae (20 clinical isolates) against S. marcescens (20 clinical isolates)
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Fig. 14 Distribution and cumulative percentage of

MICs of BAY o 9867 and other drugs

against Enterobacter

(20 clinical isolates)

Fig. 17 Distribution and cumulative percentage of

MICs of BAY o 9867 and other drugs

against P. aeruginosa

(20 clinical isolates)
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Fig. 18 Correlation of MICs between BAY o 9867

and NFLX (Enterobacter 20 strains) and NFLX (P. aeruginosa 20 strains)
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Table 1 Clinical results of BAY o 9867
Age . . - . .
Case B.W. . . Underlying Daily dose . Clinical Side Abnormalit
No. | sy | (ke) | D128R05iS | “iicease | (mg) X days | OTEMSMS | Toftect | effect | in lab. find.
66 N.F.
1 . 79 Bronchitis | Lung cancer 600X 4 ) Excellent (=) (=)
F N.F.
57 N.F.
2 | - |43.5| Bronchitis L““g[;‘h‘;scess 600X 7 ! Poor (=) =)
F S. pneumoniae
75 " N.F.
3 . 35 | Pneumonia Chr. Bronchitis 600X 7 ) Fair (=) (=)
F Old L. The. NF.
68 N.F.
4 . 55 | Pneumonia (=) 600X 8 ) Poor (=) (=)
M N.F.
58 S. aureus
5 . 49 | Pneumonia L. Tbe. 600X 6 } Poor (=) (=)
M S. aureus
74 S. pyogenes
6 . 50 | Pneumonia | Lung cancer 600X 3 Poor (=) (=)
M N.F.
58 E. coli (10%/ml)
7 | -+ | 57 |Pyclonephritis| (=) 600 14 | Good (-) GOT 1
M (=) GPTt
I. & L] 0.78 ug/ml LT TREXMIELTEY, HD3IHLY
1. A EhTw/: (Fig. 14)o NFLX & 31312487 54 (Fig

S. aureus 208K 12X L, BAY o0 9867 130.78 xg/ml LA
TTE/ROBEFEMIEL, MICOY—2130.39 xg/ml
ihbh, GMX h 1 BBE% 545, NFLX & b 1 BBy,
CPZ & 3PN T2 /: (Fig. 2)o, NFLX & DM
%A 5 &, NFLX 1312.5 xg/ml TEH30.78 g g/ml ®
MIC 2%+ 6 DA 1#%H Y (Fig. 3), GM ® MIC 525
pg/ml D 2R TIIAHFIZ0.2 4g/ml B & U50.78 ug/ml
O MIC %R L7 (Fig. 4)o E. coli 208kiZ39 5 XKD
MICHOE—2i3<0.1pg/miZdbh, NFLX & h 2 #F
n, GM & h 2BPs, CPZEXhixsarictENRTw:
(Fig. 5)o NFLX® MIC #$>200 pg/ml % 7R L 7= 1 #kid
AHTH>200 ug/ml L HEHETH -7 (Fig. 6)o
% 72 GM %525 pg/ml TAHFIX1.56 g/ml D 1 Bkdsdh 5
—%, EH D MIC #5>200 £ g/ml TGM T25 ug/ml »
1#kb AN (Fig. 7)o K. pneumoniae 208k 2533 5
AH| DO MIC 13 E2¥.<0.1ug/ml THHDIH L HE
hTw/: (Fig. 8)o NFLX 8 & I* GM & D4 % Fig.
9, 10iZ7R L 726 S. marcescens 208kiZ 43 % & H| D MIC
A1 <0.1~0.39 pg/ml T, 20¥kH18¥kIZ <0.1 g/
ml TREMMIE SN, ZHIINFLX & ) 2 L@ER, GM
L0 2BRE, CPZ X hidahicBRTW (Fig 11),
NFLX & & U'GM & DBZMHB % Fig 12, 131K L 72,
Enterobacter 2081233 L AH]1£100 ug/ml O 1 Bk % B> T

15), GM {2200 p«g/ml TZAH120.78 pg/ml D MIC %7%
T 1BEA R b 7 (Fig 16), P. aeruginosa 2084t
LAK O MIC 12 <0.1~1.56 gg/ml I253 AL, €—7
13<0.1pug/ml i H, NFLX BXU'GM Lk 1 3 ERs#
BE, CPZ kb 6 kPN T\ 7= (Fig 17), NFLX ¢ it
12T % A% (Fig. 18), GM (2 >200 ug/ml THH I
0.78 ug/ml D MIC %773 1 BkD*A &6 7 (Fig 19),

2. BERRALE

PR 3R SLAE 6 B & RERIBSAE 1 B xd ¥ 5 RH 0K
PREG % Table 1 1S/R L7z, MIBEICHRLLAEX
RO 1P, 4 BEORSTEEICHBL, BHRBLU
BEEDE LA A SN, CRP b EHILLER¥RLL,
LA LMD 1 BIOREIRICIZENTH 572, Mik4H
DL 1BIMRLLEHDOMITBERNTH - 7o BEIIFIICH
HEFGEIN T, FAZSHICBE»OTHER
72 S. aureus \3FFEHE L, S. pyogenes i35 L7z, E. coli I
L HRUBETRIX, E coi bigEL, BKRER BRE
FROVEE LA CTH 57 SHICBVTRS - HiLE
EREOEERIRA 6N b o 7o 0t, FERIREMENER
fb& LT, 180i2 GOT (25—+53) & U° GPT (30—
99) O LEAMALNI,

m, % ®
BAY 0 9867 iMkSAME+ AL/ S5 ARHEB LY
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5 ARHEICH L TIBEVIRE AR b7 4 EBVHRE
HEHLTWAY EIRONA, PPALDIELLHA,
NFLX & h 8 BIZHMVWHBENERL T 5179 £7:GM,
Amikacin, Cefotaxime, Latamoxef W18 # & U methi-
cillin—resistant Staphylococcus aureus \Z3F L T & 58\ 1T
BNERRTEE )% SEOFEADRFATOHERORE
DB DEETH o720
HBRARETIC BV T, MREFRYE I3 5 AF D
KRR, ZDinvitn MEN» SHF SN 213 DHF
BB onhol, STNIIMRICEERNFEGENT
VATAL R 5 2% (38
BBE x5 BAY 0 9867 DILE SR, AR
NFLX & h b BV, 413, 4310 A R bFERES
SEAXTHERBVT, KRB ISH T 5 Piperacil-
lin & NFLX @ in vitro BERAZIRIZ D THRE L 727 [
BRI A KNI 2 v T b Piperacillin & DBEARIE # RETL
THIV,
X 73
1) #HR2EEFMEREFRBAFIHRE, FES
vERI7h1, BAY 0 9867 (Ciprofloxacin),
i, 1984
2) Muvmens, H. L; J. R. bE Rere & G. vAN VELDHUIZEN:
Comparative Activities of Ciprofloxacin (BAY o
9867), Norfloxacin, Pipemidic Acid and Nalidi-
xic Acid. Antimicrob. Agents Chemother. 24 : 302

3)

5)

6)

7)

~304, 1984
Cuiv, N. X. & H. C. Neu: Ciprofloxacin, a Quinolone
Carboxylic Acid Compound Active Against Aero-
bic and Anaerobic Bacteria. Antimicrob. Agents
Chemother. 25 : 319~326, 1984
Eviopouros, G. M.; A. Garbera & R. C. MOELLERING,
JR.: In vitro Activity of Ciprofloxacin, a New Car-
boxy quinoline Antimicrobial Agent. Antimicrob.
Agents Chemother. 25 : 331~335, 1984
Van Caekenserche, D. L. & S. R. Partyn: In Vitro
Activity of Ciprofloxacin Compared with Those of
Other New Fluorinated Piperazinyl—Substitued
Quinoline Derivatives. Antimicrob. Agents Che-
mother. 25 : 518~521, 1984
Barry, A. L.; R. N. Jones, C. THornsBerrY. L. W. AYERs,
E. H. Geriach, & H. M. Sommers: Antibacterial Acti-
vities of Ciprofloxacin, Norfloxacin, Oxolinic Acid,
Cinoxacin, and Nalidixic Acid. Antimicrob. Agents
Chemother. 25 . 633~637, 1984
HBHE—, E4KBF, KOLF, KBHE, &
B ¥, kLAKEF, KEHKE, 4% & &
BREE X3 % Piperacillin & Norfloxacin @ in vit-
o BFRAZIR. %5310 B RILEREF L RARLER
SRTPERE D63, BHE, 1984
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IN VITRO ANTIBACTERIAL ACTIVITY OF BAY o 9867 AND
ITS THERAPEUTIC EFFICACY ON RESPIRATORY TRACT AND
URINARY TRACT INFECTIONS

SEncHr AoNUMA, REIko ONo, Noriko OTANI Kikuo ONUMA,
AKIRA WATANABE, MAsako SAsakl, KoTaro Oizumi and KiyosHi KoNNo
Department of Internal Medicine, The Research Institute

for Chest Diseases and Cancer, Tohoku University

BAY o 9867, a new pyridone carboxylic acid derivative, has been synthesized by Bayer AG, Wuppertal, West Ger-
many. It was shown that this new agent possessed a broad antimicrobial spectrum covering gram—positive cocci and
gram—negative bacilli.

Minimal inhibitory concentrations of the agent against each 20 clinical isolates of S. aureus, E. coli, K. pneumoniae, S.
marcescens, Enterobacter and P. aeruginosa were determined by use of Dynatech MIC 2000 system. At a concentration of
0.78 ug/ml, BAY o 9867 inhibited 100, 90, 95 and 95 percent of the strains of S. aureus, E. coli, Enterobacter and P.
aeruginosa, respectively, and at a concentration of 0.1 # g/ml, this agent inhibited 100 and 90 percent of the strains of
K. pneumoniae and S. marcescens, respectively.

Six patients suffering from respiratory tract infections and a patient of urinary tract infection received orally 600 mg
of BAY o 9867 a day. Each one patient showed an excellent and a good clinical response, while one other patient re-
sponded only fairly and other four poorly. No undesirable symptoms and signs due to administration of the drug was

observed. In one case, slight elevation of GOT and GPT was observed after administration of the agent.



