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Table 1-1. MIC distribution of temafloxacin and other new quinolones against clinical isolates

, MIC (ug/ml)
Orgamsn}s . Antimicrobial agent
(No. of strains): range MIC,, MIC,,
temafloxacin 0.10~0.39 0.20 0.20
ofloxacin 0.20~0.78 0.39 0.39
S. aureus [MSSA]  (20) ciprofloxacin 0.20~1.56 0.39 0.78
tosufloxacin =0.0125~0.05 0.025 0.05
temafloxacin 0.10~50 12.5 25
ofloxacin 0.39~100 25 25
S. aureus IMRSA] (50) ciprofloxacin 0.39~ >100 50 50
tosufloxacin 0.025~12.5 6.25 6.25
temafloxacin 0.39~100 1.56 100
. ofloxacin 1.56~100 3.13 100
E. faccalis “6) ciprofloxacin 0.39~50 0.78 50
tosufloxacin 0.10~25 0.39 25
temafloxacin 0.10~0.78 0.39 0.78
. ofloxacin 0.78~3.13 1.56 1.56
S- peumonize  (22) ciprofloxain 0.39~3.13 0.78 1.56
tosufloxacin 0.05~0.39 0.10 0.20
temafloxacin 0.025~0.10 0.05 0.05
X ofloxacin =0.0125~0.20 0.10 0.20
M. catarvhalis— @7) ciprofloxacin <0.0125~0.05 0.025 0.05
tosufloxacin =0.0125~0.025 =0.0125 =0.0125
temafloxacin =0.0125~0.10 =0.0125 0.025
H. influenzae 40) ofloxacin =0.0125~0.05 0.025 0.05
' ciprofloxacin =0.0125 =0.0125 =<0.0125
tosufloxacin =0.0125~0.025 =0.0125 =0.0125
temafloxacin 0.05~0.78 0.10 0.39
. ofloxacin 0.10~0.78 0.10 0.78
K. pneumoniae  (25) ciprofloxacin <0.0125~0.20 0.025 0.20
tosufloxacin =0.0125~0.20 0.025 0.10
temafloxacin =0.0125~0.39 0.05 0.10
. ofloxacin 0.05~0.39 0.05 0.10
E. col @ ciprofloxacin 0.0125~0.10 £0.0125 0.025
tosufloxacin =0.0125~0.05 =0.0125 0.025
temafloxacin 0.10~1.56 0.20 1.56
. ofloxacin 0.05~0.39 0.10 0.20
P. vulgans @n ciprofloxacin <0.0125~0.10 <0.0125 0.025
tosufloxacin 0.025~0.39 0.05 0.20
temafloxacin 0.05~0.78 0.39 0.78
L ofloxacin 0.10~0.39 0.10 0.39
P. mirabilis @n ciprofloxacin <0.0125~0.10 <0.0125 0.10
tosufloxacin 0.025~0.20 0.10 0.10
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Table 1-2. MIC distribution of temafloxacin and other new quinolones against clinical isolates

. MIC (ug/ml)
Orgamsn?s Antimicrobial agent
(No. of strains): range MIC;, MICy,
temafloxacin 0.05~25 0.10 3.13
@5 ofloxacin 0.05~12.25 0.10 3.13
E. cloacae ciprofloxacin 0.0125~3.13 =0.0125 1.56
tosufloxacin =0.0125~6.25 0.025 1.56
temafloxacin 0.05~100 6.25 25
@n ofloxacin 0.10~100 6.25 25
E. aerogenes ciprofloxacin =0.0125~50 3.13 25
tosufloxacin =0.0125~ >100 1.56 12.5
temafloxacin 0.39~50 3.13 50
26) ofloxacin 0.20~50 1.56 50
S. marcescens ciprofloxacin 0.05~12.5 0.39 6.25
tosufloxacin 0.05~12.5 0.78 12.5
temafloxacin =0.0125~6.25 0.78 1.56
.. ofloxacin =0.0125~1.56 0.39 0.78
C. freundii @6) ciprofloxacin <0.0125~0.39 0.10 0.10
tosufloxacin =0.0125~0.78 0.20 0.39
temafloxacin 0.20~ >100 0.39 >100
" .. @n ofloxacin 0.05~>100 0.10 >100
- morganst ciprofloxacin <0.0125~ >100 £0.0125 >100
tosufloxacin 0.05~ >100 0.10 >100
temafloxacin 0.025~0.78 0.05 0.20
. ofloxacin 0.10~3.13 0.20 0.39
A calcoacelicus — (22) ciprofloxacin 0.10~6.25 0.10 0.39
tosufloxacin =0.0125~0.39 0.025 0.05
temafloxacin 0.05~ >100 1.56 3.13
P. aerusinosa ©5) ofloxacin 0.10~ >100 1.56 6.25
- qenigy ciprofloxacin <0.0125~ 100 0.39 1.56
tosufloxacin =0.0125~ >100 0.39 1.56
temafloxacin 1.56~50 6.25 25
e floxacin 1.56 ~ 50 25 25
B. o
Jragils an ciprofloxacin 6.25~ >100 25 100
tosufloxacin 0.39~6.25 3.13 6.25
temafloxacin 0.20~25 0.39 6.25
H. pylori 18) ofloxacin 0.20~ >25 0.39 12.5
ciprofloxacin 0.10~>25 0.20 6.25

HORE1E 75 AR 124 L CTITFLX I % %
bOD, OFLX, CPFXER%TH 70 77 LM
BISH L TIFTFLYX, CPFX& ) %°%°55 ¢, OFLX& (A
FThots, LrL, MEKOLEDLEEGIE, WTh
DERZBOTHIHEFDER Th - 720 WENE
BREDEERREW Th BB. fragilis\ 3+ % HH
JIROFLX & F%Ch » 7- HERRIIC 13 & £ ) WiFT
SVEERDNhT, Bk -+ HBRBOFER - B
REMby Hv0dbbH, pylorilxF LT, MICso#®
L56xg/ml, MICey7%6.251g/ml & % R &5\ MICHE % 7R

L, ampicillin& ¥ $1E5MPIZH MM TH - 72" LA
LD OFRIOMEN £ #IET H L, OFLXEE
ErENLETHDLEEZ LAY,

-0k 25 R G AE 8B 12 BT B AH OBRIR R L, 661
PEMBITHY, AHFEI50% LHETELHMTH
5726 S. pneumoniae, M. catarrhalis, H. influenzae H*
REBEEEZ ON4BIX, WTFNRLBRE SN, BK
FERDLEL THB Y, FH Din vitro FUAD T R L
TR TH 5770 P.aeruginosaDVSREE L E 2 ST
260D ) L1FHIRE S h7ohs, BIRERE &IZgE
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Table 2. Clinical response of respiratory tract infections to temafloxacin
dClinical Dosage B Laboratory data [
iagnosis - acteria in sputum (/ml) Side
No.|Age,Sex| (ierting | dalydose | ttotdl  pergre o oaer | WBC | CRP | ESR |Respome®)
disease) (mg x times) ® (/mm°) | (mg/dl) [ (mm/h)
a-Streptococcus a-Streptococcus
7
acute Nesssenia spp 1w Netsseria spp(.me) 8640 | 0.1 5
1] 23,M " 150 x 2 7121 Can 7 ! ! i +
bronchitis (107 (109) 6500 | 023 | nt
¥-Streptococcus ¥-Streplococcus ’ ~
109 (109
e S p""“”‘””;;‘; 10 7500 | 574 | nt.
2 | soMm | MM gsox2 | 7 21, . - (o) I B w | -
bronchitis H. influenzae 5520 | 024 | nt
(%109 ‘ -
M. catarrhalis a-Streptococcus
1079 109
acute a-Streptococcus V-Streptococcus 7070 | 018 | ot
3| 5,F " 150 x 2 7 121 no 7 ! ) i +
bronchitis 109 10'<)
L L 4420 | n.t. 10
Neisseria spp. Neissenia spp.
(5% 105) (5% 109)
S. pneumoniae Neissenia spp.
7 6
o M m”halqo <) G100 580 | 277 | .
4| o4, M | TOME | ggoxp |14 |42 [V o ! TR w | -
bronchitis (107<) 6620 | 027 | nt
H. influenzae Y-Streptococcus ’ .
107<) (109
H. influenzae a-Streptococcus
broni Sheph 00 5210 | 0.14 | nt.
5| eg,M | O yggyp |14 | g4 |STeploes T I R
bronchitis (109
L . 4590 | 0.23 10
Neissena spp. Neissenia spp.
(5% 105)
P. aeruginosa P. aeruginosa
7 7
chronic Neisseria s o 10 8070 | 019 ] ot
6| 7,F Col 1sox2 | 7 |21 . - TR A + | -
bronchitis (5x10° 8180 | 002 | ot
a-Streptococcus Neissenia spp. ) "
(5x10) (108
P. aeruginosa A. sylosoxidans
5x108) 109
. . 10240 | 0.74 | n.t.
71 so.F bronchiectasis 5ox2 | 14 | 42 a-Streptococcus - . | f + _
(DPB) 109 9120 | 0.72 n.t
¥-Streptococcus a-Streptococcus ’ -
(5% 10) (5x 106)
b“’gfnh::l Neissor 7610 | 032 | nt
8| M| ) 150x2 | 7 |21 |nt. s 74 Spp- I w | -
infecti 6670 | 0.26 | n.t.
ection
* 4 Good + Fair, n.t.nottested, **(-): no expectorated sputum
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Table 3. Laboratory findings before and after administration of temafloxacin
T [ Before RBC Hb Plts Eosino. | GOT | GPT | ALP | LDH |4-GTP| BUN Creat
No. i
After | (10%mm%) | (g/d) | (104mm®) (%) (Ium | dum | aum ( QUi | Aoy | (mg/d) | (mg/dl)
B 473 14.2 35.6 5.7 18 11 n.t. 278 25 12 0.9
1 A 454 13.7 34.8 3.1 18 16 n.t. 269 25 11 0.8
T B 491 14.1 28.9 2.4 38* | 48* | 153 308 101*| 10 0.9
2 A 483 13.8 32.9 3.3 23 27 117 | 301 76*| 11 1.0
B 471 14.0 30.5 0.4 17 9 184 416 12 9.6 0.6
3 A 454 13.3 35.6 2.2 19 10 173 411 10 12 0.9
B 438 13.5 20.5 1.7 19 10 87 109 17 23 1.1
4 A 440 13.5 20.1 2.0 21 9 99 308 20 20 1.1
B 472 14.6 28.9 2.9 18 11 150 323 21 16 1.0
5 A 465 14.3 23.9 3.4 21 17 128 313 n.t. 20 1.0
B 394 12.5 27.9 2.0 14 7 n.t. 376 8.5 16 0.9
6 A 401 12.7 31.9 0.7 16 7 n.t. 382 8.2 17 1.0
;| B 421 124 | 352 8.6% | 12 5 | 183 | 38 9| 6 0.8
A 411 12.1 33.6 6.8 13 4 155 353 8 6 0.6
s | B 531 16.5 | 27.8 73 | 21 | 23 | 129 | 422 | 46*| 22 1.0
A 528 15.9 28.5 8.4 29 33 122 378 57* | 20 1.0
#: abnormal value, n.t.: not tested
FROOIT, MOIBIL, RE ST, BKREKD KWHAIMBER, HES PRI L
BHELI L LS DRERIE, BB USRS L, Temafloxacin(TA-167), K48, 1991
A DRER % EH L Thovb @ 5 HEiE M Rl g 3) BAR bEREFES | R/AGEHE BIE i EMIC)
ETHY, TDL ) %P aeruginosatZ X 510 35k i EEHET 2DV T, Chemotherapy 29: 76 ~
EIOWTH, SHRIEF*ER L THRETT 2L EY D 79, 1981
59, BERAHD 2601Z V31 b BEERAEIR 250 E L 4) EERESr, TERIFIE © Helicobacter pylori e —
TBY, KHP~YA 375 X<wR s IVT7%80 EHHELEEOEbD Y v, HIHEEGE & b7
e ORBRRIERAFICOHENEZRL, Hi~0 BIEBRA BHEZE) p93~100, KBS, KK,
BIMEE2 DL, ZOBRERERY OIS G 1991
X L CO BRI FTCEA 0D EBbN S, 5) HBWERF, WH £ */0 EoMEN.

X L1
1) TAL67THEE @ HOMEKRESH - ¥ 1+ Ky
MRS BH
2) WA B, REBIR— [ 5390 HAILFEEES
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AL FKAME), p36~53, 47 - H AL,
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In vitro antimicrobial activity of temafloxacin, a new quinolone antimicrobial,
and its clinical efficacy in respiratory tract infections

Issei Tokimatsu, Tomoku Ichimiya, Kazufumi Hiramatsu, Mitsuru Masuda,
Tohru Yamasaki, Hiroyuki Nagai, Takayoshi Tashiro and Masaru Nasu
Second Department of Internal Medicine, Medical College of Oita
1-1 Idaigaoka, Hazama-cho, Oita-gun, Oita 879-55, Japan

Yoichiro Goto, Hiroshi Miyako and Takeo Ito
Clinical Laboratory, Medical College of Oita

We measured the in vitro antimicrobial activity of temafloxacin (TMFX), a new quinolone
antimicrobial, against clinical isolates, evaluated its clinical efficacy in respiratory tract
infections, and obtained the following results.

1. Antimicrobial activity

The rhinimum inhibitory concentrations (MICs) were measured for 581 clinically isolated
strains of 19 species of bacteria (including gram-positive cocci, Moraxella catarrhalis, gram-
negative bacilli and anaerobes), and compared with those of ofloxacin (OFLX), ciprofloxacin,
tosufloxacin (TFLX). The antimicrobial activity of TMFX was slightly less than that of TFLX and
about the same as that of OFLX.

2. Clinical results

Eight patients with respiratory tract infections were given 150 mg of TMFX twice daily for 7~
14 days. Clinical efficacy was assessed as good in 6 cases and fair in 2. No subjective or objective
side effects or any abnormal changes in laboratory findings were observed. '



