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1) HEH : UTI sk &Sk 12 85, 189 BhicxtT 5 4&#]0 MIC %#I%E L, norfloxacin
(NFLX), ofloxacin (OFLX), ciprofloxacin (CPFX) & Hlt#REt Uiz, Escherichia coli, Kle-
bsiella pneumoniae, Proteus mirabilis, Enterococcus faecalis T\¥ 80% MIC nZthZth
0.05, 0.10, 0.20, 0.39 ug/ml &L RBIFHKHME AR L, Pseudomonas aeruginosa, Serrvatia ma-
rcescens T 80% MIC iz zhZh 12.5, 6.25 ug/ml L RIFIEETH Y, fbHF & O LETHE,
ZWHECHWTA%SH 5 VR Th U EOB#E %R Lico

2) BIZREMRC S ONCETZIRE (PF) B1T : RIZLIRIEKEE 5 £ oA #) 150 mg ¥ ER#E LA
BNBE R BIE Lic, MMPIIRE X 2 B/ T 0.120£0.075 ug/g (meanxS.E.), 4] T 0.245
+0.079 ug/g %L, sEkiZERFR 1.00040. 707, 1.087+0.488 TH -1z, PF BITILME
BAES VT (7 94 AH 150mg #@EOHE5EL, PF HEER 1, 2 4 BREE%TThZh
0.047+0.014, 0.111+0.080, 0.056+0.003 ug/ml T, XtiniEix 0.118+0.039, 0.157=0.095,
0.092+0.035 TH» 7o

3) EEHZE : £1E UTI B3% 41 flica LT, A#% 1@ 75~150 mg, 1[E 2~3 @5 LER
IR AR Lo EHRBEHTE TREMEENL THEER 100% (9/9), ##E UTI THZHR 56.7
% (17/30) T&H-7too UTI ZELDEHITAYE TR AR S TN THER) (5/5), BIMMERIERAET
HER 60.0% (15/25) Thoto fak, BIFA, BARREMBRFE L FILEDE) 70

Key words: T-3262, IRFARKYE, PUEEF), RISZARMEARPIEE, FIZARWAIREL

T-3262 G EWLETERRXGE T HKHEBI R 5T 594.56, FE~REGEOKEE 03 EREOH
pyridone carboxylic acid ZRIBAIT H 5o HFTIL *Ths (Fig Do
2 4 (+)-7-(3-amino-1-pyrrolidinyl)-6-fluoro-1-(2, 75 ABHREYII UnEHE, BRtECH LCA®
4-difluorophenyl)-1, 4-dihydoro-4-oxo-1, 8-naphthy- HOHBEARZ bAREL, BROWHENEZTT. :3=F 4
ridine-3-carboxylic acid p-toluenesulfonate hydrate, EL7B4, T LTRBAHINS, BmHRRARE

* F700 [ALTHEEEET 2-5-1
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Fig.1. Chemical structure of T-3262.

Hlx 150mg BOBELLBAORFMPRERL IR
Mgc 0.55 ug/ml, mehdBERILF 4.6 B, R
WEix 12 BHT 42.8% ThY, FEBAOBTLA
Fehh, ESERECHCTHEREIADON T
Wiy SE, HaREFC 0V TERK - BROKREE
FohDTRET Bo
1. £ #eia s

1. HEL - S

D e LOHE

Bl O R BRBERSR O ERFR, Staphylococcus
epidermidis 10#k, Enterococcus faecalis 12 1%,
Escherichia coli 30 £k, Klebsiella pneumoniae 20
%, Entevobacter aevogenes 61k, Enterobacter cloa-
cae 13 ¥k, Citovobacter freundii 19 %k, Proteus mi-
rabilis 20 #%, Proteus vulgaris 108k, Morganella
morganii 10 %, Servatia marcesens 19 ¥k, Pseudo-
monas aeruginosa 16 kk¥s X U EE#ERk E. coil Kp., E.
coli ATCC 27166, E.coli NIH]J JC-2, P.mivabilis
TH-4 © 12 B8, 189 Bricx 3 5 A% ¥ L OFRIEH
T % norfloxacin (NFLX), ofloxacin (OFLX),
ciprofioxacin (CPFX) » &/NEHRIEEE (MIC) %
BIE L, HEHRE Uiz, MIC 0 JIE R LFEREED IS
\y, E2Hhiz modified Mueller-Hinton agar (= y A4 )
ERVCEERERFRE THTY, HEEIE 10°cfu/
ml & L7,

2) @ B

FEBXT 248# D MIC 57 % Table 1 I2/R L
Too RBEPGEDNREMELE TH S E. coli, K. pneu-
moniae, P.mirabilis Ti% 80% MIC 2z 0.05,
0.10, 0.20 wg/ml & BfFIBiz = L, ¥, E
faecalis T4 80% MIC 13 0.39 ug/ml & RIFIHEL
R LTz, Kb, P.aeruginosa, S.marcescens T
b 80% MIC i3 Fhn%h 12.5, 6.25 ug/ml & Bific
B TH - 72

AWM L foF & B L 2R % Fig 2~13 1©R®
Lz, S.epidermidis ¢ NFLX, OFLX, CPFX I
Db 2~4 BREER T\ 7o (Fig 2), E. faecalis T
b 3H X h b 2~3 BREENL T\ 1o (Fig 3),
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T-3262 2 313 1
NFLX 1 32 2 2
OFLX 14131
CPFX 12412

NFLX:norfloxacin OFLX:ofloxacin

CPFX :ciprofloxacin -

Fig. 2. Sensitivity distribution of clinical isolates of
Staphylococcus epideymidis(10® cfu/ml)10 strains.
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MIC  |<00250.05 0.20 0.78 3.13 12.5 50
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T-3262 | 1 1 5 4 1
NFLX |1 1 3.4 2 1
OFLX |1 1 55
CPFX | 2 4 4 2

NFLX:norfloxacin  OF LX:ofloxacin
CPFX:ciprofloxacin

Fig. 3. Sensitivity distribution of clinical isolates of
Enterococcus faecalis (108 cfu/ml) 12 strains.

E.coli, K.pneumoniae, E.aerogenes Ti¥ CPFX &
12IFREE T, NFLX, OFLX X b3 1~2 EEEER
T\ (Fig. 4, 5, 6), E.cloacae T3 CPFX X b3
1%/ E, NFLX, OFLX I v 2BBEZh Tk
(Fig. 7), C. freundii, P.mirabilis, P.vulgaris TiX
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<00250.05 0.20 0.78 3.1 . MIC <l
(I::Igljjm]) 0.025 0.10 0.39 1.56 6.25 25 =100 (ug/ml) 0.025 0.10 0.39 1.56 6. 25 25 =100
T-3262|3 18 5 1 2 1 T-3262 31 1 1
NFLX 186 2 2 2 NFLX 4 11
OFLX 6 15 4 2 2 1 OFLX 1 3 1 1
CPFX |2 18 4 2 2 2 CPFX| 13 11

NFLX:norfloxacin OFLX:ofloxacin
CPFX:ciprofloxacin

Fig. 4. Sensitivity distribution of clinical isolates
of Escherichia coli (10%cfu/ml) 30 strains.
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T-3262|1 4102 2 1
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OFLX 187112

CPFX |1 124111

NFLX:norfloxacin OFLX:ofloxaci
CPFX:ciprofloxacin oxacin

Fig. 5. Sensitivity distribution of clinical isolates of
Klebsiella pneumoniae (108 cfu/ml) 20 strains.

oA & IERZDHBE H &R LT 1o (Fig. 8, 9, 10),
M. morganii i3 OFLX, CPFX & (3.3 BEET,
NFLX ¥ b 1 $BEBR T\ 7= (Fig. 11), S. marces-
cens T OFLX, CPFX X b 1%®&E, NFLX b
BEER T (Fig 12), P.aeruginosa Ti3 CPFX

NFLX:norfloxacin OFLX:ofloxacin
CPFX:ciprofloxacin

Fig. 6. Sensitivity distribution of clinical isolates of
Enterobacter aevogenes (108 cfu/ml) 6 strains.
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CPFX:ciprofloxacin

Fig. 7. Sensitivity distribution of clinical isolates of

Enterobacter cloacae (10%cfu/ml) 13 strains.

LIZIEABE T, NFLX, OFLX & h 2 28BEERT
- (Fig. 13),
2. FIZRRERLL S T HTI RS T
1D MR IVHE
BIIZARAERETSTIZ 1986 6 B X b 1987 %£5 A2 ¢
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(%) (%)
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80r 80
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20 201
0 [ SSES Vil WA TN NN IR N N N | 510 1 MIC 0<[00250]0510‘2010]78l3'13]lésl 5: L
MI <0.0250.05 0.20 0.78 3.13 12.5 . . . . s . 0
(gg?ml) 0.025 0.10 0.39 1.56 6.25 25 =100 (pg/ml)] 0.025 0.10 0.39 1.56 6.25 25 =100
T-3262 212 2 3 32211 T-3262 4 2 3 1 '
NFLX 1412 1112333 NFLX 33 3 1
OFLX 1 33 1113141 OFLX 2 31 1 2 1
CPFX 2 2 31 21 6 2 CPFX |2 2 11 3 1

NFLX:norfloxacin OFLX:ofloxacin
CPFX:ciprofloxacin

NFLX:norfloxacin OF LX:ofloxacin
CPFX :ciprofloxacin

Fig. 8. Sensitivity distribution of clinical isolates Fig. 10. Sensitivity distribution of clinical isolates
of Citrobacter freundii (10®cfu/ml) 19 strains. of Proteus vulgaris (10¢cfu/ml) 10 strains.
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MIC [<0.0250.05 0.20 0.78 3.13 12.5 50 MIC [<0.0250.05 0.20 0.78 3.13 12.5 50
(ug/ml)| 0.025 0.10 0.39 1.56 6.25 25 =100 (ug/ml)| 0.025 0.10 0.39 1.56 6.25 25 =100
T-3262 2105 1 11 T-3262 1 2 1 2 2 2
NFLX 1 2 1 3 1 11 NFLX 3 2112 1
OFLX 11 5 1 111 OFLX 3 21 112
CPFX 2 57 31 2 CPFX 3 11 1211 _J
NFLX:norfloxacin OFLX:ofloxacin NFLX:norfloxacin OF LX:ofloxacin
CPFX :ciprofloxacin CPFX :ciprofloxacin
Fig. 9. Sensitivity distribution of clinical isolates of Fig. 11. Sensitivity distribution of clinical isolates
Proteus mirabilis (10°cfu/ml) 20 strains. of Morganella morganii(108 cfu/ml)10 strains.
offElic, EIUKF B X O BUmEFERRRERHC A R L AT, RERE 2, 4 BHRSATIc T-3262 150 mg

B LACHIZIRIE KEEFMBE S A2 x R L LTIT»
(Table 2), ik 62 iE22H 82 T, F¥ 71.0 &,

FiaT o
e el

creatinine clearance (Ccr) (3 Table 2 |z
{THhHotco FMHT 48 FEEIIV DT BILFR

YERERERNRSE Ui, 2B B R
FHATL, EAREL AKNRENER7 = » 7 2%
BL, —20°C [Z@HLERE L1

WY BEBTIBEAES v 7, 7 98 REL
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Table 2. Case summary of prostatic tissue and serum levels of T-3262
after oral administration at 150 mg (fasting)
Prostatic tissue
Case | Age | Lmealter | oo im level Right lobe Left lobe Cer
No. | (Years) administration (pg/ml) | R A P/s (ml/min)
' (hr) Tissue level /S Tissue level p/s | (R+L/2S)
(ug/g) (ug/g)
1 71 2 0.065 <0.100* - <0.100" - - 97
2 72 2 0.120 0.310 2.583 0.170 1.417 2.000 73
3 62 4 <0.039* <0.100* - <0.100" - - 70
4 82 4 0.320 0.420 1.313 0.350 1.004 1.203 60
5 68 4 0.170 0.310 1.824 0.390 2.294 2.058 80
All patients are cases of benign prostatic hypertrophy
*  :Regard as zero
P/S : Prostatic tissue level/Serum level
Cer : Creatinine clearance
(%) (%)
1000— v 100
8o w—T'-3262 80k
s —— NFLX -
§ ------- OFLX g
g o} —---CPFX ; § 6oF
£ /i o
= /i T 40l
g 40 /i g 40
3 : E
© i ]
20 / 20
0|1|1|1||"||1 o0,  « v/ VvV 4 4 g
MIC [<0.0250.05 0.20 0.78 3.13 12.5 50 MIC [<0.0250.05 0.20 0.78 3.13 12.5 50
(ug/ml)| 0.025°0.10 0.39 1.56 6.25 25 =100 (pg/ml)| 0.025 0.10 0.39 1.56 6.25 25 =100
T-3262 1 6 4 6 2 T-3262 3 5 3131
NFLX 8 5 6 NFLX 222211231
OFLX 9 8 2 OFLX 351 1 51
CPFX 1 345 4 11 CPFX 2 4 3115
NFLX:norfloxacin OFLX:ofloxacin

NFLX:norfloxacin OF LX:ofloxacin
CPFX :ciprofloxacin

Fig. 12. Sensitivity distribution of clinical isolates
of Serratia marcescens (108 cfu/ml) 19 strains.

(Table 3), 1BSRIFE4 0, 2BERIRE4 (U, 4 BSSES 6
it 13 fllic T-3262 #FhZFh 150 mg EOHEL, &
REBIEA (CRILER ~ » v — SR TR B R AR L
T —20°C \ZOREREE Lo

#, MPREMEDD, MZBAGBT CLRER
HEF, 705 RIS T TRENIER ~ » + — ST
BHCRIM L, MiEo8Es, —20°C [Z@ERAE Lis,
FEHBEDORFEL E. coli Kp ¥ &FEH L+ 5 bioas-
say IRTHT » oo BIZIREBAEE R, Ay Eo
B WYL, 115M v vEEHEETE (oH 8.0) 2&aH

CPFX :ciprofloxacin

Sensitivity distribution of clinical isolates
of Pseudomonas aeruginosa (108 cfu/ml) 16
strains.

Fig. 13.

BERBO4EEML, wECF1 XL, RUT, “hi
3000 rpm, 4°C T 15 HEELHEEL, Z0biEriatk
&L, miFe b ONCRZERG & F#C paper disk iz
“Ciﬁﬂﬁ L'/’l'_o

2 & R

BIIZRRAL PR 2 BRI T, 1 MR AL T
1 BIOERABHE DT 0.240 uglg TH 1208, FIE
BFLFOLA% Opglg & LTHEEMZHETS &,
0.120+0.075 ug/g (mean=S.E.) T - 72 R 4
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Table 3. Case summary and prostatic fluid and serum level of T-3262 after oral
administration at 150mg (Non-fasting)
i ft.
Case Age a:;rin?stam;zn Prostatic fluid Serum level PE/S
n
No. (Years) (hr) level (uzg/ml) (ug/ml)
1 19 1 0.044 0.44 0.100
2 21 1 0.030 0.56 0.055
3 22 1 0.088 0.38 0.232
4 20 1 0.026 0.30 0.087
(Mean*S.E.) 0.047+0.014 0.42+0.055 0.118+0.039
5 21 2 0.046 0.73 0.063
6 21 2 0.022 0.33 0.067
7 19 2 0.350 0.79 0.443
8 20 2 0.025 0.45 0.056
(Mean=S.E.) 0.111+0.080 0.58+0.110 0.157+0.095
9 21 4 <0.039* 0.25 <0.156*
10 20 4 <0.039* 0.52 <0.075°
11 21 4 0.033 0.46 0.115
12 19 4 0.052 0.27 0.193
13 21 4 0.062 0.42 0.148
(Mean+S.E.) 0.033+0.014 0.38+0.053 0.091£0.039

All cases are normal volunteers
* I Regard as zero
Pf/S : Prostatic fluid level /Serum level

BT 0.245+0.079 nglg %7~ L, RBRICZHITE Lic
AR EE 2 BT 0.093£0.028 ug/ml TH b 4 B
T 0.163+0.092 ug/ml TH b, xmEEl (P/S) i,
hFh 1.000+0.707, 1.087+0.488 TH-7tc, BT
RIEPIEBE 7 STl E % Table 3 % X t¥ Fig 14
TR Lice BIIZARMEAIBEEIY, 1 FERIBE 2 RERIRE, 4
BREE T Zh Fh 0.047+0.14, 0.111+0.080, 0.033
+0.014 pg/ml T, HMmFEk (P/S) kzhth 0.118
+0.039, 0.157=0.095, 0.091%0.039 TH -1,
II. & K & #& &

1. XMEHFIVHE

1986 £ 9 A X h 1987 £ 1 A ¥ To #ikhic, X
¥, MUMRFAE, BlURtFRbk EFHmRERFRE &
R gRbe, REMRMFBRYZ2 L, BRABRC TS
AEDCEBONICEEICAALER Lico MRITEMEM
MBERE e 11 O, MR BRRYE 30 6 (B mERE%
23 G, BHHEELEER 76 THoic (Table 4,5),
BE B S HEEMEEN IO X EFFE 1@ 75 mg
gL 150mg, 1 H 26 (BL, fEFA3 DAL, 1H3
[B]), BEHEMEIRIBREIEICIIA A% 1 B 150 mg (H L,

FEF 1, 2 o4&, 1@ 75mg) 1 H 274\ L3ERE
BELico HRHT R UTI EPapmER (E3R
HEUTT» T,

753, UTI ZERDFRIM 22 A TAE O\ S B M BERE
LTIX5 P, EHMERBEIIETIL 25 fITho7
2. BR#HE

FHREC X BHE TILEMBENK TER A, TY2
BITHERIR 100% (9/9), B R RYIE TEL S5 Ol
B 12 B, ©OHLS G, ELH8 AITHER 56.7%
(17/30) Th 1o UTI ERpFEMAELET & 5 RABEK
HETIEEEMEENLT EH50THY, FHR
100% (Table 6), HMMERBBLETED6H, &8
9@, &% 10 Bl THER 60.0% (15/25) ThH-k
(Table 7), EEFERMIC 2B L, 2 3, 4 65
THHRIZFNEh 50.0, 50.0, 90.0, 67.0% TH»
1ody, S 1HETIXL0EY TH -7 (Table 8),

3. MIEEAIRE

UTI 5Pkt & 50 MlSnnEx UTes
Fo b BN BB S T S AT R F< T E. coli
THDH, 5EEELH% LTI (Table 9), HikkRE
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Table 6. Overall clinical efficacy of T-3262 in acute uncomplicated cystitis
Symptom Resolved Improved Persisted Effect on
Pyuria Cleared | Decreased | Unchanged| Cleared | Decreased | Unchanged| Cleared | Decreased | Unchanged | bacteriuria
Eliminated 5 5 (100%)
Decreased
. 0l o
Bacteriuria (Replaced) ( 0%)
Unchanged 0( 0%)
Bffecton = 5 (100%) 0(0%) 0(0%) Patient
pain on micturition
total
Effect on pyuria 5 (100%) 0(0%) 0(0%) 5
Excellent 5 (100%)
0 Overall effectiveness rate
Moderate 5/5 (100%)
Poor (including Failure) 0

Table 7. Overall clinical efficacy of T-3262 in complicated UTI

Pyuria Efficacy on
Cleared Decreased Unchanged .y .
- bacteriuria
Bacteriuria
Eliminated 6 3 6 15 (60.0%)
Decreased
Replaced 3 3 (12.0%)
Unchanged 2 5 7 (28.0%)
Patient total
Efficacy on pyuria 6 (24.0%) 5 (20.0%) 14 (56.0) 4 1ex;s oa
Excellent 6 (24.0%)
Overall effectiveness rate
Moderat 36.02
oderate 9 (36.0%) 15/25 (60.0%)
Poor
. . . 40.0%
(including Failure) 10 (40.0%)

RRYE ClRB SRR 14 B, 28 TH D, 20
5% 21 £k (75.0%) A% L, 7TH (25.0%) zﬂﬁ#-'
LT\, BEBEDOHFRIL E. faecalis 18, P.aeru-
ginosa 6 R TH~7- (Table 10), HHEEHHEE & LT

1%, Table 11 R$TZ &<

)

S.epidermidis 2 #kA

LHEL6EBET]RTH -7
4. BIfFA
BHREED 40 Mk T EEMEIERE X CER

BREMEDORFEETIRD Dhigh -1
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Table 8. Overall clinical efficacy of T-3262 classified by the type of infection
- Overall
Group NO', of (Shared) Excellent Moderate Poor effectiveness
patient rate
rate
1st group 0
4 ( 16.0% 4 0 %
(Catheter indwelling) ( 16.0%) 7
2rd group 4 ( 16.0%) 2 2 50.0%
(Post prostatectomy)
Monomicrobial | 3rd group
4 (16.0% 1 1 2 50.0%
infection (Upper UTI) ( 2 ¢
?i:wi'rmgm 10 ( 40.0%) 5 4 1 90.0%
Sub total 22 ( 88.0%) 6 7 9 59.1%
5th group o
(Catheter indwelling) 0( 0 %)
Polymicrobial | 6th group o )
infection (Catheter not indwelling) 3 (12.0%) 2 1 66.7%
Sub total 3 (12.0%) 2 1 66.7%
Total 25 (100 %) 6 9 10 60.0%

Table 9. Bacteriological response to T-3262 in acute uncomplicated cystitis

Isolates No. of strains Eradicated (%) Persisted*
E. coli 5 5 (100%)
Total 5 5 (100%)

* Persisted : Regardless of bacterial count

I1. = ®

T-3262 (T FBABRALERERI TH b, pipemidic acid
(PPA), NFLX, OFLX, enoxacin (ENX), CPFX [t
AROWEHITH 5o AL 7 7 ABHE 213 LR
B, BSEECA UAHELAEA 7 rArx2AL, B
WHENEZRTEREI R T W 5D, SEOHEN OB
HTh, REBRPEOCRENEAETHS E coli, K.
bneumoniae, P.mirabilis Ti% 80% MIC X+ h %
£.0.05, 0.10, 0.20 ug/ml L BIFARE TH oo T
7o, NFLX, OFLX, CPFX l s \WTiE, 75
LAGHERETH D S. epidermidis, E.faecalis T,
WO3FIL Y b 2~4 BREBR T\, 77 ARKE
T2OWTH, E. coli, K. pneumoniae, E.aerogenes T
% CPFX ri2i¥ABE T, NFLX, OFLX kb 1~
2HEBEBN T\ I, E.cloacae T CPFX kb1

%A, NFLX, OFLX X v} 2BRBEER T,

C. freundii, P.vulgaris TXA#F &
BEREDOHE N 2R LT\ T2 - M. morganii TiX
OFLX, CPFX LiziFRABE T, NFLX Xh1E5EE
BT\, S.marcescens Tt OFLX, CPFX X b
1 %&&E, NFLX X h HEEN T\ =, P.aeruginosa
Tk CPFX ti3i¥@&EE T, OFLX, NFLX X v 2%
BESIh T,

HEXb, HilA<* 7 + 112 NFLX, OFLX, CPFX
LREEE POV TREER, 77 2BEE»S 7T A
EHEEA < RA T,

BIALBRERRE T OB TIEERIZ X H PIEZR OIS
DENKEL, SEDOHRFM BT TIAF O ME R
VR T A BRI OVWTERET, X505
Bl BERRNTILEN DD LEX BN D, 723, B

P. mirabilis,
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Table 10. Bacteriological response to T-3262 in complicated UTI

Isolates No. of strains Eradicated (%) Persisted*
S. aureus 1 1 (100 %)
S. epidermidis 1 1 (100 %)
E. faecalis 4 3 (75.0%) 1
a-Streptococcus 1 1 (100 %)
7-Streptococcus 2 2 (100 %)
Streptococcus sp. 1 1 (100 %)
GPB 1 1 (100 %)
E. coli 4 4 (100 %)
C. freundii 1 1 (100 %)
K. pneumoniae 2 2 (100 %)
S. marcescens 1 1 (100 %)
P. vulgaris 1 1 (100 %)
P. aeruginosa 7 1 ( 14.3%) 6
X. maltophilia 1 1 (100 %)
Total 28 21 ( 75.0%) 7

* Persisted : Regardless of bacterial count

Table 11. Strains® appearing after T-3262
treatment in complicated UTI

Isolates No. of strains (%)
S. epidermidis 2 ( 28.6%)
r-Streptococcus 1(14.3%)
S. marcescens 1( 14.3%)
M. morganii 1 ( 14.3%)
P. aeruginosa 1 (14.3%)
C. albicans 1( 14.3%)
Total 7 (100 %)

* Persisted : Regardless of bacterial count

BETIE R E, 1 BSREIRE, 2 BEROEE, 4REMIBECERE
# 0.047+0.014 ug/ml, 0.111+0.080 zg/ml, 0.033
+0.014 pug/ml T, 28T Peak EL Tk b, M
chilE L IEFEBROHER ¥R LT\ i (Fig. 14), Fig. 15
4 EE LicEEECRT 5 60% MIC isb 0z 80
% MIC LHITIREANIRE & OB %R L1z, MEARES
Bz X, BIZREORRE DK 80% 1% E. coli T
7% 9t Klebsiella, Proteus, Pseudomonas THh",

F#F D E.coli, K.pneumoniae =33 % 80% MIC it
ZhZh 0.05, 0.10 ug/ml LRIZBEAREDOHNE
[Bl» 720

FEIREIRRET Tl S MM RERE 25 5 BV, £ TEHT
bH, BHR 100% Thoto —7F, HHEERBERR
FETITER 6 0l AR 9B, X 10 AITHELHR 60.0%
THotoo UHE TT -7 OFLX, ENX OH#ERE
REJETNT B REOTOEh EROERHR, 92.2%,
60.0% Eit#r+5 &, OFLX iz 5bon ENX &
FAEDORETH » 1o SET - HEHOERE»OTH
¥, OFLX :RZOEKREL S h b a5, OFLX
DR TR, MHH UTI LEFRREHOIFH, 47
Tiobb, BHERREREOS T HRHREDES
CfR->Tutcied, BOTRFARE TH-T-LELD
h, LY, AFlE OFLX olEDRIENHHE
BEx bhicle LA, NFLX #i3 Us &T5%ER
D=a2—%7 v vHel, T ORRYEYESLED
SESEEEH I Loo B BB, ENX L RE0ORRY
fdte s & T, A OEMNRBRPIECH T HERT
HBEBHEN P/ TE B,

BIfEA, BRBEEOREEBHITRE LIk FEN
10 el VT 1AL BEHTE 5 ¥, Zeloi X
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(pg/ml) (1g/ml)
10 510
80% MIC
602 MIC ©
1.0+ -0.2 L
S.marcescens
"'é S — P.aeruginosa
£ . IMATCESCENnS
B P.acruginosa
~ -0.15 .§
= g
2 =
S @ 1+ -1
g &
£ 0.5- 40.1
& l——
: E. faecalis
N
e n=4
£ -10.05 ? S.epidermidis
E faccalis J P. mirabilis
v0.1F —10.1—;
S.epidermidis n=4 K. prneumoniae
0 P.mirabilis _
0 ) 2 4 gl n=5 |
Time after administration (hrs) K.pneumoniae E.coli
—
All cases are normal volunteers E.coli
Pf/S:Prostatic fluid level/ Serum level 0.01 i é "1 0.01

Fig. 14. Prostatic fluid and serum level of T-3262
and Pf/S ratio after oral administration at 150
mg (Non-fasting).

LEZXDND,

DB &b AR RBERRPIE I U TR DR LI E
HThh, REBPECHECE W TEREOEVEH
ThHLELLRD,

X ik

D % 34 AR CEREFLHAFL MRS, FE
vvaUY a, T-3262, 1987

2) HAR{EREFS: HOREFHIERE (MIC) §
EEFIHKITC 2\ T, Chemotherapy 29 : 76~
79, 1981

3) UTI %44 : UTI Eepfmaee (834 Che-

Time after administration(hrs)

All cases are normal volunteers

Pf/S:Prostatic fluid level/Serum level

Fig. 15. Relationship between MIC and prostatic
fluid level of T-3262 after oral administra-
tion at 150 mg (Non-fasting).

motherapy 34 : 408~441, 1986

4) MEARES E M, STAMEY T A : The diagnosis
and management of bacterial prostatitis. Brit
J Urol 44 : 175~179, 1972

5) EHME, WREH, AFAZE KRBEFE AX
BE, K&z WRBHHERC % DL-8280
DEBH - FEKAK S, Chemotherapy 32(S-1):
698~707, 1984

6) EHMB, HIIER, WRIEHR, BFAE KB
5%, AXHE, K#HLz, A% & EFEx
—: WREBHHERCKF B AT-2266 O ZEEHN -
Es R BIB 2Y o Chemotherapy 32(S-3) : 796~810,
1984
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BASIC AND CLINICAL STUDIES ON
T-3262 IN UROLOGY

Masaya Tsucawa, Daisuke Yamapa, Yosuitsucu Nasu, Mikio Kisur
Hirom: Kumon and Hiroyur: Oumor:
Department of Urology, Medical School, Okayama University

(Director : Prof. H. OHMORI)
2-5-1 Shikada, Okayama-shi, Okayama 700, Japan

Katsuichr Nansa
Department of Urology, Okayama City Hospital

KaTtsuvosur Konpo
Department of Urology, Okayama Red Cross Hospital

Yasuniro Katavama
Department of Urology, Tamano City Hospital

TERUAKI AKAEDA
Department of Urology, Tsuyama Central Hospital

Nosuyukr Akazawa
Department of Urology, Onomichi City Hospital

T-3262, a new pyridone-carboxylic acid, was evaluated basically and clinically in the urological
field.

1) Minimal inhibitory concentrations (MICs) of T-3262 were compared with those of norfloxacin,
ofloxacin and ciprofloxacin using 189 clinical isolates from urinary tract infections (UTI). The anti-
bacterial activity of T-3262 was as high as or even higher than those of the'three other drugs against
all species studied.

2) The concentration of T-3262 in the prostate after oral administration of 150 mg was studied.
The concentration in the prostatic tissue, 2 and 4 hours after administration, was 0.120=0. 075 ug/g
(mean+SE) and 0.245+0. 079 ug/g, respectively. Similarly, the concentration in the prostatic fluid,
1, 2 and 4 hours after administration, was 0.047+0.014 xg/ml, 0.111+0.080 xg/ml and 0.033=+0. 014
pg/ml, respectivery.

3) Forty-one patients with UTI were treated by oral administration of T-3262 at a dosage of 75
or 150 mgitwo or three times daily for 3-14 days.

According to the criteria of the Japanese UTI Committee, the overall clinical efficacy rate was 100
% (5/5) in acute uncomplicated cystitis and 60.0% (15/25) in complicated UTIL.

4) No drug-related side effects, including abnormal laboratory findings, were observed in any of
the 40 cases.



