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Temafloxacin(TMFX) D & FE4L AL B (2% 3~ % SR I HLAJ) % rifampicin(RFP), ciproflo-
xacin(CPFX) $ & Uofloxacin(OFLX) & HeBURES L 7zo TMF X 9 Mycobacterium luberculosis,
Mycobacterium kansasii, Mycobacterium avium complex, Mycobacterium fortwitum, Mycobacle-
rium chelonae \2%1$ AMICIZOFLX, CPFX & 3T Td 572 RFPEDILIETIE, M.
tuberculosis, M. kansasii, M. avium complex D& WX LIZIZ[FEEDOMICE R L7z0 M. for-
itum (2 BV Tid, RFPICH-Y, OFLX, CPFX&EFHAT, L h@ERZHEHIERL, M
tuberculosis DRFPIFPEAR4BRIZ B VT S, RFPE XXM MIXFED S $, RUIFRITH AT
RHLNT,

BE, MBRRMEIINT 222 —F /7 0 ROBESF SN TV DB, TMFXASER
B, M. kansasii’s £124 LCOFLX, CPFX& ZIFEOEN/LMENZERL, T/RFPD
PEDIBIIEA ERDONL D5 7M. fortuitum \ X LERWITE 2R L2 &3, H®
LIEFEOEVEIRIC L 2 EGE I BB L L TOTEESE R L TW15, 8512,
RFPW M. tuberculosis (231§ 2 MERBENMBNIRED b/ Lk, BEL BREBIC R
> TV BRFPIHEM. tuberculosis DIEMFE & % M % LRE LTV D, 4, in vivo
KBWTTMFXOBEERE IS T 5 A RAMEICE L TR T 216X H 5 L EZ 5,

Key words  temafloxacin, REREMNBR T, FeBIpiper, HEE

HBER KGAED 5 H Mycobacterium tuberculosis 2% 4%
K& BRI LT3, BlfEisoniazid(INH), rifam-
picinRFP)Z 8k & § 5 H R L IGRENSHLL T3
#, IO OFERNCEE % R TR & BibRE
HHEROEEIC OV TIE, TR % < B %R
TRANZLL, S OMESRELTV A, 77,
MR R, %512 Mycobacterium avium complex &%
BER, bAEICBVWTIIBEENE(, F-mE
MAZHOENTHE Y, T ORYAEH B RREE & L
TR ENRE* FomHEEI, $HIVERET %
L% & T % immunocompromised host~E%t L 5\
CEABESRTEY, EHERTERI LV ED
boT, REDBYSE T 5 A% EH OBRHH
(BihTwna, -

By, 8= 2 — % 02 RORMER OFES
KT 2 RBENME N % #l%E L, ofloxacin(OFLX)
B & Uciprofloxacin(CPFX) M. tuberculosis & Mycobac-
ferium kansasii |ZBENFIMEANERT L FMEL T
&1,

Temafloxacin(TMFX):1 -(2,4-difluorophenyl)-6-fluoro-

7-(3-methylpiperazin-1-yl)-1, 4-dihydro-4-oxoquinoline-
3-carboxylic acid hydrochloride)? {3 K ElABBOTT#L (2
TERIN/ =z 2 —F /0 ROBBIERITH D,
A TIIHBRERARH LS/ K MRS HE
THRAAZE SN TV S, ZOREHIRBEFEO= 2 —F
Ja R ERBRILIBITEA XY MVERL, BIZTS
LGB T HHLH ST IZOFLX B L UCPFX & 1) 18
NTWB I ENHESINTNEY,

FZ T4 X, M. tuberculosis, M. avium complex,
M. kansasii, Mycobacterium fortuitum 3 & USMycobacler-
ium chelonae DSHHE I § 5 TMFX D RKERE PN
%OFLX, CPFX# & U'RFP & HEHRET L - DT
5o

1. EBHE L HE

1) Btk

BIRZEISTL%/NIEE THARET LT 5 BRKSS
BEARM. tuberculosis 208K, M. avium complex 20k, M.
kansasii 208K, M. Sfortuitum 158k, M. chelonae 5H %
iz, B, M. tuberculosis 208k D 9 H 4%k 13,
RFPHHERR & IR L 72,
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BEIZ S LT 5%, Modified Dubos Tween albu-
min X AREE L (DEE L & Me37) 38 & UF10 % 4= ML i N Kir-
chner ARSEHUKEE L & 0&$) 2 M L 726

3)  ARE LA

I PLBERRD & 0 1B SN TMFX L, M. tuberculosis
I &Y BARMEA S5 T AOFLXY, CPFX#
L URFPEAR L L, WEREAIBUR ) % LRt L 72,

4) MICOHIE

ZHHNE, FRENDITTLOOng/mIDIRE % AT
DR R AR AR L TLOERL L, 45207
WEA Y& T2 BE L L7, Modified Dubos
Tween albumin HA5E L T724CHEAE o 108 1H) 5% 28 14 7
FHMEARL, KBS T1Omg/m OB R EER, %
D10EEFHIRWED0.1mI(#0.01mg) % 5 BRI L,
37C T4 B (M. tuberculosis, M. kansasii), 2 8 [H]

(M. avium complex), 1 IE(M. fortuitum, M. chelonas)
BRBANRNEIC & ) BORE LD 5 iRk
BEEMICE L7

2. JLBRAER

Table 1ZM. tuberculosis |23 3 5 TMFX 8B & U4t
KHIOMICHA % 7k L7zo REPOMICHA 128D
BB CH G A2 %R L, DI CRFPIESME I
L CTMOWHIE D 2R L7z, BHERIC I e
FUWMIC) R L7zo TMFXDKESHIZ BT 5 ABREI
#f ¢ B MICyo(Table 6) i 0.78 pg/ml T RFP O 0.39
#g/mI(RFPIHEM % I <) L IR IZEBEDMEER LT,
%8B, TMFXIIRFPRPEE I L THHMVWITEN R
L7:DA59EB Shice 7, TMFXDOKE#IZBITA
MICs0+30.054g/mITCRFPD0.021g/ml & ) R R FAH -
7-h%, CPFX& W& {OFLXLRABETH -7,

Table 21ZM. avium complexiZxt$ 5 ZFEHOMICH

Table 1. Antibacterial activity of temafloxacin and other antimicrobial agents against Mycobacterium tuberculosis (20 strains)
MIC (ug/ml)
Drug Medium
=0.01 0.02 0.05 010 020 039 078 15 313 6.25 12,5 =225
Temafloxacin D 8 7 3 1 1
K 1 3 7 1 3 2 2 1
Ciprofloxacin D 7 3 6 3 1
K 7 1 1 5 4 2
Ofloxacin D 6 4 4 6
K 6 2 5 4 3
Rifampicin D 16 1 1 2
K 7 3 1 1 2 2 1 1 2
D: Dubos Tween albumin liquid medium  K: Kirchner’s liquid medium with 10% bovine serum
Table 2. Antibacterial activity of temafloxacin and other antimicrobial agents against
Mycobacterium avium complex (20 strains)
MIC (pg/ml)
Dru Medium -
¢ =0.01 0.02 0.05 010 0.20 039 0.78 156 3.13 625 125 22
Temafloxacin D 1 1 2 1 3 4 3 2 3
K 1 3 2 1 2 3 2 5 1
Ciprofloxacin D 1 3 1 5 3 3 3 1
K 1 2 1 2 5 1 6 1 1
Ofloxacin D 1 1 3 5 2 3 4 1
K 1 1 1 2 5 2 3 5
Rifampicin D 3 1 6 5 2 3
K 1 1 1 2 3 1 1

D: Dubos Tween albumin liquid medium

K: Kirchner’s liquid medium with 10% bovine serum



Temafloxacin DHERR (203~ B HIK J)

vOL.41 S-5

745

%% Lo ARMEIIXT BRFPOMICIEM. tuberculo-
askeRT AL DEC, KFHIZBITHMICs =225
jg/ml & 7% L 72 (Table 6)o Z #LIZ%f L TTMFX D
MICoolt 12.54g/ml, MICsoix3.134g/mlTdH Y, RFP
LhmWHE N R L7c. —7, DREEMbIZEBIT ARFP
OMICIKEEH# & D 1K < TMFX & (2 IZRFRE DR N
Tthoto £, TMFXOERBEHIZH T HHE L
OFLX B L UCPFX & 12 IZRBE TH - 72

Table 31CM. kansasiilZ3xt 3 5 B LA OMICH R L
1o ZEFEIHT HTMFXDOMICootd DEFH, K3 &
$0.782g/m CRFP L ERE DM E /R L 72o T 72,
OFLX 3 & UCPFXIZ AT & TMFX (R 2 DL 1
YETAANR O NI,

Table 41ZM. fortwitum (2§ 5 & FH| DO MIC D 534
¥R U720 RFPIZAEFEICH L TM. avium complex &
AgIcBREHOEVEkRIEHRO b N, LaL,

TMFXDMICootd KK T0.1 2/ mICdH ) OFLX B & UF
CPFX & M THN AR &R L 72,

Table 5CM. chelonaelZ )3 5 KK DOMICHAi %718
L7z RWHIOME, WEEAD 2w /cdMIC &
MICoo D 1 L2 D2 o 724, RFPIZSH o & b W&
SMERLAWBETOMICIE12.514g/mITdh o720 £
72, TMFX%E Lo e hH= 2 —F ) 0y AlIEMICH
IEREE G L 7oA, AR ORI IEVMIC ®
R L, TMFXIZOFLX4 & UCPFX & (3 E A DI
JIERLI

3. B

BT CIIHEINTWA LI, T s
bWwab =2 —F /0y REYORREAWIRF S FERIC
BRORAONDDH B, 40, FEid, HAR
LAy VERSHTHAMBLA=Z 2 —F/
O REMTMFX DR %), REBEENREN TR

Table 3. Antibacterial activity of temafloxacin and other antimicrobial agents against
Mpycobacterium kansasti (20 strains)

MIC (ug/ml)
Drug Medium
=0.01 0.02 0.05 0.10 20 039 0.78 156 3.13 6.25 125 =25

Temafloxacin D 6 1 6 2 1 3 1

K 2 3 3 2 3 1 1
Ciprofloxacin D 2 3 1 4 1 3 4 1 1

K 2 1 1 5 3 5 1 2
Ofloxacin D 4 5 6 2 2 1

K 1 1 2 2 6 4 1 3
Rifampicin D 2 1 5 5 2 4 1

K 1 1 1 6 3 3 2 1

D: Dubos Tween albumin liquid medium

K: Kirchner’s liquid medium with 10% bovine serum

Table 4. Antibacterial activity of temafloxacin and other antimicrobial agents against
Mycobacterium fortustum (15 strains)

MIC (ug/ml)

Drug Medium

. =0.01 0.02 0.056 0.10 0.20 0.39» 0.78 156 3.13 6.25 125 =25
Temafloxacin D 12 1 2

K 7 5 1 2
Ciprofloxacin D 13 2

K 13 1 1
Ofloxacin D 10 4 1

K 7 4 2 1 1
Rifampicin D 1 1 1 2 1 5 3 1

K 1 4 4 6

D: Dubos Tween albumnin liquid medium

K: Kirchner’s liquid medium with 10% bovine serum
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TMFXIZ4 BB II & MRE L 7o 5 Wifl o BiiR i o 9
B, M. fortuitum, M. chelomae® i<, M. tuberculosis,
M. kansasii, M. avium complex (XK I TH 5
RFP&IZIZFGFOMBE I 2R L, 3 TITHBRE 203
AHIE IR SN TWAOFLX B & UCPFXY L b1
EQLEAQL SIWALTN: WAk DI SVASE - 3 Ka- Tl - &
RFPOMB N DIZE A LROLNL o oM. for
tuitum 2R L CTMEX 2 ED = 2 —F ) T YRR D

TENIMENERLIZZETHY, BEADLEE
D VAT BIERYE L LTOWREMA% (R
Mg &, 72, M. tuberculosis D RFPEHMER 124 |
TTMEXASIRBRE I D 27k L2 Z &3, BELB
W2 72 > TV BEER D IR L TTMFX O
5.A%FLX, CPFX& $IZ—DDIGME L 1 bk
R LTWVwD, LB CHOERY M
tuberculosis, M. avium complex i BV TEED Sz,
OB TIZIZL A LEDBDON D512,

Table 5. Antibacterial activity of temafloxacin and other antimicrobial agents against
Mycobacterium chelonae (5 strains)

MIC (ug/ml)
Drug Medium
=0.01 0.02 0.05 0.10 0.20 0.39 0.78 1.56 3.13 6.25 125 =225
Temafloxacin D 1 2 2
K 1 4
Ciprofloxacin D 1 1 1 1 1
K 1 2 2
Ofloxacin D 1 1 1 2
K 1 1 3
Rifampicin D 1 4
K 5
D: Dubos Tween albumin liquid medium  K: Kirchner’s liquid medium with 10% bovine serum
Table 6. Antimycobacterial activities of temafloxacin and reference drugs against clinical isolates
Organism Drug Dubos Kirchner
(No. of strains) MIC;, MIC,, MIC,, MICy,
M. tuberculosts temafloxacin 0.02 0.05 " 0.05 0.78
20) ofloxacin 0.02 0.10 0.05 0.20
ciprofloxacin 0.02 0.10 0.10 0.20
rifampicin =0.01 12.5 0.02 12.5
16) rifampicin (=0.01)* (0.39)*
M. kansasii temafloxacin 0.10 0.78 0.10 0.78
20) ofloxacin 0.20 0.78 0.20 3.13
ciprofloxacin 0.10 0.78 0.39 1.56
rifampicin 0.20 1.56 0.39 1.56
M. avium complex temafloxacin 0.78 6.25 3.13 12.5
(20) ofloxacin 1.56 6.25 3.13 225
ciprofloxacin 0.39 3.13 1.56 6.25
rifampicin 0.20 3.13 =25 =25
M. fortuitum temafloxacin =0.01 0.05 0.02 0.10
5) ofloxacin =0.01 0.02 0.02 0.10
ciprofloxacin =0.01 0.02 =0.01 0.05
rifampicin 1.56 6.25 12.5 225

* . Parentheses show MICgys except for 4 rifampicin resistant strains. (pg/ml)
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In vitro antibacterial activity of temafloxacin against mycobacteria
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Antibacterial activities of temafloxacin (TMFX) against mycobacteria were compared with those
of rifampicin (RFP), ofloxacin (OFLX) and ciprofloxacin (CPFX). The antibacterial activities of
TMFX against Mycobacterium tuberculosis, Mycobacterium kansasii, Mycobacterium avium complex,
Mycobacterium fortuitum and Mycobacterium chelonae were almost equal to those of OFLX and CPFX.
In comparison with those of RFP, the antibacterial activities of TMFX against M. tuberculosis, M.
kansasii and M. avium complex were almost comparable. However, the antibacterial activity of
TMFX against M. fortuitum was superior to that of RFP, just as were those of OFLX and CPFX.
Furthermore, TMFX showed potent antibacterial activity also against RFP resistant strains of M.

tuberculosis.

These results suggest that TMFX merits further in vivo study and that clinical trials against

mycobacterial infections may be werth conducting.



