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Table 1 Antimicrobial spectrum
(pg/ml)
Species No. of CEC CER CET CEX
Koch-Weeks bacillus 4 12.5 10 25 50
Morax-Axenfeld bacillus 7 0. 08~0. 39 0. 025~0. 25 0. 05~0. 1 0.2
Strept. pneumoniae 8 0.19~0. 39 0. 025~0. 1 0. 025~0. 5 1. 56~6. 25
Coryne. diphtheriae 4 0. 39~0.78 0. 025 0.25 0. 39~1. 56
Neisseria gonorrhoeae 1 0.39 0.25 0.05 0.2
Strept. haemolyticus 2 0.39 0. 025 0.1 0. 39~1. 56
Strept. wviridans 2 25 0. 025~10 0.1~10 50
Staph. aureus 4 0. 39~0. 78 0.025~1 0.05~1 0. 78~1. 56
Pseud. aeruginosa 2 >100 >100 >100 >100
Staph. aureus 209 P 1 0. 39 0. 05 0.1 1.56
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Fig.2 Cross sensitivity of CEC and CER, CEX .
(Staph. aureus 100 strains)
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BREDOHME % Fig.3 &R Ui,
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Fig.5 Aqueous humor and serum level of CEC
(Rabbit eye 50mg/kg, i.m.)
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Fig.6 Aqueous humor and serum level of CEC

(Rabbit eye 50mg/kg, i.v.)
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A/S. %| 7.05 10.7 22.1 93.8 >100 > 100
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Table 2 Aqueous humor and serum concentrations of CEC after local application

(rabbit eye)

Hour 1/2 1 4
Route Tissue
Instillation Aqueous humor trace 1.12~1.52 trace
5mg/ml solution
every 5min. stims Serum trace trace trace
Subconjunctival Aqueous humor 44~54 24~36 5~10
injection
50mg/0. 5ml Serum 12~36 0. 46~8 trace~0. 36
(pg/ml)
Fig.7 Ocular tissue concentration of CEC
Rabbit eye, 50mg/kg, i.m.
[ 1hour value
4 hours value
01 2 3 4 5 8 10 20 25 30 1g/g or ml
T T T T T T i 1 i {
. 17.22
Lid 7 2. 93.
Bulbar 1 18.3
conjunctiva Trace
Extwoailas i .
muscle T 8.05
race
Cornea Trace
Sclera 7049 19.0
3.43
Aqueous humor W
Iris and 4.33
ciliary body 50.66
Lens Trace
Trace
Vitreous body 0.048
. Trace
Retina and 3.69
chorioid 0.67
Optic nerve Trace
Trace
Serum 129.5
Trace
BK/ i bk 1/2 Wil C10. 796 Cd - oo (1) #x

(3) BrEiksE

AF B ERKCEM LT Smeg/ml WHEEMLT, 5
g5 EARL, F7c 50mg/0.5ml HWEIBEETC 1
EIFES LIcBEORIB BT 2 #a Lic (Table 2),

Fihebb, AR X T 1SR 1.12~1.52pg/
ml OFTERBEIERH S, mMHA~OBTIIRDL
iz,

FEB T ES I 1/2 B3 Cie 44~54pg/ml D
WHTERBREN X bh, 1EHED 24~36 pg/ml OF
HEERL, ARMSBTIE 5~10pg/ml THote, M
A 1/2 Rt 12~36 pg/ml OBITHHR LRI,

%) BRABARE

50mg/kg 1 [EfHHERE 1 B O 4 REICET 5 R
AR Fig.7 0Z L Th 5,

1 RIS CRRERBIEIC S » L D ERBESBT LTAD
h, DA, IBRR, SHRSOIETH D, AE~OBT
FBBDBRILI 5T,

RERAIM LI EERE, WBIREE, WEXACBT
RL, Kk SEARCIBTREYENALL )
o

AR I AR, BRER 35 X OFSRIE o £4HIR A
# 78DOFEIRKEEE, IR ERER XUEKORR
A OBBTHETHERD LRI,

(2) Ex
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Fig.8 Ocular tissue concentration of CEC

Rabbit eye, 50mg/kg, i.v.
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7ebDT AFE 1B L.0g #E3 Al XU 1 H 1.0g
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Table 2 Clinical effects of CEC
CEC Side
Case [Age Sex| Diagnosis Organism e a s ot Effect offect
osis dialy |duration| , &
both 1.0x2,. N3
1 43. 1 External hordeolum Staph. aureus 1.0x 3(1‘ m.) 2} days 8.0g H 7
2 25.m | right ” 4 1.0x10.m.) 4 4.0 + ”
3 34.m | right ” ” 1.0X 1. m.) 3 3.0 + ”
4 30. £ | right ” ” 1. 0x1(i. m.) 4 4.0 + ”
5 21. f | left ” 1.0x1(i. m.) 4 4.0 + ”
6 | 2.m |left ” {ram positive LOX1G.v)| 3 3.0 | + "
7| 62m | HEN o eolum | Staph. epidermidis| 1.0x1G.m)| 3 3.0 | H ”
8 49.m | right ” 1.0x1(G. m.) 3 3.0 + ”
9 26. f | left 7 Pseud. aeruginosa 1. 0x 2(i. m.) 2 4.0 _ ”
10 41.m | left ” Corynebac. terium 1.0x1(. v.) 3 3.0 + ”
ight . “ . .
11 29.m X%Et e chalazion Staph. epidermidis | 1.0x1(i.v.) 3 3.0 +H v
both .
1.0X2@G.v) | 1 2.0
12 66. m | Pseudomenbranous ” - 4 50 + ”
conjunctivitis 1.0x1(i. m.) 3} 3. 0}
left .
13 61.m Acute dacryocystitis GNB 1.0X1(i.m.) 10 10.0 + ”
14 36. rciﬁlrléni c ” Strep. wviridans 1.0x1(i. m.)| 4 4.0 - ”
15 26. f | right 4 Staph. epidermidis | 1.0x1(i. m.) 5 5.0 + ”
16 47. f | left 4 Enterobacter 1.0x1(i. m.) 3 3.0 - ”
ight .
17 | 6l.m Eﬁgmﬂcmmmlmwr Staph. aureus 1.0X1(G.m)| 6 6.0 + ”
left R
18 49. m Corneal ulcer GNB 1.0x2(i. m.) 5 10.0 + ”
left . . 1.0X1@G.v.) | 3 30
19 26.m | G pital cellulitis Strept. viridans 1.0x1(.m.)| 5 8 5080 * ”
ot Gram positive oy (2
20 | 71 £ | . actlen 14 3.0+ ”
. Endophthlmitis 1
GNB 1.0x3G.m)| 77 |ero

bhtc,

R DEML, BEIMCERBRERNRI KT I
eI, HBRRYTRIE LicbDTHD, AFHE
DORBEBIC BB OFRLABD I, 0% T GNB
MEEH I hic, A IX CER W EBERIM R L,
CEC 4.0g #4f7K 200ml ¥ LRt 1 @A
THEEL, 4% CEC 1[H1.0g 1B 2hE3EGREL
oo BRRFTIIX Atropine j5iR, 0.5% CEC X&¥® D
KRBT o7, 14 BEWR 63.0g #5 U T #4EfE
R LAEHEREL, BEEERLVEHE LRV EREAL
oo

Dil, 2208093403, H/h12, %) 2, %) 3 DK
BT, EL), BRHHETISH L 7 D HHRT5. 0% TH

%o

B L LT, Bk BEALI 7 vAF—RIES
AbhY, BEMHKCRTIhi GOT, GPT, Al-P,
BUN &/, BHERECRELRDId D1 FS 7
Mot

U EDEBER e b O ERIRIRE BN B, CEC i1
KD Cephalosporin  BH|DFIIE TH 5 MBI
RIEICH LT, BRAMERTHS LEL bR,

t ¥ U

CEC o [RRRGui i3 5 FRRIG A D o d1IefT i o 1
EREFAXE T UToZerins,
D FABRERIFEO XL RABECH LT, 754
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BHEL DU 7 7 2RI AR PV RR

L7

2) JRESEED Staph. aureus 1008k DR 1130, 39
pg/ml~6. 25 ug/m! DORNIC4/H LT, 0.78 ug/ml iz 60
B 602503 D THM DI e LT e,

3) EERAK 1.0g 1[G LB omRE,
1R % peak fH 10.7 pg/ml %78 LT 6 RefHisk b
3.1pg/ml %FERA LT,
4.0g OLETEEIEIC X b, 3044 192 pg/ml DE\ L
PRELZ Bh, LETRenicmd LT 4R/%18.4
pg/ml TH ot
4 RERZAVWCCRBABTEHRN T, RERE
X v do L IBVETFRARENRDLR, R\ TH
I, HEOETS -, BEAMRANL, B HELd
SRR ERERBT L, BRABNZCREE S
BTREYR L
5) ENE, BEX RER ARESE BRESES
&K XURAK DFH208] 0 FRER(LRE S LT, CEC
OHFTERLVRBEREC L Y, EH3, B2, 2R
%2, #5h3 OREN X B,

6) BIfFAL LT, HieTXEIoklflcdabh
£33 Y

HECOXL, RRAORPZ > -REEH K. K.
BIVEERAFS ¥— KK o siLBEFE+, KR
DOEE 3 49411 B B TR o 21 /E B A (L
EF¥ARAEIXBERETRE L
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OPHTHALMIC USE OF CEPHACETRILE

Masao OrisHi, KeNJ1 NIsHIZUKA, MARIKO MOTOYAMA and TAKESHI OGAWA
Department of Ophthalmology, Niigata University, School of Medicine

Basic and clinical experiments were performed on Cephacetrile’(CEC) in ophthalmological field, and the
results obtained were as follows.

1. Antimicrobial activity of CEC against various organisms were 12. 5 ug/ml for KOCH-WEEKS bacillus, 0. 08~
0.39 ug/ml for MORAX-AXENFELD bacillus, 0.19~0.39 ug/ml for Pnreumococcus, 0.39~0.78 ug/ml for Coryne.
diphtheriae, 0.39 pg/ml for Neisseria gonorrhoeae, 0.39pug/ml for Strept. haemolyticus, 25ug/ml for Strept.
viridans, 0.39~0.78 ug/ml for Staph. aureus and >100 ug/ml for Pseud. aeruginosa.

2. The distribution of the sensitivity for 100 strains of Staph. aureus was in the range of 0.39~6.25 g/
ml, and most of them (60 strains, 6025) were in 0.78 ug/ml.

3. The peak of serum level (10.7 #g/ml) was attained 1 hour after intramuscular injection of 1.0g CEC,
then decreased gradually up to 6 hours (3.1pg/ml). After drip infusion of 4.0g CEC, the peak level (192 pg/
ml) was obtained at 30 minutes and decreased quickly to 4 hours (13.4 pg/ml).

4. Ocular penetration in rabbit eye :

1) Aqueous humor concentration

The peak level of aqueous humor (3.5pg/ml) was obtained at 1 hour after intramuscular injection of 50 mg/
kg CEC. Aqueous/serum ratio was 12.795. After intravenous injection of 50 mg/kg CEC, the peak of aqueous
level revealled at 30 minutes, 3.53pg/ml, and A./S. ratio was 10.7%.

2) Ocular tissue concentration

The ocular tissue concentration after intramuscular or intravenous injection of 50mg/kg CEC were high in
the outer parts of the eye, such as in bulbar conjunctivitis, extraocular muscle, sclera, and low in the inner
parts of the eye, iris and ciliary body, retina and chorioid.

5. Clinical results

Intramuscular or intravenous injection of 1.0g CEC one or two times daily revealled excellent or good effects

on 15 of 20 cases, such as hordeolum, conjunctivitis, dacryocystitis, corneal ulcer, orbital phlegmone and
endophthalmitis.

6. Side effects :

No severe side effects like allergic reactions were observed, and no abnormal findings in hepatic and renal
tests were observed.



