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Fig. 1 iR oM s X O BKH ORIBEZEL
BRLICHS, M TR AP 30 4 {E 50. 8 ug/ml i
Hb, FEATIE1ELES 6ug/mlice— 2723380 b
bo 1HRMED MR 50.3ug/ml LILETH &,
H 1R OREK/ S 7.1% TH Do FEFHY IR
EETZ, mECLLTHEKOFIRETHL D, 4
BERMECY 2.3ug/ml OFKNBENRRDLR, ZORD
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Fig. 1 Concentration of KW-1062 in serum and

aqueous humor. Rabbit 10 mg/kg i.m.
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Fig. 2 Concentration of KW-1062 in serum and
aqueous humor. Rabbit 15 mg subconjunc-
tival injection
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Table 1 Concentration of KW-1062 in serum
and aqueous humor. Human 40mg i. m.

Name Age&Sex | Weight | Tir.ne A}:IJI;ZL;S i Serum
| | (kg) ' (hrs) (ug/ml) | (ug/ml)
S.N. [17|M| 50 | 1| trace 2.2
M.T. |74 M| 445 1 | trace 4.2
M.A. 23| F 485 1 L2 | 4.2
Y.Y. |66 F| 68.5 | 1 | trace | 7.7
S.M. |63/ M, 54 ' 1 | trace . 3.3
H.S. |82 M| 53 | 2 trace | 3.2
S.Y. |72 M| 74 5 2 0.7 ;34
A.K. |63 | F 42 l 2 trace | 2.5
M.A. |22 M| 59.5 i 2 trace 2.3
M.T. |74 M| 50 | 3 trace 2.5
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Table 2 Clinical results of KW 1062

N S A | . - teri ical ' " Durat Res- leiq. -,
No. | Case iAge% Sexi Diagnosis ! B :;;Irlligl:tgié;a Daily dose and method (Lél:;:)m poiig ;S:‘dffﬁeq
i i
1/F.M.| 69| M *; ;‘}gegg‘r‘g‘e‘e Negative 40mg i.m. 4 [ Good 1 —
T —— —‘l o o ] L ) |
2 |T.M.!| 32 | F | Blepharitis | Staphylococcus 40mg i.m. \; 3 Good ‘) —
3 [M.M.| 19 | M | Blepharitis Staph. epidermidis |40mg i.m ‘\ 6  Good [ —
‘ i \
sls.u.|ss | p | Acute Negati 40 1| Good |
Ce | dacryocystitis| 1 cgative mg 1.m | | 00 | -
U | e !
Subacute Staph. epidermidis . . ]
5|K.H. 46 | F dacryocystitis| —a-Streptococcus 0.82 solution (perfusion) 7 Fair ‘ —
6|Y.K.| 58| M Eelsgzncsorneae Negative 40mg i.m. 4 i Good —_
Ulcus corneae : i | '
7M. F.[60 M serpens G(+) bacillus 40mg i.m. 4 ‘ Good ]‘ —
SN S O O S E— I -
8I!T.M.|50 | M Eéﬁ;:ncsorneae Negative 40mg i. m. 6 Good —
I o 1 Ulcus corneae . . ... |40mg o | | o
9 T.M.| 55 ' M serpens Staph. epidermidis 0. 8/ solutlon (eye drops) 9 Good —
T ] 40mg i.m. T
10 T.Y.| 32 | M| Uleus corneae) g yeocci 10mg subconj. injection 5 | Good —
b fsereems o T 1087 solution (eye drops)| A
| i Numbness
l . | lof upper
; Uleus ¢ 80mg i.m. | 1imbs
11 K. T.| 53| M. us Corneae arorganella 10mg subconj. injection 10 | Good Localized
serpens 0.8% solution (eye drops) | ‘con]unc-
i ! ‘tlval dege-
! o L | neratlon

SO KPR O EEIE 19. 8ug/ml O ¥ — 2 %R L,
Z O DIM IR 30.6ug/ml L IhEsT A &, FHK/ (M
B 64.7% Lich, i, ARRIETHHARNIRE
1% 10.3pg/ml & FWBEERHERF L T\ %,

3) HAMNESCX B e FEARABT

BAfER X O o fHEEE Ofinc KW-1062 40
mg % 1[EFHEL, FMRORIEK»D, v FEKA
~DHFTH H iz (Table 1), IMFREXEFIELDE
DK E L, FKUEET 1R RE, 2 BERME T 2ug/ml,
0.7ug/ml % ZFHFh 1 GIERD fefid 37X T trace TH
Py e

II. BB K R #&

RRMER O PR L, AFEE5 L, HBROE
CDEBE Ui, WEEIECHETH B, LEHIT
AR, TR, R XOEBTIESE LTS L fE
PRI RS2 1 6, REEK2 6, B> %206, 4
FHABERIE 6 FloH 1141TH 5 (Table 2), £ FIHIE
BEYTR-eh, EERETELORTHTH -7
BIEHEERCN UTAFIR#ER T HEE, 4D

SENICHh 5T

SEG IR T, RAER R L, RO
& i\ e, 1 H 40mg o KW-1062 %1 L T
fobt, HEBHELT, 4HBRRBEOWEOZLT
B Lo EB 2, 3 (RARARZ CIRAR O R & FRPERDY
B, AFIGECT, ER O Hk N Abhi, EH 4
i, AR5 5T, BESEL, BASELNLTH -
ktb,ﬂﬁﬂ%b,xﬁ@%ﬁ%ﬁmotkub,&
D5 MEEOBREE D Z L THE Lo RIS IXED 5
wKxﬁ@m% mﬁ%%@L,Smm @Mwmﬁs
<Dmxb,%ﬁﬂﬁ}u&6ht#,7EE@ME&
#C, a-Streptococcus R LICicdERYE Ui, IE
Bl 6~11 L ETHAREE Th Do fEM6~81%, W
b ARSI O MR, 815 N SEMIR R D T
2, Wh b A 40mg DFTERT, 4~6 HTHREL
foo FEGI O WEEDAMIE, AHID 0.8% WAREZ 1 H 4

ElfF e\, EEXBEBERERER, 9 HTHELC, fEHI10
ik, SIEofiic, AF 10mg OREBTES & 1778
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W, BB O SR BT, JEFI 1113 5 AR T ~ AN AYE
AN 5 DEE A B B B EfT I ABEE S L TE
D, WERIOLENIERE, ABROTFEREE L,
fOEEICB S X ORTHESERA bR, AEEE
W BRI T Morganella H\BiH & hotc, KW-1062
40mg % 1 H 2 EE, 10mg OB TEFB LT 0.8
%L LTOSMEHHL, HhbR®T, AT7TrA FOK
PRI 21T 78 » oo TRSEBARAT 5 B A TR BN
4L, AFEEHOBEM,AA LI, KT L TOIARA
BHTHoteo LdL, EEZDS ORREEEY b
BB EMO—E—EX L LI,

FEF 1~10 1272 A B OEIER & Z b vieds o e’ fiE
G111 TRFHERTEN D, LHEOLOhEEFL
TR BT EREE A R S, TR AFIFE
LHEBIRICH B ORI TH AL, —IhE BT,

Fie, RUAC, EEBE TR —3T 52 MHEN
AZbhiz, Ticbhb, HEHMO RSB RBOE
TR 2L, MBRITEEME T ©, LPRamk E Toific
FEBLMAANRIML TWB0RREDd bl LnL, BE
LW HERERL, MELEORIEDL & bR s
oo AT OB TS ORI X 2B E LD b,
FA {05 R O BREE LR — A 15mg (# 0. 4ml) % 7 HH
FERBFIEST L, ABIR o 4 A REE KSR T IS0 & 1
L Thic, WIBMIXAFIRGEAE, BE, Fd,
e ey B U, Ak NP R Y kT
DR L, ESHROEEE RS T T, &
JERT IR e ot Bp AHRICIE, BEBRMBIIERC

1. # ®

KW-1062 13, HILLFERIh T 377V avy ¥
HUAEFITT FURERIZI LD ET5 75 ABkR X 0%
I, BHRE, 757, MAREEZILD LTRSS
AEMRECHE NIRRT E S h, Bk, BRI
GM LI LTRETHH L IhTWwB,

TRHE IR O BGUE I 5 FUAEME OIS, IR
AL S BAATHBH, T LUAAKE, BADOEY
Wt T A GESHETH Y, TORBELELT, HEWE
DORIEAABTIER IS, AFERLT I /777) =
vy FRVUEWHEZRRCHIELT, BRABTERIC
FRII L OB DD, FOFEK/MELEHRD L, K
51k Amikacin (AMK) 20mg/kg #HTECiXBE K
RO — 27D 2 BEET 24.06%, =EbYix AMK
40mg/kg #TET 1 KREE 19.0%, ¥ 7c DKB ® 10mg/
kg DT LM (E13.8% & L TWw B, KW-1062
» 10mg/kg FETIEHKBEE O v — 7 O 1K H
EOFEK/MEL7.1% TH Y, HETH5 X5 Th

Z)o
e AREFHCER L IcEKA D Ace P DA
DFEKABITE, A# 40mg ot 0.7, 1.2ug/
ml #FhZh 1 fF0HR5HUNTT trace DBEITL
hH b, 40mg OFHEANFEEET TR, BE, R’RA
B LTI ARG e Bbh s, RAkDZ &
12, DKBIE oW TZE b BNTWAEY, 2ok, 4
BOBETEWITEABITRE L, RIGHORTHENRE
DHEREAE B I D BT 5, BB CIi T 7nbh 5 75,
KW-1062 3R BICHSE TS Licha, dikEN 30 &4
filic 19.8ug/ml ¥ — 2 &, 4KRHfETS 10.3ug/ml
DEEE OHFEN B DR D, =EH, KAEML, FRTE
ST WEBHEAD &ML LT, KCHELT, &k
BTARY, BEEMETRVLZEELTWAL, KW-1062
BEHERE, b MCEBCHI TR LSS, K, Tl
TR EDRFREBEZBRETH Y, EH 10 OEHEET
RS B LR B TnZo by L, EF 11
TIL, WEOBMLRALRTE Y, Riichic hASET
EHEERITI S BaE, HRERE B LE L Bbhad, /it
B, 0.8% Wik LToABRTX, &M, FIME
WEAD I 5o
AF A R R WCICERR G 11 B, BERABL X
bhiclflienrX, o 10 T XTHEYT, 4
1 90.9% L RWIERIE LRI
IV. # B3
KW-1062 % K RiC B 5- L 135 & DR BT IREL R,
10mg/kg DFFET, T 3. 6ug/ml (1WfifE), 15mg
LSBT RSO 19. 8 ug/ml (30 HE) ThHh ot HE
WEEBZC T 5 s, 40mg OFFELT T
X, MERCKRSEAEBREOBTLAELRT, 40
mg TRARELEbNS,
KW-1062 o REy Az, 11 i+ 10 61 (90.9%)
LRIFTH T
T RAhE, 5 E AT S RETRE, KT
BERTHHEEZLDRD,
p'e ik
1) KEFX, BEHREK, DI R, RUEDLTF:H
U\ LB 1 4 BT 4 ) Amikacin (BB-K 8) DR
Birie b N RIM BRI 29 : 1147~1151,
2) gg?ﬁm-ﬂﬁ, M, WMIBEL, FHET &
A 3 : Amikacin(BB-K 8) o R BT A B3

B EBEY B K A9 34, Chemotherapy 23 : 2170
~2174, 1975

3) =SB, ks, Ak, B E S,
wEME, HA I :DKB oRBMICHCHET
5 EBRNEERA R, IR BHER K B 67 : 1007~
1011, 1973

4) =HEBE, KAEX: BRHLEREORE, €K
AR, 1974
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LABORATORY AND CLINICAL STUDIES FOR
OPHTHALMIC APPLICATION OF KW-1062

Yosurrumr Matsuu, KencHiro Misaima, SHiNsAKU NAKAMURA
and Isao Takaku

Department of Ophthalmology, Nagasaki University, School of Medicine

1) The intramuscular administration of KW-1062 to mature rabbit at a dose of 10 mg/kg resulted
in a peak serum concentration of 50.8ug/ml at 30 minutes after dosing and in a peak aqueous humor
concentration of 3.6 ug/ml at 1 hour after dosing.

2) The subconjunctival administration of KW-1062 to mature rabbit at a dose of 15mg (about 0.4
ml) resulted in a peak serum concentration of 30.6 #g/ml and a peak aqueous humor concentration of
19.8 ug/ml at 30 minutes after dosing. Even at 4 hours after dosing, relatively high aqueous humor
cocentration of 10.3 x#g/ml was observed.

3) KW-1062 was injected intramuscularly to adult patients of cataract and glaucoma 1~3 hours
before operation at a dose of 40 mg : most of their aqueous humor concentration were trace.

4) KW-1062 was administrated to 11 patients consisting of blepharitis, phlegmone palpebrae, dacry-
ocystitis and ulcus corneae serpens. Clinical response was good in 10 out of 11 patients, effectiveness
rate being 90.9%.

5) No serious side effects were observed except one case, of whom conjunctival bulbi changed
degenerative after subconjunctival injection of KW-1062 (10mg, 0.25ml) for 10 days, but this change

was reversible.



