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1 1979 LEIRRHA A v e BRGS0 © Nk U 72 Slaphylococcus epidermidis 8 fiicktd 2
6059-S @ MIC i3 6.25~25 ug/ml, Staphylococcus aureus 1 HJCXH/C 12.5 ,Lg/ml Proteus
mirabilis 1 #Ricst U T3 0.39 pg/ml Th - 1es
2) FRiC 6059-S 50 mg/ke fHhERFD M AR & RN EIED L — 713, #5430 2ich D,
ZhEN 80.0 ug/ml, 14.0 pg/ml THo1co THKNIIED € — 713825 LIEMNCH D 4.0 ug/ml
ZRUfco EAFebttb e 2 &, MATNRIES LUTKMBLEER 6 BiE TRETIET, 4Hciik
NBAOBRORIER L. —F, THABHIL 4 % CRAETRTH B, 6 MITTIk
HMTES, FEMNMIREKAITIDEOY, 5% 4 MiZ TTREKABTEEX DEL\F‘%
Rl
3 FROBRMBABTIREES2 L, 50 mg/kg #r5# 60 HTi>MPL MTHREOELE, WY
NOMBOFEKAREL VT, BRI, ITF, BEEK, MRTHICERIECHEITL o
4) 25 mg/0.2 ml KR TEHEORROEKNMER, #5% 4 BICTHT RTINS W
5Ly, BANEEIRRSE& 1 1500, 2 15H, 3 MH0EALD 4 BEIOMENE IR
Lt '
5 HEMEBCIRMSEEMse 5 ED, MR 1 ES, HWikrIRRESsIhE LiEFic L, 6059
-S0.5g1 81 EEHELZOBERILI-ECA, HY 4 51, ODOBY 3HTHEYR.1%
LD, BRRHEVV+—TREDTR UM, ThOOMEFEORBE LGS 2 RBICHL
Tid, 1A lgPET 1 02 AYEOBSHSLETHEEDDNRI, WIERIZ 1 %%:ﬂy)bnm
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6059-S |3 1976 4EIFFF W KM AN THAR S hi- ik MmE
THEBE L7 o2 BY VERBIL, €7 774 Y VHO
BEGHTE2=— s RHEWEATH 5. KA AE~Ere
DWRTKICKED TIEFE <, KIEHO pH 125.0~7.0 T,
TOMMIIES M/ 4 T & UTERETEFET 2/EL L, W
XZERETR 1ELIRFESAY, BHTREREATH
&, S4Ebhbhi, AHOEMNBESEII O TRBFERICE
B AEMITRM AT, BERMICPSEOENELET 20
BRERERL, $RDH 22 ELEMRBLIDTIZILTDIR
#raLTz,

I. ERFEHEIUHMH

1) RERASEBCHIZNED
1979 FRAAREF NI MBEMRERL D BEH S 5

HEL 2ot 10 ¥R 2 AR & it U fco 12
FHiEld, BARCEIREELEERC b & D&, R
i3 10° cells/ml 1 HE&EZ LML 1o Staphylococcus 9
Bkicxtd 2 MIC 3 6.25~25 wg/ml TH b, Profeus
mirabilis T LTi2 0.39 wg/ml Thotoo EDHRES
i3 Table 1 0L EDTH5%,

2) REOMF - Bk - RENBRE

KT 3 kg %O AGEAFERIC 6059-S 50 mg/ke
ZHEL, EHEICIK - K - IREARIRL,  6059-
S OBTHEEANEL 12 A—RROR—IRH5DFEK
 RBEORBUT 153 & Ui, RIELRERL, mike
EKIZDWTIE E. coli 7437 AERHETIHEH v
FHRIC & » THHE » o EUHEENEI, 6059-S oFEAEE,
% 0.1 M phosphate buffer (pH 7.0) %R L TH
U 1ce TOFEIC L2 B/NUEFRIZEER 0.2 pg/ml
ThHotoo REABTEREOREIZ, 6059-S #5#%E
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NN ROKINIEIC T+ X 7 CHPEINAT No. 5, TI#%
6 mm) % 60 HIMIAL THWEBIRESETHS,
BOBREHIC L2 MR =/~ 4 27 HETREL 7o
&#tiz Table 2, Fig. 1 @& B0 T, fllid 2 XRD 2
ROTFIMITH 5. bhbhOMMTIE, MAREE
PHAMEOE—2133040ch b, Theh 80.0ug/
ml, 14.0 ug/ml Z5RL, DIKNREDE -7 1A
iZE»osh, 4.0 pg/ml ZRU 7.

3) REOMAMAME

6059-S 50 mg/kg (AT 3 kg (ko AMERICH
EUTIKAMBEN E — 2 & 15 5 Bt 60 SHCIRBR%E fifi
MU, &OMRARABEENEL 2o KAME T F

Table 1 Sensitivity distribution of
organism isolated from con-

junctivitis (1979)
Organism MIC (ug/ml)
1 8. epidermidis 6.25
2 8. epidermidis 12.5
3 8. epidermidis 12.5
4 8. epidermidis 12.5
5 S. epidermidis 125
6 S. epidermidis 125
7 8. epidermidis 25.0
8 S. epidermidis 25.0
9 S. aureus 12,5
10 P. mirabilis 0.39
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1 P LBKE Utce MEITEIRADED MM, FAARE
e LR TH 2. Bt Fig. 2 0BT, iR
2 X 2 MOTFIATH %, IRMMABTIZ, R,
AR, OF, TARATILEOBESMRICRITT, £
DOMEEIT 5.4~6.3 ug/ml ARL 7.

1) T :ENROBEKkARITRE

6059-S %A PRIA LR HIKICTERL, 25 mg/0.2ml % 3
kg NIgOATBHRERD 1 BiC, i EHGOFHSD
IS T M 2T, MR 1, 2, 3, 485R0D 4 8%
HROFKERR, €TOBITREEANEL 2o B—KFROD
A—RH 5 DFARRIE 1[50 & U, MEHERA
ROMEH v 7L RBKTH 5. iz Table 3, Fig.
3nEtBoT, it 2 ZR 2 ROFEETH S, £t
TEME 1 Bidh s 4 HiETORETIR, Hisk
DI ONTEHARBITREIZEL, 4 Bilice -2 45
D 6.2 pg/ml ZRUtzo EHIALICEIT 2 HIMERE
BB LPPRKENDD, BEHR 4 RMICIT> THiEsH
BALICIIEADEZD, RRSBHTEZL -1,

5) EEERALIR

1979 #£REARLZF NI BRBEPIERED 5 b FiIC R
BEERLEEAREL, TOMENE, ABBEREENR
EU, 2R 7 FlicERL .

BERRIAREETHSH 1 810 0.5¢ %%
TEUto ZHRFIERRED, 5P 3 BRLIATH
FH5VIBEERNLRLUI-LOZEY (+), X#AOD
BEPRPIERRED ST, tFIOAGRKNEE)
REDBELI-bDEDPLER (£), BEILH bhb
STERODBEL - bDLES (—) L1, ZORK
i3 Table 4 DEHBDTHB. WRAENARBEICRE

Table 2 Concentration of 6059—S in serum, aqueous humor and tear
after i.m. administration of 50 mg/kg in rabbit

ug/ml Aqueous Aqueous hufnor Tear-s-erum
Serum humor Tear -serum ratio ratio
Hour (%) (%)
1/2 80.0 3.2 14.0 4.0 17.5
1 32.0 4.0 5.2 125 16.2
2 13.5 3.7 4.2 274 311
3 3.0 2.6 4.0 88.6 1333
4 1.4 1.2 2.1 85.7 150.0
6 0.7 0.8 - 114.2 -
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Fig. 1 Concentration of 6059-S in serum, aqueous
humor and tear after i. m. administration
of 50 mg/kg in rabbits

pg/ml
100.0

10.0

1.0

Fig. 2 Ocular tissue concentration of 6059-S after
i. m. administration of 50 mg/kg in rabbits

(ug/ml)
Vitreous body [—0.3
Sclera — 1
Retina, choroid [———————— 3.6
Extraocular 15.4
muscles :
Conjunctiva 16.3
Iris, ciliary body 16.2
Cornea 0.6
Aqueous humor [——————————2.0
Serum 123.0
1 1 J
0.1 1.0 10.0 100

Table 3

Concentration of 6059-S
in aqueous humor after
subconjunctival injection

of 25 mg/0.2 ml in rabbit

vg/ml Aqueous
Hour humor

1 4.0

2 4.0

3 4.8

4 6.2
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Fig.3 Concentration of 6059-S in aqueous humor
after subconjunctival injection administra-
tion of 25 mg/0.2 ml in rabbits

Hg/ml

L 1 1 1
4 Hour

Lizt- b 5hR3mAET, #58134~T 0.5¢/m/8
EL7As, R 7 Fidh 4 BIsER, 3 HlIISOPED
T, BYE 57.1% ThHoto T EFF 6 HlickT
185 2 RSP EERL 1M, BOBRLEAILD
12 3 BT, WIFhd Staphylococcus aureus TAKNC
S ARSI T X I o obt, CEX el T
Wb 3 BET 4 X7 BICTHO REHE RU T
Z DRk Table 5 LBV THb, TRIFEAIED
WTIRESHIAROEARIGEITIEORIEDE ICD A B
BU 1, BENMCECBRORSAERARBD ShIH»
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1) MEERARAREND ARELL BCHTEIRE
h

RS B S48 L 12 10 #krh, Staphylococcus 9 ¥k
DOMIC 437512 6.25~25 pg/ml THotzo TOMHIT
Staphylococcus 1Tkt BB HBPPE 5 T L ERET
38D THY, —F, Proteus mirabilis 12 1 RiCTE
7508, @ MIC iz 0.39 pg/ml TIEMEAERLUESOR
ZHAERLU o

% 27 [0 BA{LHFAT A KX HHREKORFD Y v
RO LOBEY Tid, Staphylococcus aureus O 6059~
S KT IREUNHEAB L, =213 12.5 pg/ml
iz, CEZ, CMZ, CPZ XbiiENIIsHL, Fi
Staphylococcus aureus DEXEKRTH S 209P, ATCC-
25923, NEUMANN, SmiTH, TERAJIIMA DEHKITHT S
MIC &, &1 2 &S 6.25 ug/ml, th 3 EH 12.5 ug/
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Table 4 Clinical results of 60598
Case | Name | Age | Sex \?:i:l{t ‘ﬁau::g‘:}! Dose X time/day D?;:;i)on Effect esflti:t
(kg) ‘
1 H.T 47 F 56 Lid-phlegmone 05gx1 2 t -
2 K.A 24 | I 62 Lid-phlegmone 05gx1 3 + -
3 YA, | 27 F 51 Lid-phlegmone 05gx1 3 + -
4 K.S. 17 | M 64 Lid-pﬁlegmone 0.5gx1 5 + -
R MK.| 14 M 50 Lid-phlegmone 05gx1 2 + -
6 Y.I. 54 | M 50 Corneal abscess 05gx1 8 + -
7 S.K 18 F 57 Hordeolum 05gx1 2 + -
Table 5 Sensitivity of organism isolated from clinical cases
Case | Name | Sex | Clinical diagnosis | Organism | Sensitivity for CEX
3 /YA | F Lid-phlegmone S. aureus +H+
4 KS. | M Lid-phlegmone S. aureus +H+
6 Y.I M Corneal abscess | S. aureus +++

ml ZRUREHIMRRE 26D TH 70 T, Sta-
phylococcus epidermidis ATCC-12228 Tid 3.12 pg/ml
T, zoffii CEZ, CMD, CFX OHEHLD DI
EBERAET LTS —F, Proteus mirvabilis 1287
il iz, £ MIC {3 0.2 ug/ml Z;RUL CEZ,
CMD, CFX, CXM XVi&fii%RL, bdhbhoshl
REELSNBLIED MIC /24 — iz h o4
EA—TH ot THDB, KFNIHIRILEASED 55>
HEXNLBBD 1 55 B ¥ B Stadhylococcus® 1T %t
LTiz MIC Enz Edsshrhs, —5h, iR
Yl O4YHES N2 Haemophilus, Klebsiella, Entero-
bacter? icxtd % MIC BV DTZhSDRICL 1R
IRYEICE Ui Bashasis L Bbn s,

2) RROMF - Bk - RRNRE

KT 3 kg TilEOBBRERIC 6059-S 50 mg/kg %k
EL, £0®%MEA + FKA - RIRREELRIEL 720
FTMERBEOHB A2 L, &5% 30 4T -2
&13v 80.0 ug/ml ARL, 1 BT 32.0 pg/ml &

PIRO TR HEFL, 2 BERTT 13.5 pg/ml L PAER
MU, 6 BT 0.7 pug/ml ZREU71. THEKRBT
ZHDEBITHEOE—212 1 BRicd b 4.0 pg/ml
ARU, Uk, Reicidl, 6 BRTEs 0.8ug/ml
LBTOREERLI, —F, REABREEH5E20
©— 213 30 4T 14.0 ug/ml 25U, 45T TRE
KINBITIMEE & Vg s s uizds, 6 BRITRB
TRAEBSNIEDd -1, bhbhomiiTid, 6059-S
DIREARBTICEL TIRMAERBESRNE &, BKA
BT BAKARNED ¥ — 7 Th 0B MmMkid 12.5%
T, MiEREEEICH~EKABTIRE OHLERIZPLPEN
2, #5% 6 T THALED SN, BITORGRS
BIiFCHoteo FHMANBITIC BLTRBTREE®R 4
HRE TLOED Sy, EARBTLOEN. &
ICRIEAILSED RSV & 13 6059-S oED 1 oL
bh, KRBT RITS &, MBRIEC
AT 2HEEEEC NS OBTRERGRD THRILAERD
N3
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3) REDRBKAME
6059-S 50 mg/kg Wik, DEAKNINBESR € —2 15
7 1 BRAICIBRBH TR OBTRELNE L ke £
ORI TIIREDS, ARG, ACE, ERKSOIMTIN
R B2 BTL, AITTORMIABTO
—pist g = VAL LM, SRR, Thso
ARIIRIRARES, M SRR TH 205, DIKNBITED
BEBE <, TAMTHERAICOETTH 2MBTHIEN
>h3CETH%. oDk 6059-S DIRAMA
BAVRIFTH D EARTEOT, MIEMICITRIL N
tBbhde
4) REORMT EHROBKARE
3kg AIEOBBFERD 1 ROKEINT, 4HicLiifho
HEMArIC, 6059-S 25 mg/ 0.2 ml LR THEMNETT
Y, EOROFEKNBITERITL 2, #5H 11}
Bpd 4 BiE TORKABTIR Miidsic2ico27T
BOBTBRE,SRBY Shis. RBIETicES N 6059-
S ORUTEED TR T, 4 BRZET ORI TS
BAMSERICE D AL NTEY, 1 RO TEY T
B e 4 BRNL R BEAHRALIC A DFERFFHS D 5
N HETHSOREBEOEFTH L BB DON
o COTERPBEESZLHEEEELVNTH,
BREROBRGEIC T2 RBEL L THODTHAL LD L
Ebha,
5) ERERAAAR
MESE S o AL © HE7T U 7o ARG RIS
fl, FHIE 1§, AERHEAERE LS 1 F]
DF 7 flic 6059-S % 0.5 g 1 MHEAEFRIE L TH#
5Lz ORRKEREIT LT
FROERTED SNt 6059-S O MFEFNHITOY —
IBBEN BT E BXU Staphylococcus 1T T %
MIC 8 EC L BEOWENERIC KDL HBEEES
Z30hiR, ThdDBRIMEDER D TENL CE
Th3,
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NRORY RS HEA L T il 4 piAs{ %, 3 fiht
VRN TH 220 0 (IZIOHIEAK & OFRBENIL S
ML 226D TH 2, 2Ns 7 Jiphhhigme L
N5 D&M L 723EmIE No. 3, 4, 6 OIEHIT, No
1, 2,5 7 ORHITHOT RO T Ehote 4)
MG N Staphylodcoccus aureus TH 7120 Th
o ORI A fiic 3 2 6059-S o fiRh LA
AD L0V 2§, 118 1 BT, iy Staphylo-
cocens aureus \C & L IWWHIEICK S 28 T b D DTS
<, chiz 0.5 g 1 MoOMPkL- T3 Staphylococcus
aureus (Zxbd 2 (TRIMEE & TRESBALO JEA GLEEASE
B, BSNINDATHEERRT S b b,
—7J5, 6059-S @ 0.5 g LD AD MM LEEI L, €~
208 1 BT 21.0%3.4 pg/ml T, #54% 15 4T
13.6 pg/ml, 8 05T 3.7 wg/mlY & Ml ESILEE 7
kU, Staphylococcus aureus T34 % 6059-S o MIC
12 12,5 ug/ml L€ - BHBEEINTNEY TEdh,
5, MR RS BT 0.5 g HERS T s
Mbnzh, bRONOEKEE T € OEIRZIRIZ Y
+ =7 EIERG B DT, AP OPICK LR
RBAF#ST, 1 A5E42 1.0g LlhicL 1 n 2 [
VbS5 d~xThsEBbhi,

6059-S ifiCH7» Tt HoH» LDERRIGETITE
VY, T UAFE - UGB EREL D THER L o ilith S~
= BIERIE BEMICIIESRYD o hid » foo T D{RE]
EMICET 2 EIRREIC OV TRARBE D/ DEET
XM ote

X 8
1) 5 27 [ BAR(LFREEL AAAITERE FRy Ay
% 1, 6059 -S, 1979
2) EMF 1§, HAREZ, FLIEHE @ ARTRISE O/
DI E PUERIBRZPEIC DT, RHC 2911798 ~ 1805,
1978
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STUDIES ON 6059-S IN THE FIELD OF OPHTHALMOLOGY

HirosHr HaTaNO
Department of Ophthalmology, Iwaki Municipal Joban Hospital
Ke1zo AriMOTO
Department of Ophthalmology, Kyorin University, School of Medicine
TAKASHI SHIBATA
Department of Ophthalmology, Kanazawa Medical University

Fundamental and clinical studies on 6059-S, a new antibiotic, were carried out in the field of ophthal-
mology and following results were obtained.

1. The MIC of 6059-S against Staphylococcus isolated from conjunctivitis acuta in 1979, ranged from
6.25~25 pg/ml.

2. High concentration in tear and low concentration in aqueous humor were measured after intramus-
cular administration of 50 mg/kg 6059-S in rabbits. Penetration of 6059-S into eye tissues seems to begood,
and higher concentrations of 6059-S were detected in conjunctiva, extraocular muscles, iris and ciliary body.

3. Serum concentration of 6059-S in rabbits reached peak at 30 minutes after i.m. administration of
50 mg/kg and the peak serum level was 80.0 ug/ml.

4. Aqueous humor concentration of 6059-S in rabbits reached peak at 4 hours after subconjunctival in-
jection of 25 mg/0.2 ml and the peak aqueous humor level was 6.2 pg/ml.

5. 6059-S was administered to 7 patients with eye infections including 5 with lid-phlegmone, 1 with
hordeolum, and 1 with corneal abscess. 0.5 g of 6059-S was administered intramuscularly once a day.
This dosage regimen did not seem to be enough to obtain sufficient clinical response. No side effect was
observed.



