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HMFiz S aureus, E. coli, Enterobacter iz L TiXHBMB MBS LR LT,
BEM-PIREEIE, PRIKPAREIC X D ERES BN REFABITER LI,
BUKPMEEN: 28 WEEHR 1 ReMT peak MCBL, 4 BN b LIMIRE L MIEL, RELB

&R,

SAROBRE 8 Bl ARIE LG LIcRER, FH1H, A5 H, K-‘-?”ﬁ‘?ﬂ) 14,

R BUSSRIERERBRL o7,

RLUBHIC

TA-058 iz HDMWEHKNSHICL Y MBS h 668
#iz N-x #0-D-7 225 ¥ v #F+ 5 penicillin %
FHRAEHRTH D, AR 75 A BERE, 77 L8B4
BACELCHARAEAL T3, TORBUIRE
RS, Bo i ovitro KB ASHEALD b in
vivo KBFADEVNERTHWBEETHEY, RLAZ, &
BRAEXEABROBRECERRE TS LCETOLM
MRHET O THETRET 5,

1. BEIMEICXT SHESH (Table 1)

ARRBRBROEBMBICHT 5 TA-058 DHiEAH
¥ BA(CEHR P REEEY 1 LRV By N H LI
E (BT MIC L883) 2REL K,

FUE L - R OBk S, aureus 128k, E. coli 20
¥k, Klebsiella 16 ¥, Enterobacter 14 ¥k, P. aerugi-
nosa 188k, 808 TH 3,

Téble{l MIC of TA-058 for clinical isolates

281 O

S. aureus 12 BTiX 0.78 ~ 12.5 ug/ml {ZHHL,
LB BT i SRt R LT,

E. coli 20 Tz 0.39~100 ug/ml LLEIZAHLT
W3S, 12.5 ug/ml AT D MIC iz ¥t 28558 0%
Thofc, Klebsiella 16 iz 3+ 5 MIC it 6.25~100
ug/ml CAEIZS AL, $ic 100 ug/ml LA Lic peak §
BB A0 HERAZIRIL GV LB OIS, Ente-
robacter 14 B CiZ 0.78~100 pg/ml BLE L GO
FLTWAH 25 ug/ml LATF D MIC Z5738k03 71 %12
B SRR RBREET Ui, P, aeruginoss

. 1BEKTIX, 1.56~100 ug/ml LLEI %L, 504g/ml

LAEDBRY 56 B ThH Y, FEOBRIECH LTk BZ
e MO LG T 5 06BED B,
2. BiBiFic o0 T (Fig. 1)
YURHZABEL7-BE T, B EV— /éﬁﬁuﬁ
M3 FIcBNT TA-058 # 1g BELREL . WE
Hikix B. subtilis ATCC 6633 % #EHiL+ 58

Organism MIC (ug/ml)  wositon = lTo‘tal
<0.2 | 0.39 | 0.78 | 1.56 | 3.13 | 6.25 | -12.5 25 50 100 | >0

S. aureus 1 2 3 5 1 12
E. coli 1 1 5 4 1 2 1 5 20
K. pmeumonsae 1 1 ) 4 1 7 16
Enterobacter 1 2 2 3 1 1 4 14
P. aeruginosa 1 1 1 4 1 ) 3 5 18

108 cells/ml
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4,7 &fv, standard & LTI, pHT.0 0 Mmeisi
s T LIV EAYRE 55 R
AL,

ﬁﬂl&ﬂmﬂﬁﬁﬁk‘t, RIEEC T-Fa—7F
vi—3 /&mﬂ,rﬁﬁl'@, fEH 8 i3 WIS
MU, PTCD Efiv, ZOFa—F LY ENERERL

&, 212, Fig. 1ome T, Eml. 2 CizfFME T
GOT, GPT o ERAREICRD a;nr-»a, wthb et
pEstrEH P BITRRL, LR 1 TIX, peak flix 2
~3RMOMEH T 92 ugfml, fEFI2TIX, 1~ 2KM
< 91.5ag/ml Thot, M3, PTCD #hikeic
REEHFHICIE L7, REHOWMHILBREFTH > 2005,
LH‘#’%HTE‘C. 1~2rMBDEEHC, peak i
i 2.62g/mt THot, BEOEHS, REXHT
SEACRIBHBITEIME SN DN, RELH S ZVE
FeRREPSEOBITERT VO LEX bR,

3 MABT (Fig. 2)

%ﬂu&lﬁtrﬁﬂﬁﬁ%‘k. R IRIAFHRy, MM
MIC7 P A BERTF 2 — TR HEA, 4B, TA-058
2g B, BROICEEARIMKERRL L, BES®
i3, B. subtilis ATCQ 6633 *REBL T ¥WY v 7
#&7, Standard & LT pH 7.0 OMEEE & H
Who IBEHIT MY P b Y KK (EBF) 2 4H
Lo Egm Fig. 2 om< T, 1#M%ICIt peak &

Fig..1 Concentration of TA-058 in serum and
bile after 1g 1. V. injection

/

o— Bile levels
& »-—x Serum levels

Bile 0~l 1~2 2~3 3~4 4~5 5~6hr
Blood 1 2 3. 4 5 6

. La.boratory data
x| T-Bil |0OT |GPT |LDH
|maran cu/Lyleu/Liu/L)

1| 05 | 145/ 315
0.4 | 91| 104
' 8.9-| 28| -13

e

Al-P|LAP
(U/L)((U/L)
8,510 | 151 | 109

4,250 78 64
1,450 | - 94 81

tholine
est.
(U/L)

314
348
215

[ e

2L, Th¥h T4 ug/ml, 69 ug/ml Th-ote, 4l
Mtk ¥, 28 ug/ml, 16 ug/ml L LB E L, MK
PRI~ DO BATIX LB R C, MUBPISSERIC X L
TREFZDRGMBEEND,

4. ENBRRLM (Teble 2, Fig. 3)

TA-058 &, HHCHIFI664 10 A X v EEfn 57 43
REDOMIZ ABEL 7 SABHBYE 8 flic BLEL ML
oo BB FEIx2H TA-058 ¢ 5% glucose 20 ml
WM, 3~5017TELE,

FEW L LTIALNRBUAE 3 5, MO 2 4, RS
RSN 1 O, SARAUBYEE 1 B, ANRRHT %
MOPEPS - RESNIE L BiTH 5, DML LTI, E.
coli 38k, P. aeruginosa 2 ¥, Klebsiella 2 ¥k, Pepto-
streptococcus, B. fragilis, P. rettgeri &4 1 ¥kTh -
Tro 5 KkiX 5.5~42g icbie Y, wEMMIL, 4~14

. ATh -, BRAELYKRZOLEIZIEN,

B B A8 BEMLIANIC R L < RO Rl A

b0,

B BB SRR WIKE L7 b D,
POHR : BEE L WICEROWE & RO R
FHRRELBELLLEXBRD LD,

8% EROFREL LB LD,

EL,

EORE, ED1H, BHH5H, LOED 1Y, E
1BITH > 7, BREOMK LIEMIZ 34, W
4Pl bh, BREORTE & FEHT O LEL TR L
TW3,

ARG X B BEGBIERIZSPBD B o, B

Fig. 2 Concentration of TA-058 in ascites
after 2g I. V. injection

#8/ml o—eo Ascites
. ~ Serum
100
X
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© Fig. 3 Laboratory data before and after TA-058 administration (1)
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Fig. 3 Laboratory data before and after TA-058 administration (2)
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DOLERABER 3, 5128 bhichl, ER 3 iEaL
YREMERLIERNTH Y, SHER 5 13855 Tk
BREFS hichinb, F8L OBEERNLEL bR
7o
- =

#H L\ PC FHiAEH TA-058 i2onWT, SRERD
BRI L THRERRORMN 2175 L RBFicE TR
WOORM 1TV, UTORREBX,

1. SRURESBEE T 2 2 RN L iR,
S. aureus, E..coli, Enterobacter 23 L Tit BB RITF
B ETR LI, P. aeruginosa izt L Tik MIC 3
WL, - BER - BEHEORMNBLEL Bbhic,

2. BB Fuvr—Y BT LEBE IR TEYSE
TERMLARER, BHEARCYXY, EHEEh3R, 7
Y BIFRBITERL, IEERBYEECS L THRIEM

3. BEEEREICRSNT, EEROBEASHETO
TA-058 DWMEF % IR LcakR TA-058 2g HEH]
REMIC peak §ICEL, 4 FFRIERIC b ILBIHIRE £#
L, MRARHINS ~OBITIRIFE EX R,

4. AROBRSE R HT 5 8 Hlic TA-058 &AL,
¥ 1W, HH5H, CORWH1Y, B 1AORME
B, BUSEBEEREERL h o7,

X L

1) %30 E BALERELEBE, FKLEIY
AT, TA-058, 1982 (M)

2) =# i RREHEERENERFRETCOV
<, Chemotherapy 29 :-76~79, 1681
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FUNDAMENTAL AND CLINICAL STUDIES ON TA-058
IN THE SURGICAL FIELD

TAkAsHI YoxouﬁA, Nosukazu MivosHr, Toru IcHIKAWA,
Taxasur Kopama' and Kazumasa ORIHASHI
The First Department of Surgery,
Hiroshima University, School of Medicine

A new semisynthetic penicillin TA-058 has been studied. Basic and clinical efficacy in the
surgical field were made on. The results were as follows:

1. TA-058 showed relatively excellent antibacterial activities against S awreus, E. coli and
Enterabaéter isolated from the surgical lesions. -

Against P. agruginosa, the MIC of TA-058 was a little bit higher, so that the administration
dosage and method of TA-058 to the infections due to this organism. were necessary to be scrutinized
in the clinical field.

.2.- The biliary levels of TA-058 to the patients with drainage were examined., The concentration
of TA-058 in bile showed a fluctuation according to the degree of blocked cystic ducts however
TA-058 revealed the better transfer into bile.

Thus, a good ‘therapeutic response can be expected against biliary tract infections.

3. The concentratlon of TA—058 m ascites just after operatlon of gastric tumor was also

The concentrahon reached to the maximum at 1 hour after mtravenous administration of TA-
058 2. Og and still mamtamed falrly high levels for 4 hours. ’

( ‘The results revealed that TA—058 has the good transference into ascites.

4 TA 058 was admlmstered to 8 cases with surgical infections, and the clinical response was
exce]lent in 1 case, good in 5 cases, fair in 'l case and poor in 1 case. '

No no;eworthy side effect attributalble to the drug was observed.




