CHEMOTHERAPY

ABEBICRITH T-3262 DKM

PR E-RAPALE-RBERRX
RIERBE S B

1w K sEHELE
JeRmBES B

e n ARIUEH T-3262 %A\, MERRYGE G, IFIEELAS XOMRE 4 4l, SEikgE
BRYE 11 4, 2tEARK 64, 5 30 Gl L 1@ 150mg, 1 H 2~3 [E, 5~11 BEo#H
Sz X hEL 10 61, BZ 186, LB 16, #5146 (BHUL 93.3%) OREE Bk, &l
fERB LUFRIC L 5 L Bbh 3 ERREBORE XBD b o1, BEBEELT 25515 Sta-
phylococcus aureus 12 #, Staphylococcus [& 4 tk, Enterococcus faecalis 2 ¥k, Escherichia
coli 7kk, Klebsiella pneumoniae 2 £, Serrvatia marcescens 1k, Pseudomonas cepacia 1
¥k, Bacteroides bivius 18k, Propionibacterium granulosum 1%, =t 31 BE S8 Ui,
fbiz Candida 1¥k% I, “hbOEIMT2 T-3262 o MIC (31— &K\ T 108 cells/ml
12T 0.025~3.13 pg/ml # L L, KEHE 0.05 ug/ml LITFTH» 7o S SOET T-3262
OEE L HERIBRE I N,

SURIRE D 3Blici T T-3262 PIRHE 90 5 DILH 35 X OMBH PIREE %4 BB Lico
T-3262 150 mg PIRREE 90 4 © EH AN PIMEEE 12 0.31+0.21 ug/ml % Lo L, BEHMEE 2
0.78+0.55 ug/ml THotz, ZhHDREIRERED S aureus i35 MIC 0.05 ug/ml %
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Kigww B - Ttz T-3262 OREREBTIZIBIFTHS L2 B,
T-3262 (IS RIEYRIUECR T2 HABAER & LTERD THEAREFTHS L\ 2 b,

Key words : T-3262, /A RIEURRRIE, BRHE, SRARE

EEMEREMRDOESIZ X » T, penicillin ¥, cep-
halosporin D Z &<, AWK FOREHWHEOER
TEARLIbO%, (EFEMCHHBRLTELR T
LHENED DI EARWES, BE, LO—HikHt
EFEMARC L - THEINR BB LTS, Lo
L, &k, 2UERENXMILENARCL>TELRS
HEANERMERTH - T, BRBOCFREN & T
hadboThsrh,

BELSFERAIATWARMMERR, =278 54 1
%o erythromycin (EM), Josamycin (JM), rokita-
mycin (RKM) 7 &, 5 +544 29 v%o doxycy-
cline (DOXY), minocycline (MINO) 7 &, <=
Y vF%® ampicillin (ABPC), amoxicillin (AMPC),

bacampicillin (BAPC) % &z, 7y m A 4£Y v .

F® cephalexin (CEX), cefadroxil (CDX), cefaclor
(CCL) e &nihpnn, —@MOEAEHRVT, LT
77 AGHEEYRRELTHERAIRTW3, ZhiestL
T, BROIEACF L LTS a2 X 2 RED 5
VWIERHEERRECH L THEAIR TV, Thbof

BRPTEEAI 1962 45, LESHER H 2 X b AR X i nali-
dixic acid (NA) # 4 & LT, piromidic acid (PA),
pipemidic acid (PPA) 7c ¥R I K, FHEIATY
o THRENLT, 19785 X b =a—%/ v viRidh
% norfloxacin (NFLX), ofloxacin (OFLX), enoxacin
(ENX) 7e EHBAR SN, 77 ABHE 7 FvEER
BECE THENNBARER, 20o—BaHREhTh

CERAIRBLESTWBEY,

&E, 77 sGE, BIEE BREECRL THAR
BLHEARZ b7 2 L VWHEIR BT HFHMAROE
ROTEH T-3262 iR S hico BETORPERCHLT
FHXERL, BERHIERLBLOTHRET 20

I. B ® /5 &

1. {HEA3EAS

T-3262 2 FILLFE TERA S EAFA LR THRRES
RIFHRLEY F v r L £ vBRAEA T #EAR
Fig.1 om< T, 1,8-+7FYV o vBoD 1,7 fLeth
FR 2,4-CINF BT =2 KRV 3T I/ ERYY
=N ERE LTV 50 {bF¥ R 12 (£)-7-(3-amino-1-pyr-

* T065 FLIRATHIXAL 12 &K 3-31
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Fig. 1. Chemical structure of T-3262.

rolidinyl)-6-fluoro-1-(2, 4-difluorophenyl)-1, 4-dihy-
dro-4-oxo-1, 8-naphthyridine-3-carboxylic acid-pto-
luenesulfonate hydrate TH 5, 5 FRit CiosHisF3N,
03-C;Hs0,8-H,0, 4T (% 594.56 DHE TH 5,

HE~REAOHHUIEREOHRT, vaFr kL
A7 I FRBIRTL, 227 A RPRBEFRTL,
X, 7ebv, srekiA, BEfg=FL, =—FA R
BAFS VI EA EBET e KEEEF b Y v AR
FiBri v

T-3262 ODHEARZ + T 4%, 75 2BEERLL
DIEMEE, BIEECH LAKETH D, BDTEVWI
Hhu LT, iz Staphylococcus aureus, Strepto-
coccus, Enterococcus 7c& D75 ABHE, 7NV
JEREE 7 5 LB, Peptostreptococcus, Bacteroi-
des fragilis wxt LT, RHFEOEY FvAirLXKvBR
HEAL D LRCTIEN L2 LT, &b« DEFIN
BEH LT ERICHEN 2 LT TH 5,

BOHRS LcHE, ZHEEBL D LREOMTPBENE
G EELTRPre Bt h b, BERAIC T-3262
150mg *REZERNFE LIcBORBMTEE 1.9
T 0.55 ug/ml, MPHEENLH 4. 6 BRI, RebbE
HERiL 12 BT 42.8% Th B, b Mk B MEE
BREARIL 37.4% 2 LT, FREEABOBITLE
BT, EREETR T EREZED SR T,

FIBRRRARC I T, — KR, —BEl, LR,
ARERRCIMB L e aFTRILRL, ReloBE &
ERBEDLRT VB,

T-3262 of# 3. T-3262 75 mg (HEREf L LT 51.0
mg) &7F OFeH| & T-3262 150 mg GEREfE & LT 102.0
mg) SHEORAD 2N H B, SEO KBz 150
mg R Lic, AFOHKSX1E 150mg, 1H 2~
SEDAKEL#FEA & Lic,

2. XNREF

(1) EERAy#st
FEFI614E 11 B X ABFI62 £ 10 A ¥ T 1 MK
BERBEA B L O S RRBRIC CHRIB LI BED S5 B 30
PERRE Lico FAL 16 KL D 745, Ty 42.4+
19.8 %%, fKE46.0~70.0 kg, ¥ 56.8+6.5kg TH -

Too PEBNEBME 8B, Ltk 22 BT, ABEEEIT 10 6,
fbd 20 BUISNREE TH > 7o ABEGIIEE RIS
iE 9B, AREBOMEBRFERE 1GITH»71zo KBTI
T, BERETH5EMETENR 4 4, EAMERETESK 34,
5b 1 PlMFIM BB a2 &6 1 GIKERR L1BHRT %
AL, SOREHBMAEZEH LTV, EDIT,
B+ IR Ot 5 Lc AR EEARE % 1 4l & KR
MAEEREC X AFAERTRECN T 5 RBEE+T RS
R ER LS ERER 1 6l 9 fla B E RRYE
Thotco 4FNIIIFIABS% S X O EEEE, 114
A DRFR LORMEBRREE Ibr6efizat
FURE TH Do

(2) T-3262 DI ¥ L OBHBIT~OKRS

6 BIDSHIRLED 5 b 3Flick T, WIREDALH
BLIOBRIAHBT~DREYE BT Lico

3. BRBHROHE

BRDHROHEL, BE MEERYEGEILT %
%, BRh, CORY, EHDOLIERHLEL, KOEDOKRD
EHET L 57,

E%h (Excellent) : #5 3 A LA BEFERS L O
FERDHE LI, D, HREICTRAEDOHBE LD
Do

HZ) (Good) : 4~5 BLIRIEER OEFLL EASE %
TRBR LI 0, BRECTEAEONL T IR
NEBRLD D,

2LFR (Fair) : 6~7 BHLURICER O—ZA4B %
TREBR Licd 0, BABELHA Lizd D,

&%) (Poor) : 7 BUULEB L THERLHEL 72\
DB LICE Do BABEDOBWA Ll D,

ChbDOEEIZE ) FERZOWTORR R /-
THERBHROHERETT Lico

RELVBLEAMOERZ L ) HEI A AED >
b, BEBLELON, »OBOLRWLORBWTE
KEEL, T T-3262 123t 3 5 MIC % B A(L¥RE
BELERERICL D PIE L,

4. HH - BHABERRORE, HEE

(1) KRB

fEG 26, 27, 28 D3 FDOFIHIBAELZ TR LT,
YIBABER M v — o217, T-3262 150mg, 1 H 3
EARRER AT Lo SR@Ebic Takkic SIBAl &
Y PR R LA OA L h DEFAH ¥ ER 6
mm & paper disc CRPFED) X hR L7, Rk
TyRVY AL TDAE , VEICAN —20°C 1 CHRE R
L, BREREBO ¥ B TEER -G TIERT
(BWURBILE) &M LTRERE L o 72— 0D
BT, RAM 5 ml &M L, EOKEC X bl



712 CHEMOTHERAPY

DEC. 1988

BoEE L TIFRERIE L,

(2) WEFRE

HEHZDP - < D AR, BERFCTERRAEL,
Escherichia coli Kp ¥k ¥ REH &% paper disc#:
X hEENERET Ui, B e LTaFhRERI
e bfnEZ A, B, fH i~ 1/15 M phosphate
buffer solution (PBS) pH 8.0 1z X b {EH Ui EE#EWK
FFIRER Lico BIERAIL 0.05 ug/ml TH -7,

II. % % K &

T-3262 D#ziR g% Table 1-1 75 Table 6 iz L
B LT BERRAAES Table 1-1 ¥ X ¢ Table 1-2
w, IFIRRE% B EY Table2 17, KES LU
BRI AR Y iE % Table 3-1 ¥ L 0F Table 3-2 i, &
MEALIE 28 DEEFR%hE % Table 4 12 L3 Lz, Table 5 i@
i1, SHIRAD D B 3FIRT BB R LOEFEALT
o T-3262 JEE% Lsd Lic, Table 6 1oy T-3262 £
SR BT 5 EBIRREEY LD T,

LATHE B Jhc s e >\ W TN %,

1. ERIRZDFRBUS

1) BEREHE

Table 1-1 ¥ X 7¢ Table 1-2 1= 9 DB ERRYLAE
a3 s T-3262 OEEERBES L Lic, T-3262 0
£131@ 150mg, 1H 2@ 240, fiix 1B 3EOA
B E5 T, BEHELS~11 BRITH » 1o IRERER
FEORAEIL TRBROEECLD 16, &+
BB fTREARAE &R (ERCP) BERE X b 3fhic s T
Bz L, E.coli 3k, Klebsiella pneumoniae 2 %k%
Bie DI HO5FRBVCTOREMOBERRITER
mots, T-3262 #5HOBERFIILONIC B W THERH
BT, choDEIKREIRILDEEZONS,
REDETER 16, ARS8 HIT, £flick\TEIFFAIX
bR ot ERERBEEORE L RDII -
7o

LAFEEGIZ D TREEES %o

#£ B 1. wOEo, 73 % B, #4E 46.0kg

FRAn 62 £ 4 A7 A, YIRTEEDOHEMOBBEBC
X APAEMEED L HRBE T HEBY AR BT LI
it cefotaxime 2g, 1 H 2 @0 AEHIEI X 5 ARY
AT Lieht, EREHRO 4 A21H X b cephalothin
WEELE, 5 A1 B X b%3M 38.9C gRY, Lfi#
Ry X 28%BEERE LT CET 3EHTH DT
T-3262 150mg, 1 H3[E 9 HMKEE Lo 4 A27TAD
+oEBER X b h&E R E.coli #B1n, T-
3262 o 108cells/ml it % MIC i 0.05 pug/ml ¢
ot T-3262 5% 3 Az THRMREOERITHELL,
BEELREL LY EYEHE LI, BIfEAR X OHK

REBOREIXBD ORI, oo

£ Bl 2. #£OrO, 73 &, &, fAE 59.0kg

S5EMI VERFAS IVCBEFALERINBEYS
FCwe A, FRF624E4 B3 H, RMBEMNERA, 3£
B BAEY &R I A T AT 5, AR GOT 54,
GPT 120, rGTP 417 %» b, cefmetazole (CMZ) 2¢
CTHBEY RS IRVERL, FHRELERLLL, 55
2H, BEASIVEUEBHAEZHRBL, ROERCY
heh& B D E.coli % 87, T-3262 o MIC iz 108
cells/ml =T 0.05 zg/ml €% » o T-3262 150 mg,
1H3E7 BMREBRSEET Lo 3 B THBKA,
EEAERIMEAL, ROBBELIEEL LD, B
%, BEAELIBEHLUAE L, 5 A48, BEHUA
A LR, BEREHOESERIEKET, 45B0H
MR AD Iz, T-3262 1 X 2EIfEAS & CERBREMS
DEREEADIED 510

£ il 3. BFO7O, 69 %, &, (k= 5L.0kg
FET624E 5 A21H, BAER L UCBEXL LTHMR
ABz, cefotiam 2g o REMELRTBERLLR, 64
2 H ERCP cTiRBEEHERAS X CRERT+ZHEBELSR
Rahi, 6 AI0OEABER %, BEEL BEANER
L, T-3262 150mg, 1 H 3EA%MEY 11 AR KR
Lo ERCP ftifTRs D RITHE W X b B D E. coli %
X ¢ K. pneumoniae % {87, T-3262 & MIC & L}
1z 108cells/ml =T 0.05 ug/ml # L L #, BEH
ABRTERTIBRLADH L HE Lo 6 A23H, HE
i, BiEgyE, T-tube KX 2RBE Y VF—U¥
WA Lo COBRDBEE, RBEBEHOEEIRBHET
BABEZREIN- DO LEXONS, BIfFAXRADL
n¥, T-3262 B &EEOFHREET 2R LR
S ERIERERBD o

£ Bl 4 ROBO, 45 %, &, f6E 62.0kg
WAFN624E 5 AMA, A LEETHO b ABERYZ2
L, BEEZHcX v BRYRE Ih, MM62E 6 422
BFEHy HRELLTEZ Lo

CCL 1 HE 750 mg PR T ¥R, 7 B13BEH
WmEmd e v, FEFE, AMEpyERY » b T T-3262 450
mg/3 % 6 AMkE, 7 A16B AR LA, Z OBRKE
REWELTE D, BHLHUEL, 7 A20H, BHEH
HMATR AT Lo BERTOERIBRETH 2, F
SROEMBREY B, BIfFAS L VERREMORE
XRBD OIS o To

# #l 5 HKOBO, 47 R, %k, k& 70.0kg
WRA624E7 A2 B, A EBEEC THARRLYZBL
[BEY%E Xh %, cefoperazone (CPZ) 4g/2 i TH
BLBERESLTRIO = 7 A108 X b CCL 750 mg
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AR 51 5 T-3262 DEEFREIRFZ 721

HWHBREE, 7A17TBE X YBRD o T-3262 150 mg,
182@5 BFMARCEE Lico 4 IR TERIZHEEL
HREHE Lo 7 A230, BEEMHM LT L2,
BEBHOERIEUTH-1d, PEBOEMNERYR
B, T-8262 X 5EIfEAS X CHERREMEO EF X
EXE YoY%/ 9/ IR ety

£ Bl 6 #O>0O, 58 &, %, 4= 50.0kg
SHEERAL LT MEL X b CMZ Bi% AL T
Wioht, PRAI624E 8 F20H, BRI X Y FHv oo
NTUERR, ARBRBEOHGHDE, EENS) SHBER
#E LT T-3262 450 mg/3 % 7 HREARKBEL -, 8
HA19B D ERCP w4 &D E.coli # 1B+ 2, T-3262
o MIC i 10%cells/ml ¢ 0.025 ug/ml T % » #o, 4
B CTERIIEER, FRHEHELL, 8 A31H, BEEMH
Hilix BT L, CoBROBREBRHOEEREIRET
FEBOAMBREYAD I, BIFAS I VCERREECR
BRBEHLRED T,

£ Bl 7. 0RO, 68 X, &, thE 53.5kg
FR624: 8 A20RA, BMA*HBR I TAKT %, CPZ
4g/2 w THBMLTwien, THOLDHIEL S 5248
X b T-3262 450 mg/3 A% 7 BMEST 5, 4 AiC
TERMER LA L HET 5, 951 H, BEHRHKL
BAALLY, BEEIAGBEANTHLTE Y, BHEER
BETH- NS ROBPMBRYAD 1=, BIfEARL L,
T-3262 # 5 8 GOT 59, GPT 39 » 8RB0 FFHEEET
ZRDIN, RERBEFECEEL 1

E #l 8 20O, 70 &, B, thE 61.0kg
BNEEC CTHMERC TAERS, BEAYREIA,
ECBRRCCHMMNoBmnRE X h, BM62E9 A
24AABE Lo ABRRREREE DS LSRR, kb
HY, BERHREL LT T-3262 300mg/2 p9fE%* 5 H
MBI Lo 3 BIR TRERIZBEN A& LAR & HTE Lo
1081 BFM&HEfTL, Billroth I ¥k 25 HRBR*5
fifatrde, BEBEMLHHEL:, BEBHOE
RIBHET, PBROBNRYBD 1, BFAS X CHEKE
REMEORHXRED S Rdeh o1,

E #l 9 WORO, 72 %, B, (6= 67.0kg
M6 2 AL W RBC THBTE S, 9 AI0RE LS
H#ERBN, 11 BNBCABT 5, cefazolin (CEZ) 2
g 1H2EARBHEC T VBRERL, —BEHBRLER, 9
F288 ERCP 2 X 5B 0¥ X h LB D K. preu-
moniae % 1§ f=, T-3262 o MIC 1z 10%cells/ml <
0.05 ug/ml Lo Lt, 1082 H, HEMITERS, 5
BB A B, Boe LT T-3262 450 mg/3 pAR% 5
AMER Lo 3 Bo THERIBENAL, HREHUTL
7o 10A 8 B, BEMMME R Lo BEEH OISR

BHEETFEEOAMRYAD 1, BIfFAR X UEK
REEOEFEZAD ORI, T,

2) KFIREz%, BE

Table 2 & FLFIREE O RPHREREKEELX LD L
Teo £OBRBEIC THE L, 36l YIBEHE 2 6t F
Lichs, T-3262 WARIZ L b 2 Bl &S, 26 BRD
B % BT,

TR oW TBREE T %,

E F 10. wO=0O, 16 &, &, #4E 50.0kg

FBM61E11 A23 A X WIIFIMORARER EFrxd
b, 1125 BZZ Ui, VIBRBER % T L T-3262 150 °
mg, 1 H3EREAMEL 7 HEE S L, BX VY EXE
BeLTSED E. coli %5 X8 Enterococcus faecalis
@D, T-3262 » MIC i 10%cells/ml iz T 0.025
FLV 0.78 ug/ml THoto 6 HEDHWEDEERT
EREIMA Ui, HBZ 2 BT THAL, BERHRE
BELEHTE LI BERFS L VBERREBEORT IR
DI ots

£ #l 11. BOMRO, 19 &% 5, 4= 60.0kg

FRfN624F 3 A158 X WELFIBE O Rk, B, H b,
EfE»#M7e->T3 A23E22L, PR - TBITY
R LYIBEE AT Lico 3 A24H X b T-3262 150 mg,
1H2E7 BHESEENEBLE LD, 3 A24HDBO
BRI X D) hERED Propionibacterium granulosum
AT, T-3262 o MIC iz 108 cells/ml < 0.78 ug/
ml # L L, 3EED3 A2 BODWKDIEETIX
VB0 Staphylococcus saprophyticus % 18+, T-3262
® MIC i 10%cells/ml =€ 0.05 pg/ml % Lo L=,
T-3262 AR 1 B CHERBIZISIE L, ERS BRL-
DTEPHEHE Lo BIFAS X VEKRREMBEO BREX
BD LN 5 T,

£ Bl 122 EOEEO, 19 %, %, #&4E 53.0kg

RATE & YALFIM@EM 5 b, FEM624E6 A5 BRI, iT
FIRE IR DM BFRERS S b, BRICTLEOHE
mH b, T-3262 150mg, 1H3MS AR ZKEZE L
oo ROKERC X VS B E.coli % 187, T-3262 o
MIC % 108cells/ml = € 0.05 ug/ml % L % L %o
WCYRSOLBR ML Y, 1 B THBIRN%, 48
CTERBRUAED L HE L, BIEAS X VEBERE
EDREIZRDILH 5 T,

£l 13. KO®O, 35 %, %, t#hE 57.0kg

BIE X OICFIMAEA 5 Y, BM62E8 A4 A9, T
FIURE 3R D s ik, BHRAH D, BRI HLED
B2 B0, GIBABEEL, Furor—oREALE. B
B#E L OKED E.coli & E. faecalis #7184, T-
3262 » MIC iz 10%cells/ml = T 0.05 % X vt 0.78
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ugiml TH o7, T-3262 150mg, 1 H3E5 AMAR
MR Ldi, 4 ACTERBARL, BHbBKELRLSF
ZEHE LI, BIFARS L VEBERREMBOREIRD L
niehoico

3) KE¥ X OBKIAEBRRYE

Table 3-1 35 X 0F Table 3-2 iz 11 D &, Bk HEL
RYFE TR 3% T-3262 R Z Ld Lice 1HZERS
1001 X hEAEREE L, 55 3PIIERERRET
Hotco 5t 14 kD5 B S.aureus 136 Hix LHH,
T-3262 o MIC iz 108cells/ml jzT 0.05 ug/ml %52
i, FDfLo Staphylococcus Bt S. simulans (T-
3262 » MIC, 10%cells/ml =T 0.1 ug/ml) 1%k,
S.auricularis(MICO. 39 ug/mD)1 #, S.saprophyticus
(MICO.2 ug/mD) 1k, S.epidermidis(MICO. 2 ug/ml)
18, H4BkThoto 7 7 2ARMEE Tt Serratia
marcescens (MIC 3.13 ug/ml) 1#k, Pseudomonas
cepacia (MIC 1.56 ug/ml) 14D 2 B2 0 BEI T,
fb iz S o Bacteroides bivius (MIC 3.13 ug/ml)
D 1B Candida 1 HARD ORI, ThbDH
13 T-3262 DERKRLEHENHEEL TV 5, BRHRILE
56, BHAG, CREFHLIH, EH1FTHo1,
2B WTEIFRAR LOBRREEORFE IZIRD LA
eh o toe

UTFT—8oREKRD BERICOVTHELET %o

iE il 14 HBOHO, 74 %X, &, #E 58.0kg

FRFIS3EER X v I TR AR X 5 TRRIRE O A
by, BREBEEZSILL LT3, FBMS8EL HE2
~3 Blo@kre X b AIMERRER LS, KWHRELE
LT, BA6LE1L A7 B hAIRSEC X 55k
iR, SwHoMmoto» T-3262 150mg, 1 B 3E 10
BEAREPNREBTL oo SPUHOERT X D LED
Torulopsis candida NogEI N 1=, T-3262 EHES
UHORLPRL 2 BOIENHRETERLHAEL 2o Bl
fER 3 L OBERREBEO RE XBD b o 1o

fiE Bl 15. EO#®RO, 58 %, 5, A& 65.0kg

B564E11 A22 0, RABMEL L bCHTHOKE
LF7 7 —¥RBh, FRETEEEYALTARL
o MTRERBHLHAERBEHOEILL LY, HTKS
HRETHOBREND D, B, THONTEHFYR
BHico MTRRIDREDOHRMFFMEL 24, FRF59ER
Betk, BEEc TAETRBE O, HROMBMBTHE
RoBEE® BT L T ic, BR615EI1IA10H, HEIROMH
&, T-3262 150mg, 1 H 3EI0AMAKNME
Ldto, BOMERT X b hZEED S.marcescens (T-
3262 o MIC # 10%cells/ml iz T 3.13 ug/ml), L&
» Staphylococcus simulans (MIC 0.1 ug/ml) » 45

BEXhic, T-3262 AR HER I KRBT WA L, 5R%
DHRMALBEFGRL, 10BREERIER LR, -
RPEBHEHE L, T-3262 &8 GOT 45, GPT 60 -
ERRPEALTWAER, RERIEEMBEELRD, &g
fERRRD NI 5 o

£ #l 17. HO®O, 23 %, &, E 50.0kg

FRF614E11 A15H, A/MEERCYAIL2T, B
T#A%MEf, CCL 250mg, 1 H3ENMKZEY S
TwicA 1l A17 B, BIRRYEHFLTRE L, -
KRALTHIRL, BOoERC X Y &R S aureus
(MIC 0.05 ug/ml), L&D P.cepacia (MIC 1.56 ug/
ml) 3 Xt S.saprophyticus (MIC 0.2 pg/ml) %4
BEL 7, T-8262 150mg, 1 H3M@6 HMA%KMNEEL
HIARTHERFIVEIHRLEDEHE L1, BEfF
AR IVBEEREEDRERXAD ORI ot

i Bl 22 HOMO, 54 ), &, {AE 58.0kg

FRF624E 4 A198, AKBEO Rk, &KfE BEYD
b, ¥IBY, HERB, ruv>—owHEfr, CCL 250mg, 1
B3EAME Ldi, —RHBIFEI LS LBERL, #
BB L4 A2TRX D ARRL CMZ 2g, 182
HoSEHEEXBT L, —RHRIBS LENEER
L UHEBMA I L 7o IRDEESIC X b penicillinase %
BHT5% S aureus ¥ hEB M L1, 5A2HLY T-
3262 150mg, 1 H3@E7 AMAKAME L, 28
CCHRITEH D LES B LES L HE L
EIff s I VERREBEOREIZED LN o1,

4 SHEFR%

Table 4 i 6 FlOZMHELAR LN T 5 T-3262 DHR
L Lic, fEF 30 @ 1HI%B-T, £RABIAFDR
ETHHD, BALPIE LYBAEHE, Fvr—oith
Lico BAEE LTLBIX D S aureus BoREIhi
A, 5 BEERI 25, 27~29 o 4 i T penicllinase H
MTHoto LRI\ T T-3262  MIC 3 108cells/
ml =T 0.05 ug/ml ThHotc, T-3262 o Eix1E
150 mg, FEGI 30 &k 1H 2, {1 H 3BTRS
BT 5~8 HTH~Teo BIKBRIEM 20, FH4
Bl @D, BIfFAR XVERREBORTEIZDLL

s otes
— I DEFIZOVTEEEET 5o
£ Bl 26. FOEO, 30 &, k, & 47.0kg

FRFN614E11 A30H, MESHE LA L TV, 124
15H, HAOSKKEHS Y, CCL 750mg HHwc k)
—BER L, BR62E1 ASBXVERL, VR
Mz B &t dic SCE2174 600 mg #H5% 21t % bBR
2%, 1A8B8XH T-3262 150mg, 1 H3E8HM
DRBEARBEY R e ot, BEBE L LT S aureus
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AEHERI 3513 5 T-3262 DEERITFR 723

(MIC 0.05 ug/ml) %752 BiC THRBIEHC K
SLieH6 BEETLBEOHBLFRE I LDTHLYE
HE Lo BIEAR XVBERREEDORHILRDILh -
<o

£ # 27, mOEO, 29 % %k, fE 49.0kg
FEF62E 1 A9 H, WESE, MmAOALHEMBERD LD
BITEECTH %o 3 Al4H, EAFO K, EEN
»b CCL 750 mg #5 %25 b &EkRe, 3 168
Xbh T-3262 150mg, 1H3E7 HEIBR#MREZ L,
JEORFC L W HRE D b HBRRO® 3 AI7TAY]
BALEEB K v — O x1EfT, 2 B THBEZHCHEL LE
BEHE LI, BOKEERT X h4ED penicillinase 5
o S.aureus (MIC 0.05 ug/ml) » B7-212 B#%D
SUHOERIEBUETERBOHRRAD o BIFAS
IUVERBREBEOREXAD L RIth 5 i,

f£ Bl 28. XO®HO, 29 &, %, fhE 48.0kg
FRM624E 4 A15H, H2EOSEERIAL T ioht,
4AVA LY RBEIFOERERY S Y, BMARIRT
CCL 750 mg #&5* %15 b &Eke¥, s A2 H, 48
22, YBrvr— R KT, TH#e 5 3HBEAC
T, 5848 T-3262 150mg, 1 H3@ES5 A&
BHMBREXHBIT L7, AE & L T penicillinase [
#o S.aureus (MIC 0.05 ug/ml) #1874, 3 HIET
FREIEL, BOXESBEL VAR LHE Lo B
RS LCERREBORBIIBDOhicr o,

£ f 30. ROHO, 33 %, &, hE 63.0kg
REBRETHHH, GAREATE» H YD, FBME2ES
RI6BRIVEAATHCEE MO LER2HK S5, 8
RI9E®M2, RAEAERT DD, BEEZKCTES
xR, FRhicT 15ml o BB 5 v, T-3262
150mg, 1B2E5 BMORBHMBEXHTT 5, &
REE LTRBH ORI XY S. aureus (MIC 0.05 ug/
mD) #8121 BCTHBRIEL LY, 3B TERY
KLEHLATET 2, BIERBS L VHBRREBD BE
DL NI 5 T,

5 BERPHEHHAFOE LD

RO SRIER T-32621 X v, REERRIYEE 9 4,
ICFIRBOREE 4 6, K& & O BEARRLE 11
Bl, SHIMEK 66, E 30 flicw LT 1@ 150 mg,
18 2~3 EoAEARIZE b 5~11 HREHBE LT
R It

BREE LT 25 flh v 31 thaiBroAt, 75 Ak
BB S aureus 12 Bra i & LT, Staphylococ-
cus R4 ¥k, E.faecalis 2#% &, & 18 #o
Teo 75 AAHRER T3 E. coli 7T#katad, K. preu-
moniae 2, S.marcescens ¥ X % P.cepacia % 1

B EF 11 BRER R D, MAMEEIL B bivius 14,
P.granulosum 1 ¥ ThH - fch\ iz candida 1 8% 22
Bz T-3262 » MIC (3—F &K\ T 0.025~3.13 ug/
ml L L, K#HE 0.05 ug/ml LLTFTH o7z, &
hoofkkiy T-3262 5T X Y REHEKEI NI,

FEIRZDEITERD 10 B, HZ 18 B, L°H 14,
®E 1A TEBLLE 93.3% DHFRETH - 1o

BEA L LT, 7uvi¥—, HLERER BERS
% HREFR WRBRZEOCRFAIEDLRT, i
Table 6 1= Lob 340K, AAFIC X 2 LBHNBEREE
EORELEDONIeA T RIS 3, 7, 15 B X
U 24 wixbHhBbml, GOT, GPT o LRIk
THHFIE(L LICEFIZERD bhieh » 1,

2. T-3262 oF R ICRBTREE

SWFIREDIEGID 5 HIEF] 26~28 D 3Flick T
BHs IOCEEAT~OBTREOAERZR %Y Table 5
L Lic, £fINkaRGTH h, T-3262 o5t
1 150mg, 1B 3EAHMRICTHIT LA, FK
DRENREY 90 H AR EZHEIR L, &k oIz
EHBNZHTT L, B 6 mm o paper disc & Xk %
B ORI BN 2~3 BEER L, AERCTES
wEDXSITLET I, i 1 flhizk v CRFIZKAM
YRRLOFEEXRELTEE L L,

FH%E CcBH P o T-3262 EE 2 0.05~1.64
ug/ml (G 0.78+0.55 ug/ml) % 3B, EFHITH
#ED 0.15~0.68 pg/ml (F# 0.31+0.21 pg/ml) X
DLRBEL LD L, EF 27 TRABCHZE Licm
FREIL0.84 ug/ml THote, ZOREIL, ThbHD
BEIVDEEINIREE S aureus =i+ 5% T-3262
D MIC 0.05 ug/ml X b L EEEY LD Li,

1. = ®

MEERBECH T AMEROER IR WT, BAE
YREL, AU ERETHIEAYBRLERTLZ L
FEEHTHHH, EAER IORSHYRET 5
MEBOILWZELEL, LA, HEHERT2Z L
DEVELAEXEE L THERHBER I b0 &
2, BREBEDOZ L& W2 b, L THERLEW
BRALIARNL, BEAWHAEARZ vV Sas, VYBTH
R RIET HECIIES, BREESTRASVLES
xRN IEAR LS Z Lt B,

MARAHERS, EHFE CBERTHERT, SRR
OB TIAF TH B2, —HMOBEFYEE, B/t
REGTRFRHENTETS D, X, HECHED
ARIEDZ LLd D, FBBECRESRL T, 5
BN BERHEFET 22 L FTRETh D, BEERLT L
NF-RIGERRT I LD GCRE, AKTIR B, |
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TRZOHBEELRITRENDB EE X b0

EERRERI R Fryar £ vBRAERL 73
LA, BHEREECEISEVGCHEANZ b L
HENEEL, 77 2B T 2B H M
Vo I DORMOIER L ITREMMESR LIV ¥
RSB THABFTH S, R77 A1 FIRXBMHER
ENTHLAT, 75231 VOEEEEFACHESE
ERLVBEIR T2, = OHEHO FRILEED
DNA BHRPHRMICHEEL, FF v+ s8FT51ER
B DNA o4 1v—2k5 DNA #R—ss—a4
Mt ABERTH->T, ZODNA L+ 1 v—RATHE
DEFILEADELETH B, BpMaomE Tk
CHETHRABEOBERCH L CIEREEYEERT,
AN DHEFOBIRBUEOER L IR TV,

—HEY Fvhr X rBRUEROMESL, TRk
DEIEAT, EFC L - TRERXETSZ L2355,
BEBHRT HBMETEEFEALL D, DNE~DOE
ANREAE LTHIEIRTWARERTH S, ¥T+ 7
1) v EOHEFERALEDORB LI T B,

FFIC BT 5 cephem RIUERDES, REEZERI
BEg LS, =R LI 5 cephem RiE
HATERDLSEBIRD X5 Tiheh, obDixs
S ABRHERE & iz S.aureus 1=xfT B HEHMN =
v Y vREUAR, HF—, #Z{D cephem FHi L
THWI LI VBERBEOERELEHL Y ODOHD, &I
AFUY v e k7 = AfithE 7 Y EE (methicillin and
cephem-resistant S. aureus ; MRSA) o#gins g X
L MRSA L ofiEDHEOBEARENFHEE L hO2H
%o MRSA iz LTIX €Y Fvan £ v BAFERO
BFRE B INRD X 510l - THhES,

T-3262 3 BIUMLF TERRASHLIGE TR THRES
B & R ##7e pyridonecarboxylic acid itk Th
b, BIEWHEAR?Z b5 4 LBWHENE2ETSHR
BRIERITH 5o

AFENIRENCIERA L, 77 2B E» SREE,
FFT7REL 7 ARMERE WMEEECH LKA
MEAXZ A RHFL, L<iZ S aureus, Streptococ-
cus, Enterococcus To & 75 AMEME, 7N vEIE
SEEE 7 5 NATEAREE, Peptostreptococcus, B. fragilis
RETK LTRERDOE Y Fyhr £ VERAER L hiE
WHE R LT, i AR CH LT
ENIHENI Y LDTEFRTH 5, MRSA izxt LT
Ba Pk 4 BEBT#E 1= T 100% MIC (2 0.78 ug/ml % L L
90% MIC <% 0.2 pg/ml DG E IS L LTL
o BB TR D 90% MIC 13 108 cells/ml iz
T S.aureus 0.1 ug/ml, E.coli 0.2 ug/ml, K.pneu-

moniae 0.1 ug/ml, H.influenzae 0.025 ug/ml [IF,
E. faecalis 0.78 pug/ml, P.aeruginosa 1.56 ug/ml,
B. fragilis 0.78 ug/ml, S.marcescens 3.13 ug/m]
EHEIhTWBY,

ZEHERFL D S REARD 52 BRI BIFC, 150 mg
BEAMOMABEX Cmax # 0.55 ug/ml, Tpoaye iz
1.90hr, T 1/2 4 4.56hr, AUC 3 4.83 ug-hr/ml
Thbo BEEEERIZL M T 37.4% ThHb, Rbshit
R 12 BERIT 42.8% THhHo FHIHER L b
MAREROBIEAI ED TLIWREEDE WEH T
5%,

— R RRYE DRI B FHID BRI M 42 » T
3, BRECHENE2ETIEHYELSZ L3R TS
B0, BRERENOBTHARFLESRZBELC Loike
LERTW3, BERRPECH LT, BREBRTA
OBITVRFLEFNERTHB L IR TWE™Y, v
V VAL R VvBRIER O BHBTE, B7 754
FHRIAAEFNCH LTREEL DI ed b LR
FEIE 2w, T-3262 o FEY v Hov AnHE
IhiE, mMFBED 2~4 ZEoBTE LDTLIRT
W%, T-3262 150 mg AR 4~6 EEEIT 1.0~2.0
wgl/ml OBBERTBTR 32, 0.2~3.0 ug/g Ol
EERTX LD LT 5, BERRPECSEHLH
BERAED E.coli, K.pneumoniae (=343 % T-3262
@ 10%cells/ml tn 90% MIC i3 0.1~0.2 ug/ml ¢
BBH00, SEIOKRFICIT B IEERREIE DHF R
BOTRIFTH DI RTH B L2 b, ABRER
HLTE, ANBITORFREANERATHS LA,
—RITE= 7R S FROMAEFP S FHAI AT
o MEIRI ORI EIC b AN 7 ¥ v REHHL
ROOLNB LD, = OREMNREE > TR,
Table 5 1= Lad+ <, T-3262 oEEAHREE R
0.31+0.21 ug/ml % Lod L, BBHTAEER0.78+0.55
ug/ml LEBEYRDI, Zh b ORBEIELETH
% S.aurveus =xi+2% T-3262 o MIC o 0.05 ug/ml
PRIECEE Tk b, T-3262 o REGHBxT2H
THEDOLZIEZLDLICbDEEL LS50 LHLEY VY
AN E VBRAERE, AR T HEIFRORERE
BEMND D10, ARLCE TR EFILETXET
HBEEX Do WA DEHTH LBUIRAEFIE LTHRSE
LEERZI R & HE LT\ %,

EHARED 1 flicitvT, EFLEEORBRYIBRCEL
T, fiit% 30 4ric T-3262 150 mg #tEMAE L, i
B LicE s X UK TFIRR o T-3262 BE ¥ HKREL
foo BHEPIRE 0.2 ug/le UTFR LB L, ETEWHA
BE 0.1uglg UTThote, & OEIEREH 30
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HOHETHY, BEOEBC L HBTXL - LRIFL
rboEEZLN B, T-3262 FEY v ROV ADH
&3 100 % LR T 0.25~1.6 pg/g O BITRER
DT\ Do

B, SESESREED > b, EF 14 Ol TR
B X 5 E TREEREGE CRAFIOMRIEDTH -
7m0 RAE E LT T-3262 &%h7e candida MHBES
hictz, TRomMTEELRS D, EROBTHITRRL
EN—DODRRTHD LHEEIND, L LZDFRER
B shizikl, BRIBH LT, —HEEBI15
11, BEEREBROBRES IOHAEC L 2H FROEXE
BRI DR TH 555, T-3262 DEEKRHEITCLEL
LHIEI NI, BAEHLE LTHBEI N S. marcescens
B LS. simulans 13, T-3262 FRAEEAR X OH
SHDdI, L LEHEV R ERCRLER L »ToblT T
B0, ZOBZITHOMTEENEHTH), 0
TDIZEEIOBITHRTTD TH ol bEXLObND, TD
fEDEFICH W TRMTEE L e, BUEORF
R %D T 5B,

FLFIEE D S FEME ERPEEB TS W TP B TH - 12
PEFIBHLL EDRE R BD T,

BIfFR &L LT7 v F—, HIEBER TooER
feBiERITTe L, Table 6 1= LML AFIZ L3 LB
bhIBERBREBEDORFEIIED LI, -1,

Uiehs o TARFNE, BERREGHE, BF, EEHESRR
RE, IFIRERRE, SHIBRAECHER L TERLE
HO—2THB L2 B,
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CLINICAL STUDIES ON T-3262 IN THE SURGICAL FIELD

Takasar NakaMmura, Ixuo HasuiMoto and Yasuo Sawapa

Department of Surgery, Tenshi General Hospital
(Franciscan Missionaries of Mary)
Kita 12, Higashi 3-31, Higashi-ku, Sapporo-shi 065, Japan

Kukrio Sumizu
Department of Surgery, Hokuoh Hospital

T-3262, a newly synthesized antimicrobial drug for oral administration, derived from pyridone-
carboxylic acid, has a broad spectrum of antibacterial activity against various species, including
Enterococcus faecalis and Pseudomonas aeruginosa. It was administered orally in a dose of 150 mg
2 or 3 times a day for 5-11 days to 30 patients with surgical infections. They were 9 cases of
biliary tract infection, 4 of periproctitis and periproctal abscess, 11 of skin and soft tissue infection
and 6 of acute mastitis. The clinical response was rated excellent in 10 cases, good in 18, fair in 1
and poor in 1, the efficacy rate being 93.3%. No adverse effects were observed.

Thirty-one strains of organisms were isolated from 25 cases. They included 12 strains of Staphylo-
coccus aureus, 4 of the Staphylococcus group, 2 of E. faecalis, 7 of Escherichia coli, 2 of Klebsiella
pneumoniae and 1 each of Serratia marcescens, Pseudomonas cepacia, Bacteroides bivius and Propi-
onibacterium granulosum. The MICs of T-3262 were 0.025-3.13 ug/m!l with an inoculum size of 108
cells/ml.

In 3 cases, T-3262 concentrations in purulent milk and healthy milk were measured by paper disc
bioassay with E.coli Kp as the test organism. The T-3262 concentration ranged from 0. 15-0.68
pg/ml (mean 0.3140. 21 gg/ml) in healthy milk 90 min after 150 mg p.o. and from O0.05-1.64 ug/ml
(mean 0.78+0.55 u#g/ml) in purulent milk. T-3262 concentration in purulent milk was higher than
in healthy milk and was also higher than the MICs of T-3262 against isolated organisms.

In conclusion, We consider T-3262 a very useful drug against surgical infections.



