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Temafloxacin D ZERERY - R AOIRES
KEE T2 BEME - BWRAE - AT T4 - FEBAE
ERIETF BT K- LOSFE - EARE - 2IL W
ey B-EHCE - ETRE
TR KRR AL+

FLARBINA = 2 —F 7 0 ¥ REEK Hemafloxacin(TMFX) D R 5} ERK 123 3 B T
H77 % norfloxacin(NFLX), ciprofloxacin(CPFX) & Lblt L, 3 72 AR EISUR B AE 12X 5 I8
ERHAERBICOWTHRE L7,

[ IR 43 B @ methicillin-sensitive Staphylococcus aurens (MSSA) 108k 123 L TIix £4%0.8
pg/mlANT THEREAFIE S 0utliod 2 F) & ) Ty 72, Methicillin-resistant S. aureus
(MRSA) 10¥kICx LT 3 Kl & bHLHE N I1X§92D> 5 726 Escherichia coli 10T $ AHIE 12
MIC90C0.391g/ml & CPFX & [R]% TNFLX & ) BN T\ 72, Klebsiella pneumoniae 108 (C

T3 AHEIECPFX L WY, NFLX & I12IZF% 7 57, Pseudomonas aeruginosa 208K4C
1 BHEHIECPFX, NFLX & ) R R4 5 TV 272, Acinetobacter calcoaceticus OBRIZX LT
i, CPFXIZIZ® %% 5 T\ /2%, NFLXE D BRMEHER L7 K

BRREICIE, BB R2E, SHBEB XL, SURIREIF, 2MRELRLIG,
RIBIDEBHIAH £ 1E150~300mg, 1H2[E, 4~9HMEKS L7, ERRBMILERDS
Bl, A46I, LREWLBITH - 720 HIEFREDR (3B CTHIE L1372 D CampylobacterD
1BIEBR B, Haemophilus influenzae H553 8 S NI FEBI T, AEIIBRE S M7z 23Streptoco-
ccus pneumoniae D HE I L TRH SNz MRSADIBIIBRE TE LD o7,

AERE, 1PIC—BAUOBEDNLCDOEMNHB LA, ZOAD) bIEk LERIZ
RERGTRTH Y, FHEORRBBEEETE2VERbN, BKRREEOREE
BiZoWTIZGOT, GPTOEEEFA1FIZRDH SN,

Key words : temafloxacin, =2 — %/ 0 %], WEHBEREYE

Temafloxacin(TMFX) 12 1 L £ 55'5% Shic=a—%
JOYFREETH D, RENL, 75 LGHHE, v5
LIEMEB & URAME 2 & LIBIRVWIRE R <y
FILRIRL, BICT S AR, BEAMEE, 753
VT, 4375 A= 8 LCHVWIE N 2R
tHESN TV Y,

BEBRANCAH % 100mg~600mg L EI#E O 5 L7
B8, ZOMm PSRRI S 240 HEMBEET R L,
MR 3 7R, IR PRI 4970 ~80% T
LEHEShTWVAY, SEFKL 1L, HKEICBITLE
MR MR T 2R H OB H &, AR R
T DERERI BTN & REMICOWTRE LD T
HET 5,

1. B2 AR
L HiE
SRR A R S 1D C K HEERARAE & ) Sl S

#1 72 methicillin-sensitive Staphylococcus aurens (MSSA)
10#k, methicillin-resistant S. aureus (MRSA) 10 %k,
Escherichia, coli 10 %, Klebsiclla pnewmoniae 10 Bk,
Pseudoinionas aeruginosa 20 KK, Acinetobacter' calcoaceti-
cus OMRICH T AERFN ORI * H FACEREF R
#FEZHE UTHEIT L, norfloxacin(NFLX), ciproflo-
xacin(CPFX) DM & 8 L 725 351 i3 heart infu-
sion agar ¥ LEFEE E1310° CFU/mITIT - 720

2. Hi#(Table 1)

MSSA 10%kIx+3 2 AA|DOMICIZ L T0.8g/mIEL T
Thh, 2L hERL T,

MRSA 102 2F§ % & HK) DMICsg, MICoo td % 4
12.5p¢g/ml, 1004g/mIT, A THE LERTH - 72,

E. coli 10#RIZAF L Tid, MICgo 0.391g/ml CCPFX
EEIETNFLX L Y, 3ERBEER TV,

K. pneumoniae 108K Tid, MICs0, MICgotd % 4 0.39
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ug/ml, 0.78ug/mlC, CPFX& D455 7:7%, NFLX&
]E]Q",:'C&)ofgo

P. aeruginosa 208R1Z2 3 B HLM J11E, MICs 1.56
rg/ml, MICyo 254g/ml& CPFX®NFLX & 1) £ %% >
Twi,

A. calcoaceticus 9 ¥ T 1X MICs0 0.2 ug/ml, MICgo
1.56#g/ml & CPFX & ) MICgo i TR %45 5 %%, NFLX
L DERTW,

I. BREERH BN

1. NRREUFHE

19904E7A 7 5 19914E2 B I 44 kfibE £ /-3 A
e o, Bklgkepl, SMHRELLIE, SMERER
#2300, KEZRIG), Nig1b0stefl(BHs6, &
H3B, FH19~68K, FH3BIOMEIRLEL, F
#1150~300mg% 1 H2[El4~9 H MR O%S- L 7=(Table
2)o

BRERZROYIE X, BMEMNER, WIXKRE &
i@, BMmEkEk, CRP, HRiLFDRETRORBEED S
%, AR, R0FR, EHO4BREICTHE L.
T/, B, WEACWEBLUEERMEE L, M8
ZHRELIT- 7

FHOREU*RETHEMT, HEFOBEDIRK
RBLUERTEAYE->THELL, T5HkE

L BHRREBREDHEICOVTHRH L
(Table 3)o

2. B

FRER I BN R % Table 20378 L7co MMIZER36, %
4B, LRHEHBITH 72,

HIEZMHRIZOVTIE, BREALEZ LN HE
A & 72D 1L 3B D H T Campylobacter i B H,
MRSAZAE, Haemophilus influenzae\XBXH S -4t
Streptococcus prneumoniae\ " AL H & Tz,

RIER & LTk, EW7THEARSS, 6881
BEDOBED L LD EMNHBLLIAZEDAD S bizi
g LA MM G TTRETH o 70

FRR R A A D RE LB LT, EFI1TCOT,
GPTO—BMBEE LA E A DT,

m * %

TMFXE, 77 LMMHH, 77 ABRMES L UHE
MWW, sbiivfas5X~w, 753IV7, HikHEs
LUV IF AT ICbhARILVCRENF S LA
Lw=a—F /0 RAEETH 5. 5E 08K TH,
NFLX, CPFXt D WE T, U FEHEKRIE%RO
MSSA, MRSAIZxt LTk, 3HFRLENR-EHT
i~ L, —HE. coli, K. pnewmoniae, A. calcoaceticus, P.
aeruginosa’z £ D 7T ABRMEREICH LTIX, CPFXK

Table 1. Antibacterial activity of temafloxacin against clinical isoﬁtes

i MIC (ug/ml)
(Te“ organism Antibiotics
no. of strains) range MIC,, MIC,,
S. aureus temafloxacin 0.4~ 0.8 0.39 0.78
(methicillin-sensitive) norfloxacin 0.8~ 6.2 1.56 3.13
30) ciprofloxacin 0.4~ 3.1 0.78 1.56
S. aureus temafloxacin " 0.4~ 100 125 100
(methicillin-resistant) norfloxacin 1.6~>100 50.0 >100
(30) ciprofloxacin 0.8~ >100 12.5 >100
E. coli temafloxacin <0.1~ 1.6 0.20 0.39
(30) norfloxacin <0.1~ 3.1 0.20 3.16
ciprofloxacin <01~ 1.6 <0.10 0.39
K. pneumoniae temafloxacin 0.2~ 0.8 0.39 0.78
30) norfloxacin 0.2~ 1.6 0.39 0.78
ciprofloxacin <0.1~ 0.4 <0.10 0.20
P. aeruginosa temafloxacin <0.1~ 100 1.56 25.0
(60) norfloxacin <0.1~ 50 1.56 12.5
ciprofloxacin <01~ 125 0.39 6.25
A. calcoaceticus temafloxacin <0.1~ 1.6 0.20 1.56
@7 norfloxacin 0.4~ 6.2 3.13 3.13
ciprofloxacin <0.1~ 0.4 0.39 0.39
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Table 2. Clinical summary of temafloxacin therapy
1] Diagnosis Temafloxacin Isolated organism Effect
o ?Ygf; Sex| underlying diesease dose  |duration| total MIC AS{‘;:;:C Remarks
. d complication i ini iologi
and comp! (mgx times)| (day) | dose(@ species (ug/ml) clinical |bacteriological
Campylobacter GOTt
1{26|F| acute enteritis 150x 2 8 240 ! excellent| eradicated | (-) GPT'
(=)
NF
2 [31|M| acute enteritis 150x2 5 1.20 ) good unknown (-)
NF
NF
3 |33 | F |acute gastroenteritis | 300x2 9 5.10 ! good unknown (-)
NT
NF
4 |19| F | acute pyotonsillitis 150x 2 6 1.65 1) excellent| unknown (=)
NF
NT
5 |31 (M| acute tonsillitis 150 %2 6 1.65 i excellent| unknown (=)
NF
. H. influenzae (+)
6 {35(M| acute tonsillitis 150 x 2 4 1.20 i good replaced (-)
S. pneumoniae (+)
MRSA ()
7 |68 | M| acute pneumonia 300x2 6 3.60 ! fair persisted  |dizziness
MRSA (+)
NF
8 |44 |M| acute bronchitis 150 x 2 5 1.35 l good unknown (-)
NT
NF: normal flora  NT: not tested
Table 3. Laboratory findings before and after administration of temafloxacin
Case | Hb WBC | Eosino. | Platelets ESR CRP GOT | GPT ALP BUN Cr
no. | (g/dl) (/ul) (%) (/ub) (mm/1h) | (mg/dl) | AUMD | AUM) | AUMD) | (mg/d) | (mg/dl)
1 B [ 13.6 6600 — — — — 20 10 96 5.2 0.7
A 125 6000 2 38.2 22 <0.3 24 32 101 —_ —
9 B | 18.0 | 11200 1 18.7 4 1.5 40 106 195 11.3 1.0
A | 161 5900 1 20.8 3 0.37 64 154 180 10.4 1.0
3 B | 14.8 | 10300 1 25.9 17 18.1 50 72 364 28.4 1.2
A | 11.0 4700 1 32.2 19 <0.3 23 32 211 14.2 0.7
4 B | 129 7700 0 16.3 42 8.1 12 6 108 8.8 0.7
Al 128 4900 2 26.4 12 <0.3 13 5 108 12.3 0.7
5 B | 15.0 5200 6 17.1 3 1.3 27 37 177 13.2 1.2
A | 141 4600 5 18.6 7 <0.3 29 45 162 12.4 1.0
6 B | 137 9100 0 26.6 7 2.2 14 11 182 14.6 1.0
A 141 8000 1 30.2 9 <0.3 17 21 176 17.9 1.0
7 B | 10.2 | 11000 1 21.1 61 6.9 16 11 255 12.6 1.0
A 9.9 6300 2 23.6 87 12.3 14 11 262 13.1 0.9
8 B | 139 | 10000 7 26.2 5 0.9 15 18 274 18.6 0.9
A | 142 6900 8 27.3 3 <0.3 13 14 258 19.7 1.0
B: before  A: after
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L TR 20, ARIRE % BRI IENFLX & 7%
RRAFENBIME N ER Lo TD LI, FHIZIR
W AR b L% L, I - PSEDE DI
RERAE LT LT, BRERMAG AR CE B LE XS
ha, A0, PESUSRAGE I L TR 2 &S L
el A, BEMOHE SNA3FIF260ILRH S h
2h5, FDH H16IX, S. preumoniae H W3 L TR
HEnt, LoaL, BEMICIREEZELTBYH-20
WD G IRETDH o720 MRSADWER & 1 30k S
NN RTIX, BB ENLDo72h8, Tk, HIMER
Bt L DRIEFTRDOYEAH SN, FBRIICIZRRH
WTHo,
Za—%/0 F L HERBMAIOBERIC & B,
R EORBEAMRERORERGLEER ShTw
29, SEORBRICBVTIHENR, FMLSIE3HEO L
nhhot, BMERE LTIRIBET, —BENLELD

X 1BNICTRO T AR S P ISR L s %72, &
RO R EMIX, GOT, GPTORE L& %14
Bz, :
LLEDER LD, TMFX I3 & HMPIRH RISl 1
LT, #Rke REtAMHTE 2ROAEETH
tBbhs, :

1)

2)

3)

X [

WIE B, MEBIB— © %5390 B AR
RV BALBRE, HE Ry,
Temafloxacin(TA-167), X%, 1991 '
A A RS2 | B/EE HIEREMON
EEHYATIZ OV To Chemotherapy 29'; 76~
79, 1981

WS IERE - B L\ 7 O CFIEROBIK Lg%
[T A & DR, {LEFREDHEET : 64~
72, 1991
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Basic and clinical studies on temafloxacin

Isao Ohyatsu, Yasuo Ono, Norio Nozue, Masumi Aoki, Toshiaki Haga, Atsuko Guji,
Taku Miyashita,Morimichi Yamaguchi, Yasumasa Tokumura, Hajime Sugiyama,
Hajime Nishiya, Otohiko Kunii and Hideo Miyashita
Second Department of Internal Medicine, Teikyo University School of Medicine
2-11-1 Kaga, Itabashi-ku Tokyo 173, Japan

Bacteriological and clinical studies were pe"rfo‘rmed on temafloxacin (TMFX), a new quinolone
derivative, and the following results were obtained.

The antibacterial activity of TMFX was compared with that of norfloxacin (NFLX) and
ciprofloxacin (CPFX).

Minimal inhibitory concentrations of the agent against 10 clinical isolates each of methicillin-
sensitive Staphylococcus aureus (MSSA), methicillin-resistant S. aureus (MRSA), Escherichia coli,
Klebsiella pmewmoniae, 20 clinical isolates of Pseudomonas aeruginosa and 9 clinical isolates of
Acinetobucter calcoaceticus were determined according to the standard procedure described by the
Japan Society of Chemotherapy.

The clinical isolates of MSSA were inhibited at TMFX concentrations of 0.8 xg/ml or less.
TMFX showed the highest activity against MSSA among these agents.

The antibacterial activity of TMFX against E. coli and A. calcoaceticus was superior to that of
NFLX, its antibacterial activity against K. pneumoniae was equal to that of NFLX, and its
antibacterial activity against P. aeruginosa was slightly inferior to that of NFLX.

The antibacterial activity of TMFX against E. coli, P. aeruginosa, and A. calcoaceticus was equal,
slightly inferior and inferior, respectively, to that of CPFX. The antibacterial activity of TMFX
against MRSA was almost the same as that of NFLX and CPFX.

TMFX was administered orally to 8 patients, 2 with acute enteritis, 1 with acute gastroenteritis,
3 with acute tonsillitis, 1 with acute pneumonia and 1 with acute bronchitis at a daily dose of 150
mg to 300 mg, 2 times a day for 4 to 9 days. The clinical effect was excellent in 3 cases, good in 4
cases and fair in 1 case.

In regard to the bacteriological effect after treatment, the causative organisms were eradicated
in 1 patient, replaced in 1 patient and persisted in 1 patient.

Adverse reactions consisted of transient dizziness in 1 patient, which disappeared in a day
without special treatment, and among the laboratory findings, of slight elevations in GOT and GPT
in 1 patient. ‘

Based on the above results, TMFX is considered a useful drug for the treatment of infections in
the field of internal medicine.



