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ERAFHAEYE T-1982% EA L, BRSEES 7 »BHERE1225KICI T 2B HERIET 5 &
& biT, BMERBEBIMERE ICY 5 AFIORREIE L BRFICOVTRHE LI,

HE 5 : CMZ, CFX, CEZ, CPZ, CTT »xifgk & U T T-1982 @ MIC 2 HE Ltz #ER, E. coli,
K. pneumoniae v CTT L[@ETdh Y, P. mirabilis & Indole (+) Proteus Tix, CTT T2 8,
BCENTRENRR U, 212, S. marcescens I\ U Tid 25 pg/ml iz ¥ — 2 2dh b FEIHH b
BUHBHERUI, S. faecalis & P. aersginose Tix$~NT 100 pg/ml Pl EOHHE ThH 12,

Toids X OovBEdl « BHSEE, FFEENER T EMEBEMAEE 2 Al iR e LT, KAI1g% one
shot #iE L, M %1553»> 5 8 B E TREFMVICITZ, FIRFICERIR & 8 R & TIT/3 > THAS)
BOBRFXITE-1

MBI SEERIST T — 2 it L, EM 113 132.6 £g/ml, fEF) 213 85.4 pg/ml L5 1{E
#RU, MAEEEBHIEZAZNI3TE 1350 Th -1, IRAPIT 8 Rl E TIT84.9% & 84. 1% M
B3Nz,

BEPRAIMR S « R & U RIS M B X 7 B, BIMEBZREA 3FIDEHfIT, BEARKI

A 1gx 1B 1AL, 1g¥ 1H 2@AABHETTS, 5AAKRE LU,
UTI ZE503FMENES 2 BUCRE - TR S ERRZIRIZ, EXD 28, B2 44, ER 4B THRASBERE6
% Th-tlo FRDERKEICT 2MEFIRRIZ, S. marcescens 4 kb 418, Enterobacter 3
Brp 2Bk R S, D 5 ARRHEARREIC b BIF SR ThH > 1223, S. faecalis & P. aeruginosa
ICIEDTH- 12,

BWERE, 18lic S-GOT, S-GPT, Al-P OLRE2ALNIINERBICE 2 D EEALN
120

T-19821%, BIL{LETHE & X OCHPHLER CH’EA DAEFOREEZFHRENOME & B - SiticonT
BASEH O L \» Cephem 5 O I 4 BT AT Fig. 11 7R EROBRFH ARSI bIE, BDRBBEROBRE
THEREZALTV2, TORERIX, 77 2sBERS X K EZEL, TOBRKHRCOVWTHRHEEZTE -,

77 aElEICH LABETREAN7 7 228 L I. @ e 5t
THREWICEAL, #EMEELEO p-lactamase Ik L D H#EA
THH/WIEFHBEETRT L » 5, REBRRBEERTH SHRB L ORRFE - WR & UL BRI BERFOR
T 2 T\ % Serratia marcescens, Enterobacter 75. ¥ i 3t PR MR 12265 T, % D PNERI3 Escherichia coli 9 ¥, Kleb-
LT b ERRERHRSMF N T DY, siella pneumoniae 258k, Proteus mirabilis 13%%, Indole
B, Db ELLETRRS L CHTHLEER (+)Proteus 21k, Serratia marcescens 258k, Pseudomo-
Fig. 1 Chemical structure of T-1982 nas aeruginosa 19%k, Streptococcus faecalis 108 TdH -
OCH,4 2o CNBODERICHYT S T-1982 O MIC % Cefmeta-
! S —_ le (C , " in (CED),
CH3CH-CH-CONH N—N zole (CMZ), Cefoxitin (CFX), Cefazolin (CEZ)
(')H ,!‘H N (:H,S—I N Cefoperazone (CPZ), Cefotetan (CTT) #iBg&eU
Lo, ° \ TR U BB A Uz, ‘
(r‘so COONa CHa \
N~p0 MIC ORI FME P DI ICHEL, 2277
[NIO — b b VSR R i B A 10° cells/ml £

[]
CzHs TITls -1,
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Table 1 Laboratory findings of T-1982 in patients (1g i. v.)
Case| RBC Hb Ht WBC | Plat. GOT GPT Al-P BUN | Creat.
No. |(x10% | (g/dD | (%) [(x10®)|(x109| (U) (U) | (BLU) |(mg/dD|(mg/dl)
1 389 12.6 37.0 88 28.7 13 13 1.8 17.0 1.0
2 | a8 | 120 | 370 | 98 | 2.1 22 28 | 9.0 | 155 | 09
Fig. 2 Sensitivity distribution of clinical isolates Fig. 3 Sensitivity distribution of clinical isolates
E. coli 108 cells/ml (9strains) K. pneumoniae 10°cells/ml (25 strains)
%
100(
z £ A7
: J— A,
g i J
2 i L /
% R
- ~ 50
§ ] — T-1982
5 E' - o———o CMZ
; ® x_,/ A—a CFX
3 3 e CEZ
i g x—x CPZ
S c-v s/ /e CTT
ic Com| 0.1 039 1.5 6.25 25 100 |
Drug Drug 0.2 078 3.13 12.5 50 >100
T1082| 8 1 T-1982 | 14 2 2 1 4 2
CMZ 1 1 3 1 CMZ 3 6 4 4 1 7
CFX 1 5 2 1 CFX 3 7 6 1 1 7
CEZ 2 1 2 CEZ 5 3 1 3 1 2 1 8
CPZ 2 2 1 CPZ 7 2 1 1 1 1 1 4 3 4
CTT 7 1 1 ] CTT 14 4 2 5
Fig. 4 Sensitivity distribution of clinical isolates Fig. 5 Sensitivity distribution of clinical isolates
P. mirabilis 10° cells/ml (13 strains) Indole (+) Proteus 10°cells/ml (21strains)
% %
100~ 100 -
b ° -~ x /
g % //x/
£ Z 7,
£ C X
£ 2
i @ ! — T-1982
o "6 "
« 50 S s ; o—o CMZ
8 g ; a—a CFX
H g ! —o CEZ
H @ h X—x CPZ
: 3 I O CTT
8 3
Jﬁ,',c - \M},‘g,m; 0.1 039 1.5 6.25 25 100
% | Drug 0.2 0.78 313 12.5 50 >100
|T1982| 1 2 5 T-1982| 1 1 7 6 3 1 11
| CMZ | 5 5 1 2 CMZ 4 1 4 2
| CFX_ | 1 7 5 CFX 6 11 3 1
\EEL 1 6 6 CEZ 1 2 3 15
| CPz | 7 5 crz 3 6 8 2 1 1
ar| o 4 j cTT | 3 12 2 1 2 1
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Fig. 6 Sensitivity distribution of clinical isolates
S. marcescens 10° cells/ml (25 strains)
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CMZ
CFX
CEZ
CPZ
CTT

Fig. 7 Sensitivity distribution of clinical isolates
P. aeruginosa 10° cells/ml (19 strains)

50

Cumulative percent of strains inhibited

~MIC 101 039 156 6.25 25 100

Drug 0.2 078 3.13 125 50  >100
T-1982 2 1 2 1 1 16 1
cMZ B 4 17
CFX 1 1 2 12 9
CEZ 1 2
CPZ 3 1 2 1 1 2 15
CTT 11 2 1 1 2 4 10 3

2) Bl & okt

SR L OERHE : Table 1ITRT X 5 1t B#EE,
B EEXNE R S R RA6T % 3 X O33R D Btk D MevE ERY:
KBE2Z%WRELT, £#| 1g% one shot B L,
1555 6 8 R E TOMmAMEXRIE L2, RIC1
Bifb 5 8RB T CHRR LRPBE YT LIz, it
REH» > RSB HEL, SEHEORHEINES
Kdiz,

T-1982 DB RIEX, K. pneumonice ATCC 10031
HAER & U1z bioassay Tk 512,

. B& &K #9 & 5

HEBIOREFE | WRIIEBEKXLREBRASRR
& CHMEMRBBIMELIR Th 5, 7 DEMITHIZ425
DHIBRITT, T 14, BHIBITH-T, RO
2, BUHEEEBEER 35, BEEMEEREMR 7
BlThbh, z2OEBREIZ, BERIH, BELH, B
RS 2 B, BERCSEEREELAE, RIALRRAEASE, BUNLERSE,
REREE1BITH -1,

#5458, 18 1g 1ESHE#HES B0 9IflL,
1@ 1g#%# 10820 AMEE LT, AMFEREL2
B e Ui,

BHEREISE : ZBEOYIEL, UTI ERSFMEEAEE 2 iRic
W-otzo

M. EBAIREIRHR

D HEA

50

Cumulative percent of strains inhibited

col 0.1 0.3
Drug 0.2 0.78
T-1982 19
CMZ 19
CFX 19
CEZ 19
CPZ 1 5 10 2 1
CTT 19
Fig. 8 Sensitivity distribution of clinical isolates

S. faecalis 108 cells/ml (10 strains)
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B85 n1: MIC 7% Fig. 20 5 Fig. 8ITRY o E. coli
T & Utz 6 T~ T2t 12,5 #g/ml LT CHR
BB Th % 0%, FHID - 213 0.1 pg/ml & EERT
U CTT &IMZAKT, Mk H 3%» 5 5 EREEN
Ttz Eiz, K. pneumonice T3 AFNIC LT 5048/
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Table 2 Serum levels of T-1982 in patients
(1g i.v.)

Time
Case 1/4

1 132.6(121.2|112.2|58.522. 8 12.4’ 4.2%

Hours

ve| 1|z ]4|6]s

2 | 8.4| 79.6] 71.6|45.2[31.2|11.0| 0.2

*pg/ml

Table 3 Urinary excretion of T-1982 in patients
(1g i. v.)

Time Hours

Case 0—1|1—2(2—4|4—6| 6—8

1 5,130 | 1,692 | 1,464 | 876 300*
(51.3) |(63.3) | (76.4) | (82.4) | (84. 9)**

9 2,880 | 4,232 | 1,412 | 1,100 496
(31.6)|(67.6) [ (76.1) | (82.7) | (84.1)

*pg/ml
*Cumulative recovery rate : %

Fig. 9 Serum levels of T-1982 in patients
(1g i v)

140

—
Y
=1

—
=3
=4

80

60

Serum concentration (ug/ml)

40

20

Fig. 10 Urinary excretion of T-1982 in patients (1g, i. v.)
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w U EOREE LA 5N B A, ¥— 213 0.1pg/ml T
CIT LERMEH & b 3855 6 BRESEN T\ 12,

P. mirabilis T1x CTT k2 CRETEHAIDO Y — 213
0.78#g/ml iz & b, Indole(+)Proteus 1% 0.78 pg/ml
RE-2pidYh CPZ & AEDHREHTH-1,

S. marcescens T i3 A D ¥ — 213 25 pg/ml TH 5

2, O 5HICHUER b BURETH - 10,

S. faecalis & P. aeruginosa \T3 U T3 9N 100 peg/
ml P EOHEERRUT,

2) WIF L RPHI

MR A, Table 2 & Fig. 91GRY X 5 e 5415
T — 2 hidh 132.6 #g/ml & 85.4 pg/ml T 8 B
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Table 4 Clinical result of T-1982 in complicated urinary tract infection
Case| Age| Diagnosis | yypy Dosage B + | pyugigs| Clinical | Side
n - acteriuria ia
No. | Sex Urg%;a;é}sréng group g X times | Route D(“J:;Sn cteriuri yuri efficacy | effect
43 C.C.C . E. cloacae 107 +
e - .0X d. i. 5 Mod -
1 M Renal tumor G-1| 1.0x1 ! — + oderate
P. morganii 107
C.C.C . H
9 '1(/12 = G-5!| Loxz |d i 5 Citrobacter ~ 10° —— | Excellent| -
61 C.C. P . P. mirabilis 10° H
——— - . d. i - Mod -
S| F Renal calculus G-3) Lox1 ! S S. faecalis <10% | oderate
P. aeruginosa 10°
64 C.C.C. . S. faecalis  10° H#
e _ . i g P _
R BNS G5] 1.0x1 jdi ° P. aeruginosa 10° + oot
S. faecalis 108
C.C.C.
S. marcescens 10° +
5 ﬁ Prostatic G-2| 1..0x1 |d. i 5 — —- |Excellent| -
cancer
C.C.C.
S. marcescens 10° H
6 g,? Vesical G-4| 1.0x1 |d. i 5 S m Moderate| -
tumor -
C.C. C E. cloacae 108 H
7 %} " Urethral | G-5| 1.0x1 |d. i 5 S. marcescens 107 | Poor -
stricture E. cloacae 10° H#
72 C.C. C. . E. cloacae 107 #H
= - .0X d. i. derat -
8 M | Vesical tumor G-4] 1.0x1 ! ° - + Moderate
E. coli 108
9 IG\:IS LC_P__ G-6!| 1.ox1 |d.i. 5 S. faecalis 10* _-H-_ Poor —
Renal calculus S. faecalis 10° +
42 C.C. P. ) S. marcescens 107 H
—_— - .0x1 | d. i P -
10 M | Renal calculus G-} 1.0 ! 5 S. faecalis 107 H oo
Before treatment
After treatment
Table 5 Overall clinical efficacy of T-1982 in complicated UTI
— Pyuria
\ Cleared Decreased Unchanged Eaﬂifa cy on
Bacteriuria cteriuria
Eliminated 2z 1 3 6 (60%)
Decreased
Replaced 1 1 (10%)
Unchanged 1 2 3 (30%)
. 2 2 6 Case total
Efficacy on pyuria (20%) (20%) (60%)
I | Excellent 2 (20%)
—_— Overall effectiveness rate
Moderate 4 (40%
i | i (40%) 6/10 (60%)
[ | oor 4 (40%)

(or Failed)
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Table 6 Overall clinical efficacy of T-1982 classified by type of infection
No. of cases Overall
UTI group (percent of ) Excellent | Moderate Poor effectiveness
total rate
1st group (Catheter indwelt) 2 (20.0%) 1 1 50 %
2nd group (Post prostatectomy) | 1 (10.0%) 1 100 %
Single | 3rd group (Upper UTL) 1 (10.0%) 1 100 %
infection | 4 th group (Lower UTI) 2 (20.0%) 2 100 %
Sub total 6 (60.0%) 1 4 1 83 %
5th group (Catheter indwelt) | 3 (30.0%) 1 2 33.3%
Mixed | gth group(No catheter indwelt)| 1 (10.0%) 1 0 %
infection
Sub total 4 (40.0%) 1 3 25.0%
Total 10 (100 %) 2 4 4 60.0%
Table 7 Bacteriological result (14 strains)
Organism Number of strains Eradicated Decreased Persisted Effective rate
S. marcescens 4 4 4/4
E. cloacae 3 2 1 2/3
E. coli 1 1 1/1
P. morganii 1 1 1/1
Citrobacter 1 1 1/1
P. mirabilis 1 1 1/1
S. faecalis 2 2 0/2
P. aeruginosa 1 1 0/1
Total (%) 14 10 (71.4%) 4 (28.6%) 10/14 (71.4%)

Table 8 The correlation between clinical effects and MICs of organism before treatment on T-1982

Organism MIC (x108)
Case Clinical effect
before treatment ’ after treatment T-1982 CEZ CMZ ABPC
1| E cloacae ‘ — 100 | >400 | >400 | >400 Moderate
2| P. morganii — 50 200 |>200 | — Excellent
3 | P. mirabilis - 1.56 625| 125 | — Moderate
4 P, aeruginosa P. aeruginosa 50 >400 >400 >400 Poor
S. faecalis S. faecalis >400 12.5 400 0.78
5 S. marcescens — 1.56 | >400 50 >400 Excellent
6 S. marcescens — 50 >400 ’ 200 >400 } Moderate
7 E. cloacae E. cloacae 200 ‘ >400 ‘ >400 >400 Poor
o | E coli — 0.1 50 0.78 | >400 Poor
S. faecalis S. faecalis >400 25 400 0.78
10 S. marcescens S. faecalis ‘ 3.13 | >400 25 >400 Poor
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Fig. 11 Laboratory data before and after administration of T-1982
RBC Hb Ht BUN
X10*/mm?3 g/dl % mg/dl
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14
42-]
400-] 12- .
< "
101 10
——
300 30
8<
26 —
Before After  Before After  Before After  Before After
S-creatinine S-GOT S-GPT Al-P
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#ic 4. 2pg/ml & 9.2pg/mlicizh, T1/213935 & SHDE60% Th -1,

1353 Th-1

Ren[EIXZE I, Table 3, Fig. 1010R ¥ & 5 ic 2 K[
$ TIC63.3% & 67.6% %%, 8B % TIr8d. 9% & 84.1%
et hi,

IV. BERRR9IRETRIE

FREE R - B M B ER K 3 B & BB e I
7% 7T BT T % BERRME % Table 4 1, MEHEKEE
% Table 51Z/RUT,

BRSVERILLUIZ D 26, BE 28, MEBER Bl
feutz b D 64, BXRLIBTER 28, BR 45, &

F v — FRIDEEKR IR, Single infection # Tid,
BEEED 1120 2@ TH R EEI% TH- 1%
Mixed infection Bt Tid 4 Brh 1 PIAER THEHHL%
Tdh -tz (Table 6),

WEEMHR : SEOBRTHMES hifid Table
TRFRT LS8BT H - 7o, S. marcescens D &
¥k 4 Bk, E. cloacae 3 ¥krh 2k n e {L U, E. cobi
Proteus morganii, Citrobacter, P. mirabilis ®, ZhEh
1 BRIZ T ~NTRMAL Utz S. faecalis 2 #, P. aeruginoss
LRI U T B ThH - 12, '
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AEEKED MIC: 4 EORBRTEEH L H A
ni-E4#® MIC % CEZ, CMZ, ABPC %3k & L
WEL, ZDFER%Y Table 81TRUTZ,

EH 9D E. coli ® MIC i3 CEZ 50 zg/ml, ABPC
>400 #g/ml & EEAER RU 1245, T-1982TI% 0.1 pg/
ml OESIHTH -1z, EEHI 3D P. mirabilis Tid T-
1982 MIC i3 1.56 #g/ml Tadh b, fFEH 2D P. mor-
gonii 13 50 pg/ml T & HiTiBERIC L (kL 1, S
marcescens 13, 4%k 3kkizoWT MIC #RIEUT,
28Rz CEZ & ABPC ic3 L T 400 #g/ml Bl LD
WHETH - 1225, T-1982 ® MIC |3 1.56 #g/ml >
5 50 #g/ml T, BEERTIX 1BIA S. faecalis iR
Ui~ Tk U1z,

MIC O&\~ E. cloacae Ti3, 3#krh 28D MIC %
HELt, 2028, WRE U 3FeEL Tidwvg°
b 400 pg/ml Ll O T T-1982T 4 200 #g/ml
& 100 pg/ml @ MIC xR U Tz 2%, iEEIC K hER 1
0 100 pg/ml OBEHEEHEALL T2,

P. aeruginosa 133K 400 pg/ml Dl OREIE
®RU, T-198212 13 50 #g/ml THEERAICIZEDTH
o1e %12, S. faecalis (3 2B THHEI N, T-19820
MIC 13 400 zg/ml DL EOMMEERL, BEMICIEL
FEd, 15ENTHY, MICETRTAMEI QI
oA 1 BlH -1,

BIfER : RAKICRBMEIRE, BHE, Fikra
~EER% Fig. 11ITRL, BEREEICEASHEIC
2WTRHE LU T, fEM 1 ¢ S-GOT, S-GPT, Al-P D
IRYED I, ABII, BROFEBRH T, FH &S50
5 S-GOT, S-GPT, Al-P {ED LB »H b, FFEEHEH D
Mz k b S-GOT, S-GPT fl 2 E#EL URF EERERI D
BRHIELTOIER T, REEO EFIIBEREBL Y
ATREBOFEBO 1) OFFEERE L Z A b i,

T, BREAIESICEEIIRY Shish 5T,

V. =

HUts Cephem RE:HAHMLERITH 5 T-19821F, &
B¥EES O B-lactamase ICKET, ¥ 5 L BrER
Y075 netE I CHEE S HE AR LT s
¥HLUT\ 3, & < iz Enterobacter, S. marcescens, P-
roteus, Bacteroides 73 ¥ 1e st L T3 ERD Cephem Rk
Aic~NT R 51 HB IR R L, in vitro XY in
v DHRFBI T3 L5 BEND B, SEDN
DO - 1 BB R O BERD K 122 FRICH T B 50
BHORIEIX, E coli, P. mirabilis, Indole (+) Pro-
feus THIA & Utz CTT &A% H 5\ 2HICD SRR
ooy, o It S. marcescens 1T U TIIE b BV R

BwThHY, BRDEI HAEINS, LU, S. faecalis
& P. aeruginosa ic 3§ U TIZEABRE WNHTEE /125 100 #g/ml
ULECHERSR LT ODPFTERVX 5 iIcBbhts,

ARNIBEZ 123 BT ICE - TRERICHAIU 12 4KK
REBELELN 2, INLEEEE~OBTLRFTH
%, ZUTKEBONEKEID T TREB I 0BT RICE
BETHBINEY, bhbhrifTs - I ERBBOK
PN 2 BICh > 1223, MARBREIXISOEICY -2 Lig
h, 132.6 pg/ml & 85.4 pg/ml ITEZ L, D14
¥#J161.1+6.6 pg/mIP i~ B L{ELHIEINIZ, TD
2P, —ROBHEE, FBERE CREETH -1,
66i% L BROBME Th 12, L URPHIEIX, 2
Be % COEUNEIL 63.3% & 67.6% LERIIAD N
IV, SR T TII80% Akt h, REBELBE
T & 6 RESBYLUEE T3 2 DR R I N 5,

ULOEBH/sREL Y, RERBRBYUE CHEL 2
> T\~ 5 S. marcescens® X Enterobacter 13 ¥ D% { D
ERNCEETEE Y R THRICEUT b7 b OBEKR
PRI NL S,

BRIV & UC, WIREBRHABICK T 2 188
RESBYSEI0ic AR 1B 1g % 1| $12i3 2 B AR
B 5 HERE U TERDIRYBE L1z, UTI L35
MR I X 2 B S FRIRI3609% T8 18 1tk R B BRgLsiE
EUTIHRBER Y DERTH > 12, AR 108 & 4>
TR, REUIERIZ, EBNER, EXEI» Iz
h s LB ERIIMMER L K2 ER B Bbh b,
FIBRIC T BB EIRIZ40% & {ED> - 1%, FHERIK
stUTidpatE(t 6 B, B3R 1 BITHELIET0% & ENT
Wiz, #E5HBICEALTIZ1H 1g 1M ABBRETH T
DERDR,NBD S tcrs, 1H1g 20 ABHETIE
BREFERLLTSY, 1B 2A®EICL ) 3 5I1CEKE
PRILERTECENFEINS,

HEEMEIL, S. marcescens ARk 4#%, E. cloacae
3k 2BEMIHKR Uz, Zh 5 BAEKD MIC fHIX,
S. marcescens Ti3 1.56 pg/ml % 5 50 pg/ml T E.
cloacae Ti3 100 pg/ml Th-12, TD X Hic MIC
»HTNIITEETH B S. marcescens (50 pg/ml) & E,
cloacae (100 £g/ml) 3L LU TZC &1d, in vivo DEIR
Hin vitro KB AHRI VBN TR EXTTHO
Th55,

EIVEATIX, BERBRAEEITH T S-GOT, S-GPT,
Al-P O RN 1BITA S NI, U UREIIBEOF
BiRiIc X AFBEERE 2 D Y, FEEATERLL T
IR CAAIB EERDOBREMED LRI Z DHBOBEKRES
PLREBICIABDEEZEAT VS, UL, FEER
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BT BERICIERL TARIRRET 5 C L ABETH vEVT AL, T-198288%K, 191
5 5. BERLSHIICS & 5 5 hichsoTe. T-1962 O 2) BARLEHE¥ES  R/AREMEERE MIC) g
WRBRER I 5 R, BRERN R0 BRI, Chemotherapy 20(1) 7615,
N, SREFGUEBAERILEZA SN, 3) MWR=, HEEY, IMFFBE—, % %,
% & B H: 7 FTREDREBYEOHNE
D EEEALEREEATEATEGES, B £, BUEAFLEEELLBLDERE, 1979

FUNDAMENTAL AND CLINICAL STUDIES
ON T-1982 IN THE FIELD OF UROLOGY

Hiroo Suzuki, ToyoHEI MACHIDA, SHOICHI ONODERA

KoicH1 KisHIMOTO and RYUKO SHIOZAWA
Department of Urology, The Jikei University, School of Medicine

T-1982, a new injectable cephamycin antibiotic, was studied for its antibacterial activity against 124
clinical isolates of gram-negative bacilli. The pharmacokinetics and clinical effect were also investigated in
patients with complicated urinary tract infections.

Antibacterial activity: The MICs of T-1982 were determined in comparison with CMZ, CFX,
CEZ, CPZ and CTT. T-1982 was active against E. coli and K. pneumoniae equally to CTT and second
to CTT against P. mirabilis and indole ( + ) Proteus. Against S. marcescens, T-1982 was the most active with
the peak MIC of 25 pug/ml. All strains of S. faecalis and P. aeruginosa were resistant to T-1982 with the
MIC of more than 100 ug/ml.

Absorption and excretion: The pharmacokinetic studies were made in 2 complicated cystitis with
normal renal and hepatic functions. Serial blood sampling and urine collection were carried out from 15
minutes to 8 hours following i.v. one shot injection of 1 g. The peak serum levels were 132.6 pg/ml for
case 1 and 85.4 pg/ml for case 2 at 15 minutes after injection. The serum half lives were 93 minutes and
135 minutes, respectively. Respectively 84.9% and 84.1% of the dose were recovered into urine within 8
hours.

Clinical evaluation: A total of 10 cases comprising 7 with complicated cystitis and 3 with complicated
pyelonephritis were treated with 1 g of T-1982 once or twice a day by i.v. drip infusion for 5 days. The
overall clinical efficacy was excellent in 2 cases, moderate in 4 cases and poor in 4 cases, as evaluated
according to the 2nd edition of the criteria by the UTI committee. Thus, the effectiveness rate was 60%.

Bacteriologically, all 4 strains of S. marcescens and 2 of 3 strains of Enterobacter were eliminated. The
results were good against other gram-negative bacilli but poor against S. faecalis and P. aeruginosa. In
laboratory findings, elevations of S-GOT, S-GPT and Al-P, probably due to the underlying disease,
were noted in 1 case. Side effects were not observed in any cases.



