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Fig.1. Chemical structure of T-3262.

B, i 17 Bl FEESMI 15 & D 65 &
TEH 36.7 B ThHo o M. AHRRONE ERR
VCEBAFORA BEOCE FHEEEEDCH HEM, ¢
) Ky d X vEBRRBERINT A7 vAF—-FED0D
BER, FOMBESNERES AHEXAEL BHRH
EAREE I ERNT A HERA Lo

26 GIOEBIIARIZ, SRz 90l BMEMEEEK 1
B, atiElfkEs 60l BHEBIREASUHHEE 20, &
HEBEE TR 30, SHLBEFETRES TS -
oo

2. ®ERHE

#EHE3, T-3262 0 150mg $£x 1 H2~3EEA
HBEOREE L, BEME 7 BRAER & Ly,
Rzl b 4~11 BRIEE & LBl B - 7o, REBEEI
1.2~4.95g TF52.86g THoloo T2 FHORHE
HECHBEREYRIFT EE2 b A OIEHEFREA
MRIER, MBRBEFHAISO GFRAEIFEA L LT ERL
T, PIBEOHBHIAE S T T,

3. BZEHE

MEEB XY, Rk - WX TIRBE, BETo
#7% Eik BE-BRTF BIAEXTIIER AH
BNERK 2E-ER BIAKEXE (LB

* T210 )1erH )| B 18 12-1



DEC. 1988

CHEMOTHERAPY

1370

— poog umouun avzuonfur spzydowovyy | gy 14 £X08T smisnwis 9oy | & L2 |'NTL | vt

— jualEoxy | pajeurury ovuounaug sn2000d24S | c1'g L £X08T smsnuis ooy | & | 62 |'SH | €I

—_ us[EOxy | pajeurwnyy S210°0 avzuamyfur smpydowavyy | or-g L £X0ST snisnuis 3Dy + 8. | W | 2t

— JUS[[POXY | umouup) Z20 onuownoug sn020idays | Gr-e . [ snIsnuIs Moy + € |'NJM| 11

— ud[EOXy | pajeurung S0°0 SH2ND Sn220001ydis | G1°¢ A €X0ST snisudreyd 9noy M it |'S"'L| o1

— Jreg payeuruny 20 Soua3olq 122030144 12 L ZX0ST suiisuoy ooy | & 2 |'WN| 6
ssoulzziq ey g”“ﬁmo mMM N umwwwwwe %MMMWMMMM {44 L ZX0ST SIM[ISUo} 9oy e ¢S |'0°1 8
- PooH pajeuruiry 10 Souagold sna020)days | GS1-g A €X0ST SQIISU0} oy ¥ s¢ (HI| L

- poon pajeutuy amuomnoud sna020jda4S 1 14 ZX0ST SHIIISu0} Moy $ 0 |'WI| 9

— pooH umouup) BIO[} JeULION ST S ZX0ST SQIIsuo} Indy N 2 |'"HH| S

— JUR[POXY | pajeutwiy 6¢°0 DSOULSNUID SDUOWOPRIST | GT'g 7] €X0ST SHI[[Isuo} andy ¥ 8 |'L'H| ¥

avzuInyfur smuydouongy

— USJ[IXY | pajeuriy 00 Snounp .§8.8 owydog SIe L E€X08T SnIIsuo} ooy 7 ST ['L'[ €

— JUIIPOXY | umousup) BIO[J [eULION 12 L ZX0ST snIsuo} oy | & ['NW| ¢

— USM[2IXY | pojeulwlfy §20°0 ovzuamyfur snjzydousvgy | &4 L ¢X0ST SHYIISUO0} IOy & 6 ['VH| T
Teswrr) [eL0Rg 29ze-1 MMW (skep) | (soum 3wy - o
109JJ3 9pIS - :M__\M\_Mwwwﬁ wSIUe310 Paje[osy 1oL uonein( [ Isop Aqre(q sisouger(y X3g o3y QuwieN ase)

OIN 292e-1

29¢E-1 JO synsa1 (o) *1-1 9[qe],




1371

HEARGER R &5 T-3262 OEERATRE

VOL. 36 S—9

— 1e,y pareury 57070 snoykjouwavy snao20iydvis | gL e L £X0S1 SOIIIXEWNS )0y 3 8% L'v| 92
- pooy usouyuy BIOJ} [euLioN 12 L X051 suIIXeWgns S0y § LS |'MML| 92
— pooH umouyufy elofy [eutioN S6° 1t €X0ST spIIxewqns ndy ¥ S€ |'MD | e
— pooH umouyun BI0[} [eULION SI°€ L £X08T SHI[IXeWqns 2oy M %€ |'S'L| €&
— [[0xXY uaouup BIO[J [eurloN S1'e L €X0ST shIxewqns Moy 9 59 | W1 44
— pooH pojeutwniy | 62900 0 avzudnfur snpdowavEy | GI¢ L £X0ST snpoled oMoy ? LS ['S'S| T2
— JUI[OXY uamouyupy BIO[} [eWION Sr°e L €X0ST sinoled 9moy $ ov ["IT'W| 02
— JUS[[OXY | pareurwify amuownoud sn00jdoliS | S1°¢ 2 £X0ST snoled Oy g e |'N'A | 61
iojuiossip GO umouyu avzuanyfur snyrydowan, : (uoneqraoExs 2ioy) 'S”
yorwo)g pcoH Aun iz snjry H | ST'¢ L €X0ST SIISnUIS Moy $ 8y S| 8l
: ) ) 2 €% 05T (UOIBqI90BXD MDY ) .
- JUS[POXY | pajeutuy §0°0 avzuanifur snjuydousvpr Sy ¢ €% 081 stpsnuis oY) ¥ S ['N'A | L
— pooH payeutuiy 8L°0 Sijv40 sopro.opvg | GLUE L €X0ST snisnuis INdyY % 9 ['A'L| 9
— poos pojeuLLI[y avzumyficr snjydowavyy A 9 €% 08T SIISNUIS 2INDY % I€ ('S | oI
- 3
Rt ) [eL1308g 292e-1 Wow (SAep) | (sawryx Bur)
[W/S[199,401 uonjean( | asop A[re( 5 ('s14) °N
J99}J9 Ipr wisiue3io pajejos ! L sisougel X3 Qwe
133 3piS - (1w/31) p I [e10L a S | asy N osen
JIN 29ze-1

€9¢g-1 3O sjnsal [eowuly “z-1 dqul



1372

CHEMOTHERAPY

DEC. 1988

Table 2. Efficacy of T-3262 classified by diagnosis

) ) Clinical effect Efficacy rate
Diagnosis Total
Excellent Good Fair Poor (%)
Acute tonsillitis 4 3 2 9 77.8
Acute pharyngitis 1 1 100
Acute sinusitis 3 3 6 100
Chronic sinusitis 1 1 2 100
Acute parotitis 2 1 3 100
Acute submaxillitis 1 3 5 80.0
Total 12 1 3 26 88.5

Table 3. Progress of X-ray findings in sinusitis

(1:\?:& Site of observation X-ray finding
. . Right 2 = 1
I Maxillary sinus Left 0 - 0
. . Right 2 = 1
Ethmoidal sinus Left 0 — 0
. . Right 2 = 1
0 Macxillary sinus Left 2 - 1
. . Right 1 = 0
Ethmoidal sinus Left 1 - 0
ight
Maxillary sinus Righ 2
Left 1
13 . = N.T.
Ethmoidal sinus Right !
idal sinu: Left 1
Macxillary sinus i‘j:)t :13
1 Right 2 < NT.
Ethmoidal sinus Left 1
Maxillary sinus Right 2
Left 1
15 . = N.T.
Ethmoidal sinus Right 1
Left 2
Right
” Maxillary sinus th ; : :13
. . Right 1 - 1
Ethmoid
moidal sinus Left 2 = 1
. . Right 3 - 2
. Maxillary sinus Left 1 - 1
. . Right 1 - 1
Ethmoidal sinus Left 1 - 1
Maxillary sinus 5::“
18 . N.T.
Ethmoidal sinus | 2Nt
Left
3 Severe, 2 . Moderate, 1: Mild, 0 : None

N.T. ! Not tested
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BEZORGYERIIL, BRARCEER =Hmt
AF 4 AN AL =V AREWT—E LTHEOYE R
FERUV MIC JE#1T > 7o 14, MIC 12 H A by
SERETEITHE - TRITE Lo

EIfFR £ 2 O BEERHRET LB AN, T 0ER,
BE RERY B BRRUEH L oREBEFKICD
WTEBRICHEMCEET A L EL, BRRELLT
b, MKKRE FFHERE BEERE RRERSY
FRIB SRR ATRE PR b i Lo

4. BHR¥E

EE PRI RHIE L, FEABEEOBMEER - TRO
Tk b, Z% (%5 1BEURCEMEER TR
OHE LD D), B (1 BRLACER « FrRH
mhHELLL D), *CHY (HfpEERO—HXIL
W HBREHRE LI RRFTLH THrVWI D), &
FEERENFER LI D) ©4BEyT, FRE
2Tt X, DHERE LAEXAEONRY b &ITHE
FEHE LY, WHEREL B —HHEE A
T BEER THST THE Lo

II. A & B #&

1. HEHE

T-3267 %5 Ui-F BEEE EERGES 26 610
B4 DBRBREOWES Table 1 1257 Liz, ¥ T-
3262 DEBIIEEKIE Y Table 2 1w g Lk, £E
PITIXER 12 B, AR 11 6, LLHEHIM EHO
PIT, EHEEMEEHE AR 88.5% ThH-
Foo %o, MIEFMBRR, EAEYRELAL 190
B, BE& 15 O, —HME&1H, RESHATSH-To

LI & HRER ORI\ TN B,
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Table 4. Efficacy of T-3262 by clinical isolates

Isolates Excellent Good Fair Poor Total
Staphylococcus aureus 2 1 3
Staphylococcus haemolyticus 1 1
Streptococcus pyogenes 1 1 2
Streptococcus agalactiae 1 1
Streptococcus pneumoniae 3 1 4
Pseudomonas aeruginosa 1 1
Haemophilus influenzae 4 4 8
Bacteroides oralis 1 1

Total 10 7 4 21

1) StERpE

SHREK OB (No.1~9) w3 2 HEEIX1A

300~450mg T, #EAPT4~7THHETHolco TD
BRBHEIZEL 40, BR3/, LRFH20, £ELO
PIT, BHERIL 77.8% Thot, MEFMITIL L
By RELBLTAF6 T HAE mLIEA E5H1
] (No.8) 3 Staphylococcus aureus (S.aureus) &
Streptococcus agalactiae (S. agalactiae) DRE RG]
T, BERTHIZY S agalactiae HEEH Ih—FEE
EOFERTH Y, BRHELCRER & oo ERTH
21 ¥, No.9 13 Streptococcus pyogenes (S. pyog-
enes) DEMBARHT, MEFHTITHERER LTV
A, REEOWHBEMAHS L, BESHRILLERIT L
EEots

BIfFELT16 (No.8) iIZ “5a b0 %" AHE LA
B, ZhizBiLTi#RT %,

2) BHEWIER

SHEEXIZ 16 (No.10), 1 H 450 mg 7 HRE#HE
DERT, BRPFEIEDEY AL AEFHE S
aureus W L7o2S, FFREBITITEE Lo

3) SHEIREK BHEIBESSHEHE

FHERE8H (No.11~18) k3T 2B EEIIT~NTI
A 450mg T, HERHUL No.17 ¥ 4~7 BT
Hote No 17 Tik, BEM 3 ARIRE L& 24
KL 2 HERBIRE A X b b THRIE Lo NG
BRI L oo i,

BARDRIED 46, B 40T HLHREL 100% T
Hoteo MESME Haemophilus influenzae (H.in-
fluenzae) 5#:, Streptococcus pneumoniae (S. pneu-
moniae) 2k, Bacteroides oralis (B.oralis) 1 ¥4y
BEhion, FAREHIIEES O, T30 LR
THolo FHEIBEXHEIT R Table 3 1R Licss,
BENKRO 2 BOBEAWT LB 40T, 1 BER
EDRROHEN A bt BIFFA & LT16l (No.18)

CEHRRAHER Lch, ERZEY THRETZ ST
BETH > To

4) S LIBERERIRSA

SHELBER TR % 3 0 (No. 19~21), SH(LIRMETR
TRR% 581 (No.22~26) D&t 8 e T 25813,
1 B 300~450 mg, HEHFUL7T~11 BRITH -7 &
REDBIXEZ IO, 46, LLHEHIHT BHE
1 87.5% (BT 100%, TTFiEs 80.0%) TH -
720 RRERD 1 GULFA TR DEES (No. 26) T Stap-
hylococcus haemolyticus (S. haemolyticus) 7B X h,
1H 450mg 7 ARIFS THEO HREY At D0, &
7, BEMNEREIR- b0l ER &ic- 7o MY
B BAERE LBCOIRERRLIS 8 FlF 36 TH
783, S.pneumoniae, H.influenzae, S. haemolyticus
NELIHTOHBIN, WTFhdilk L,

2. FHEEZERIRGT

Table 4 /BRI DBERBIR LR Lic, 77 25
B TIX S. aureus, S. haemolyticus, S.pyogenes, S. aga-
lactiae TH1KFTOBERDEN LB L HES N,
B 11 Breh 7 BEThH - 7oht, 77 AIaHE 9B
BUOHIHEE 1 BRI BAEB U EDOBE TH - 1o

Table 5 1= BIEGIE © SREE, ME¥EH DR RV
MIC #J%E LB EF Tit T-3262 A% D norflo-
xacin (NFLX), ofloxacin (OFLX), enoxacin (ENX)
D MIC HIEHRYE L, RHEEFI T-3262 @
MIC %% % &, S.aureus ¥ 3 ¥:CRIE L 0.025~0. 05
pgiml LIEFIZRVERT, H LB LT RE R
BRETH b, H.influenzae 4 BT <0.00625~0. 05
pgiml LAF EF%H B VIHERVEAERL, o
BECOWTE Wihd AELUEORBRTH - 7o

3. BfFRARVEREEMERY

26 BlsR 2 (7.7%) BIER L E 2 SR BERMNE
Ll 18IRaERED 52 EoBEH (No.8) T,
MREEBIZS DO EH B VIXTEITE: - KU A 15 HHE
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Table 5. MIC and bacteriological response of clinical jsolates

Case MIC (ug/ml) 10°cells/ml Bacteriological
Isolates
No. T-3262 | NFLX | OFLX ENX response
1 Haemophilus influenzae 0.025 0.05 0.025 0.1 Eliminated
3 Staphylocqccug aureus 0.05 1.56 0.39 0.78 El@m?nated
Haemophilus influenzae Eliminated
4 | Pseudomonas aeruginosa 0.39 0.78 1.56 0.78 Eliminated
Streptococcus pneumoniae Eliminated
Streptococcus pyogenes 0.1 1.56 1.56 3.13 Eliminated
8 Staphylococcus aureus 0.025 1.56 0.39 1.56 Eliminated
Streptococcus agalactiae 0.39 25 3.13 - Unchanged
9 Streptococcus pyogenes 0.2 6.25 1.56 25 Eliminated
10 | Staphylococcus aureus 0.05 0.39 0.39 0.78 Eliminated
11 | Streptococcus pneumoniae 0.2 3.13 1.56 6.25 Unknown
12 | Haemophilus influenzae 0.0125 0.2 0.025 0.39 Eliminated
13 | Streptococcus pneumoniae Eliminated
14 | Haemophilus influenzae Unknown
15 | Haemophilus influenzae Eliminated
16 | Bacteroides oralis 0.78 50 12.5 25 Eliminated
17 | Haemophilus influenzae 0.05 0.05 0.05 0.1 Eliminated
18 | Haemophilus influenzae Unknown
19 | Streptococcus pneumoniae Eliminated
21 | Haemophilus influenzae =0.00625 0.05 0.025 0.2 Eliminated
26 | Staphylococcus haemolyticus | 0.025 0.39 0.2 0.39 Eliminated

NFLX : norfloxacin ENX : enoxacin

ERB LI LOFTH - oo IERITBMK THRIEITMSE L
feds, MREBITIERYRE LIcHELEnD, Bohek
RIORIER L& 2 bhic, o 1 IR EEIBlER S
WED 48 oLttt (No.18) T, BHMAHREMLZEEH L
oo UL D IERIGERM TIRIMEE AT BETH - 1o’ &
HIDEIER DRTHEME D FE A - T

FEIRE RO 2 B OEEKRE % T LIS EERIX 3
PN E i o Teds, Zh b 3 01Tl TR R A ER
WIERD bl -t

II1. = S

FE L, Rk R LA &3 B B SAEMER RIS O BAYLEE
1%, YEARTI BENAOhBEEBTHD, Zh
b DORYAEDREE DL 1L S. aureus, S. pneumoniae
D 77 AGHRETDH B, £ LS, Hinfluen-
zae, Pseudomonas aeruginosa (P.aeruginosa) %0 7
7 ARSI X HEAL ER TE VW EEY
DT 5,

T-3262 1377 G RIRD 7 7 AEHE, MREH
B LIBAVWHEANRZ F 7 4 LGB D 2RTH
LWEY Fya v EvBREERMERTH Y, Hic S

aureus, Streptococcus, Enterococcus 1s.& D 75 LBk

OFLX : ofloxacin

B, 7N IERE 75 ARMIRE, Peptostreptococ-
cus, Bacteroides fragilis 3§ LCREFRDOE Y FvaK
VBRHEA X VEOCHEDRR L, £ OfERIRER
TH BV

40, B4k T-3262 %5 BEGERHER O & ERYE
26 QIR L, FOBKSRLLETHEYR 88.5%
LBIFRERTh oo TioBiEO MIC %[A%0
NFLX, OFLX, ENX ki35 &, T-3262 i2\T'h
DEBIRI\VTE I RS LA%H 5 i3 EN LEh T
B ER Lo

ARk 9 flicxtT E LR 77.8% T2HA®
RPEHITEEFE 5T, o2z Thi 1 AREE
A% 300 mg DIEMIT, HHEE S. aureus, S. agalactiae,
S. pyogenes » MIC iz Fh%h 0.025, 0.39, 0.2pg
ml XI5 A A IR X htcdi s B, 300mg &5 &S
BARREON EEL bhil, KB T-3262 DRER
HRCRT 5 EME T, 450 mg/day REAOHY
Ry 100% (25/25) TH o1, Eie, BERYETHT
o7 OFLX o ARk 5 BRHRE 1007
(5/5) Th-teht, 1HHEEEL 600mg »44, 300
mg A1HTY, MIC ©is\T Zhi kEs T-3262
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{3, 450 mg/day ##5 T OFLX L R&L EDRKFEHES
habDEEL BRI

o L SBROESEIL S. pneumoniae, H.influen-
zae, S.aureus BV p-Streptococcus DRI L
LELRTL B0, TRREL DB AR 2 Bl 75
b Pl teve SENT SMMEBELILLIH OXTH- e
7, S.aureus 25HEI N1 H 450mg 7 BREIEKRS TE
T Lo MBRIC R\ TaBFEI A L NFLX,
OFLX oZtmgEmRs e % F2hRiz 78.6% (11/
14) BVt 100% (4/4) THh¥», T-3262 »s MIC izk
WTERB X Y BRADBIEGHEANZ + 5 A% ED
ErOEELT, URBICHT 2AFOBRHEEE D
nEEZbhl,

SHEI AR 6 B USRI BIEL S EEE 2 FlIZ,
18 450mg 5 TLBAFLLE, HEHER 100% #7R L
fro ~RRICEMEIBMES T S. preumoniae % H. infl-
uenzae O WHEHNFL, GHEIBEL TIX Staphylo-
coccus epidermidis % S. aureus X 51z P. aeruginosa 75
EDYT AEURENMRE SN DA, TER L LSS
HOBRH LR OFEETALRD LT 5% SEIDOR
4 DEERTY, H.influenzae 5%k, S.pneumoniae 2 ¥
Offt, B oralis d 1 I hic, ThbD 5 MIC
ZUETEIDIZARDORTH - 72, WTFhdfF
WEEBN DR TH-Too ¥ ¥EETBEIL OFLX
YRR BRI LIcfIN 1 flb 525 BRIEeR
FHTHY, AULBHEIAELSHEMERANTL 3
AR RN 200, EHH1HITH DY, MIC D Erbd
BRSEDO k51 T-3262 0EBRIESZLRBEL DL
%;{_ Bhto

SHECBEERIR S, F TR 36, BT S 6
DEt8HIAAL, 1H 300~450mg #HETHIHR
87.5% (B THgs 100%, TR 80.0%) &\ 5 &R
2l Hriz No.21, 22, 23 AR AHHES TH - o

2, SEARE RN 2FRL, WIR LB EOR
BaR Lz, T-3262 (ZBERF~DOBITHARL MiFF v
<N EBERBELRRLY, MEBIICNTHHENH
FINTWied, SEOERIThEEBMTH L 0LE
xbhtc, ok, SEBREXRE LECOX8HH 3
FGRE S, MEENTRH XY EOICERDILEND S
LD EEL bR,

EIfERL 26 Bldh 260 (7.7%) wwEBd bhtc, 16k
BREOERMAHETH - 1chs, D 151352 E %5F
271 DTHY, AREHDZ OBOEIER I IEHI N
TWBREFIE, #BECHI> TIR—ICOEELXET )
DEEL bt

U EDHERYRE LT, T-3262 3 EBWEEGEEHEIRR
iR LSRR AR OBVWER TH B EEL bR

Fe
I-o

prd [

1 % 34 HERLEREELHEALXIRRE, FXK
YYRLY s, T-3262 3T, 1987

2) BERMC¥EREF¥S: H0RFHIEEE (MIC)
FEEBHETIR 2w T (1968 E4IE, 1974 £
1), Chemotherapy 29 : 76~79, 1981

3) ENEH, RE #, HEBRHREAT, B EL:FH
BIAEBRIRRRAE I k513 5 DL-8280 DEEkay
#:5}, Chemotherapy 32 (S-1) : 1030~1042, 1984

4) HA¥%—: Primary infection #F & L= BEn
LRHIN S HMEORE—REIh 2 EEOKEH
EDOWT—FD 1y AF 479 —271 26 (1):
1~8, 1981

5) IRE W, KrxHE, HRHAT B HEL:
Norfloxacin (AM-715) o & MAME 38 25 1@ % 3
LRI, EELEE 7 (6) :1701~1706,
1982

6) EBEE: MERREOUBCRIT 2EEOHR
—HEARGEHEARRIEC ST 2RHEE D L
B—, FRAEMEBIEER 71 : 505~512, 1978
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T-3262 IN THE FIELD OF
OTORHINOLARYNGOLOGY

Nosuakr TsucHinasHr, YuTaka Sakamoto, SHicEo OcAawa
Axira Sarto and Ikuko Isose

Department of Otorhinolaryngology, Kawasaki Municipal Kawasaki Hospital
12-1 Shinkawadori, Kawasaki-ku, Kawasaki-shi 210, Japan

We clinically evaluated T-3262, a new pyridone-carboxylic acid derivative in the treatment of
otorhinolaryngological infections and obtained the following results.

1) T-3262 was administered at daily doses of 300-450 mg to a total of 26 cases : acute tonsillitis
9, acute pharyngitis 1, acute sinusitis 6, acute exacerbation of chronic sinusitis 2, acute parotitis 3
and acute submaxillitis 5. The clinical response was excellent in 12, good in 11 and fair in 3 cases,
the overall clinical efficacy rate being 88.5%.

2) In 19 cases in which causative organisms were identified, bacteriological effect was : eliminated
in 15, partly eliminated in 1, and unknown in 3 cases. MICs of T-3262 against isolated organisms
were almost equal or superior to those of norfloxacin, ofloxacin and enoxacin.

3) Side effects were observed in 2 patients (7.7%) but they were slight and the treatment was
continued. None of the 3 patients in whom laboratory tests were performed before and after adminis-
tration of T-3262 showed any abnormality.

We concluded that T-3262 is a useful antimicrobial agent for otorhinolaryngological infections.



