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BHETS IRER R GE 335 KW-1062 DR & [ K

ZSHREZ-EIFBE - M S
EXRET-AHER
PR KRR U R 255
(X : BHERER)

19714 13 Bt BE T3 (BR) BRI R RT COR S e i 7
17V avy PREEMETHS KW-1062 (Fig.1)
X Micromonospora sagamiensis \ X - CTEEI R 3,
ZTDPRHE A7 b 7 a1 Gentamicin (LAF GM 1),
‘Tobramycin, #:ff,d> Aminoglycoside RFAEWHE L A
B 77 ABHE, BERCRCREDIZRED, Kk
ARIRE, EWHE, Serratia, FiRkBRHEOWHE L
TELDTHALRZ L2ABREIR TV B, FfEko
73779 vy FRVAEWE L BN THIREERS
OB T 5 HBIEGC L REHRE LTWBY,

RES RF A EHE L RBERPECHERAL, TOEKS
REBRE TS L L ICETOERNRIFA LML 0 TR
ET 5,

I. £ ®# i

1. MfARE

BEAEER R BERA 3 flic KW-1062, 40mg #k
BEBROMPBERZIE Ui, WEHERXEREY v 7
A\, Bacillus subtilis ATCC 6633 2 BREE & L,
Eigdhizwci 1/15M, pH 7.2 o phosphate buffer %
R L,

iEE.3 Fig2, Table 1 i,

PRE 30 5 TFH 6.2 ug/ml ¥ —27%RL, 1
WM 5.2 wg/ml, 2 3.5 pg/ml, 4R 2.3 ug/
ml, 6MHITH 1.5ug/ml BB,

2. RepHEfEER

MPREZHE LIcR—RA TR P EER 2 JE L
Too BB EIXMARE & R TH 5,

k&% Fig.3, Table 2 iwFR7o

KW-1062 40 mg f5HEH 6 Bl % T F 73.9% @

BEtRER LI,
3. HEN
Fig.1 Chemical structure of KW-1062
OH
H;C
3 (0] H,N
H,CHN o CH:NHCH,
0 0
H,N NH.

R YIED S B Ut E. coli 94 %%, Ps. aeruginosa
21 ¥k, S.marcescens 83 fkicxt32 KW-1062 0%
R bR LER ke X b GM & HliE Ui,

kBT Figd, 5, 6 wRT,

Fig.2 Blood concentration after intramuscular
administration of 40 mg KW-1062

(ug/ml)
ar
6_
4
2-.
§0.95 Confidence limit
% i 2l AII 6 hrs

Table 1 Blood concentration after intra-
muscular administration of 40 mg

KW-1062
(ug/ml)
wlﬂ
1/2 1 2 4 6

Case ~__

No. 1 6.8| 5.7| 3.6| 2.5| 1.7

No. 2 54| 48| 3.5| 2.1| 1.3

No. 3 6.3 5.2| 35| 2.2| 1.4
Average 6.2| 5.2| 35| 2.3| 1.5

Fig.3 Urinary excretion after intramuscular
administration of 40 mg KW-1062

(%)

801

70 §0.95 Confidence limit _{_73'9
60+
50+
40r
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20 22.2

10+ I—i-]u.o
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~2 2~4 4~6
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Fig.4 Sensitivity distribution of clinical isolates of E.coli 94 strains 108/ml
%
100’—
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r — KW -1062
L —-—GM
2 038 07 1% 30 65 T % 50 100 >100
(ug/ml)
KW-1062| 1 4 5 38 24 11 8 1
GM 4 5 37 24 15 4 1
Fig.5 Sensitivity distribution of clinical isolates of Ps.aeruginosa
21 strains 108/ml
py
vl
100F
50+
I KW -1062
r ——GM A
L ./’ L
0 0.39 0.178 1.56 3.12 6.25 12.5 25 50 100 >100
(ug/ml)
KW -1062 | 5 1 3 6
GM 2 e 4 6

Table 2 Urinary excretion after intramuscular
administration of 40 mg KW-1062

(%)
Interval
~_hour 0~2 2~4 4~6 0~6
Case —
No. 1 44.7 22.3 12.7 79.7
No. 2 38.5 20. 2 10. 4 69.1
No. 3 38.9 24.2 9.8 72.9
Average 40.7 22.2 11.0 73.9

1) E.coli i35 H
4Bz LT KW-1062 & GM D J&Z % JIE Lo
KW-1062 Tit 0.2~>100 ug/ml o537 L £ D k5

1% 6.25~12.5 ug/ml AL Cic, —F, GM Tik
0.2~100 ug wifil, A% 3.12~6. 25 pg/mlfic
AL T (Fig. 4),

2) Pseudomonas aeruginosa Y.Xt3 5 R&FM:

Ps. aeruginosa 21 iz o\ Tl KW-1062 it 6. 25
~>100 pg/ml =43 45 L, 6.25 ug/ml 3 X OF >100
upg/ml v — 7 %3EH, GM Tt 3.12~>100 ug/ml
oML, 6.25 ug/ml 3 X8 >100 ug/ml we— 2
B 7 (Fig. 5), .

3) Serratia marcescens X3 BT

S. marcescens 83 HRiz o\ Tix, KW-1062 it 0.2
~>100 ug/ml wi3AEL, 3.12~6.25 ug/ml wFDE
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Table 3 Therapeutic effectiveness of KW-1062 in
. . Method of
Causative organism adm?nis()tra(:ion
No. Case Sex ( Diagnosis , /
. Age Underlying disease Dose | Times Davs
Before After (mg) day y
Pyelonephritis
1 |H. 5 66 |(after. of pharyngeal Ps. aeruginosa Ps. aeruginosa 40 2 4
tumor, BPH)
Pyelonephritis E.coli ..
2 M. H. 565 (after op. of BPH) Pro. morganii Pro.morganii 60 2 8
Entero. cloacae )
Pyelonephritis Klebsiella Klebsiella
8 I.F.572 (after op. of BPH) Pro. morganii Pro. rettgeri =0 2 3
Pro.rettgeri
Pyelonephritis
(coral stone (left) Str. faecalis .
4 I.K. 250 ureterocele) E.coli =) 40 2 4
(right)
Pyelonephritis Citrobact
(bladder tumor, after op. iirovacier Pro. morganii
5 I.K. 3552 of uretero-cutaneous g;o'az,‘;“;zz;la Pro. rettgeri 60 2 4
fistula (bilateral)) ) &
Pyelonephritis
6 |K.N. 242, (vesico-vaginal and E. coli (=) 60 2 6
vesico-rectal fistula) i
Pyelonephritis
7 |Y.K. 542| (after nephrolithotomy | S. marcescens S. marcescens 40 2 4
(right))
. Pyelonephritis Entero. cloacae l Pro. vettgeri
8 |Y.H. O7BE (after op. of BPH) K. pneumoniae \ K. pneumoniae 40 2 4
s K. pneumoniae .
Pyelonephritis K. pneumoniae
9 |A.M. 263 (neurogenic bladder g”;f:oé csl:;z;:e Ps. aeruginosa 40 2 4
hydronephrosis(bilateral)) 7 ree Pro. rettgeri
E. coli
Pyelonephritis Entero. cloacae
10 M.H.3875 (after op. of BPH) S. marcescens S.marcescens 40 2 6
Pyelonephritis
11 K. A. ¢51 (coral stone (left) S. marcescens S. marcescens 40 2 4
VUR (right))
Pyelonephritis .
12 H.M. ¢53| (vesicoremoval,uretero- %trég;(;ecalzs Entero. cloacae 40 2 5
cutaneous fistula) )
Pyelonephritis
13 |Y.N. 274 (urS;};{Z‘ixgigﬁ:‘: éﬁgval’ S. marcescens S. marcescens 40 2 5
fistula)
Pyelonephritis
14 |K.W. 939 (VUR,ureterovaginal gn;e;:éecslg;l;sae Pro.rettgeri 40 2 5
fistula (bilateral)) :
Pyelonephritis . . 60 2 4
15 M. T. 226 (hydronephrosis (left)) E. coli (=) 40 2 3
Chronic cystitis
16 |T.H. 560 (after op. of BPH) S. marcescens (=) 40 2 5
17 T 568 '( ftgrl}r:nic ?yslt,lettlﬁ al K. pneumoniae Ps. aeruginosa 60 9 4
T a ?ﬁnsor) r S. marcescens S. marcescens
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complicated urinary tract infections
Urine findings Sensitivit
y ..
Fever ; : Clinical
Turbidity | Protein RBC | WBC (disc method) Side | " res-
| ponse
B ‘ A j B [ A | B \ A | B j A [Before After| AKM| CER | ABPC| GM
= # |+ | M 5~6]C (23 + | — | + | — | —|#| - | +
4+ — | M| £ | 20 | 1~650~60 1~2| + | — ﬁ - ﬂi — +
it — - i
+ |+ | # | H |8 |10 C|C|+ |- || |Z H - +
— =1 -1 #
+ = H |+ Cc o c s+ | = BB ﬁ ﬁ - #
— = =
+ =l # | +]cle~3] clos| + | — | — | = | = | # | — +
A (R P
+ + | H |+ 10 10] C |o0o~30 + | — + = | = +
4+ | 4+ | + | — |5~6|5~620~30 5~101 £ - | H | = = # ]| - +
| |
| — == #
+ | - w ]+ lc }2o~30' c 2w~ + | — | T | Z ||| - +
— — —_ .H._
+ | 4+ | # | + l2~3|5~6| C 20~30 + | — ﬁ R +
A TN B O
S N B D O e e B B A B B B A B —
+ | — | &£ | — | 10 |3~4010~152~3| + | — | H | — | — | # | — +
+ |+ ||+ [s5~65~6  C | c |+ | = [ g WLy
+ | = | H |+ |10 10] cCcflo~2 + | — | H | = | =@ — +
+l+ |+ = = —lho~slo~1| + | = | | = || | = +
Ht — - i
o+ 0 5~6 C M|+ | — | — | — | — | # | - +
+ |+ | £ | £ |10 10 30~4o'3o~4o £ | — | H | - = #| - +
+ 4+ £ |+ |2 10 |s~6io~20 x| x| T T2 || - -
) B : Before, M : Many, A : After, C : Countless
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Fig.6 Sensitivity distribution of clinical isolates of S.marcescens

83 strains 108/ml

%
100

50

KW -1062

\\ —-—GM

0 Y ! . —
.2 0.39 0.78 1.56 3.13 6.25 12.5 25 50 100 >100
(pug/ml)
KW -1062| 1 1 2 15 18 26 14 2 3 1
GM 1 1 2 12 12 40 14

— 2 %BDI, —F, GM Tix 0.2~25 ug/ml o345
L 6.25 ug/ml v — 2 %t (Fig. 6),
II. EE B 89 #&% &

1. W&EE

FBFN 50 €£ 9 A X b BRAN 51 4E 10 B ¥ TREFKREE
RN BREMRBBANAR LI cBES, A0HERXED
75 o T HE TR R B RE YUERE 17 PIe i Lico SFFlmT
26 %~T8 T, BB, wWB8HTHoTco Tl 17 Flh
EAT7 2B 16 AePBEHI F—FANEIR T,

2. ®BEHEK

1H 80~120mg % 2 ErFHLHEH 5 L .
BEAHIT 3~6 B CRESEIL 240~720mg TH -
<o

3. FERIRBUE

BRI E IR D YUHBETHEA LT HKRO X
5 I FEHE TN 5 oo

() BEERS IOMEAFTREN L icHERL
Ted Do

B (+) ¢ BEERD D WRMENFTROWTFha
HER DD Do

&) (—) : ARERS XOMENAT R & b eidiEy
Bl olehH Do

Eapf AL Table 3 iR

17 iR 1 61, B%) 14 6, &% 2 FlcHE4X 88.2
% DREFREBI,

wiT 2~3 DFEFC2WTEDREBEIERT 50

sz No. 1 3 Table3, Fig. 7Rt EED, 665,
BOREERC CHARC CFEMET % CER 3g/day
BERREES X ORSE R LLRZE, wizRIEX

ECTEBREADDPEIT - T Ar2HITL, K
%I 80mg % BI 4 i 4rEl 4 ARG Lico RBIH S 3 H
BXbhT&L, RbamREd HETERTH - e
5% 2~3 a/FLELIBA LI, L LESHIED
Bt Ps.aeruginosa>105/ml 138 5.4 & 7o R ERH
TeHER EHE LICERATH 5o

#5310 BUN, —Riic RELTRD L 5 2D,
#E37 GOT 33, GOT 57 Karmen U, Al-P 2.8mMU.
5% GOT 67, GPT 135, Al-P4.1 w ERL&EL
#% 18w GOT 28, GPT 40, Al-P2.0 &= TFREL
o

%6 No. 4 i3 Table 3, Fig.8 i3 &% b,508%,
7T, BV vREA, EREKBCTETREOFN
# SBPC 6g #y5+h 6 H Hic 38°C ofe#k ki LIR$
BMREHFRD lefcdAK 80mg ¥ Fwc5EIL 4 B
Brh5ll, REBEI2BBEX YV TEEAEXSLIBELD

Fig.7 Case No.1 H.S. 665, Pyelonephritis
(BPH and after operation of pharyngeal tumor)

(c)) CER 2g/day KW-1062  40mgX2/day

© 40F

2 a9t

£

g

& -

& 37 N it Ny Al "2 b i b

36 L LT T
Under indwelling catheter
WBCin urine Num%errous 25’53 F
*
Urine culture Ps. acruginosa >10°/ml Ps. acruginosa >10" 'ml
* *

L RBC(x10") 359 369
&
;E WBC 11400 6100
& t(”,) 34 34.6
[ BUN(mg dl) 22 10
2 [GoTK.U) 33 67
S[GPT(K.U) 57 125
S[AI-P(mMUJ 2.8 41
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R E oo ERIRPAMBKRDG 5% 4~5 2/Fic Fig.10 Laboratory findings
WAL, BERiO RS Strept. faecalis>10%/ml, E. coli 92000+
>105/ml % pabEfb LES) L RO FEF T, BUN, —i (mg/dl)
Beiln, FFHEE L b B S AT R DT > Foo  20000r 40r
£ No. 10 |3 Table 3, Fig.9 wxR$T&:¥b, 75 18000}
%, BT, BIBRIEXER% CBPC #h5digs LicH 160001- 30k
Egﬁé’@ Al 80mg #HH/wHEIL 6 HiERG L
. RFEMEREATHS E b SRS, REkcgsy  14000F
Enterobacter cloacae>10%/ml ¥s X O° S. marcescens> 12000 201
105/ml 2B, 5% TH S. marcescens>105/ml W 10000
Too FRoRBGH ¥ ERT 37.8°C B EH WL SAT
Font, 87.0~37.2°C of#iieE X AL HE LciER 8000 107
Th%o BUN, —ihii, FFEBESIIRELRDIEN o0l |
1 —
1 L 1 1
4. Bl e H Before After Before After
17 Bk 12 flieo\T BUN, —fim, FFEEOE WBC ‘ ‘ BUN -
By% @~ t (Fig.l0, Table 4),
AFIOBIWER & Bhh b EONT M, 5 1eht, REEE €.0) K.U)
’ 800
Fig. 8 Case No.4 I.K. 50¢, Pyelonephritis SOOAMW E
(Left renal calculus and after operation of "
- right ureterocele) 300
C 4([)“ SBPC 6g,day l KW -1062 40mgX2»’dayT 300; 120
¥ 106+ 100}
E 38 .
& F 801 80
36 :
Under indwelling catheter 60 - 60 -
WBC in' urine Numfrous 4§5/F -
Urine culture Strept. faecalis >10°/m} (=) 40 - . 40
' E. coli >10°/ml ¥
= = 20t a0}
o [HE(9 v 35.8 35.9: '
2 {BUN(mgdl 20 18 L 1 ¢ 1 |
£ (G:I_:ill;; :3 ;g Before After Before After
im FlmMU) T8 ) - T8 S—GOT ; S—GPT ™

Fig.9 Case No.10.M.H. 753, Pyelonephritis
(after operation of BPH)
39k

KW-1062  40mg <2 day l
381 - )
BTMVM“?M__,_________.__

i ' o #
Under indwelling catheter

< |cB
pe
6, day

Temperature

WBCin urime[* Numerous * Numerous Numerous

Enterobac. cloacac >10" ml S. marcescens >10°, ml

Urine culture

% S. marcescens >10° ‘ml = #®
TR ) 321
g 9500 9300
t 35 32.3
2 [BUN(mg I 19 ] 18
< [GOTK.U. . 3 13
= _|GPTX.U.» 16 ) 15

BbhbEMAN 3HED bhi,

E® 1 $#5373 ¢ GOT 33Karmen U, GPT 57
Karmen U., Al-P 2.8mMU., } 2o ERYRL, &5
# GOT 67 Karmen U, GPT 135 Karmen U, Al-P*
4.1mMU @R L, 188 GOT. 28, GPT 40,
Al-P 2.0 FREL I, v

EF 2 AFIFL5A LY. GOT, GPT, Al-P oEfEs

b B LRIM 47, 82, 9.5 THEHAS 41, 90, 8. 2
1%")7\-0

EF 16 FAE&HHES T 58T GOT 508 KarmenU.,
GPT 803 Karmen U., AI-P 10.4mMU., ©*y L ¥ 23,24
mg/dl (E# 2.9mg/dl) », AFF1H 80mg 5 HMH
$rE4% GOT 292, GPT 317, Al-P 7.5, ¥y L ¥ v 2.50
?\-TE& L"’Lo E
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Table 4 Laboratory findings

| mc weC | me(%) |moa) | SN | S0 | vy | mM U
Before | After | B A BlA B'A B\A BiA B| A| B| A

1 [359% 104369x 10¢ 11,400 | 6,100 | 34 | 34.6| 11.4 11.51 22 10 33 67 57 135 2.8 4.1

2 1365|420 21,600 | 7,300 | 35.7 40.8 12.2 13.9 17| 9 47| 41 82 90 9.5 8.2

3 382|403 8,000 | 8,200 |36.7 37.8 12.7/13.1] 15 16 16 20 14 24 1.5 2.1

4 406 406 8,100 | 7,000 | 35.835.9 12.2 123 20 18 13 13 10 20 1.8 18

5 273|293 11,400 | 8,000 | 25.5 26.7| 8.6/ 9.0 18 12 22 26 20 18 2.5 2.5

8 484  |469 11,000 | 6,200 | 36.9 35.2/ 11.2/ 10.9, 16 21 20 38 18 25

9 I287  [300 7,900 | 7,600 | 26.2 8.5 12 8 20 31 18 28

10 [352 321 9,500 | 9,300 |35 [32.311.7/10.8 19 18 8 13 16 15

11 22 411 12,200 | 5,900 | 36.7) 36.0 12.6{ 12.0, 14 17 12 17 10 9

14 327 364 7,800 | 8,200 | 31.9 35.6 10.4/ 10.8 6 9 3 30 45 30

15 291  [353 5,500 | 5,000 | 25.5/20.9 9.4 9.9 10 15 25 20 20 14

16 |78 413 9,500 | 9,600 | 36.9 31.8 11.8 10.1] 9| 11 508 zgzg 803} 317, 10.4 7.5

B : Before, A : After

F o AKI G CHERE, BIEZofbo B REEREFL
FIEBNIERDIh » 1o
1. # ®

A, FEAENYEOMBIIATELL, Tthiet
70 o CRERFIHE & LT Y b TE 1o Ps. aerugi-
nosa, Serratia 75 ¥ D LHFIMHEE D HhnHR 230D 5
B, ThboMEEcx LA siiAmE & LTk
3’, 4 -Dideoxykanamycin B (L\F DKB)®», Tobramy-
cin®, GM%, Amikacin® ZU»ED bl

4, HFIREE T R BRI R ChHE S hicH 7
37279 2oy FREEHWETH S KW-1062 i3 Genta-
micin @ Cy, @ 6'-N & 2 F A ENE A X b
EXFEDL, FORBEARZ PAIXGM LEKE, 77 25
MES OGRS, BHE, €557, MARELED
7 ABERECEVWCIENIER T, X bREMmcX
B4 ottt GM, Tobramycin X b &k, i
HVERAE RS Y OB TR EORVWEEXMbh
TWwbY, T T 23 EHALEREEEFEAAIR
REFEY v AV ATHERNESh, HIEHOWTL
BED, WIBEE, 57, KRBV TR, KK
B OWTTE TR JOESL, BV TIER,
IHRBHEECOVWTIRRE, ERHECOVTIKE
LOERCL Y LEEBERORENETF IhBEIH
Vo

FED OB EYERLUERERYITRI L LD,

FHCRBRRBRYECAFZFEHL, TOPREXRHEL
7o
1. MmhRE

HHEDBE TR EEERA D MARE  — 2 X HE%30

Swedbh, 40mg FEREOFEE, 1% Standard i@
LCHIE L 17 ik 3.9+1. 6 ug/ml &b b, Buffer
% Standard HIE L7z 19 F Tl 6.4+£2.5 pg/ml @
e, FOHOFHETEREN 105K 2.811.3 ugf
ml, 5.1+0.9 ug/ml, 284 1.6+0.6 ug/ml, 3.6+
1.0 ug/ml, 4B5f 0.7+0.6 pug/ml, 2.4+0.9 pg/ml,

6B cd 0.3+0.3 pug/ml X 1.6+0.9 ug/ml B
¥, 60mg D 5~7 BIFEETIL 304 5.6+£0.4
ug/ml, 1E5R) 6.3+4.0 ug/ml, 2F5f 3.5+2.2 ug/
4B5R 2.3+1. 2 pg/ml, 6BERITH 1.1+0.1ug/
ml Th b, 80mg FHERFD 12 FIFFH T 30 4 10.6+
2.9 ug/ml, 1B%f9 9.5+1.7 ug/ml, 28R 6.6+1.9
ug/ml, 4B5R 4.3+1.3 pg/ml, 6BFR 2.9+1.4ug/
ml ZH T\ 5, Fio GM L &F|& D Cross over &k
5 4~T7 FlopE Tk 40mg 1EGERFEERCEY
DT,

FL7EE D B Tix Cross over (34T » T\ e\ A3, Buffer
% standard HIE L1 40 mg FHERKO Y — 21X 3045
#Hichh 6.2ug/ml L 2EFHLZEF—HLICEKT,
6 BRI TH 1.5 ug/ml DT\ 5o F IR EMNBLICRE
Lo 7 S 779 2>y FROPUEFE HETS &,
GM DOfFERD Y — 2 6.8 ug/mlb X b LK B D Bk
<% b ¥} Tobramycin 80 mg D — 27 6.1ug/
ml® L 2ITABE, * 1 Amikacin 100 mg # TR0
¥—27 6.5ug/ml® Li3IFERBETH 70

2. RepdRtR

RehgEt Rz FEO ST X B L, 665 ¥ Tobkt
R 40 mg RO 27 FICiL 75.5+£11.3%, 760
mg @ 8 FITix 76.2+7.3%, 80 mg HiERFD 6 flTIL

ml,
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70.91+9.7% TH ot

L&D 40mg 1BEIFHERORKD 6 R E TPl
73.9% L, HERWROFHE-HLIMETD -7

3. BEN

IREERRYSESBE E. coli 94 ¥k, Ps. aeruginosa 21 #
S. marcescens 83 gric 35 KW-1062 o &3zt % 108/
ml1 H&HF##EC T GM & Higa Ui,

E.coli o o\Tit 0.2~>100 pug/ml 3L E D
KL 6.25~12.5 pg/ml wHAHL GMic kL 1%
BEL > RETH oo REDOHEF T3 1.56 ug/ml
Y- 72 BDHEORKI Y 2FRB T Ch T D,
GM ¥ X U'AH|, Tobramycin »UIFFBE T 1. 56ug/
ml iz, DKB 3% 3.12 ug/ml iz, Amikacin % 25 ug/
ml ¥ — 27 %BDBHEREL T 5,

Ps. aeruginosa =2\ ~Tix 6.25~>100 pug/ml =43
il 6.25 ug/ml 3 X 0% >100 ug/ml iz 2 & D —
7 %ED, GM L ZIFRABE TH 5T

FE D ik Tobramycin A% 0.78 ug/ml iz, DKB
A 1.56 ug/ml 1z, GM ¥ XOAHFA 3.12 ug/ml iz,
Amikacin % 6.25 ug/ml B F D — 2 DT\ 5,

S. marcescens O\ Tik 6.2~>100 pg/ml 534

Table 5 Clinical effect of KW-1062 according
to organisms

L 3.12~6.25 ug/ml cx v — 2 ##A», GM oxh
LIBEFABETH -1

FEEDOEHTIE1.56 ug/mlic F D — 7 8D, bh
bR L b 2R B\ T, GM, DKB, Tobramycin
&L DT GM L i2iFAEE, DKB L T4 EHR
FHDFH A ETh Tk, Tobramycin & TiX 1~2 &
AHOF T EREBRETH 5o

4. EEIR{E A B

KW-1062 o REBEHERIC 1T 5 R BEHFRITT T
# 23 B AMLFREFEFAAITBETE Y v HY
Y AT 17 BN DT — 2 E—IE L THRENHE L T
W5,

Fhic X b & 237 Gl Lg% 83 4, B%h92 HIT
HHR 73.8% Thotco £D 5 bEBRBLAIER
7 o T IEGITIE 184 B3 %) 50 B, H%) 76 BITHA)
K 68.5%, EFE 27.2% Thots

HoED S HHER M » oM o R RYIE T T 51
FRRL 17 Pl L, ER 16, FEh14 060, &E2
BICHZR 88.2%, HEHEK 5.9% T, AYETILE
HHIDVBORBETH olco LOHLEDGRNRE LD TE
Motedit 17 Fld 16 FhCf] H DO TRECHIE »
F—FARBBEINRTW kD EBbhb,

FKRBHTEKRBHD 15 ANFEBLTLTD 5L 14

Organisms |\ “mPer| 4 + — BER, 13 GIDVER), 1MIDMEST, 2 MIABs T
. R, EHVE LHITH -7
Ps. aeruginosa 1 1 N .
E. coli 9 9 Wi K EIEED R Y 2D L Table 5 w/R3 X5
S. marcescens 4 4 W Ps. aeruginosa 1%, E.coli 2 #l, S. marcescens 4
Mixed inf. 10 1 7 2 BT efET, BARRIOATIEY 16, 587
B, BE2HITHlco FhBMDOIRIROEH TIZS
Total 7 | 1 | 14 ‘ 2 i SRS
i F ABEMED 5 B Staph. epidermidis, 7" 5 nEHET
Table 6 Influence of KW-1062 on organisms
Before treat.|After treat. (No. of organism)| . Super infection N
Organisms (No. of Dlsappsar rate (Ncg of organism
organism) | Unchanged ‘ Disappeared (%) after treat.)
E. coli 6 0 6 100
Klebsiella 4 3 ! 1 25
Ps. aeruginosa 2 1 i 1 50
Enterobacter 5 0 5 100 1
cloacae
Pro. morganii 3 2 1 33.3
Pro.rettgeri 1 1 0 0 4
S. marcescens 8 5 3 37.5
Citrobacter 1 0 1 100
Str. faecalis 2 0 2 100
Total 32 12 20 62.5 7
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1% E.coli, Proteus J&D 5% mirabilis, rettgeri,
inconstans s L 0% Klebsiella BB\ EHERYRL,
2% Ps. aeruginosa 2o\ Tik 65.2%, S. marcescens
Tid 68.8% DEWERELREL T\ 5,

R EEKEOHEB I D\ Tix Table 6 /R X 5
ww E. coli 6#k, Enterobacter 5k, Citrobacter 1
¥k, Strept. faecalis 2T X THEL TR LD
il Ps. aeruginosa 2 ¥RTIX 18k, S. marcescens 8
BTk 3R ThZh AL TR 32 #ko HERX
62.5% Tholo Tl TREE LTHLCHBELALE
¥ETiL Ps. aeruginosa p52 ¥k, Enterobacter 1Ff,
Proteus rettgeri ABRDETHREDAHZTH 570

5 ElfF A

BB EERC WL 17 Sl LR T<Ed
DITEDIEH 5120

LU 17 Bl 12 BlicfllE L e il o — i
M1, BUN, FFEDOWEM T, 3flic GOT, GPT, Al-P
DREMEEDI, Tihbb, WTFhbE5iicsd R
BRI U TR S, o kR LIEA 16,
BEBRIRIERA U TH » IERAMN 16, BHEETRELC
FEANR L BITH olco LB LEROHETIZ 4 1%
BEOBIEA M REIR TR Y~ EETILEND
Bo ER-ZAROHEE T 566 it 56 61 (9 9. %) WEIfE
Ar@EIh TR, FMPFHRETE 1.1%, BT 3.4
% EOBENIR TV 5B,

FICREOREOER TILAF O F 7 #413 Paromo-
mycin, GM, DKB % X b §5<, Tobramycin REE T
Amikacin, Aminodeoxykanamycin (AKM), Kanamy-
cin (KM), Streptomycin X b E#|EI LT
Y, EFlkEoes Ty F OERTRAF RGN
1% GM, Tobramycin X b§§< AKM, DKB, KM, Am-
ikacin L RBELHEI R TS,

D EDRERIEROTRIBENET s 7 7Y 2> 9 YRIT
AH L BT, BEl, SMNAEROBIER R
CEERPECH L UL I ORBESELYHEL THRL
LTHETED L) midbhbhERER L > TEdD
DTHERUEORVEFEEL D,

IV. #& B .

1. mrREE  EEERA 3 flic KW-1062 40 mg ik
BEROMFBEDE— 71 30 SHEdhh, ¥ 6.2
ug/ml T, 6EERIETH 1.5 ug/ml b tc,

2. RePBEER  meRRERE L FE AT 40 mg §
B 6 B ¥ TP 73.9% okt R %151,

3. VWD EEIK4HE E. coli 94 ¥k, Ps. aeruginosa
21 ¥k, S.marcescens 83 BRicxf3 % A#| o MIC % GM
& R Ui, :

E.coli Tix k45 6.25~12.5 ug/ml 4L 1%
BGMoHrT Eh Tt

Ps. aeruginosa Ti¥ 6.25 X8 >100 ug/ml & v
— 2% BOFAHNITRABRETH - 7o

S. marcescens THHH L D 6.25 ug/ml 1w — 2%
Eiooy

4. FEIRGFFIRGE 17010 8HE e R B R L
B 100, B5h14 6, &L 2 OITHLIEK88.2% THo
o

5. BIfEA 17Hc R Liri TR EEE A2 R0 7
M otee Eio 17 FldhHlE L 12 flo—igd, BUN
FFisEE D RS+, 3 Ho GOT, GPT, Al-P o #5381k
DEREMEYRL, BEBEIOERALUERN, RUTH
S THER, TFREUICEGNE 2 1513058 b,

X 3

1) # 23 HARLEFEFEHARLRBE, FE
vV Ry AT, KW-1062, 1976

2) AMEKR, =HAE, FEEE LEAERSE: R
MR+ %5 DKB 05, Chemotherapy
22 : 933~942, 1974

3) =HRE, FE=, BHIEKR : HERRBER
FE X35 Tobramycin D & fEHK, Chemo~
therapy 23 : 1297~1304, 1975

4) AEER, BEHEX, ERORX, KAk 18 EHR
W, EEA, MR IR WRABBHERC TS
Gentamicin D5 H, Chemotherapy 15 : 401~
407, 1967

5 Z=H®RE, HSW, RSl A3 85
PR B RRSFE e w35 Amikacin (BB-K8) o #:
By, ERIRMBF%E, Jap.]. Antibiotics 30 : 215
~222, 1977
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INFECTIONS

Tosuiniko Mrira, Axkio Fuyu, Nosuo KaTaoka,
Masayukr SucimoTo, Jojr Ismicamr
Department of Urology, Kobe University, School of Medicine
(Director : Prof. J.ISHIGAMI)

. 1. Blood concentration

The peak blood concentration in 3 healthy voluteers was 6.2 pg/ml 30 minutes after an intramuscular
injection of 40 mg of KW-1062, and the level was still 1.5 u#g/ml after 6 hours.

2. Urinary excretion '

Urihary excretion of KW-1062 over following 6 hour period after administration was 73.9%.

3. Antibacterial activity .
~ The MIC values of KW-1062 against E. coli (94 strains), Ps.aeruginosa (21 strains) and S.marcescens
(83 strains) were compared with those of Gentamicin. The MIC of KW-1062 against E.coli ranged
from 6.25 to 12.5 ug/ml, and the activity of Gentamicin was twice as high as that of KW-1062. The
peaks of the MIC of KW-1062 against Ps.aeruginosa were 6.25 ug/ml and >100 #g/ml, and those of
Gentamicin were similar to them. The peak of the MIC of KW-1062 against S.marcescens was 6.25
ug/ml, and that of Gentamicin was similar.

4. Clinical trials., )

Of 17 cases of complicated urinary tract infections treated with KW-1062, 1 case was observed
excellent in response, 14 cases good, and 2 cases poor. The effective rate was 88.2%.

5. Side effects

No serious side effects were observed. No noteworthy side effects were observed in 17 cases treated
with KW-1062. Of 17 cases, 12 cases could be examined as to general hematometry, BUN and
hepatic functions. GOT, GPT and Al-P values had been abnormal already before administration in 3
cases of them. After administration, these values further increased, remained as they had been, and
-decreased in one case, respectively.



