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Table 1 Serum levels of KW-1070 and AMK after intramuscular administration
in crossover study (#n=4)
(ug/ml)
Time (hr.) 1/4 1/2 2 4 6 8
Vi::f::: olo|o|o|o|o|o|lo|lo|lo|lo|o|o|oe
A 5.25 | 5.25 | 8.4 | 7.5 | 6.25 | 5.75 | 3.05 | 2.6 | 1.56 | 1.54 [0.635|0.605| 0.52 | 0.53
B 41 | 42 | 625 |55 625|575 | 24| 21|08 092044043028 ]0.30
Kw1070 - ¢ 3.1 | 3.2 | 455 (395|455 | 41 [255 [215| 1.6 | 1.2 |0.45 | 0.44 | 0.41 | 0.41
10mg|  p 27 | 27 |48 | 42 | 59 | 5.4 |3.05|265|1.22|1.26|0.50 | 048033034
Ave +SE|3.78 | 383 [ 601 (528 (573 [525 |27 | 237 | 1,31 | 1.23 | 0.37 |0.36 | 0.27 | 040
+0.56|+0. 56| +0.87 |£0. 81| £0. 40| £0. 39 | £0. 16| £0. 14| £0. 16 {£0. 12| £0. 07| £0. 06| £0. 03 [ £0. 04
A 5.55 | 5.55 | 8.25 | 8.15 | 9.30 | 8.65 | 7.40 | 6.90 | 2.84 | 2.72 | 2.20 | 2.08 | 1.26 | 1.11
B 8.05 | 8.05 | 10.4 | 10.3 | 10.9 | 10.1 | 6.30 | 6.05 | 2.52 | 2.44 | 1.60 | 1.68 | 0.87 | 0.79
kw107 ¢ 5.55 | 5.55 | 6.75 | 6.75 | 7.80 | 7.35 | 6.05 | 5.70 | 2.80 | 2.64 | 1.50 | 1.58 | 0.95 | 0.85
W0mg| p 490 | 4.95 | 6.55 | 6.55 | 8.05 | 7.55 | 6.05 | 5.70 [ 2.20 | 2.14 | 1.14 | 1.22 | 0.66 | 0.62
e R R R R R R R A A e A e
A 131 | 13.1 | 161 | 151 | 14.8 | 13.9 | 11.2 | 10.6 | 4.94 | 4.84 | 2.56 | 2.48 | 1.67 | 1.69
B 13.8 | 13.8 | 15.6 | 14.9 | 14.8 | 13.9 | 10.1 | 9.35 | 4.02 | 4.0 | 2.72 | 2.62 | 1.77 | L.77
kw1079 ¢ 7.65 | 7.2 | 1.3 | 10.6 | 10.1 | 9.37 | 7.46 | 7.26 | 3.78 | 3.80 | 2.14 | 2.10 | 1.45 | 1.46
300mg| p 9.15 | 8.55 | 12.4 | 11.6 | 13.1 | 12.4 | 8.36 | 8.06 | 4.40 | 4.36 | 2.42 | 2.34 | 1.53 | 1.54
Ave. +5.E | 10-92[10.66]13.8513.05[13.20 [12.39 [ 9.28 | 8.81 | 4.28 | 4.25 | 2.46 [ 2.38 | 1.60 | 1.61
+1.49|+1.63|+1.18[+1.14[+1.10(+1.06|+0.84|+0.73|+0.25|+0. 22| £0. 12 |+0. 11 |+0.07 | £0.07
A 121 | 11.4 | 16.8 | 15.9 | 19.0 | 18.1 | 17.9 | 15.9 | 9.26 | 9.06 [ 5.24 | 5.08 | 2.80 | 2.80
B 12.4 | 116 | 18.4 [17.1 | 19.5 [ 17.7 | 17.9 | 15.9 [ 8.76 | 8.56 | 3.48 | 3.48 | 2.62 | 2.62
KW-1010 ¢ 8.55 | 8.05 | 12.6 [12.1 | 14.6 | 13.6 | 13.6 [ 13.1 | 6.54 | 6.54 | 2.94 | 2.94 | 1.92 | L94
Wmg p 7.0 | 6.55 | 121 | 1.2 | 14.2 | 13.1 | 12.3 | 11.6 | 6.54 | 6.54 | 3.02 | 3.02 | 1.82 | 1.84
e =5 100 08 11 0 15 1 R 2 B 20 20 203 2%
A 6.0 | 6.5 | 6.5 | 7.0 | 4.65 | 4.35 | 3.15 | 3.35 | 1.44 | 1.36 | 0.64 | 0.62 | 0.4 | 0.4
B 55 | 55 | 55| 60| 45 | 42 345 35 |1.5 |1.50 |0.74 | 0.70 | 0.41 | 0.41
AMK C 41 | 44 |60 |55 | 42|39 30|30 |144|136 056056035036
100 mg D 48 | 55| 48 | 49 | 42| 39 | 29| 29 [1.38|1.32|0.56 |0.56 | 0.33 | 0.34
e R R e R R ER R e
A 6.86 | 6.76 | 10.9 | 10.9 | 8.15 | 8.72 | 6.19 | 6.71 | 2.59 | 2.58 | 1.40 | 1.49 | 0.98 | 0.9
avke| B 8.20 | 8.10 | 129 | 129 | 7.69 | 8.05 | 5.99 | 6.45 | 2.31 | 2.33 | 1.15 | 1.22 | 0.86 | 0.88
2omg| © 4.02 | 4.08 | 7.38 | 7.33 | 5.42 | 5.78 [ 3.87 | 4.23 | 1.78 | 1.82 | 0.76 | 0.83 | 0.64 | 0.66
e w2 5| 5 [ [ Toe [ T2 o [ T To Tase
*n=3

D:0.1 M PBS (pH 8.0), @ : Moni-trol 1
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Table 2 Urinary excretion of KW-1070 and AMK after intramuscular administration
in crossover study (n=4)
Conc'n ug/ml
) Recovery rate %
Time (hr.) 0~2 2~4 4~6 6~8 8~12 0~8 0~12
Standard
- @ @ o) Q @ ) @ @ o) @ ) @ @ ©)
Volunteers
A 330 330 |140.8|140.8| 52.9 | 51.4 | 11.4 | 10.5 | 10.8 | 10.4
42.9 |1 42.9 | 17.6 | 17.6 | 7.4 7.2 2.4 2.2 2.6 2.5 [70.3 | 69.9 | 72.9 | 72.4
B 282 282 | 56.8 | 56.8 | 25.4 | 25.0 | 19.0 | 18.1 9.7 9.1
42.3 | 42.3 | 12.5 | 12.5 | 6.6 6.5 2.0 1.9 1.7 1.6 | 63.4 | 63.2 | 65.1 | 64.8
c 495.7 ( 510 |210.6|218.8| 70 70 1.7 | 10.9 | 10.2 9.3
KW-1070 34.7 |1 357179 | 18.6 | 7.0 7.0 2.7 2.5 2.2 2.0 | 61.9 | 63.8 | 64.1 | 65.8
100 mg D 345 360 [192.3]195.4| 81.2 | 84.7 | 26.4 | 23.6 | 11.7 | 11.1
34.5 [ 36.0 | 25.0 | 25.4 | 6.9 7.2 2.9 2.6 2.1 2.0 |169.3170.8|71.4]728
363.2  370.5(150.1|153.0 | 57.4 | 57.8 | 17.1 | 15.8 | 10.6 | 10.0
+46.2(+49.2|+34.4|£36.0(+12.1|+12.9| £3.6 | £3.1| £0.4 | £0.5
Ave. £S.E.
38.6 | 39.2 | 18.3 | 18.5 7.0 7.0 2.5 2.3 2.2 2.0 |1 66.2 | 66.9 | 68.4 | 69.0
+2.3| 20| +2.6| £2.7(+£0.2|£0.2 | +£0.2| £0.2| £0.2 | £0.2 | £2.1 | £1.9| £2.2| 2.1
A 1,375 | 1,420 | 508 511 293 299 106 102 17.3 | 18.6
41.3 | 42.6 | 20.3 | 20.5 [ 11.0 | 11.2 | 4.51 | 4.34 | 1.99 | 2.14 | 77.1 | 78.6 | 79.0 | 80.5
B 1,239 11,269 | 453 453 160 160 | 9.22 [ 9.73 | 12.3 | 13.1
36.7 [ 38.1(19.3 |19.3 |11.2 | 11.2 | 2.33 | 2.46 | 2.31 | 2.46 | 69.4 | 71.0 | 71.5 | 73.5
c 710 725 405 402 134 160 | 67.5 | 62.9 | 31.7 | 34.7
KW-1070 35.5 | 36.3 | 24.3 | 24.1 [ 12.1 | 14.4 | 4.56 | 4.25 | 2.06 | 2.26 | 76.4 | 79.0 | 78.5 | 81.5
200 mg D 508 511 278 272 113 112 | 18.4 [ 16.1 | 2.32 | 2.37
33.0 [ 33.2 | 24.4 | 23.8 | 9.05 | 8.95 4.0 3.5 {0.64 | 0.65 | 70.4 | 69.5 | 71.0 | 70.0
958.0 [ 981.3 | 411.0 | 409.5 | 175.0 | 182.8 | 50.3 | 47.7 | 15.9 | 17.2
+2075/+2164| +49.1/+£51.0/+40.5(+40.4|+£22.6|+21.6| £6.1 | £6.7
Ave. £S.E.
36.6 | 37.6 | 22.1 | 21.9 | 10.8 | 11.4 3.9 3.6 1.8 1.9 | 73.3 | 74.5 | 75.0 | 76.4
+1.7| 2.0 £1.3 | +£1.2| 0.6 | £1.1| £0.5| £0.4 | £0.4 | £0.4 | £2.0 | £2.5| £2.2 | £2.8
A 2,377 | 2,316 | 495 495 335 335 [ 76.0 | 77.0 | 35.0 | 34.4
39.7 [38.7 | 231231 (112|112 | 4.8 4.9 1.8 1.7 | 78.7 | 77.8 | 80.3 | 79.7
B 2,320 (2,290 (1,180 | 1,160 | 495 495 201 194 | 73.6 | 68.8
34.7 | 34.3 [19.7 [ 19.3 | 9.1 9.1 4.4 4.2 2.6 2.4 | 67.8 | 66.9 | 70.3 | 69.3
c 690 680 670 655 164 169 | 9.16 | 9.47 | 30.2 | 30.2
KW-1070¢ 34.7 | 34.0 | 23.5 | 22.9 9.8 10.1 2.2 2.3 2.4 2.4 70.2 | 69.3 | 72.7 | 71.7
300 mg D 755 750 232 227 | 77.5 | 66.5 125 105 | 73.6 | 68.8
35.3 [ 350 {209 (20.4 | 156 | 13.4 | 6.5 54 5.6 5.3 [ 78.3 [74.3 | 84.0 | 79.7
1,5355|1,509.0| 644.3 | 634.3 | 267.9 | 266.4 | 102.8 | 96.4 | 53.1 | 50.6
A SE +469.7| £:458.7| £200.0{ +196.2| +92.7|+94.2 | +40.4|+38.2|£11.9|£10.6
ve. £S.E.
36.1 (355 (21.8 |21.4 [11.4 |11.0 | 4.5 4.2 3.1 3.0 | 73.7 | 72.1 | 76.8 | 75.1
+1.2 | +£1.1|£0.9{ £0.9| +1.5| £0.9| £0.9| £0.7| £0.9 | £0.8 | £2.8 | +2.4 | £3.2 | £2.7
A 4,532 (4,733 3,424 (3,575(1,178 | 1,249 | 755 816 | 70.5 | 71.5
45.3 | 47.3 | 21.4 | 22.4 | 10.3 | 10.9 | 7.8 8.2 5.1 5.2 | 84.7 | 88.7 | 89.8 | 93.8
B 3,625 | 3,827 2,769 | 2,820 1,762 | 1,863 | 947 937 176 182
36.3 | 38.3|120.8|21.2 (110 |11.7 | 83 8.2 4.0 4.1 | 76.3 |179.3 |80.3 | 833
c 1,460 | 1,440 {1,198 | 1,188 | 171 169 116 119 | 35.2 | 35.8
K W-1070 36.5 | 36.0 | 22.5 | 22.3 | 10.3 | 10.2 | 5.8 6.0 3.5 3.6 | 75.0 | 74.4 | 78.5 | 78.0
400 mg D 1,128 {1,108 | 1,329 | 1,329 | 826 856 | 39.5 | 40.1 | 23.2 | 23.6
35.3 | 34.8 | 150 | 15.0 | 14.5 | 15.0 5.0 5.1 4.3 4.3 69.7 | 69.8 | 74.0 | 74.3
2,686.3|2,777.0|2,180.0|2, 228.0| 984. 3 |1,034.3| 464.4 | 478.0 | 76.2 | 78.2
+827.6| £889.8| £546.4| £581.3| £332.8| £355.1| £227.2| £231.9{ +£34. 7| £ 36. 1
Ave. £S.E.
38.4 [ 39.1 [19.9 |20.2 | 11.5 | 12.0 6.7 6.9 4.2 4.3 76. 78.0 | 80.7 | 82.4
+2.3| 2.8 £1.7| 1.8} £1.0| +1.1| +0.8| 0.8 | +£0.3 | £0.3 | £3.1| £4.0| +3.3| +4.2

@:0.1M PBS (pH 8.0), @ : urine
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Table 2 Urinary excretion of KW-1070 and AMK after intramuscular administration
in crossover study (n=4) (continued)

Conc'n ug/ml
Recovery rate %
Time (hr.) 0~2 2~4 4~6 6~8 8~12 0~8 0~12
Standard ]
@ @ @ @ o) @ o) @ D @ ) ()] D Q
Volunteers
A 300 300 |140.8|132.3| 36.3 | 30.4 | 16.4 | 15.9 4.3 4.6
37.5 1 37.5 | 18.3 [ 17.2 | 4.9 | 4.1 3.6 | 35 1.5 1.6 | 64.3 | 62.3 | 65.8 | 63.9
B 167.9 | 175.8 | 120 |110.9| 53.3 | 46 15.2 [ 14.4 | 6.9 | 7.1
36.1|37.8 119.8 | 18.3 8.0 6.9 3.8 3.6 2.4 2.5 | 67.7 | 66.6 | 70.1 | 69.1
C 291 288 162 156 | 66.2 | 59.5 | 27.0 | 27.0 | 12.3 | 12.5
AMK 29.1 | 28.8 |16.2 | 156 | 13.9 [ 12.5 | 7.7 7.7 | 90 | 9.1 | 66.9 | 64.6 | 75.9 | 73.7
100 mg D 34.5 | 37.5 186 180 | 52.7 50 1.8 | 10.9 4.1 4.1
36.2 | 39.4 | 18.6 | 18.0 5.8 5.5 1.3 1.2 0.7 0.7 | 61.9 | 64.1 | 62.6 | 64.8
198.4 (200.3 | 152.2 | 144.8 | 52.1 | 46.5 | 17.6 | 17.1 6.9 7.1
+62.4|+61.1|+14.2|+14.9| £6.1| £6.1| £3.3| £3.5| £1.9| £1.9
Ave. £S.E.
34.7 1359 | 18.2 | 17.3 8.2 7.3 4.1 4.0 3.4 3.5 | 652 |64.4 | 68.6 | 67.9
+1.9|+2.4|+0.7| +£0.6| +£2.0| £1.8| £1.3 | £1.4| £1.9| +£1.9| £1.3| £0.9| £2.9| 2.2
A 1,724 [ 1,694 | 399 399 [ 79.5 (826 | 31.5 | 32.5 | 3.92 | 4.44
47.4 | 46.6 | 17.0 | 17.0 | 8.35 | 8.65 | 4.41 | 4.55 | 2.84 | 3.22 | 77.1 | 76.8 | 80.0 | 80.0
B 328 | 325 [92.9 | 96 |31.5 (330 20.6 |2.7 112 12.8
32.8 {325 |17.7 | 18.3 | 6.45 | 6.75 | 2.89 | 3.05 | 2.07 | 2.37 | 59.8 | 60.5 | 62.0 | 63.0
AMK® 415 | 415 | 269 | 269 | 82.6 | 86.2 | 42.8 | 44.4 | 19.2 | 21.4
200 mg 21.2 | 21.2 | 16.8 | 16.8 | 4.75 | 4.96 | 3.04 | 3.15 | 1.63 | 1.82 | 45.7 | 46.1 | 47.4 | 47.9
822.3|811.3|253.6 | 254.7 | 64.5 | 67.3 | 31.6 | 32.9 | 11.4 | 12.9
+4515|+442.1|+88.7|+87.8|+16.5(+17.2| £6.4 | £6.6 | 4.4 | £4.9
Ave. £S.E.
33.8 133.4117.2 | 174 | 6.5 | 6.8 | 3.4 | 3.6 | 2.2 | 2.5 | 60.9 | 61 63.1 | 63.6
+7.6 | £7.3| £0.3| +£0.5(+1.0| £1.1| £0.5| £0.5| 0.4 | £0.4| £9.1 | £8.9| £9.4 | £9.3
*n=3

@©:0.1M PBS (pH 8.0), @ : urine
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Fig.3 Serum levels of AMK after intra-
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200mg in crossover study
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Fig.8 Urinary excretion of KW-1070
and AMK after intramuscular
administration of 200mg in cros-
sover study
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76.8%, 80.7% &, 200mg EDOPEFIKH L TERY
DERIIBDOLNILI T2,

Yz, one compartment model iZ k& 5 EBHENE
B, BEH, R ERICOVTE Lot 8E%, Table

3 R,

ek, RERX mMABREOCOENERSHY L LICKE
L7,

AMK oig4, 100mg, 200mg 5B OBREMFR

iz 30 HfATHH, PHETEERETERDTL, £
HFEh, 5.70+0.36 ug/ml, 10.39+1.61 xg/ml TH-
2o —7, ZA#%| 100mg, 200mg, 300mg, 400mg #
E0BaiE, 30 HEDL L 1BMMETHD, ThT
#, 6.01+0.87 ug/ml, 9.01+0.70 zg/ml, 13.85+1.18
upg/ml, 16.82+1.40ug/ml TH o712y Cmax i3, &H

Table 3 Pharmacokinetic parameters of KW-1070 and AMK

(n=4)
o
3 AUC™
B Ty:(br) | G (ug/ml)| Ky (hr.”) [Kq(hr.™) Toax(hr.) | Cam(ug/ml) vd ()
S (zg.mlhr.)
n
KW-1070 | @ 1. 56 7.55 0. 4451 374 0. 647 4.9 15.0 14.9
100 mg | @ 1.81 5.87 0. 3834 5.48 0.522 4.47 18.3 14.2
KW-1070 | @ 2.10 11. 68 0. 3304 3.60 0. 730 8.34 18.9 32.1
200mg | @ 2.10 11.11 0. 3297 3.88 0. 694 8.09 19.7 30.8
KW-1070 | @ 2.29 16.22 0. 3023 5.48 0. 560 12.94 T 19.6 50.7
300mg | @ 2.36 15.21 0.2938 5.91 0.534 12.35 20.8 49.2
KW-1070 | @ 2.27 24.89 0. 3056 2.58 0.937 16. 48 18.2 71.8
400mg | @ 2.37 22.78 0.2927 2.64 0.937 15. 40 19.7 69.2
AMK (@ 1.87 6.50 0. 3697 8.25 0.394 537 16.1 16.8
100 mg | @ 1.89 6.37 0. 3676 11.88 0. 302 5.52 16.2 16.8
AMK* | @ 2.02 10. 23 0. 3438 4.87 0.586 7.78 21.0 27.7
200mg | @ 2.01 10. 66 0. 3440 4.49 0. 620 7.95 20.3 28.6
— i -

®0.1M PBS (pH 8.0), @ Moni-trol I
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Table 5 Overall clinical efficacy of KW-1070
in complicated U.T.I.

(200 mg x2/day x5 days)
Pyuria .
L Cleared |Decreased |[Unchanged, E;fncaqy on
Bacteriuria cteriuria
Eliminated 3 3 9 (81.8%)
Decreased
Replaced 1* 1 2(18.29%)
Unchanged
giﬁﬁﬁfy ON 14 (36. 4%)| 3 (27.3%) | 4 (36.4%) |Case total 11
Excellent 3(27.3%) Overall
effectiveness
[ Moderate 7(63.6%) rate
[ Poor (or Failed) | 1( 9.1%) 10/11 (90.9%)

* 100 mg X 2/day, ** Containing one case at a dose of
100 mg X 2/day

100mg HLEORAE, PPEMECHTV32, MBOBE
ciRWwIhd, RRLLERC LI SARLTV2, %
fo, MREFRVTh 2EMRIETH - 1o

B. EERAVKES

B x DFEGIY Table 4 iR+ +3bThb, UTI E
SPHEERECE A T 5 B E MM R RME 11 flOFE
KRERIZDOWTE Laicd OAt Table 5 ¢, E%) 3,
BRHT7H, EHIG LD, BHERLT 90.9% TH-
o TORMDSFITLEREHET, E%H36, B
100, &1L, RIFLRB %R LI, Table 6 13,
UTI bR O KBREFINC L2 FHRYRL
bDTHY, FIFE F5HO»T -7 LBEEMR
LEABIA VA BIFRRBEE R LTV 5,

Table 7 13, FF|OEAMBITIT S, KigM, m#EF

LA DMOBEB Y At b DT, fEH 17 T, Al-P A
145U0/1 ints 198U/ iw LR LTHs b, {BIZPEL LU
DT, FFICERTHLD0LBbN5,

B SA%h %, Table 8 lwRT &3 h T, £ 26k
th 23 ¥k, 88.5% MHELTWB, TDOARREYAB L,
E.col 5k, K.pneumoniae 2 ¥k, S.marcescens 2 ¥k
2T NTHE LTI D, Paeruginosa D 1FELHEEL
T\ubo BELICDIE, S.epidermidis 4 kb 28k &,
Corynebacterium 4 ¥k 1 #ETH - 1o

Bl E LTI, M Al-P 0 L8 1 SIS, %
B bhish ot

III. =% -3

AR PEIHT DWW TRH LR RE 25 &, 45 28 EIH
FLEREXELREOFE Y v RO 7 20 T 5 RE
T, AF O mAEREN, 300mg ¥ TSR
T BT~ T, ERFERVED ORI, Zhizbh
bhOF—2E X —KLTW5b, AMK L HEBI L8
4, 200mg #HETROPEFHICEINZLAL BDHS
higyas, 100mg 5 TI2, FFOA»EVWX5icE
bh%o

F7, Cmax b, WEFIMICIZEALENRL, &H
SROMIZAEHEMNED b, RPENRRITHA
LT, £#F& AMK &Tix, 100mg 5 D0H4, #
5 12 BREETELEVSTIWERE—KLTEHD,
200mg HEDOHAETH, FFOHH D, ERRHR
W DDA EEXL, AHK 300mg, 400mg HE5T
$, 100mg, 200mg HEDFE LIZERRTH » 7o

PEDZ &pb, RIRBECR\T, FH L AMK &
BIERCEU LB N FABERYRL, ¥, HEC
Lo TlHFORFILABHEEXED S Z LA LI,
LichinT, fEMICE->Ti%, 1 8 800mg BE % TD

Table 6 Overall clinical efficacy of KW-1070 classified by type of infection

Overall
No. of [Percent i
Group cases (of total) Excellent Moderate Poor $;ftic:;£)eness
1st group (Catheter indwelt) 2 (18.2%) 1 1 100
. 2nd group (Post prostatectomy) 0 ( 0%)
Single
) ) 3rd group (Upper U.T.L) 2* (18.2%) 2 100
infection
4th group (Lower U.T.l) 2 (18.2%) 1 1 50
Subtotal 6 (54.5%) 2 3 1 83.3
. S5th group (Catheter indwelt) 1 (9.1%) 1 100
Mixed
. . 6th group (No catheter indwelt) 4* (36.4%) 4 100
infection
Subtotal 5 (45.5%) 1 4 100
Total 11 ( 100%) 3 7 1 90.9 '

* Containing one case at a dose of 100 mgx2/day
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Table 7 Laboratory findings
o | | e | & [ Jb | A% | oo | TR | 05 | 8
No'p[a| Bl A [B|]Aa|B|a|B[aA|B[aA|B|A|B]|A]|B]aA
1| 481 | 454 | 7.300] 5,800 [40.4]38.9[12.7]12.4( 16 | 14 [ Lo |12 | 14 | 20 | 13 | 17 | 42| 40
2 | 378 | 341 |9,200]570 |34.0[30.6[11.2[100] 7| 5 |t1]os| 1| 7| 7|10] 5] 55
3 | 449 | 469 | 7,500| 4,900 |30.2[40.2[12.7]12.9] 6 | 6 |09 |08 |16 | 13| 7| 19| 59| o4
4 | 472|535 | 4,200 8,500 |44.0[45.8(147(153] 12 [ 11 |11 |09 | 14 |21 | 13| 11| 56| 65
5 | 399 | 381 | 5300 5400 |32.5(31.5] 9.9/ 95| 5| 7|09 |1o| 9|10 [12] 12106111
6 | 515|437 | 9,800] 8700 |42.1(38.6[13.6[123] 10| 5 |09]09| 12|13 |18 | 18| 75| 78
7 | 325 | 315 | 6,700] 4,100 |31.0|310(10.2|103| 11 [ 11 |05 |05 |17 |12 |1 | 8| 8| 5
8 |372|389 | 4,50 750 |34.8[35.3[1.6[1.3] 19 | 20 {11 |10 19 |18 | 12| 14 | 60| 65
9 | 388 | 386 | 3,400| 4,100 |38.4[38.2]12.2(12.4| 17 | 16 |13 | 15| 15 | 20 [ 18 | 18 | €3 | 66
10 | 363 | 306 | 6,000 4,500 |34.0[30.0|10.8| 9.4 15 | 12 09|09 |17 |13 |17 | 8| 78| 60
11 | 369 | 462 |10,000| 6,300 |33.0(37.2| 9.8|12.0] 19 | 21 |12 |13 |16 |16 [21 | 11| 91| &3
12 | 438 | 416 | 5,700( 5,100 |41.438.1[13.0{123| 18 | 13 |11 |09 | 13 | 15 | 22 | 21 | 62| 60 -
13 | 450 | 376 | 4,800| 4,400 |37.933.9|12.4|10.7| 18 | 18 [ 0.9 [0.9 | 24 | 8 | 17 | 14 | 89 | 100
14 | 358 | 381 |4,600] 4,800 |31.0|348[10.2]10.1| 11 | 10 |09 |11 |12 |{13]| 7| 8] 97| 7
15 1| 8|os|os|15 |11 |19 |12]| 7|5
16 | 400 | 362 | 4,500| 4,400 |35.2 340 |11.6{10.1| 16 | 17 |08 [0.8 | 20 | 17 | 19 | 13 | 85 | 86
17 | 469 | 488 | 8,600( 9,800 |42.443.1|14.1|14.2| 13 | 17 |12 |10 | 23 | 23 | 30 | 22 | 145 | 198
18 | 464 | 451 [12,600| 9,400 |40.7|38.8|13.5(12.5| 11 | 9 |09 |08 | 14 | 18 | 16 | 5| 85 | 80

B : Before, A: After

Table 8 Bacteriological response to KW-1070
Eradicated

Isolates No. of strains Persisted

E. coli

K. pneumoniae
K. oxytoca

P. mirabilis

P. rettgeri

S. marcescens
Acinetobacter
Citrobacter

P. aeruginosa
Coryne. sp.
a-Streptococcus
Enterococcus
S. epidermidis

w
wn

N I N L i N}
O R R o B I i )

[
0~

o
(=3}

Total 23 (88.5%) 3

WERSLTETHD, Thich OBEYRET 5T
HERLTWE EBbh3,

—7, KM icE T, UTI 3Eshepfmitieis
BETHIGERMENEIRBEREE 11 Ak 2646
Rix, 90.9% ELERTH-o7rch, T ILEGE A
WHZIZ, EEELBRENOPEEDEMNIED ~Ict

HEEZLND, ¥, B#ERINOEKDRY, THE
¥ETELDHTAS L, 1 HAR 200mg TiiELO,
BRI 2 THHE 100%, 400mg T EXR4, EXS,
&2 1 THEE 90%, 600mg TiiERH2, HH1, £
21 THYER 75% Lich, FHEOARMEMARIDHL
higwnl, FERRETERD L, Thth 0%, 40%,
50% L7y, BREROSVGHLPRLEVCEHEALTTC
ENbd b,

¥l AR OB T CeRRIc X 5, 7§ 2 EEG
FRAUEHEOREEED > B, AACB)-TIcL-TD
AARELEh, MOTEBERCERETHSAIEHBo
DT i, FFOWREACHRTHh, YKEERLBM
LTw5 KW-1070 BRZENEALOBRE1HLH
LM THb, Tihbb, Citrobacter, P.rettgeri, P.
morganii, P.inconstans, Serratia \Z 35\ Ti¥, &
FIRKZ > GM, AMK, dibekacin 1ot At %
Vo 7oL, AMK wxtLTix, Citrobacter, P.ret-
tgeri, P.morganti OfFtEMRII B DTV D
M, EGA IS d, S.marcescens 2 ¥EHH
LI EDDLED—IHRMAIDMRE XS,

HEBRVBDEN G, L EOBKDE, MEFEH
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HENSYE LT, &AL, 1 BAK 400~600mg = Chemotherapy 28 : 324~341, 1980
Lo TEDBIFERREY TTRALERL NS, 3) FHEEM, LW, AR, KGIEK £
b8 W E=F, MESHE  FWREMBRRBEC T
. BRTPSMMEIZ DT, 1M 1976~1978%F
1) #BEEKXLEREFLRE, FE v HO YA OANKIMR L 7 1 & 7 MW 4 To WRIE

I, KW-1070, 1980

26 : 1245~1261, 1980
2) K&, f:UTI EphwmEs (H2K),

BASIC AND CLINICAL STUDIES ON KW-1070
IN URINARY TRACT INFECTION

Kesut Okapa, Yasuuipe Murakami, Nosuo KawaMmura
and Masaakr OHKOsHI
Department of Urology, Tokai University, School of Medicine

Basic and clinical investigations were performed on a new aminoglycoside, KW-1070.

1) Serum levels and urinary recovery after intramuscular administration of KW-1070 (100, 200,
300 and 400 mg) were compared with those of amikacin (AMK) (100 and 200 mg) in four healthy
volunteers by crossover study. Pharmacokinetics of each drug was almost similar, and the half life
was about 2 hours. Dose-response in serum levels was shown in each drug. The serum levels
peaked to 16 uyg/ml one hour after administration of 400 mg of KW-1070. From these results, it
seemed that KW-1070 may be administered at a daily dose of 800 mg depending on case.

2) KW-1070 was administered intramuscularly to 18 patients with urinary tract infection at a daily
dose of 200, 400 and 600 mg for five days. Of 11 cases with chronic complicated urinary tract
infection evaluated on the basis of criteria by the U.T.I. study group, excellent response was seen
in 3, moderate in 7 and poor in 1. Effectiveness rate was 90.9% by this evaluation. Of 3 cases
with acute pyelonephritis and 2 cases with chronic cystitis, excellent response was seen in 3, moderate
in 1 and poor in 1 by doctor’s evaluation. Other two cases were not evaluated. The treatment
showed complete eradication of E.coli, K. pneumoniae and S.marcescens. Eradication rate of all 26
isolates was 88.5%. Abnormal clinical laboratory data were shown in one case with elevated Al-P.



