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Fig.1. Chemical structure of T-3262
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2%, OFLX, CPFX 1= 3% F » T\ ico = U F —
£pEE4E S.aureus (Fig. 2-2), Gentamicin (GM) fiftE
S. aureus (Fig. 2-3), Nalidixic acid (NA) fiE S.
aureus (Fig. 2-4), Cefazolin (CEZ) fittE S. aureus
(Fig.2-5) TLRAKTH hBRIER TV I, FERT
~ ¥ Methicillin (DMPPC) it S. aureus (MRSA)
zxf LTk (Fig.2-6), ©— 7{#At 0.025 pg/ml LIF
LB TENHEN %R Lico 7k NA, DMPPC,
GM, CEZ o 4RI TR= V) F—¥ELE S aureus
(Fig.2-7) 47 Bkiext LT % ¥— 7 {& 0.05 ug/ml ¢
OFLX, CPFX X hBRIHEN %R LT

Staphylococcus epidermidis (S. epidermidis) (Fig.
2-8) TH[E K THoteo Enterococcus faecalis (E.
faecalis) (Fig.2-9) st LTh Lk (N=20) 0.78 ug/
ml ST ofF&ZFH%r 1L, CFIX, CVA. AMPC &k &
FERAE TR LAEI B EvbhTuicbn X HE
iz MIC 7R Lo

Streptococcus pneumoniae (S.pneumoniae) (Fig.
2-10) iwit LTIz, CVA - AMPC pi4#kz 0.025 ug/
ml UFTHRLEN, FFize—7{E (0.20 gg/ml) T
3EDERL > TN, CPFX X b 2%, OFLX
XY 3FENIKETH » 7o

Streptococcus pyogenes (Fig.2-11) zxf L T %,
CVA - AMPC »'4£# (N=20) iz LT 0.025 ug/ml
UFEmbEN, CFIX, CCL iz hitk ¥, Thbhic
v'— 7 (0.20 ug/ml) T1HEDETEE, 3EDET
CPFX, 4% 0n#%TOFLX T% »t:, Escherichia coli
(E. coli) (Fig.2-12) w3t LTk, A#l& CPFX i
— 7{& 0.025 ug/ml LLFCTHELE N, OFLX, NFLX
NN (R SRV AN

Klebsiella pneumoniae (K. pneumoniae) (Fig. 2-13)
TirF%|, CPFX, CFIX oJHizfEh, NFLX, OFLX
X BT MIC %R Lis,

Proteus mirabilis (P. mirabilis) (Fig.2-14) Tk
CFIX, CPFX »'\E L Eh, NFLX, FFIZFhizk
s

Proteus wvulgaris (P.vulgaris) (Fig.2-15), Pro-
videncia vettgeri (P. rettgeri) (Fig.2-16) T,
CFIX, CPFX pifx b B, &F| (&k P.vulgaris 0.39
pg/ml LIF, P.retigeri 0.20 ug/ml LIF), NFLX
NI RZET OFLX X hEBHhICEELT Lico

Morganella morganii (Fig.2-17) =zt L T 7
hi =g wrTh, CPFX R LER, KR\ TEE,
NFLX 7'@h, OFLX L3 —7{ETIEDENH -
o

€Y N YA R UBRER IR FE Y, 2R T Ente-

robacter cloacae (E.cloacae) (Fig. 2-18) T CPFX
LAFIp Iz BIFe MIC €, AFlitv— 7fET 0.025
pg/ml LF%#pRL, ¥—7{ET NFLX, OFLX 1z
BOEXRDI

Citrobacter freundii (Fig.2-19) LA T 5 -
tco Serratia marcescens (Fig. 2-20) xf LTt Y
FyvAan £ vBERERILCCIBLV MIC R Lichs,
A#K| & CPFX 24k 3.13ug/ml LITFo MIC %R
L, NFLX, OFLX & »RFMHEHETH »> 7

Pseudomonas aeruginosa (P. aeruginosa) (Fig. 2-
2D) TR LTh Y Frar R VvEgREHR o MIC (1E
h, CPFX, A%, NFLX, OFLX DJETH » 1o

Pseudomonas cepacia (Fig.2-22) 1zxf L Tl vV
Fyan R vBREEAIVThy MIC ok ®
PLHER Lich — 7RRTH, AFRELER - 7 {EX
0.78 ug/ml TH v, & i T 12.5 ug/ml LA F TH»
720 R\ T CPFX, OFLX oJETH Y, NFLX i23¥#
A 25 ug/ml LA ExR Lico

Acinetobacter calcoaceticus var. anitvatus (Fig.
2-23) Tix MINO kb Bh, €V FrAar A vBEk
KR TLL, TIEHERIR LIchiEF A L8k 1.56 ug/ml LA
T (¥— 7{ETi% 0.025 ug/ml LIFT MINO £ b 2%
BIFTHoteo) TRLBIARCkE CPFX, OFLX,
NFLX DJETH » 1o

Haemophilus influenzae (H. influenzae) (Fig. 2-24)
Tix&#l, CPFX piv— 7{# 0.025 ug/ml LIFTHRD
#h, kT OFLX, CFIX, NFLX DJETH » 7o

Campylobacter jejuni (Fig. 2-25) TIIAKINERLE
he—7{Ep 0.025 ug/ml LLFTHbH, KWTE—72
{E2%&n%T CPFX, 3%D#E T OFLX 0IETH»
oo

Branhamella catarrhalis (Fig. 2-26) T4 AFI»NE
LENERERTH -1,

Bacteroides fragilis (B. fragilis) (Fig.2-27) Tx
EEINELER, kuvT CVA. AMPC, OFLX, CPFX
DIFETH » 70

Peptostreptococcus sp. (Fig. 2-28) TizAFI» & D
#FEn, kT CVA. AMPC, MINO, CPFX, OFLX,
NFLX DIETH » 1o

II. BB KM &

D
of

1. & &

FBAN 61 48 8 A HARFN 62 48 3 A fdickiD 3 fisx &
FHLic 23 flemsme Lic, ML, B8, =ik
15 G, 43 25 2 b 80 Bk ¥ TTH H 1y 55.3 1%
THh ot BRI, PRERRE 16 §l (BEXEZR
15 G, ftige 160D, REAREHIE 6 fl, EHMEHE 10T
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2. A&
T-3262, 1[0 150mg % 1 H 2[@5, S&ED 5 L

218388, B SREBCEoZE L, &5
4517 B TH -7

3. ZHRIIE

EERRZDR 1z, FFh, W, 12K, FREH, s i
}oEF, F7 7/ —¥ BKERLEDBMEEROM,
M X, Mgk, CRP, BIMmMERE, RATROBENRK
LHEFHDE L VEAICEIEL, B, B £
B, %D, HIETRED 5 BFETHIE Lic, MIBEFHD
RBoBEEZL ), HEEoitkl B Fion—
MK, NE, BEBEZR, HETED 5 BFEICHE Lo
BifERIc LTIk, BftEEROM, BEATREICTTEE
SRR b M, REBEEE T Lic

4. B (Table 1-1, 1-2, 1-3)
PRSEREIEL 16 fITH D, TS bEEIEL L
23156, W% 1HITS - %o

R, BUHKETLOEGML, BEOY AL ARYL
EZ2BTIZEANERL, TR MOFENEORS
BB L20H - EKERDVEEL, HLOFITR
REDORTEILTEIh » A HERPOTREME TR
BEhbDTHD, BEEELT1H (No. 14) DA
T S.aureus HNEHINT L AP, 1201 T EEEE
TH ot S aureus OF T3 T-3262 B L5 HME LN
KLTHD, EREHE LI, 2B TREH LM, B
12 6, =2H 10, EB26T, HHELL3% TH
-1
FREMREEL6FTHY, TD> bEUBERLN 4
B, SHEBREAN 2P TH » 7o BEABIIRITR LIS,
KHEhRI3 83.3% TH D1 No. 17 @ P.aeruginosa
R LF T, REP o MEEH 107 cells/ml X b
108 cells/ml i2{fd L7 b O D{EKIL Licn - 1o,
RAAETTE 1 Gl 5 LIc R TH D700

5. Blfffs X UERRRE

EIfER LE 2 DN ABRERZE Licflixic <, GOT
L LDH oS (No.17 GOT :26 IU - 421U
LDH : 392 IU—6041U) # 1 (fji8:»7= (Table 1-2,2),

1. % =

T-3262 (2 1,8-+7FV v vBRD 1, 7 (LizthFh
2,4-C7NF R T 22 EBIV 3T/ R Y=
LEXBETHHELLEY Frar £ BRAeREDRE
FTHhHb, 77 2BUERE T BN THE I ER
T, 727 T ABMECH L TLBALHE NS B,
ByEaRc oY, AR EBIRAOH HEERIR A
I hBECIFEELZTRL, Cnax 0.6ug/ml (150mg A

F) © NFLX 123 #% T 5. RepphitR b REREA
DBEDFHHEL 45.9% THBo MAFFIIK 4.5
hr C Tmex 1.9hr, AUC 13 4.83 ug-hr/ml TH%o
AHBFHEREFEOFH Y F v rr F VEBREAIRRR
FTh2%

SE K« 11K 2 BE#R e 2>\ T NFLX, OFLX,
CPFX, MINO, CFIX, CCL, CVA- AMPC » % BRI
HlE LTHEDRBE Ll 77 ABHEED S aureus
=) F—KEE S aureus, GM ittt S. aureus,
NA Tttt S. aureus, CEZ fiti: S.aureus, DMPPC
it S. aureus (MRSA), NA, DMPPC, GM, CEZ fif
M=oy >—xXgEk S aureus, S.epidermidis, E.
faecalis =x LCiifh o & O RHBEF X b HEHN
#h, S pneumoniae T3 CVA:-AMPC i3fh5d
DD, REDEY FvhrFEvBREFICHNS L&D
BB ThH T BERTNE MRSA iwxf L
B TENAEN YR LT h, DMPPCiEEERL
PIEZH T AARO—KBEREVX X Do RN/ 7 4
HE D E.coli, K. pneumoniae, P. mirabilis, H.
influenzae, P.aeruginosa X L TIREOLE) V¥
VAN R VBRIER LA Th U EOEN Y
& L, Branhamella catarrhalis R HEH D B.
fragilis, Peptostreptococcus sp. 123 i OXFBIEAI L
VIR BRIABENIZTRTZ L L VBCERDEL
#HTE 5,

FRRATERET Tlt, BRI R IXFEREKLIET 81.3%
(13/16), RELFEYIE T 83.3% (5/6) TH~tehl, R
BREFEOEDA 2 6l, LB 1A THELAEIAR
B TH 1o S aureus XEAEE LS HEKEILTLT
BEBHEELTE D, MIC 1 0.05 ug/ml LERARE
ZH xR L, E. coli
Streptococcus agalactiae (S.agalactiae) 1. X % R
RRYFE T LT BIER TH »Too ¥ FRE, R
RESEED 5 LR SEMIARS G, ABE1M, HoflT
ER16, BR6HIELERERIX 77.8% THhh, O
BAEE LTIRFFHITNEBHRL VL X 5,

BIfERIX 1613 7e<, BBRREMERY & L TEED
GOT ¢ LDH o t& (GOT:26IU—421U, LDH:
3921U - 604 1U) 2 1 fIRDONRIDRTH 51,

UED X 5 weAEN, LHBLSHEANY b5 4%
L, #io S aureus X LTED TH \HEHYRT
ki, OB LTHERICHENYRL, ¥
REN L BOMER & LTRBRINEDRMNH D, &
BREVEALADRIEWI LI VF LWL Y Fuhn
VERRMER E LTBVERE IR T sl ns
bR

E. cloacae, P.mirabilis,
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IN VITRO AND IN VIVO CLINICAL EVALUATION OF T-3262

Takamicur Yunara, Sartok: Honma, TosHio Fukur
Suingt Okur and Masataka Katsu

Department of Internal Medicine, Kasumigaura National Hospital
2-7-14 Shimotakatsu, Tsuchiura-shi 300, Japan

Touru ABe and Makorto Takano

Second Department of Internal Medicine, General Medical Center, Saitama Medical School

Mitsvo KiTaHArRA

Department of Internal Medicine, Saiseikai Central Hospital

We performed an in vitro and in vivo clinical evaluation of T-3262, a newly developed pyridone-
carboxylic acid, and obtained the following results.

The MICs for clinical isolates of 28 species were compared with those of other antimicrobials
(Norfloxacin, Ofloxacin, Ciprofloxacin, Minocycline, Cefixime, Cefaclor, Clavulanate potassium amo-
xicillin). Of all the compounds studied, T-3262 showed the highest antibacterial activity against
Gram-positive cocci, especially staphylococcus aureus. T-3262 also showed high antibacterial activity
against Gram-negative bacilli and anaerobic organisms.

In the clinical study, a daily dose of 300 or 450 mg of T-3262 was given for 4-17 days to a total
of 23 patients, 16 with respiratory tract infection (RTI), 6 with urinary tract infection (UTI) and 1
with decubitus complicated by infection. The efficacy rate was 81.3% (13/16) in RTI, 83.3% (5/6)
in UTI, and 0% (0/1) in decubitus.

As abnormal laboratory findings, slight elevation of GOT and LDH was observed in one case.
No side effects were observed.



