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TA-058 o I K ) B bt

Kol 5K Wl
WL RIRBEA R

PiL v penicillin B4R TH 5 TA-058 (2T, BEIRSYMERKIZ X+ 25 H L 17 HON
FHARIRRIE IS RO B L & 1T > TRO X 5 R & e,

1. Pk B &ML S aureus, E. coli, Citrobacter, Klebsiella, Enterobacter,
Serratia, Pseudomonas 38 X 1% Proteus it 150 ¥kic >\ T Ampicillin (ABPC) # X (% Pipera-
cillin (PIPC) #xtshe L TAROIE & WL 1o, EORREXNT P mirabilis 123U Tit
ABPC XUt PIPC kv T /eas, fthoshfiicxt LTt PIPC L [R%h, 2245 5HATSH
-7,

2. BRERAER : AK% 13 Bl ESYYE, | HloBufE, X U3 FloRBIRLSEICEE L
ETH, HRBEEIETIZ 106 (77.0%) ICHLL Lo 2 Hhiedl, BMFED 1 f X R
BIRQAED 3 Plic iz Fh GABORMS X b,

APR. 1984

3. BIEA : wTFhoEMIC LRIEFRIRA Shish -7,

24 X

TA-058 i HDNEKRAXSHICB L THBE 6L
g N-27#0-D-7 255 ¥ %K+ 5 penicillin
FAEMRT, 77 oHBEH, 77 L2BERCEVRE
HhEBL, B imuitro L0 b tnvivo IKHF PR
NELTWB LnbhTWBD,

SElbhbh BRI BEKICX T 5 KR O EH &N
EBToLLbic, MEEMICARNEZELEL, 209 R %
RMET 282 BLOTEORRKERET S,

I i ® 5

1. RBMHEBLUS®
1) 8t 3 & &
BRREEERIE BREREE D © SYRE L7 TRk E AL
7o
S. aureus 20 #
E. coli 20 Bk
Citrobacter 7 Bk
K. pneumoniae 20 B
13 ¥
S. marcescens 5 ¥k
Proteus 45 Bk
P. aeruginosa 20 ¥k
&t 150 #

Enterobacter

2) MIC oilE
H ARG R ([ U TERFARFBREIC

£ 9 MIC oREEIT- %,

iz Heart infusion $EXKHh % v iz,

HREX)T TA-058, ABPC X 1* PIPC m 3%k
2WT, BOED 100 ug/ml 260 2 {EHREL 0.2
ug/ml ¥ TORMERME T - ERKFER L L1,

Mgkt Heart infusion 74 3 o C 1 5k L
LVOERRKE L, EEIEHMTRR, ¥FRELTan=-
h o b EIToT 108cells/ml & 725 X 5 I HEEER
HATHERANL,

WEMIT | A& 2 HERBHL, 37°C, 18RfKkE
HEET- 7,

2. EBER

S. aureus, E. coli, Citrobacter, Klebsiella, Entero-
bacter, Serratia ¥ X1k P. aeruginosa \ZoWTDH
ZAERBRALMKE Table 1 [c—fERRLT,

1) S. aureus

ik 208k T TA-058 o MIC it 1.56 ug/ml~
12.5 ug/ml {2534 L, st L7 ABPC icid% s,
PIPC i3 iFREENEh B EHTS I LBED
bhiz,

2) E. coli

E. coli 20 T TA-058 » MIC it 0.78 ug/ml~
12.5 ug/ml (2434 L, 3.13 ug/ml (2 & —2 &xt—
BEL, 50 ug/ml~>100 ug/ml |25yt 5 =BcaP
nic, ORI L7 PIPC » @EEOTltELT
+4DTHY, ABPC kyixspic@hl mRTH
72o
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Table 1 Sensitivity of clinically isolated strains
Species Drugs MIC (ag/m>
(No. of strain) <0.2|0.39|0.78 | 1.56 | 3.13 | 6.25 | 12.5 | 25 | 50 | 100 [>100
TA-058 2 6 9 3
S. aureus (20 strains) ABPC 2 2 8
PIPC 3 11 4 1
TA-058 2 11 1 1 2 2
E. coli (20strains) ABPC 1 7 3 9
PIPC 2 10 1 1 5
TA-058 1 2 1 3
Citrobacter (7strains) | ABPC 2 5
PIPC 2 1 4
TA-058 2 3 5 10
Klebsiella (20 strains) ABPC 2 3 3 10 2
PIPC 1 2 10 4 3
TA-058 2 2 4 2 3
Ememb(alcstes’;rains) ABPC 2 2 2 ! 6
PIPC 3 7 2
TA-058 1 1 1 2
Serratia (5 strains) ABPC 1 3 1
PIPC 2 2
TA-058 1 1 2 5 3 8
" aemg::iarains) ABPC 4 16
PIPC 3 8 7 1 1

3) Citrobacter

BR7#% T TA-058 ©» MIC it 6.25 ug/ml~>
100 ug/mlic 345 L, 3 BRASTE &R B TH - 72,
%7, L7 ABPC X Uf PIPC b RIBkIC 4 ~5 &
DEMEHRO D Hh, 3R|L b Citrobacter icx+ 541
BB LD LRV 2 DT,

4) Klebsiella

Klebstella 20 #kiz x4+ 5 TA-058 o MIC it 25 ug/
mi~>100 ug/ml (24346, £ 10 BEATHEEFL,
Mk L7 PIPC 2 ABPC nHiHL Y 4455 4D ThH
2k,

5) Enterobacter

B 13T TA-058 o MIC % 3.13 ug/ml~

Inoculum size : 106 cells/ml

12.5 pg/ml |2 8 ¥k, 100 ug/ml~>>100 ug/ml iz 5 gk
RofiL, ZBEERTIENBOLNI, T Rk
i ABPC LRIEE LA &h, PIPC ohigghivs
5D THolc,

6 ) Serratia

S. marcescens 5 ETidt TA-058 (x4 55 t4i%
MIC 12.5 pg/ml~100 ug/ml iz43fL, PIPC X n4
55 ABPC & FRED HithtE THHZ LN BH LN
7o

7 ) P. aeruginosa

R 20 Bkicxt+ 5 TA-058 o MIC i 3.13 ug/ml
~>100 ug/ml (253 L, FOP 11 100 ug/ml~
>100 pg/mli2 5375+ 2R E 2 7o & DRMRIZ ABPC
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Table 2 Sensitivity of clinically isolated strains

Species brugs | ’ MIC (ug/ml)
(No. of strain) 0.2 039|078 1.56 |3 uﬂ 6.25 | 12.5| 25 | 50 | 100 [>100
TA-058 2 6 1
P. mirabilis . ABPC 5 4 s |
(11 strains) . i . —
PIPC 1 4 1 2
TA-058 1 2 1 1 2 1 2 1
P. vulgarss (14 strains) ABPC 1 1 3 2 2 5
PIPC 2 3 1 2 3 1
TA-058 1 5 1 1 2 3
P. morganis [ e (R I R T
(13 strains) ABPC 1 2 2 1 7
PIPC 1 1 1 4 1 1 1
TA-058 1 2 1 3
P. rettgers (7 strains) ABPC 2 2 3
PIPC 1 1 3 1

Lt <& TRV, ABPCX Y /- TH Y,
PIPC i2i3d4%5 4D TH - 1c,

8 ) Proteus

P. mirabslss, P. vulgaris, P. morganii, P. retigeri
X BN ZERIZ Table 2 (ZRLETEL,

P. mirabilis 11 #hiz x4+ % TA-058 »» MIC % <0.2
ug/ml~3.13 ug/ml iZ53#L, 0.39 ug/ml |Z°—7
R ERICREMES B b, T oz TA-058
NR3RPHELAIEELTTLOTH o7, P.vulga-
ris 14 BTz TA-058 ¢ MIC 4% 0.39 ug/ml~>>100
pg/ml FTICLBICH/HL, WIFRiCE— 278 FETS
B ELRVAEME T,

P. morganis 13 % Tix TA-058 o MIC i3 1.56 ug/
ml~100 ug/ml iZ53f L, xtL7z PIPC LiziERE#
EoREEYE T2 LB 6/,

P. rettgersi T#T{ TA-058 o MIC % 3.13 ug/
ml~25 ug/ml 243 L, PIPC LRIEEOHEM A
FTHZLNBH LN,

UL Eori#kn &, TA-058 1% 7' 5 niEtERKER L )
7 LERMEREICIERT 2 EMRTH Y, S aureus,
E. coli, P. mirabilis, P. moganii, P. vulgaris, P. rett-
geri 3L P. aeruginosa (X L THEHDEAE TS
LB L»bh, &< P mirabilis izt L Tix, AB
PCx XU PIPC kY hichitE2 A+ 52 LAVRE

Inoculum size : 10°¢ cells/ml

hichs, Fofho@Eicxt L Tix PIPC L RBE», £
RELIRMTH -1,

I BKK®K

1. %3

YBE~ABE L 7R RERAED 5 5, PRRBHBELEL
B, RUMAE 1 ), FRESREMAE 3 FIOFH 1THT, HbH
106, Ltk 7 RITHERO ST 18NS TSRS
LA,

2. B5FZELURER
EROBEIX S %7 Ko ik 250ml 1ML T 604
i TRBEEL T,

1 SRk ERICK L T 0.5, 1.0g, 2.0g, 3.08
BLU4.0gn5iEY T, HBEEMILA2ELLE
H-oT1BORERIZ1g 96 8g ORMEAT, HEHM
RT7THE»S 1T HIZB X, Biibiix 136g Th-
.

R BEROBE 1T 1o RIS £V, BUGhE
DIcHERIOBE & Wi d LI ERIL oz,

3. MRUE

PEREBEAE 36 X ORISR IC 3017 5 AHIOSRA
EREEDhbOUIT-> TV HEEY ok,

4, %

Hamxt s, TA-058 D5k, BRKIME, HRA
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Table 5 Laboratory findings (No. 2)
Hepatic function Renal function Direct
Case " GOT(K.U) | GPT(K.U.) | AI-P(K.A.U.) | BUN(mgsdly | Creatinine | Coomb's test
No. (mg/dl) o
B A B A B A B A B A B A
1 21 19 24 22 4.6 5.4 21 20 0.7 0.8 -
2 27 32 17 26 5.5 8.7 21 16 1.0 1.1 — —
3 26 28 23 18 8.5 8.0 19 18 0.7 0.9 - -
4 10 19 4 21 6.8 6.5 22 20 0.8 0.8 -
5 21 15 16 11 5.7 5.6 16 20 0.7 0.8 - —
6 15 18 24 22 6.8 4.8 17 16 1.0 0.9 — —~
7 46 46 29 51 5.8 6.2 9 14 1.1 0.6 -
8 14 23 9 17 6.4 6.3 20 20 0.7 0.9 - —
9 74 65 39 48 4.3 3.7 20 17 1.0 0.9 — —
10 24 20 13 18 7.2 6.1 18 20 1.0 0.9 — —
11 15 22 10 16 6.9 5.1 15 10 0.6 0.7 — —
12 38 36 22 28 9.8 9.2 16 18 1.3 1.0 — —
13 30 40 29 28 7.6 4.9 19 20 0.8 0.9 — —
14 31 12 32 17 10.9 6.4 19 16 0.6 0.6 — —
15 25 18 11 5 10.5 7.4 15 12 1.0 0.8 — -
16 36 28 18 21 6.7 4.7 19 18 1.0 0.8 — -
17 11 7 7 6 4.2 3.8 13 11 0.8 0.8 — —
B : Before A : After

£ LURWERIC DWW Tix Table 3 it —§&&F7 L1,

HRBBASED 13 Flic >N\ TH B L REXRIT 56
Thods, EOF I FAREBEREL LTIEXwREL L
b, EM0 1 FIRTEAHBSERRTH iz bd
pooT 14 (EFI1) EBRWT HROMM: 2 bh
fro SERNIRIE FEFI5 ) Xt L TIRBENA O
Boted, RO 8HICH L TIIERESR L L Tl
LTz 14 (FEFI13) LAz iR AL EORRAS 2
bhie,

RRLLEDRER b S IPRBHRYAE I X+ 5 R H DR
F13HH 104 (77.0%) i HHLU LD Nz Hh
i

RULED 1 Pl fakIEH T S epidermidis HARHE
h Y91E2g1 B2REO HETHREL, 1EH4g
LA2ENHEETHREL:,

REBBYAE & LT3 2 Bl REBESR & 1 FloBEERIc
KREBE LW TR OEDTH o 12,

S N % A

TA-058 #BEHERIc > T—AEIRIE, MEE—AERE,
FFMAES L UBIERE, 7 — A ABUSICOWVWTRIBY
BoTHREL:, Thbod, mak—AkkTEX Table 4
I, & fiped (LR S & U — A 2 RGO RMIT
Table 52 % &7z, £ORE—MRBOBETIIRS

EOMBERRIIL SN D o7, EIBRKRERMD
5 A THRORIERICL S L EX b ZREMBORER
B ohnhol,

X% 2

TA-058 % 6 frflig{ic N4-4x FAL-D-7 235X, %
A+ 5 penicillin ZHEHRTH 505, TONEEA
1277 LBEE, 77 ABRMEICA B LK, TOR
LB LR, invitro iZEBF B LG in vivo 12
FABENFTRTNBLEENRTVWBY,

EBRICbhbhd T - MEHRRIC BTk, P
mirabilis (=% L Tit ABPC X1 PIPC X v+ <h
TWeds, Fofhoific L Tix PIPC rFE4%hn%
hyRRego7- MIC L L,

—HERBDRIC DN TH B L 13§l MERSSRYYE,
1 FloRiE, MREGRYE 3 FID 5 17 Bl RIEIC %t
L TERIDEE & 1T o 7255 FERIFRGE 13 HpHZHLL
Lo Z b0 108 (77.0%) THho7oHs, 1
Elo#HkERIX2g »53g T, 1 A2@ED HETHY,
AR HFICHho penicillin B L TORTHMES
Z bhic v EIRIT D - 72,

RufLfEizxt L Tik 1[Bl4g 1 A 2[E0OH%ET BIEFER
BrzohThY, FL3MORBEYETIIIR g
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L 2g, 1 H2EHEE T REFZ ML Hh T m, TA-058, 1982 (#(J()
A, FRCAROEME Shd in vitro DORBZIEST 2) MIC WEkREZERAS  R/ORWELRE (M
in vivo DRMAERLTHEE NI T LEMHL S B X C) Wik ic 2T, Chemotherapy 22:
) R LORMIZ R b o T, 1126~1128, 1974

fhrs, BHERIC 2WTAHB L, KKIBExRE 17 H) 3) K 9, #AKED, iMAMKKE : Cefmenoxime
KRWTREMBEEZED T, AHlIcksLELOLND D E KM MM, Chemotherapy 29 (S-1): 455
REFRIIA RN, ~4863, 1981
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CLINICAL STUDY OF TA-058

Kaoru Ovama and Ryusaku SHiMizu
Department of Internal Medicine, Toyama Prefectural Central Hospital

The authors report on the results of their clinical investigations of TA-058, a new semisynthetic
penicillin antibiotic.

The antibacterial activity of TA-058 was compared to that of ampicillin (ABPC) and piperacillin
(PIPC) in a total of 150 clinically isolated strains of S. aureus, E. coli, Citrobacter, Klebsiells,
Enterobacter, Serratia, Psudomonas and Proteus.

TA-058 exhibited greater antibacterial activity against P. mirabslis than did ABPC and PIPC,
and it was proved to be almost the same or slightly weak as PIPC against other strains.

TA-058 was then administered to a total of 17 patients, among whom there were 13 cases of
respiratory tract infections (R.T.l.), one case of septicemia and 3 cases of urinary tract infections
(U.T.L).

Results obtained were good in 10 (77.0 %) out of 13 R.T.I, good in the sole case of septicemia
and U.T.I also showed good in all cases.

No side effect nor adverse reaction of the drug observed in all cases.



