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TA-058 ¥EEERACAV, UTORKERB LR,

1) BEsksyRERkic M+ 245 hix, E. coli, S. marcescens, P. aeruginosa =L Tix, ABPC,
AMPC X W @Nh7-HEHE R LI, K. pneumoniae izxt L Tix, ABPC, AMPC t%ic%Eb b

oz,

2) FBERAICIX, PRORIRMRME 4 ), ROMLEE 16Y, B S BlicEREREL, 3BITHR, 2H1E

BDCEBHE60.0HThH T,

3) MIBEEAICIE, HEL1F, EXR2H, TH2HITH -7,
4) BHEARBFBH 0T, FAICL B a,@;bnéﬁﬁaﬁﬁﬁﬁfﬁ LWL o7,
5) AFIOHREEL L THCNE, S VERASTEREEZVBZTHEH,

CHIC

TA-058 iZfIgic N-2F1-D-7 2 5% % F+
B3TEXVVIVORKEKTS 7 LRHERSLUS 7 4
BRECHLTEVWREAR b EFL, HBHRE
ERVHL, S6iC in vitro KB 3HREIV L
VOB AHEOHENERTE IO, mMplELH
G ERMLEVDEESh TV S,

ThODRREFT H5ERESEBEKMICHV 2HE
EREOT, BEAMBKICH T IHEN & ki, NRHE
BRRECHT MRS REERM L,

I BB &

1. BREAREH

BksME E. coli 224k, K. pneumoniae 22k, S.
marcescens 24 ¥k, P. aeruginosa 24 # iz >\ T{LE
REZSEREEY ICX ) MIC 2B L7, ERERIT
10¢cells/ml ©, %fM@FEL L TiX, ABPC, AMPC %A
Wk,

(A 1:3:50 3 )

W56 47 A X 0BT 57 4E 3 B & TORICYARHC
ABEL e R BRIERE Rt L TARI 2 B E L, &
FHR, MEEBE, BRSOV TRH LI,

WRHRIRE®, %, KRR, WELURER B@
R, k%, CRP, Mk, BEHKAERZLICXY, ¥
BOAR SXHY, EHO 4 BBIHE L,

MEEARIL, RIEOWRICLY, WMk, WD,

T, A%, FHCHELE,

¥ e AFEEPOBERICOWTLRBL, FicEkH
BEAIZICRIT 3 BKREMBICOWT L RTRER R Y R
L7z, Rt LcRRBRRAE Hid, BmERYK (EF{E 4, 000
~9,000/mm?), FRMmEkIK (B 500 F5/mmd, % 400 5/
mm?), meEERE (B 13~18 g/dl, # 11~15g/dl), ~
b2V v b (B45%, k40%), GOT (9~27 mU/
ml), GPT (4~27 mU/ml), Al-P (79~219 mU/ml),
BUN (6~20 mg/dl), mi§7 v7F=> (B 1.0~1.3
mg/dl], 4 0.7~1.1mg/dl) % 5,

I B % Ak

1. HR¥AREH

a) E. coli

TA-058 %, 5#A%100 ug/mlLh o> MIC #7RL,
fhod 17 ¥kix 0.2~3.1 ug/ml Of)ic MIC 2343# L, ¢
— 2% 1.6 ug/ml T ABPC, AMPC X by, 1 Epefs
EENI AN LRI,

b) K. pneumoniae

TA-058 %, 21 £k 25 ug/ml X b MIC #5501
1804 3.1 ug/ml @ MIC #RTEEMNED i,
ABPC % 12.5 pg/ml Pl Eiz, AMPC 3280 MIC
23 25 pg/ml LA RiZ4y AR Lic, ABPC i3 22 Bk 20 #k
25, AMPC 3 2niitE T, TA-058 LiziFRIZ D5y
fERL,
c) S. marcescens

24 Bk 15 #kix TA-058 (zxfL T 100 ug/ml LA LoD
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MIC RRLEHETH oA, 1.6~6.3 ug/ml OMIC
SHOBSHEBR LB bh TRV, ABPC 38k, AM
PC 0 2BOAICH~D L 1 ~2 BREEN N
RLTNS,

d) P. aeruginosa

24 Bk 20 #kDS 12.5~50 ug/ml 253 L, P. aeru-
ginosa LR L THE D ER LRGBS bhs, AB
PC, AMPC 22 100 ug/ml LAETH o7k,

2. BB KR K

W R ABE P ORERSRGUAE 4 B, RRMEE 1 #), 5
et L TARRIERE L, B3P, &2HT, Fihi
B~BRIHHL. FFERLIPTHOTH S,

PRRBSRAEL, B 2 4, IR 1 B, WBEREX
#15T, BB ciE S.L.E. BEMYESE, Rl %

Fig. 1 Sensitivity distribution and cumula-
tive curve of E. coli (22 strains) to
TA-058 and penicillins (10% cells/ml)
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Fig. 3 Sensitivity distribution and cumulative
curve of S. marcescens (24 strains) to
TA-058 and penicillins (106 cells/ml)

(%)
100¢
80)
-~
S
g
&, 60r
g 7
Z &
3 40r
E
3 $
20 /P
) ~ . (pg/m])
55607 0.2 0.4 0.6 1.6 3.1 6.3 125 25 50 100 5100
TA-058 2 3 3 1 15
ABPC 2 1 1 2 2 115
AMPC 2 3 2 2 15

AL LTHLTW S, fulfito 14 S.L.E &
EmEBIcE L TRY, 58Ik 4 PINKMRAO D B
FlTh s,

#hH5A5kix, 1@l1g »H28 #1H2@E, 5%7
K opk, MRS DV HIRAK 100~200 ml (2 pEAR
LTHI60 5r~12043 021 THiliL 7, 10118 1 H2g
gEpz 24, 1m12g 1HA4g BEMZIMNT, B
EMiE 7 H~22 M, REISEHM, REE5KiIEY
39g Thort,

R, PRRBRURGEIERIC X Y, RUMAE i fo ik
HEMIC X D RIRLIH, HBIRH & ORHEIE E. aerog-
enes, S. aureus, H. parahaemolyticus 4 1 |3 > Tih
@ 1 Pt normal flora Tdh -7, MPLHIE, S ep-
idermidis RRM S hic,

Fig. 2 Sensitivity distribution and cumulative
curve of K. pneumoniae (22 strains) to
TA-058 and penicillins (106 cells/ml)
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Fig. 4 Sensitivity distribution and cumula-
tive curve of P. aeruginosa (24 strains)
to TA-058 and penicillins (10 cells/ml)
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TA-058 izxt+ 5 MIC it E. aerogenes 25.0 ug/ml,
S. aureus 3.13 ug/ml, S. epidermidis 0.78 ug/ml ©
»olc,

FMEEAIC XSy ME S. epidermidis (XY Lie s,
DK EIRERHOWN, E. aerogenes iz K. pneumoniae,
E. cloacae, S. epidermidis O MM utiE ~ & B L,
H. parahaemolyticus i3 C. albicans ~ L %L, S.
aureus RIUBPITIIEAEH S hn ey, MM
RILHTH -,

BERRRIT, 303 b bRumE MR, MiREE 1
PUCIBNTHRT, o 2P+ b bk L MEATX

RE 1 PICREDTHIRILE0.0KTH 1,
BRI %I b, RARGHMED b i,
TEEhPO NI,
BRI 2t 5 SV Tit, GOT T4,
GPT ©3#l, Al-P t3#|, BUN T3 HR¥M AL
T3, WFh b BEND GRLTHWRERDY
Bd 5V EMRBICESCREMTHY, FRlicks
MRLIBLONE» T,
iz, SEFICOVWTR~S,
FEM. H.T., 13@ B, WEAFEA
EMPIRISEED v , KM OBITIC TABR AR, RE

Fig. 5 Case 2: N. S. 50y. o, F Pneumonia (S.L.E.)

[ TA-058 1gX 2 12days ]

37.0 A A—A—A A—a A A A
S AVAVASASS AV W AW pYAv A

16/X 20/X
WBC 11,100 11,300
Neutro(%) 93
CRP 3+
BSR (1hr.) 60

Cough  + + 4 # + + + + +

30/X 4/X

Sputum +HHH+++— == — — —_——— =
Isolated c
organisms S.aureus
Fig. 6 Case 3: K. K. 46y. o, F Lung abscess
[ TA-058 1gX2 22days |
(T)
37.0
28/X 2/X 11/X1 16/X1 24/)1
WBC 10,800 8,600 8,600 6,400 6,100 7,70
Neutro (%) 62 27 K1
CRP H++ 2+ — — -
ESR(1hr.) 65 65 33 20
Sputum mmmmM

Isolated H.para- N.f. C,albicans
organisms haemolylicus

Z
fa

K. pneumoniae
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HEREIC X DT MRS X UMM RERRAEEL,
Eficbi-> TERAEHRVIBE SN TV RENTH
3. SN, RICHHRRREIIA LR TORWA, %K
ok, B, "HRERE RBEBEDHY, EAETHERALT
v FOM t DKB 5% TA-058 1[E12g, 1 A 2[H
ABREELE,

K@iz E. aerogenes (MIC 25 ug/ml T o723,
ARBEHLVED S, HmERKiIt L5MmL, CRP
b 4+—-5+ LELL X, RHE S K. pneumoniae, E.
cloacas, S. epidermidis ~ L[, BEERAOIZIZ &R
LHELX,

GOT 25 26—33, BUN 18—24 ~ L TER A & REM
~LBEEDICESHEA SR, UETE Vs REEE
RLTEY, ZANCIBZ b0 EREXORANST,
@2, N. S, 50, &, W%

S.LE. kTAFuA Fighp, & K BH EF
HickaRK, BmMBREE, FPREE LT LDIIHR
naftEEZ, FREHREL, 1E1g 1B2EYY
% T35 200ml (2T 2BMIH I TABLIZLZA3 A
XY, % EXDhk<AY, 1AMBEIVELHA
(RYTHL, QMRS ERLL, SR Lk LT,
W S. aureus HRHE I3, FEROUEIC VKR
BHEhE R ollcdd, ARBREHEORHEIRHAT
b5, BEKMIZIIEZHEHE L, ¥, BIERXHCE
vohirh -z, EEREMET, GOT, GPT, Al-P,
BUN W Fh b BEMEERLTWSA, BEFPLR
BEERLTEY, FAESLbDLIREX BRAD
27,

#p3. K. K., 46, 2, MMRW

% K SHBE, BHF0 L 38.5°C FIEORES
BRE 7o bEERZ, AfEEE H S h 4R2Z L
oo MERLVR LR EREFIC ZR=-FK—% 5 BELD
D, MRS L 2L, HUAKISEEERAL,

Uy, ABtE T TMS-19-Q #HRIRICTHEL TV
PRENIE L, ABE% TA-058 HEICEEL, ABt
B, BBk 10,800, CRP 4+, w&gk 40 ml, Mzt 1 B¢
My 65 mm T, A ERBFERIC =K —%fk 5 EiRRR
BB S, WK 1x H parahaemolyticus H3HE
H&hrx,

TA-058 i3 1@ 1g, 1 H2EY Y # T35 200ml
ERLTABLIL 25, RBIKERD L, AR
bIE®IL, CRP § (—) &7zb, MHBRR b WRBICH <
BoT&7, BT bbb RIFELEA, FAlIX
LA BRI AR L HIE L7,

M, RB#EIEBD K pneumoniae % C. albicans
~ERBR L,

BIfERX®c I8 b, BERREM~ DR #HiC
wWo oo,

R4, M. T, 21W, B, MhE

KBRS PARMA LR L CORMBDEEND 38, 4
i, S.L.E. offih, RENLECKD AR, 4
MmN, Viccillin S O E N4 T FYREM
NRALhTWAD, ABR10 HEEXY 39°C Aol
wME LD, Viccillin S1H 2g AWEFTH L&
%h, FOM &, &6ic SN-401 #1H 4.0g AWk
75 LRBITDb LY, mKKMICT S. epidermidis
BRHE AR, TA-058 HECEELY, 1E2g
1 H2EARICE D RECTHRL, mMPHEHHERLE,
¥4, S. epidermidis o> MIC % 0.78 ug/ml Tdh -7,

BEKSICITER L HE L, BIERIRBICRD bhis
M ofedd, GOT, GPT, Al-P, BUN i3 A&#EEA L Y
REMEERLTRY, AAREHLKEAEIIIED S
nighote,

RS, 1. S, 60AR B, M

FHARMEIE L FFROAPHIIT, XRFu A Fic X B
I RRBFICRRRE A2 U, BRBHSHERE L T fER,

Eh HITEIIRHEE Y, BMek¥ix 1,400 L0k <
Bz 4B LEL, Vo jME E5RL, CRP 5+,
Mzt 130mm T, AFHEEEITS LRBEILLEDD
¥, WRELERALNED» -7,

BRERAICIT B TH Y. BIERIZKICRY bhith -
7ohs, RERICE S GOT, GPT, Al-P o X h» s
Y (N

| O x

TA-058 ZRIBLCT X/ BBRELBALa=—21k
WEDRAR_=V Y LHIT, 75 LBME 7508
HEICHENERL, %ic E. coli, P. vulgalis, P. mi-
rabilis, H. influenzae 73Xz /- fidhewL,
AMPC nERIETH Y zhinb AMPC B2 HEihz
SRE&NW P aeruginosa [ bHEHETRLTWS,

FPOR= Y OB TH - 138V EEER b
RLTED, invitro BT BRIV in vivo 12
3 2RI EN, BREEREYLEIC BV T HEER AR
HEBBH LA TVS,

DL RREEXET AR ESEBRRAICH 5
LRB, BERSEKRICHTS MIC i1, ek
Tix E. coli, S. marcescens, P. aeruginosa \Zxt1L T
¥, W#kL7z ABPC, AMPC X h@#hTwizas, K
pneumonsae \ZOWTit, BRI RBEOHENTH -
72

BREiCiE, FAVENIHENERT I b0
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L BIBYPGEI VB & D IS WIRF L 7ehs, M RO
Bhl’m*oto La L, E. aerogenes, S. aureus, H.
parahaemolyticus iz X BWIRBISHYE, £/ S epid-
ermidis \Z L BRUMAEIC % LAKI & Brh L, KIBENIC
i1 1Tk, 2HITHRNR 2HITRIITH -,
REBRIIC I 3PNC AT, ARMIL 60.0 BERLI,
HA(C PR LREHK v LR8I} 2
TA-058 O NFHEIE COBAKZIRIT, 2ETix 419
¥EDHDVIHENN L PIT, HARITIT42HETHY,
BRe DRMERD 60.0 %X VLTS, Zhix, &
BlObhbhORMN TIRAEFED P2 &, 5 HP 4
Plic KRB -2 &, 1T MIC 25.0 ug/ml
0 E. aerogenes | LB TH - & b—HTHA
9
MR BRIRRE S TH D L, BEATXROADRIL
64.2 % LIEL, MR T 74.4 %, MACIRAE TiL 75.0%
Lo Twb, Bax0ERRDVEWI-OHDRTHEL
THLEKI AV EEBDbh B, ik (S aureus i),
Bt (Haemophilus ), BUMEE (S. epidermidis
BH) PITIXAETHY, E. aerogenes KHBHFH &
HIEOEBEBTHOIBHREETIIEDTH -1,
L LR ATOHRHY TL, EMERD D S H)
TIRAZHRL 68.7% L HMEBO LV FID 80.7 Hickk
RTEVWVEDREZRLTEY, RHEJNTL, K pneu-
moniae, P. aeruginosa RBRSEBEFITHIENFDHR
ThY, S aureus, S. epidermidis, E. coli, H. influ-
enzae TIXBV-ADRETL, fEHLBEELTH S,
L7 oT, KHEEICH T > TR EREROE,,
BEMREYERE L T2EMICHCNIENR ISR E R
TEBEbND, BERMICIZED X O REFE»Y Tl
WA, BRMBH SR EIELICBACEET S
it hid, FAEICEEL TLT L L ABEBORH
BICZ DA LBRIRENSH,
SEOBRMTRBEWER L LTHICBH Iz bDIZ A -
Too FIEL LRI T LOEHY TR 1.2HBDRAHET
botee ZhiFAYEVEIERARERETHS LV 2
9. BLAREIERIZ, B2, Bl THTHIED-
TRIERIZED 6h Tz,

APR, 1984

BERMEICRH X, HMY R LADKHD v,
eerm#%, GOT, GPT LAVSHBEMICIIA4 1,74
Lag LM oTt, BADERTREBMERLELHY
B s, BONCERICES LD LHETESY
(21 3/ /10 18

AR LM BE & T o AR, SN-401 2
#, TMS-19-Q 14), FOM & DKB m#tf 1, &
ERL1HTH -, TMS-19-Q & SN-401 #igsi
FENATH - 1= EHITERIC BEL RS BoHon
oo LML, fhoo 1 #e> SN-401 4236 L 1f, FOM
& DKB it I THERD TS > - T1, ARICETLT
LEDTH o,

EPERRL THONE, ARIOBREEPTI LR
T&, WICHARTENL LV BETHHS,

ARTOBEEX, TA-058 BFFEL38 X % 30 EAK
MR R EHE L £ 0 LH, TA-058 i2i0
TRELI,

X L

1) ¥30E HARLFEHEF2RE, FHEL £
» I, TA-058, 1982 (#50)

2) TA-058 HNREKXSH, KE

3) BEERESYS  RIREALREONTES
AT > v T, Chemotherapy 29 : 76~T79, 1981

4 ) Nisuino, T.; N. Isun, T. TaNiNo, S. OusHIMA
& T. YAMAGuUcH!: In wvitro and in vivo anti-
bacterial activity of TA-058, a new broad
spectrum semisynthetic penicillin. Current
Chemotherapy and Infectious Diseases (Pro-
ceedings of the 11th ICC and the 19th ICAA
C) Vol. I: 362~363, 1980

5) Suisuipo, H.; K. Matsumoro, Y. Uzuka, T.
NAGATAKE, M. YamMamoTo, Y. Sakuma & T.
Yamacuchi: Phase I clinical study of TA-
058. Current Chemotherapy and Immunothe-
rapy (Proceedings of the 12th ICC) Vol I:
329~331, 1981
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FUNDAMENTAL AND CLINICAL STUDIES ON TA-058
IN THE FIELD OF INTERNAL MEDICINE

Axira Ito, KuNiniko SHiNpO, MoTONORI FUKUMURA

and Kokicur FukusHiMa
The First Department of Internal Medicine, Yokohama City University, School of Medicine

Yoicuiro Kaminaca, YosuiMi Sato and Noriko SAKIYAMA
Department of Microbiology, Central Laboratory,
Yokohama City University, School of Medicine

TA-058 was clinically evaluated. The results obtained were summarized as follows;

1) Antibacterial activity of TA-058 against clinical isolates of E. coli, S. marcescens and P. aeruginosa
was superior to that of ABPC and AMPC.

2) Susceptibility of K. pneumoniae to TA-058 was poor.

3) Treatment with TA-058 was effective in 3 patients of 5 patients.

4) Neither adverse effect nor abnormal laboratory findings were observed.



