780 CHEMOTHERAPY

APR. 1984

¥ R
TA-058 DRBERICEH T HEMA - B MM

L EK KR

#B—ZAE@ KR

TE X XR A=
KEKBE R ARARF P

¥ LVEAR~=v Y K TA-058 Dﬂﬂﬂﬂ!ﬁi?bﬁmww & LAY X CREBRAORM £ 17 -
oo REICKIR (5%, 540%6E), MIMFIE (300 mg/eye), ik (100 mz/kg) BLUBE
(100 mg/kg) 5L, RERAICATBIKSD, b REL & Ric—ERM%D ﬂﬁﬁﬂm*n‘!ﬁ EEL

o

RILFE RO P ORI, BE%05T 100.6 4g/mIT, BATOTHRBERISHT 16.3

ug/ml THote,

FHE T o B 30 4T 107. 5,ag/ml BAPTix 1FMT 5. Gyﬁlml Thol, ¥k,
B CIEARORMMIX 1 BT 8.4 ug/ml TH o7,

KRR TR TRAROBEABITI: KBk E <, HE5% 152 THEMIL86.THLHWHRRLLE,
IR~ DOBITII AR, RIETHE BRERSITCBREOVThOREETLRWEERLE,

ARE 4 Plic L, ARIEER L L ZA5AB3HIT, a-hemolytic streptococcus % RRE L

T5 1 Plix S TH -,
BERIR2PIcBD bhirh ot

X C&ic

TA-058 RH LS MBShREARR=YT, 7
FABMEE 20K 7 hBEWHIC LS REERER
L, #iE, R SRECIIEPLHICHCILPRELRE
BRRERBONIEBERFLTWS,

iz, SERMEK~D TA-058 oEAEAEME
LTEBYBLIUBKMBRNENA DO TRET S,

I EBMA &

@~ TA-058 > EMHYRAH
(1) Siy--AHE 2~3kg DHBERERE AV,
(2) TA-058 DWMEERIE
TA-058 OBMERELX, E coli HLix M
luteus ¥ v ic disc (I X VT o7, MMB LT
FAKizEE ¢, Fo0fo¥ 7 Vvik homogeni-
zation %0 E#FRRBICAHV,
(3) M X CHEAREOBREAHBLORE
KRICHT 5 TA-058 #r5 % KR T (300 mg/
eye), ik (100 mg/kg), #E (100 mg/kg) iz
THL 6 PF 21T, ¥, ¥, 1, 2, 3, 4RFREBRIC
1 FFoRIEAR X Uik 2 8B L T LB X
D EORBEERIE L,
(4)  HERASARMREEDORIE

KR, AR (5BERBMS R 6ME), ¥
T (300 mg/eye), i (100 mg/kg), Wik
(100 mg/kg) i ¢ TA-058 5L, ARIESE
%154y, fhixihth 1 B lo RAMAREY LT
Hikiz XY RIE L,

® TA-058 DRERARN

AMBRLE 4 lice LT, TA-058 &b Lic, &
EHgiRRAIE LT2g AE/A2EEL, 2Hi5
% AR & 1 RefEC IR LT,

I BERBLUER

@ TA-058 DEMIHRN
(1) fuikds X UBEKIMBEDEERYE(L

W i Biicks TA-058 omiEs
TUREAREOERNE/LIX Fig. 1~3 D@EI T
bole,

RBTETI 154, M #NETI 1 Reigic
FARBEIIC— 7 ic@L, 44¥H 76.3 ug/ml,
5.6 ug/ml, 8.4 ug/ml OEER L. ¥, BAKR
BEOMDiX, IEPicl L TRV, Bikot
—~ 2 BT hoEkiz T 3REMKRIcA LR,

R TRIC X 3FEABITR, fhofbicikl T
FERICKZ(, HBE5% 154 CHRMmH 86.7 ¥ L H
HER Uiz, OYARR=v) vl 5L,



NOL. 32:§-2

CHEMOTHERAPY 781

RARED &'~ B35 Bl €234
SDEDEL T AN Y R D LN 5T
5, ¥, HERABMIZTERF LY 4D, A
Xav ) oW, oSy LBk X D A
2ilikt 52, TA-058 id 5 EEOREERLT
B BRI L TR LB bh S,
(2) ERALNRPIREE

Fig. 1 Concentration of TA-058 in serum and
primary aqueous humor
(300 mg/eye, subconjunctival inj.)
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Fig. 2 Concentration of TA-058 in serum and
primary aqueous humor
(100 mg/kg, i. m.)
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Fig. § Cohbent_ration of TA-058 in ocular tissues and main organs

4 Concentration of TA-058 in ocular tissues
(rabbit eye, 5% soln, instillation, 15 min.)
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Fig. 6 Concentration of TA-058 in ocular tissues and main organs
(rabbit, 100 mg/kg i. v. or i, m,, 1hr,)
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Table 1 Clinical effects of TA-058
Effeci :
. . Isolated Dose Side
Case Diagnosis : : Route -
organism | (gxtimexday) Bacteriological | Clinical | Sfect
1 H 8¥' ggg‘gsl S. aureus 2X2X5 D I. | Unknown Good -
S. K. | Corneal 2X2X10 D. L :
2 78 abscess S. aureus Ix2x8 v Eradicated Good -
M. 0 Corneal 2X2X4 D. L »
3 35 abscess Unknown Ix2x1 LV Unknown Good -
4 R. 617{' gﬁ;’f:s] ‘é—r’:%%gu 2X2X5 D. I Unchanged Poor -
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EXPERIMENTAL AND CLINICAL STUDIES
FOR OPHTHALMIC USE OF TA-058

Yosurtsucu Inoue, Yuicur Onasui, Tsunej1 Supa,
Teruo NisHipa and Reizo MANABE
Department of Ophthalmology, Osaka University Medical School

Experimental and clinical studies for ophthalmic use of TA-058, a new penicillin, were performed.
1) Rabbits were used for the experimental studies. After subconjunctival injection of TA-058
(300 mg/eye), the peak levels were 109.6 ug/ml at 30 minutes in serum level and 76.3 ug/ml at 15
minutes in aqueous humor. After intramuscular injection (100 mg/kg), the peak levels were 5.6
- pyg/ml at 1 hour in aqueous humor and 107.5 ug/ml at 30 minutes in serum. The peak level in aqueous
humor after intravenous injection (100 mg/kg) was 8.4 ug/ml at 1 hour. When this drug was given
by subconjunctival injection, relatively high level was observed in aqueous humor, and the aqueous
humor/serum ratio at 15 minutes was 86.7 %. :
The concentration of TA-058 in ocular tissues reached to the relatively high level by any route
of the administration.
2) 4 patients with corneal abscess were treated with TA-058 to evaluate its clinical efficacy.
In 3 cases, TA-058 was effective, while no improvement was found in 1 case with a-hemolytic
- streptococcus infection.
No side effect was observed with administration of TA-058.



