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Table 2 Overall clinical efficacy of TA-058 in complicated U. T. I,
1 or 2gx5/day, 5days treatment
T Pyuri . & 4
Bacteriuria\\):.l_lia Cleared Decreased Unchanged E:g i
Eliminated 3 1 5 9 (56%)
Decreased ' 0 { 0%)
Replaced 1 2 -3 {19%)
Unchanged 1 2 1 4 (25%)
Efficacy on pyuria 45 (25%) ! 4§ (25%) 8, (50%) Case total 16
|=====| Excellent 3 (19%) Overall effectiveness rate
' l Modarate K 10/16 (63%)
[ ] Poor Cor Faitea) 6

Table 3 Overall clinical efficacy of TA-058 classified by type of infection

Owerall | =
No. of cases S
Group Excellent | Moderate | Poor | effectiVeness
= (Percent of total) rate "
1st group {Catheter indwelt) 5 (1%) 1 1 3 40% ‘
- 2 nd group(Post prostatectomy) 2 (13%) 0 2 0 100% -
Single g
. 8 ] 3rd group (Upper U. T. L) 5 (31%). 2 2 1 0%
infection : : —
4 th groop (Lower U. T. L) - | s T v
Sub total 12 (75%) 3 1 s s 1% °
| 5th group (Catheter"ind\'»velt)' 2 (13%) o [T 1 1 50%
Mixed . y T ar -
infection 6 th group(No catheter indwelt) 2 (E%) 0 1 _ 1 50%
Sub total . 4 (B%) 0 2 |. 2 50%
Total X 16 (100%) 3 7 |16 | 6%

Table 4 Bacteriological response to TA-058 in
.complicated U. T. L

Isolates ::?éigg“ Eradica%ed%) Persisted®
S. epidermidis | 4 3 (15%) 0
S, faecalis 1 _;‘iil (100%) 0
' P. aeruginosa 3 ~ 3 (100%) 0
P. cepacia 5 3 (60%) 2
' P. fluorescens | 1 0 ( % 1
Pseudomonas 2 1 (50%) 0
P. mirabilis 2 |, 0 (%) 0
S. marcescens 1 170 C #y 1
Total 19 | 11 (s8%) | 4

Persisted® : regardless of bacterial count
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Table 5 Serum levels of TA-058 in patiente after 1 g intravenous bolus injection
91 Case Diagnosis Serum (ug/ml)
No | /Age | Sex |Weight Basic disease 0min. | lhr. | 2hr. | 4hr. | 6hr.
Chronic_pyelonephritis )
1 60 m 45 Renal stone 65.0 45.9 21.5 10.5 3.1
Contracted kidney
2 | 15 | m 55 Chronic cystitis 61.0 | 440 | 310 | 145 | 87
‘L-Ureter cancer ’ ' ' ) )
. Yool
Acute cystits
3 42 m 57.8 Ureter stone 49.0 29.5 15.5 4.8 1.4
Chronic cystitis
79 m 45 Bladder cancer 65.0 57.0 24.0 17.0 7.0
"Mean value 60.0 44.1 24.5 11.7 5.1
Table 6 Urinary levels and urinary recovery Fig. 2 Serum levels of TA-058
rate of TA-058 after administration 100+
1g intravenously ~
g
S ¢! 'Urinary level (ug/ml) ® iv.lg (n=4)
Case (Urinary volume (ml)) = o
No. — ] L . .
34 |30min.| 1hr. | 2hr. | 4hr. | 6hr o T4(A) : 108min,
7. £
1 1,700 470 450 410 ‘ 370 ]
. (100 | C200) | C200) | C220) | C190) B
5 | 890 6.400| 3,900 1850 790
"1 ue)| Ce23| o3| 8o3| (70) 0
Time (hr,)
3 1,750 | 2,800 1,950 670 330
(52) | [e64) | [100) | (320] | (220 , 1
Fig. 3 Urinary levels and excretion of TA-058
N 3,900 { 2,700 | 3,400 | 2,850 1,950 )
(23)| (22| (50| (923 (100]. (1g.i.v.n=4) 4100
Mean | 3,313 | 3,003 | 12,425 | 1,445 860 L
-Urinary recovery rate(%) 3,000F [
Case [Cumulation (%)) ’—E‘
i NO.V _ | ] < —
o, |30min.| 1br. |- 2br. | 4hr. | 6hr. 3 — ]
: 3
g | 1m0 94 o0 | 90 | 7.0 2 2,000f 15 &
S0 W | E26.4) | 35.4) | (44.4) | (51:4) g £
- ry < 3
2 9.4 | 14.1 | 117 | 14.8°| 55 3 /l/ 5
e | 23.5) | (35.2) | (50.0) | (85.5) 1,000.;/
v [ 8de]ame | 1es | 2L | s
T r27.03 | ¢46.5) | (67.9) | (75.2)

L. 897| 59 | 17.0 | 26.2 | 19.5

(14.9) | (31.9) | (58.1] | (77.6) 0051 2 2 8

Time (hr.)
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Table 7 Tissue levels of TA-058 in patients after 1 g intravenous bolus injection

Case Diagnosis Kidney (4g/g),| Bladder (ug/g)| Ureter (4g/g)
No. | Age | Sex |Weight sic disease 30 min. | 60 min. | 30 min. | 60 min. 60 min,
Chronic_pyelonephritis
1 60 m 45 Renal stone 87.5 | 122.5 - - 24.5

Contracted kidney
Chronic cystitis — _ —

70 | m | 52 m 72.5 | 135.0
Chronic pyelonephritis _ _

1 f 43 bil-Hydronephrosis 69.0 ) 41.5 -

50 ThHole, ZNIBHTF—FN RMHUT TR
D » f#} 1 Wlid.hl)‘ﬁﬁlzm'(‘ﬁm*ﬂ 43 %?’)er

BT —FAEREIL BT, ¥H2H, HH5HTH

HRIZIBETH -7,

DEICEEIICEBEHDNBEZB L Table 4 (IR
T EHIC 19 RPREIL 11 Bk (58 %), MER4BKBX
UREAKTH -, =N 5 Pseudomonas IR 11 ¥,
Staphylococcus R 5 ¥REETH D, Pseudomonas &
THRICEDRMCE 2/, 23, Serratia Rix1¥KL
P RETH -1,

2) MPRE, RO X UAARAMEE © PRk
Bt Table 5iz, Rebskittakiz Table 6.2/ L7, M
PIREE X 30 5T~ 2 &R L 49.5~65.0 ug/ml
T 60.0 ug/ml, 1 BEMHE i2 id 29, 5~57.0 ug/mi
5 4. 1 pg/ml &ixY, EOHBAICTREL 6 FEMiET
i 1.4~8.7 ug/ml, ¥4 5.1 ug/ml TH -7 (Fig.
2), FRPPEtETIX 6 eIz 1T 5 RPEINRITSI. 4
~71.6%, ¥#964.9%Td»h -7 (Fig. 3),

ABRRPVIREE VX Table 7iC/R L7z, fEH No. 1 XA
BE 30 4T 67.5ug/g, 60 4T 122.5 ug/g, REBENM
BE604YT 24.5ug/g8 TH o1, 2 FIDOBKBENREIT
3053T 69.0~72.5g/g, 605y T 41.5~135.0 ug/g
Thol,

B R

éﬁlk&l’iﬁiﬂfﬁ’?ﬁﬁl«f’b*%&r Lictlixz <,
Table 1ic57+ X 5 icBHER & Bz b s bOREN -
ko

% »®

REBRAED T CHMERBBRIENERBEE 2D b
DIFHEENRE {, & bz Pseudomonas, Serratia 11
ZO%#ﬁmyjﬁbi BH-TwW3,

4ED TA-058 DEFRERIZIVT Serratia i1
LD o7h, Pseudomonasit 10 ) (11#k) * &5

HTRY, B 7TH (TH) CMOREILERr, “h
IR ARSI R Bt 0t LILMO A Ch B 2 L
ERL, BRART 63 ¥OHHEL LTRDOL,

D EIZ 1 g WO PR, RPHitk: KL
foo MLPWMBED E'— 7 12 30 HKICEBSD, LAk
DRI WP LI RPHEkid B 4 B E TIC 50
FHLAERPEMEN T ) LBHEE RLz, Z0 30
4yff(ix Carbenicillin 1.0 g®, Cefuroxime 750 mg®,
Ticarcillin 1.0 g® L B+ 3 L 0O+ T L, Viec-
illin 2.0g% LiziEFRMERL, RPENELZNE6D
EF LBV E R L,

7, AARPRE TIX, 30 0B TRH, BEEEL 0
ug/8 MBOMETR LI, 60 3%TIZ0NBLY LR
T35LDLTRT S LbDIZbMNIE,

BERIC oW T ARERIBD T, i, BEEDO—
B« MBECEREIZBSVTHICEROA SR
DX -1,

& IR

1) SIS RERRSE 16 iz TA-058 OREHHE &
BMLE,

2) 160 E R 3 Hl, HRTH, EH6 FTHHEES
FBTHote,

3) Pseudomonas Mic MIRHLES (BTto

4) MPREE « Reppritik s 4 HicoWTRHL, @
PEREEI 30 ST —2 RoRL, RebHmiki 450
T 50 BLLEDEIRER & A7, ,

5) % (140, BBk (24), K& (15) icBY5
MRAREE 2 RM L7, 1g WERT X 30T 61.5
Hg/8, 60 5y Tix 122.5 ug/g, WMk XA T & 08T
72.5ug/g8 BLL 69. 0 ug/g, 60 fTRENLTL 135
#8/8. 41.5 ug/g TREIZ 60T 24.548/g Tho
72o

6) BUEA L LTHIZBH bh 5 boiiEr o,
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CLINICAL EXPERIENCE WITH TA-058 IN THE TREATMENT
'OF COMPLICATED URINARY TRACT INFECTIONS

Masarumi Kato, Fumio Morisyita, NoBUTAKA KINOSHITA,

Axira Hosuina, Hyort Ocawa and Suiceru Tapa
Department of Urology, Mie University School of Medicine

1) Clinical effect of TA-058 was studied in 16 patients with complicated urinary tract infections.
~ 2) The clinical results were excellent in 3 cases, moderate in 7 cases and poor in 6cases. The
effective rate was 63%.

3) On bacteriological evaluation TA-058 was the relatively good activity against Pseudomonas
genus.

4) Serum levels and urinary excretion of TA-058 were measured in 4 patents. The serum level
attached to the peak at 30 minutes and the urinary recovery rate up to 4 hours reached 50 %.

&) fissue concentrations of TA-058 to kidney (one case), bladder (2 cases) and ureter (one case)
were mvostxgated After the intravenous bolus injection of 1g, the concentrations achieved in kidney
67. Sug/g at 30 minutes, 122.5 ug/g at 60 minutes, in bladder 72.5 ug/g and 69.0 ug/g at 30 minutes
and 135.0 ug/g and 41 5 ug/g at 60 minutes, in ureter 24.5 ug/g at 60 minutes.

6 )'No side effects were ‘observed in all cases.



