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BEMASR=v) v 05 TA-058 (L oW TEMRAPURICIH 5509, BRORN R
*o HEHBRRTIIAR OB LMK D E. coli, K. pneumonias, P. mirabilis, P.
asruginosa, S. aureus, S. faecalis ®ANVTRMNL, BEUDR=v ) LR LML ED, KMo
WHOWBERNT 5 L RCE RN, AROBMEBTIZNEY RIFT 1.0g HEK2EM
DA CRHE MM EEDH) 1o DL EOEHMBITHA LN SIENEKBITLEBD bhd, LELAHA~
OBITIXE, KRR L LT HBRBUE 13 ¢, REBIRE 14 Pl 27 PlicEAL, A% 226
T81.5 BNFYHREUD fz, FKBHI TR MMIERBBYSE & U REEBRIED HIHHE 71,4 Bi3E
B UPSERUENS T 5 EBBYEICBRTENEREANL, bk, HRMEANDOEKS
B2 HMERL, MEEBLTHE L, RBFENIC X 3BERIRBOL SR THWRN,

2 C®IC

TA-058 i AAPEKASHCHMRBEIAEFTL WESR
AARR=v Vv o6nfigic N-2Fo-D-T 215
¥ et 5, &MY 5 ABEH, V7 rRERCH
WHhERL, RERICH R, in vitro IC#~, in vivo
R AMENEL TSz LAEHEhTEY, &5
BOBI L RFCHATRAMENT, RMELTICE
ERpicHltEh s, ErRetEicovTix A, @it
BHESREL, BABEBSIUCEBEROTTLHFICRE
BEHOEATVR,

RLBESEAMCOVWTRNETOIMEESE, HEH
BB, BEROBRMEBIT, LHPBITL2LOXBER
NoiEd, ERARSKOSMBRECHL, EBRILA
ERBEOTUTRET 5,

1. REHME

ERARSROSEME T b LRE, 455 BRA
M D 75 b R 528k (E. coli 258, P

aeruginosa 6#k) L AMILENE (FRARE, MEBR
M, SLRINVE, ARRY BICERIOHMLE S
aureus 15t S. faecalis 8 ¥k¥ Fivy, . FHIDRBSE
BN & A AR F 2RI 5 S /P TITY,
ABPC, CBPC, PIPC kir#Lit, Table 1, 2 {5RL
feo R 100 cells/ml CfF >R TH S,

1) yS5LBEAR

SMEDO 5L E. coli itxtt D Ao BEEDHIX
0.78~12.5 ug/ml kb D, 1.56 B XK 3.12 ug/ml
D MIC DK & &, P. mirabilis Cit MIC
0.30 ug/ml WD L~ BAH bhic, Ll K
breumoniae L P. aeruginosa TixAFo MIC BEv
RELB, HFL 0BT, E. coli Gi3 PIPC L5
PILicHdiH & 7325, K. pneumoniae, P. aeruginosa
T PIPC X W HilH2% Y, Bhic K. pneumonias T
o MIC i2#l & ) MW ERASH bhd, KE, P.m-
rabilis TH MIC i3ERH LEVERTH o7,

2) S LRHERN

S. aureus |z 1} 5&Fo MIC ix 1.56~12.5 pg/ml
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oMic#iL, ABPC, CBPC, PIPC X b BE{EMMI _

Er@ENS BBk, ¥k, S fascalis KMLUTR 2. RS

ABPC BT MIC 238028, MERAENHIT 1.56 TA-058 DiE#ilL, ¥A~OBITEMMRT 5 BRTIE

~6.25 ug/mliZBBH TV, 3R 38~41 B> 11 PO RN & RICIRANIC 1 [E], FRH
1.08 &IME (one shot MME) L, MRS HEN

Table 1 Antibacterial effect of TA-058

E. coli (25 strains) 10¢ cells/ml
‘ , MIC (ug/ml)

Drug " =<0.2 ' 0.39 l 0.78 1.56 3.12 6.25 | 12.5 l 25 | 50 =100
“TA-058 1 10 7 1 1 5
ABPC 2 10 8 5
CBPC 1 K 8 3 1 5
PIPC 3 11 4 1 1 5

K. pneumonia jae (11 strains)

TA-058 1 2 4 4

ABPC 1 1 7 2

CBPC 1 1 1 8

PIPC 3 3 1 1 1 2
P. mirabilis (10 strains)

TA-058 1 8 1

" ABPC 1 5 2 1 1
CBPC 3 5 2
PIPC 4 5 1

Table 2 Antibacterial effect of TA-058
-P. aeruginosa (6 strains) 10¢ cells/ml
\ MIC (ug/ml)

Drug ~ éﬁ.?‘l 0.39 | 0.78 | 1.56 | 3.12 l 6.25 | 12.5 I 25 l 50 | =100
“FA-058 1 1 1 3
ABPC ‘ 6
CBPC | 2 2 2
PIPC 2 2 2

§ aureus (15 strains)

TA-058 3 ¢ !
ABPC 3 3 4 1
CBPC 2 1 2 2 7 1
PIPC 2 5 2 5 1
8. fascalis (8 strains)
TA-058 1 5 2
ABPC 1 4
GBPC 1 1 2 3 1

RIPC 4 2 1 1
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M, FABLUREMERRL, E. coli ATCC 27166
EREMET 50 9 THTREENE LR, RN
Rizit Ws M R Buffer &MWH L~

B 5. Mo bR ¥ TORIMIZ 30 5¥ 5> & 4 MBI} 30 53T
5, Mz Table 8 DX 5 icEFOBMBBITIZR
T, MMOKERSY & Lo 5 2 BEME oI5t i s>
BREMBITRLAMC, BEmb oM % 2L Lo Hki
MBELBONTND, EREXRT~OBITERR LS
IPTHRDL, BPDITOLOENALND N Kk 30 5
ROBEICEAP~OBITRED bh, 1~4RMTRI0
ug/ml BEOMEBITERLE,

3. HitRBT

ERWRTHUCAK] 1.0g & 1ERHEL, 2~ 65
ROHLHAMEEREL, dREL ML, HLHA
~OBITRMIZ B 2 R T2 RBMREE (<1 ug/ml)

Table 3 Transfer of TA-058 to maternal serum,
umbilical serum and amniotic fluid
1g L V.

THEN, EDORWNML, &ML I~2 ug/ml N
EBITNRED S, MRERIZBOR=2Y LMo
£ LBE L UHABITRELTRITIRAEL, —Mic
BESEWCHEICH S L5 = L HRT& S (Table 4),

i EEB®

TA-058 &RMABBUKICIT S RENBYE, ME
BBSIE 3 X RBSBYRE /s ¥ M 27 Pl L7,

BB hkix, AREE 210, WEreMT, 10
K& UTHAMNMIE 2.0~4.08 (18] 1.0~2.08 £5%
7 KoM 500ml iZRML, 603 THEN, 1H2E),
one shot WiETix1H 2.0g (1 A52) 2L,

BRI DT X RBABYE T2 R®, THH, +
H, FEMARBILYORFFARY Kic Hm%K, CRP,
mEZLEBELL, U EOTHEMNARIN3 ALK
CH L KEEHh, EORBECR-TbOLEY, %
TR AR Ic i s h, EokRkicHEicn
ST bDEEDHEL, 54 AUBETHROBOOIL
WHDORERE Lic, F/cREBBYE TixRSMEON
&, BWEROKE, RICEFR (WK &b LicHE

) . Concentration (ug/ml) L7,
No éI‘u:ne) PLEDRMO—K %57+ & Table 5, 6 D) Th 3,
A (min. ” . ’
)| Maternal | Umbilical | Amniotic 1S EDORE R LKL X UE O BBREOEH
) " o1.2 15.6 EELDLOTHB,
2 50 ze's 19‘7 :: 1) BBERE (Table 5)
3 55 21' 5 s: 2 0'9 EWTEABL, ARBRSG FEARSER BEE
4 65 19.4 12.4 3.1 PR ¥ 104, BRICHEER, A<y UREBE, ‘V
5 75 | 7 o182 14.2 14.2 oA HEREE 1 icARE 1 B 1.0~4.08, 4~TH
6 90 15.5 10.5 - MIERIL, 100%E%, 1LAES 1ASHONELS
7 110 9.5 8.0 1.4 Teo KRBIARRE 25 L, FWUINED ERTENBR
8| 120 | 15.3 14.9 11.6 (WFh bt 7 = AROFHERED V) 0 2MiA
i e B 8.0 12.5 Ris THRFROUBES THETHY, SETH
ol il B &3 - HIRIBSRD 5 PITH 1 P, SV, 1O (i
I 33 sk P11 Thor, MHO 1 AHRERRN TR
Table 4 Transfer of TA-058 to maternal milk gLV
N Concentration in maternal milk (ug/ml) Concentration in maternal serum (ug/ml)
0. -
1 2 3 4 5 6 hr. 1 2 ! 4 | 5 6hr.
1 0.1 0.3 14 1LY
2 0.3 0.5 13.7 1.1
3 1.1 1.3 12.5. . L5
4 0.9 0.7 16.5 , ?.2
5 0.4 0.4 13.3 i 1.3
6 t 0.3 0.4 11.8 1 ¥
7 0.2 ' .. 1 o3 14.3 1.2.
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e

F (IRIBMER) B1T 2 T 5.5 % DI vk AIK 4
SR VRRL BN, 5 LM 1012 E. o,
Streptocoecus X X5 AMANTIMLIESY 75 A%
AR TERNE L L biIcF 73 AROEMESHRA L,
EEAMMERRE L AR TH S, € Otho R
©i3 N gonorrhoece it X SHWRICAKI 1 B 1.0g W
AP 5 BT, BT O 5 L WMk &R ER
2 REIEREA (K pneumonsae SIME) ©AN N YU Rk
WE (B, cols 53ME) 12 ¥ T AR HMHEBY S,
Ricx i fERic > XRS5,

M2 K.N, 300 ENFEAMRY

RO b AO %, EMRISMRIC T MR ELMNE
7, R CTZ 1B 2 0g S HMELE B 37~38°C K
ORMNRoSE, EROBAED, FEEKEHICEEEER
rEDYE, REFTR & L CAMmSREK 14, 200, CRP 4 (+)
T, FEMKERICX Y P muwabibs, Peptococcus, S
fascalis BRI hic, Wiz TA-058 1A 2.0g »
HEMEICL Y, 3 HHICMBRL, BERFTAC AR
ROERIZI» o e, ARRGEOFEAKRTIR S
fascalss BEAMEATNB,

MG T. O, 19, FEMMES

KEiR3 0 A, AT 38 °C SR8 L THH
¥bY, CEX 1B 15g 4 BMo#s% 2 258
BABE LT, ABRREETEMRE L FEHESOERN,
ERrAabh, B2 38 4°C Ko L AL KNS
(11,400) »3w bz, ATz TA-058 1 2 0g
DRHEIBEEM MM, BREFTROER HikEh
e

EHI0 E. S5 2082, Y5 XTMN

KEHL D 38°C BB, MV TFHWS & EH
bAER S B, ABiRE 38 6 °C ORMND D, THIE
DER, M <, N2 EFEB X CE0BIEBOER
LTS5 XEOER, EHE Ble. BRI 12,200
CRHS VS ABBREEBL, WHEREIL, MRS
B XY E cobs kru-Streptococcus k3L, &
PORNR L LTH 7 IRBOTIMETT, FRERS
B A1 H4 08 ORWMELHEITL, DHIER
LA L AENTH B,

W12 R. S, 508, /L b UVAR

ROSBRI L BRSO BFRE RSB E T 51
MNY BRI 3L, /EIBRETTS & ki A1 A
20g OWEREY 4 BMEKL, 2 BERFFTRENR
KEELABTH -, ZOBRORREILE cols (MIC
8 12 ug/ml) TABOMHD Disc Bathix ABPC
(#¥), PIPC (4#), SBPC (4#), CEZ (4#), GM (#) T
bk,

2) RSB (Table 6)

TA-058 & RMMME 14 Plic AL, MMIIWE
WR (FRYEBNREST) 66, Btk (FESUEH
e, EWZY) 8HIT, 5L MMAERIMUER 6 5

(fEH 5, 6, 10, 11, 12, 13) Th 5, HEHETI
1H20~4 08 ORMMEION, 1H 10~208D
ME4pCT, HmBEBIT4~11 B, FHO FHRET
40~44 0g IZBIAY, RPEAMONRIZ, WER
RTIIMELET E. cohs 3 FicaMTh, 12z Kle-
bssella 33 YW S bD 1 Plkds B, 7 ARSI
AR LERERAD 2HIIVTF LN (P. asrugs-
npsa+ P. retigers, P aerugwmosa+ E cols+ Coryneba-
ctersum) RHMENTWD, —F, BHERTIZERic
E cols p3syM &, S fascahs ixFEBEM; % OB
R4FP IR OIME I, LA EDOKEHKRKRML Table
6 DiFEN T, WERRCHPER 4P, E2MTH DY,
ZOEMNIZ K. pneumonae (@3 108 celis/ml) »3
E cols BT Bk 0ER, RIEEFR L bAETH
> fER 2 L FRBEMHRD KET P asrugmosa k
P. rettgers B5Mbhylis L izt o TofEHI 5 TH 5,
BERD 6 FITIXHR 4P, FWH2HOEKT, =D

9% E cob iz AT 5 b0id AR TH o s,
S. faecahs T X BALE 2 FliEM TG E. cols
VR ERHMWES TS, RISHHFIOEERETOH
Kiz2~5HTHD, BENRLEREOFAICHT 5
MIC Ot hbh BEZEDRE RN TERTHTH
e 1 FlEREFER—F Ui, EBMERBRYE
241X 6 Bt 3PICARDPERTH - 7.

BAF, f@gFlicon T+ 5,

#EM 19 T. K., 31, WIWs

3 38~30 °C, W, BUREWLX, RB XY E cols
R, AF1HE 202 O SAWIHEICL Y 3 BN

L, RIGEBRMEL LY, RICEBRTRAIC bWESALNE
PEfE L,

EMI12 M. K., 52, FERBHRBLL

FERMIC THIT LA TFE LR oREN TH
3, RP2S P murabshs L S faecals % 45yMtEL,
FH1H 408 OMAWMEL 4 BMETY, BEKER
YL, BMEERbWR, RICEFROKE A x,

3) RO X &

PAE, MBBYE, REEBYIER 27 Blicki 5 TA-
058MERERS R T, HRh22H CER1HEEL) TBL S
BORHBREND 2, T D H HHUIBBYLAE TIXELEH A
LiROBFK» S, FEMRBR ERTENBY 5%
REREE 43 75 ¥ B B PYBHEE 10 B0 9 Bl SR AT S,
BER, S bY VRE, VA REREL Y EOMLD
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TRRAE & SPHITH - e b, FRIG IS Tr M
REEDS 6 0] & RSV IR L B D 14 AR 100 (71, 4%)
BEHTH-,

EANIREMNRE L S L, MHMBMTR E. coli
DHMENE IR LHY, K prneumoniae. i:
200 1 IR, KA AT - ek, S faecalis
D2 LEHTH o1, € ORMMIKNBYIL 6
#i 5 Flic KR OBHMARD Hhit,

HU £ A

XN (RN, WE) ORIERRMICEHTHE
Vo ¥t 21 BTGk ORFMIE (S-GOT, S-GPT,
Al-P), Rilile (BUN, REAKRY) MRMLAN, %
REBTREBD 2o,

% E

4R f-lactam FRiiAERMOMREE BERELL, AW
A2 M OFLRLSBEOMME & BIICE K OWEH B
BLTWB, TA-058 i HABMKA LM TR S I
bDTHBN, P-lactamase (i SEEENR PO
WARE SR, invive TORBDRA LWV EOR
H0HB, LvL, KMHRBEFOLKRPCH, +ib
%, ABPC, CBPC, PIPC @i~ THGLRiNT 5o L
T& kv, HMDTI2, E. coli » MIC o peak % 1.56
ag/ml iCBY Bhb—75,: 2100 ug/ml OFRERE & &
h, Bt 7=, P mirabilis i3 &R0
WHRPLOEARELB LN TS, K. preumonias,
S. aureus Ir ¥ Cix FIREH L v —B L MIC M
&L, P aeruginosa =L Tk PIPC X DN
LHRERFBTWS, KE S faecalis it >N TizR~
DEEE T ORI (& o 7223, ABPC 2oV T &H|
DHEHEWMT 2R LD B,

BHEHORN, Piltis X CENSIBLHED KX 3 L
BLUTEEOERICIET 3 L B TIN, BHRRBITIC
SNWTRERL X 11 FIOERIC 1.08 Z#ELiREEX
HIOEIARBIT RIFC, 2R COREREMTn
¥ %P ko BEMPMMEEN S Hh, EKP~LBITH
BHLRATNEN, TndbORMRIEHER=2Y »Hio
HREBIFERILL I B LD L BATIWSY, LHAB
2Ty 1.0g BEE 7HOMRIIT RN LE
2B, ZORE GFRD LHH~D BAIENEN 1~2

ug/ml 2 ENIADH SR TS,

BESRAMTH B0, FRABRE S PL L L it
RZic 33V VT2 13 0 P 12 PHiC KA 2B b
o TOZLRFEMMBE FEABR MEBBL
FE12 UM PINBE~ PRELEDOEANE oz b L
AL, SEIOWMNAYMZRRLIEGDTHSHY,

RIESBIHIZTLL 14 PP 71.4 % (10 ) OHHETH
D, 05 HMNHERIBBYE T 6 P 3 Pl kAN
AT o7, MMERBIRIE, E. coii o5Rshk
9 Pl RTHRRIZ A, MEMBRIC 306X
EEhTw3, SHRREDERANMIZ IHAEEESY
T2 LR EDOIMMBESE <, WHICLWMaD <
F— VBB, BERBLI-R=Y L WDPT
2% b L\ Piperacillin (PIPC)® iz#f=%5 & TA-
058 X P. aeruginosa %> Bacteroides 8+ 5851t
BRICPEDMAND B, L LENE, HEDS
RO AT BT 5 BB ATHESRBRLED FH5HRIL 88.9
HLBELIRTHBY Lo, <=2 Y Roh TR
DERSPETH, FRBSEEIZ L 5165, RS
RuFE o0 L CRUGIRFLAER & L ToEFIOMEF K+
ABH LB L BbIRS,

AROBMERICOVITR Y LA X —EROH, WlE
X Y%L 72 3 RXBD bhTWiEW,

X L

1) W30E BER{EERESERE, WEFIY
AT, TA-058, 1982 (M)

2) @G, AERE, BKX & WE X Tic
arcillin B+ 5 L, MKHHRX, Chemo-
therapy 25(9) : 2924~2931, 1977

3) EEPHK, AFRE, HKX B R)ITFZ: B8R
ARSEIZ 5 5 PC-904 X i, MIKARK,
Chematherapy 26(S-2) ; 473~478, 1978

4) Matsupa S. ; M. Fuyrta, J. Marsumoro &
H. Furuva : Placental transfer and clinical
evaluation of antibiotics. Current Chemoth-
erapy : 408~410, 1978

5) MMEKER, fb: EMARERCKY 5 Pipera:
cillin DX WAy, RERMHPFR, X8O LiMB4
: 1353~1367, 1982



voL. 32 8-2 CHEMOTHERAPY 705

FUNDAMENTAL AND CLINICAL STUDIES ON TA-058

Senyi MaTtsupa and TakasHi KASHIWAKURA
Department of Obstetrics and Gynecology, Koto Hospital

Hirosur Furuya, Micuio KuraBayasur and Kentaro Koxuno
Department of Obstetrics and Gynecology, Juntendo University

Kosuke Yosuipa and Hipesato Kino
Department of Obstetrics and Gynecology, Sanikukai Hospital

Taxkem: Kusota and Tgtsuo KoBavasHi
Department of Obstetrics and Gynecology, Katsunan Hospital

Tsuromu Yamamoto and Isamu Nacasawa
Department of Obstetrics and Gynecology; Koshigaya City Hospital

Fundamental and clinical evaluations of TA-058, a new semi-synthetic penicillin for injection,
was carried out in the field of obstetrics and gynecology. /n vitro antibacterial activities of 'TA-058
was not so characteristic compared with similar penicillins as far as from our results tested with
clinical isolates such as E. coli, K. pneumoniae, P. mirabilis, P. aeruginosa, S. aureus and S. faecalss.

Placental transfer of TA-058 was favorable to some extent and umbilical cord serum concentra-
tion reached about a half of maternal serum concentration two hours after intravenous injection of
1.0 gram and also was observed transfer to amniotic fluid, whereas transfer to mother’s milk was
scarce.

In the clinical trial TA-058 was effective in 81.5 % of the patients tested which were ¢omposed
of 13 cases of female genital infections and 14 cases of urinary tract infections by 71.4 %. This
might be reflected by relatively higher inclusion rate of complicated urinary tract infections com-
pared with female genital infections which was mainly of moderate or mild cases. Furthermore
these clinical r;esu]ts were viewed from the species of causative organisms and the type of infe-
ctions either of single bacterial-or multiple Bacterial infections.

No appreciable side effects were observed.



