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Loracarbef DIRRIERIRIG O 726 O EEBER, BRARRIMRET
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HLWEON VNt T 2 LRIEH], loracarbefid, cefacloriZHM L7HLEARY bV
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AikRL, 1.56pg/miiBHOWAH SN, ABBRARREIZS0mg/ kg% 1 EIEOHS L
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pneumoniaelZxt L Tldcefaclor (CCL) & 0 3 CH7ZHIE
BERTY, HFOKRSIZEIVBETRIR SN, AH
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FRIR BOARAS &

B¥IZCCL, cephalexin(CEX)IZDW T HRAEL 720

3. RMBAT

FEEAE BKE25~3.0kg) i, AH T BERE
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ETBMBCupiEIZ L N IT o7 BIERERRMEIR
0.08/g/mITdH » 726

4. BEREER

FEGIE19904E 28 X V1991411 A  TILHBKF
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EHFSH L, KEBRICEZD R S NIHRIRERSE T
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LCBFD200mg(Hffi) # 7tV %, 1RI1A F+)L1
A2 L3EEKICHRS ¥, 5HEIEKETS
M7HETT, RE3IA206), REIZHL1IBHITH -
PAS

MR, BMERREEAIC, BREOHEY
S L LT, BARRBEREE RN E(1985) nfEH
O TIT -7,

I. £ B B &

1. MEARY PV

Table HIRTTELC TH S,

Haemophilus aegyptius (4) 25p1g/ml, Moraxella lacu-
nata (7) 0.2pg/ml, Streptococcus preumoniae (8) 1.56
~ 125 ng/ ml, Corynebacterium diphtheriae (4) 0.39
ng/ ml, Neisseria gonorrhoeae (1) 0.2 ug/ml, Strepto-
coccus haemolyticus (2) 0.2 y2g/ ml, Streptococcus viri-
dans (2) 6.25, 25nug/ml, S. aureus (4) 0.78 ~3.13

ng/ml, Pseudomonas aeruginosa (2) >1001g/ml, S.
aureus 209P (1) 1.56g/mlTdhH - 720

CNEFRE S HELIZHE L/2CCL" B L UCEXY DR
BELET AL, EANRY MVIZEL L TLREME Y
RLTWA, 4 OBEFEICOWT LREEIFDIE T
o716 P.aeruginosa I3 T HIMWENITA LD LN
o Zo

2. BEIRDMEDS. aureusEz

Table 21Z7R L7z,

LCBF 0.78 ~ > 100 s1g/ mlZ 55 W BZ M 00 #i % 7R
L, 1.564g/mliZ8%(40.0%)7d > THAHDOLE %
L7 [EIBEIZH5E L 7=CCLICH DB Z 0 A %7k L
TEY, CEXIZHNTIER R 2EREHEIIH -
T, 2LWVIEANPAED LN,

3. ERAEAT

BAIETNT2% W LIRDFEYETE L,

Table 1. Antimicrobial spectrum
(ng/ml)
Organism No. of strains Loracarbef Cefaclor Cephalexin
Haemophilus aegyptius 4 25 25 50
Moraxella lacunata 7 0.2 0.39 0.39
Streptococcus pneumoniae 8 1.56~12.5 1.56~12.5 1.56 ~6.25
Corynebacterium diphtheriae 4 0.39 0.39~0.78 0.39~1.56
Neisseria gonorrhoeae 1 0.2 0.2 0.2
Streptococcus haemolyticus 2 0.2 0.39 0.39, 1.56
Streptococcus viridans 2 6.25, 25 12.5, 50 50
Staphylococcus aureus 4 0.78~3.13 0.78~3.13 0.78 ~1.56
Pseudomonas aeruginosa 2 >100 >100 >100
Staphylococcus aureus 209 P 1 1.56 0.78 1.56
Table 2. Sensitivity distribution of Staphylococcus aureus
(20 strains)
MIC (ug/ml) =0.2 0.39 0.78 1.56 6.25 12.5 25 50 100 >100
Loracarbef 2 8 2 2 2 !
(10.0) (40.0) (15.0) | 10.00 | (10.0) (10.0) (5.0)
Cefaclor 2 8 1 3 1
(10.0) (40.0) (25.0) (5.0 (15.0) (5.0)
Cephalexin ugm (40.0) egm u;m (;m

108 CFU/ml, ( ) %
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1) BRI KA#HT

Fig. LIZRTE KPR DRI 2R L7,

BO%5%, 305 T050ug/ mDBITREL A5
N, 1EFRI%IC131.48pg/mll LR LT, 2WFRI21.99
png/mlDpeakfEASZ STz, LMRIZHEB T AR DI
WA LT, 4BEM0.28g/ml, 6BE[EI0.08 1g/ mIASHE
Y (VAN

[T LS SE L 7 L 1 R 1 1R 1 42 25.554g/m1 D
peakfB(ZE LT, LA%I132H L ToRFMETI20.301g/
mlTdHh -7,

BAMEL, BKMIEBE DOpeakbFT12.02% Th
YA

2) RABMIRE

BOKS L 2B % ORMEBEMIRE ¥ Fig. 218
L7

LIRS AR T EREEIEIZ D o & b BIRAES. 7518/
Mz ohn, RE, SRS, MEIZI3ITE LVWBITIRE
(2.21~2.56ug/g) ik D bNT, ABENIEEIX1.20
1ng/gTh -7, IREKAEBTIE, MIRKEAE(2.001g/g)
SHF EREKR(1.54ug/g) > HMR(1.034g/g) >HIE
K(0.90ug/ml) DIETH - 720 KEEK, BEFHIITHE
ERBEUT TH o 7o MFREIZ.001g/mITH -
72

4. EEPRACHE

Ba K LA D —BE &R % Table 3-1, 3-20I/R L7z, [RMR
RIZABI TG DORA, BRGS0, REDWLHOR

0.1

K3 T, S. aureus, Propiomibacterium acnes’ bar /i i)
&N7z. AHI1E200mgl B27% V> L3E, 4~7HREK
51T, EWDB, BH3BIOFKEIZ LN,

HHRNEIZ28BITH B, B LIHEVIRBRORER, &
REx A LD WD 5 S. aurens, Staphylococcus
epidermidis, P.acnes, JEFEEEH, P. aeruginosa’z £
i &7, 1E1200mgl H2%\ L3E, 3~10HMH
TGIZE 0, 4BNCER, 21BICER), BUIRRH
MTH 70

Hour 1/2 1 2 4 6
A/S (%) | 2.28 5.77 12.02 45.16 | 25.00

16.55

Concentration (ug/ml)
I

054 ¢
1 050 N 0.
J N 0.28 %
~ ~
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)
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Fig. 1. Aqueous humor and serum levels of loracarbef.

(Rabbit eye, 50 mg/kg p.o. n=2)
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Fig. 2. Ocular tissue concentration of loracarbef.
(Rabbit eye, 50 mg/kg p.o. 2 hn=2)
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Table 3-1. Clinical results of loracarbef treatment
(;3:‘3 ?ygr; Sex Diagnosis Bye (before Ofgal‘jsm after) gafyui?s‘; adngzi);:iion Tom(i;fose Efect eisfiets
1 |14 | M blepharitis OD | P. acnes - P. acnes 0.2x2 7 28 good -
2 |3 blepharitis 0S | P. acnes I =) 0.2x3 7 42 good -
3 |M|F blepharitis oD 0.2x3 4 24 excellent -
4 |66 |F blepharis | 0S f,'. ’;:p’;“‘w - @) 02x3 ' 24 | good _
5 (2 [M hordeolum 0S | P. acnes - (=) 0.2x3 6 36 good -
6 |2 (F hordeolum 0D (=) 0.2x2 6 24 good -
7 (31| M hordeolum 0S | S. aureus - (=) 0.2x3 7 42 |excellent -
8 (42 |F hordeolum OD | S. epidermidis - =) 0.2x3 7 42 good -
9 [50 (M hordeolum 0S | S. eprdermidss - (-) 0.2x3 7 42 good -
10 {5 | M hordeolum 0S (=) 02x3 7 42 excellent -
(31 |M hordeolum 08 =) 0.2x3 7 42 good -
122 )|F hordeolum 0S |S. aureus - (=) 02x3 7 4.2 excellent -
B |8|M hordeolum OD |S. epidermidis - (=) 0.2x3 7 42 good -
4 |4 |F hordeolum 0S | S. aureus - (] 0.2x3 7 42 good -
1518 F hordeolum 0S |S. epidermidis - (] 0.2x3 7 42 fair -
6|21 |F hordeolum oD }S; mmidis - ‘i m 0.2x3 7 4.2 good -
17 |64 | M hordeolum 0S | P. acnes - i m 0.2x3 7 42 good -
18 (23 (M hordeolum 0S =) 02x3 7 42 fair -
19 |33 |F hordeolum OD | S. aureus - P. cepacia 0.2x3 7 42 fair -
20 |61 M hordeolum 0S | S. epidermidis - S. epidermidis 0.2x3 7 42 good -
21 |37 F hordeolum 0S | NFR - 0.2x3 7 4.2 good -
2 |4 |F hordeolum OD | P. cepacia - 0.2x2 8 3.2 good -
2 (81 |F hordeolum OD | P. cepacia - P. cepacia 0.2x2 5 2.0 good -
24 [5 | F hordeolum OD | P. aeruginosa - (=) 0.2x3 5 3.0 good -
5% | M| hoeoum | op | Comerm e Bt ozx2 | 5 20 | ot | -
P. cepacia
26 |7% (M hordeolum OD | Corynebactenium sp. - A. lwoffii 0.2x2 5 2.0 good -
P. acnes
21 |56 | F hordeolum 0S ; mmsa - =) 0.2x2 5 2.0 |excellent
B2 M| b |0 | o -~ e 02x3 | 5 30 | got | -
29 |26 | M hordeokm | OD ﬁ: m”f;‘f - i m’;’:’ 023 7 42 | good -
S. epidermidis
0136 (M hordeolum 0S | P. cepacia - P. cepacia 0.2x3 10 6.0 good -
A. lwoffis
31129 | M hordeolum 0S | P. cepacia - =) 02x3 3 1.8 good -
P. acnes
2 |3%|F hordeolum 0S | A. caleoaceticus - A. calcoaceticus 0.2x3 4 24 good -
P. cepacia

OD: oculus dexter

0S: oculus sinister

NFR: non-glucose fermentative gram-negative rod
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Table 3-2. Clinical results of loracarbef treatment

(ila:e ?yi? Sex Diagnosis Eye (before Orga_rtism after) (I:;aib;i:dn?:) adml?rau'}:z:’;jon Tm(]g;‘lose Bffect efsfi:cets
B |18|F meibomianitis 0S | S. epidermidis - 0.2x3 1 4.2 good -
U |67 (F meibomianitis OD | Eubacterium sp. - Peplostreptococcus sp. | 0.2x2 7 2.8 good -
B |43(M meibomianitis 0S | S. epidermidis - =) 0.2x2 7 2.8 good -
36 |57 (M meibomianitis 0S | S. epidermidis - 0.2x3 7 4.2 good -
3| 31| M| mebomianits | OS |S. epidermidis - © 02x3 7 42 | excellent dfs':o":ﬁf’h .
B (3 |M meibomianitis 0D (=) 0.2x3 7 4.2 good -
39 |66 | M meibomianitis OD | E. cloacae - (=) 0.2x2 7 2.8 good -
40 |16 (M meibomianitis 0S (=) 0.2x3 4 2.4 | excellent -
41 [3% | M| meibomnis | OD i: ;;‘;;’f - ) 02x3 7 42 | good | -

E. cloacae
Q2 (1M meibomianitis OD | P. cepacia - =) 0.2x2 3 12 good -
A. lwoffii
43 |51 | M meibomianitis 0S =) 0.2x3 7 4.2 good -
44 | 66 | F | acute dacryocystitis | OS | S. pneumoniae - (=) 0.2x3 7 4.2 excellent -
45 | 47 | F | chronic dacryocystitis | OD | P. acnes - (=) 0.2x3 9 5.4 excellent -
46 | 54 | M | chronic dacryocystitis | OD | S. epidermidis - (=) 0.2x3 7 42 good -
47 | 65 | F [ chronic dacryocystitis | OD | S. pneumoniae - (=) 0.2x2 7 2.8 good -
48 | 81 | F | chronic dacryocystitis | OD | a-Streptococcus - (-) 0.2x3 7 4.2 poor -
49 | 86 | F | chronic dacryocystitis | OD (=) 0.2x3 7 42 fair -
50 | 58 | F | chronic dacryocystitis | OS | P. aeruginosa ~ P. aeruginosa 0.2x2 7 2.8 poor -
51 | 78 | F | chronic dacryocystitis | OD | P. cepacia - =) 0.2x3 7 4.2 fair -
52 | 88 | F | chronic dacryocystitis | OD | Corynebacterium sp. - =) 02x3 1 6.6 good -
53 | 59 | F | chronic dacryocystitis | OS | P. aeruginosa - 0.2x2 13 5.2 fair -
54 | 79| F keratitis OD | Propionsbacterium sp. — (=) 0.2x2 5 2.0 good -
5 |38 |F keratitis 0S |S. epidermidis - =) 0.2x3 5 3.0 good -
5 |62 | F keratitis OD |S. epidermidis - (=) 0.2x3 1 4.2 excellent -
57 |4 | F keratitis 0S | P. cepacia - (=) 0.2x2 7 2.8 good -
58 (25| M Keratits 08 i: fm"“ - ) 02x2 7 28 |excelent| -
59 |3 |F keratitis 0S [NFR d (=) 0.2x3 7 4.2 good -
60 |52 | M corneal ulcer 0S | P. acnes - =) 0.2x3 7 4.2 | excellent -
61 [70 | F corneal ulcer OS | Propionibacterium sp. - (-) 0.2x3 5 3.0 fair -
62 |56 | F corneal ulcer 0S | S. epidermidis - (=) 02x3 7 4.2 good -
63 |38 | M corneal ulcer OD | P. cepacia - (=) 0.2x3 7 4.2 good -

64 |36 |F corneal ulcer 0S (=) 0.2x3 7 4.2 good -
65 [ 53 | F corneal ulcer 0S | P. cepacia - (=) 0.2x3 7 4.2 good —
66 |24 | M corneal ulcer 0S S, epdermidis - (=) 0.2x3 7 42 excellent

P. acnes

67 |4 | M| comealucer | OD i zi:es”’”"’“ - @ 02x3 7 2 | god | -

68 |50 [ M comeal ucer | OS | P. cepacia - 0.2x3 6 3.6 good -

OD: oculus dexter ~ OS: oculus sinister NFR: non-glucose fermentative gram-negative rod
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IR 21151 TH B, S. epidermidis, Enterobacter
cloacae, FERBEW, BAME L EMFRB SN TV,
1[E200mg, 1H27% > L3ME, 3~7HM&E5IZL D,
Zh2pl, AMIBINERTH 72,

SHRELAOLIFI, B, BRESWEEY, ERE
ERREMEEECER BEREL 7@%25S.
preumoniae VR S N7z, 1H600mgs 3455 % Bth L
T3B T TICRMITESE, 78 BISI3RAK, EE Y
MLTEMERL,

BRREELIBITH S, I d AMEEDES
T, WMIREIRIEDUADH ), REXFIZLHVEEOR
U WH DM E D SNz, FTWPDOEIEET,
S. pneumoniae, a-Streptococcus, S. epidermidis, P.
aeruginosas ERRE SN, AREKIZI DIRERE
#HEA LT, 1[E1200mgl H27%2 v L3E %7~ 13 HMH
&5 Ui 1BICER, 3BNCAEMICERL, #F
W3l EH2BITH 5725 P. aeruginosaH R S 7z
FEBIS0, 53D2BNIERD, RLREMOERTH 570

BIERDFEGNIL6HIT, BEOIRME, Biks T4
FTMmxE-T, BERBIZCIAMREES ALDOON
oo AV KO AR, 7585 ARG ERHAL
T, AK1E1200mgl B27% > L3[A%5~7H %S L
7oo 2B, BRNABIOEREDZ STz,

AR IBITHD, FRE L TAEEYRE,
V¥ B EOME, FoMIZ X WIRRE, iR, EEL
MmE->T, AEEEDFEL/NERL, RIBEKAIC
TU—45 % hED, BEOEBAKRKLDY, S
epidermidis, Pseudomonas cepacia, P.acnes?SEs#E THR
Hans, 755 o HRE, F/wdar vor AR
WOER %IV, FAI1B600mg3mFARE LOT, 5
~7HEES LT, 260I2Ew, 6BIICAER, 189
BRNOBETH 572,

P, 268ERICBVTIFI(15%)IZBEDE L
MREEHEFRZ 205, PIARIGHERE S TR T RER I
Y (AN

DEDBRBEEZ T DD L, Table 4D X H Tk
5,

E1360, Axhaehl, RLLERTH, EHH2HIT,
X, AR TE96), AREL68%TH -7

Chel BHRSEICEHRE F A7 5 DA5Table 5
Th b,

1H200mgX 2A51761T88.2% DA, 1H200mg
X3%516IT86.3%DAERET, MEMITITEL CIH
BERARAONL D o7z, ERBITIX1H200mg X 28
T11.8%(2/17), 1B200mgX 38 T21.6%(11/51)
LBETHMEERL

DEEENOMEF MR % Table 61" LTz, 775
LRGHETI395.0%(38/40)DHiHEE, 77 sBEMH
B T78.6%(22/28) DHEHKEET, &L L T88.2%
(60/68) DHETHEFENZ LN,

o = %=

HLWEON Vst 7 2 ARILCBF DIREEEERIC B
DIz, BN, BRI 21T > TR O NI
, ORI ELPHE LROY 7 2 2BUIBIT B
LB T A,

MEERIZDOWTIE, FFNL S 7 ABRHERE B L U
P. aeruginosa ¥ B < 77 LREHABRRIZILVWIIA A XY
FVERL, CCL”, CEX® L HUDMEAERAAED
Y (VAN

FaR D BEDS. aureus DEAERE TIE, CCLIZERL
DEEUIHZRL, CEXIZHNTE N ¢ NME
DERL,

WED ORI VO 2EEFORBIZ L E, £
F ) VIRZMS. aurens 5758RIZAH 0.1~ > 100
wg/mUZH LT, 1.56pg/mUZHMmDILAH LN,
[FBFICHRE SN A-CCLICEPL L T, cefteram, cefix-
ime & N BEZEMHEIZH 572,

AEDDBAED ZHITEB L Tz,

FRIRZ BV 7-IRABTORBE TIE, 50mg/kg 10
BOIXS5 L T2/ %121.99 #g/ ml D 8 5 K P i B
peakfASZ HM7e THOEMEIF1202% Tdh - 720
DAL EH 3 A2 22 L CTeR % D RiE KA
FE130.084g/mITdh - 72,

INERICHE S DR LA-CCLPORBE L N5
&, [EEk50mg/ kg 4% 5 L C1EFfI1%1.08 #g/ml D
peakflidz HM, BMLIIZ6.97% Th -7,

€ > T, LCBFORIEKABITIZ, CCLIZLNTH
Z < peakflIZELT, CCLEWBVWRBITREELEVE
Mmik% xR L7,

K RIRAEAFEATIREE (LRI E KMIBRE Dpeakls, T
HhHLEORSH2EM TRIE S h, SHIRIMARC
1.20~5.75¢g/g, BREKMERIZ120.90~2.004g/g or ml
DBENRRED LN, TNHIES. aureus DS M5
HOWERLA156pg/mE I N—FTHLDTH >
720

FRIR AR T, SMIRER S AEG8AER 121 [B]1200mg,
1H2%WwWL3EINARE LD T, FhFh8s2%,
86.3% DEMEMNZ SNz, & LTERLIB,
HRN46BI, LRHMTB, EH2BIT, HiHFE86.8%
TH -7,

INGRERI»SRE SN BERE X, S aureus, S.
epidermidis, S. pneumoniae’s &7 7 LGMEERM, B &
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Table 4. Clinical effects of loracarbef
Effect
Diagnosis No. of cases - Efficacy rate (%)
excellent good fair poor
Blepharitis 4 1 3 4/4
Hordeolum 28 4 21 3 25/28 (89.3)
Meibomianitis 11 2 9 11/11 (100)
Acute dacryocystitis 1 1 111
Chronic dacryocystitis 9 1 3 3 2 4/9
Keratitis 6 2 4 6/6
Corneal ulcer 9 2 6 1 8/9
13 46
68 (86.8
Total 68 (19.1%) (67.6%) 7 2 59/68 (86.8)
Table 5. Relation between daily dose and clinical effects
: Clinical effects
Daily (Iiose No. of cases - Efficacy rate (%)
(mg x times) excellent good fair poor
200 x 2 17 2 13 1 1 15/17 (88.2)
200 x 3 51 11 33 6 1 44/51 (86.3)
Total 68 13 46 7 2 59/68 (86.8)

Table 6. Bacteriological response to loracarbef

Isolated organisms No. of strains Eradicated Unchanged Eradication rate (%)

S. aureus 5 5 5/5

S. epidermidis 15 14 1 14/15 (93.3)
S. pneumoniae 2 2 2/2
«a-Streptococcus 1 1 11
Eubacterium sp. 1 1 11

P. acnes 11 10 1 10/11 (90.9)
Propionibacterium spp. 2 2 2/2
Corynebacterium spp. 3 3 3/3

sub-total 40 38 2 38/40 (95.0)
E. cloacae 2 2 2/2
P. aeruginosa 3 2 1 2/3

P. cepacia 14 11 3 11/14 (78.6)
A. calcoaceticus 1 1 0/1
A. lwoffii 7 6 1 6/7
NFR 1 1 11

sub-total 28 22 6 22/28 (78.6)

Total 68 60 8 60/68 (88.2)

NFR: non-glucose fermentative gram-negative rod
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U'E. cloacae, P.cepacia’s &7 5 LPBEMEB T, £68
HHRF60MRDTH K L T88.2% DHEIHKENZ b/,

BIERIZLBI, 15%ICAEDOEN, BEDTHIR
EKTh -7,

FED VRI T LANIBITAEEERTIX, £1903
FEBI TS50, 289%ICHILEREKREE L T HRI1ER
MAHRLN TV 5,

LAk, LCBFDEERER) - BRAREIMET OB D 6, BR
BRGE DOBRAE, PHEDERICIKS LT, ©aetrrs
P TDBBRRHRPEFTEHBEORI VLT 2
LETHBEEZ LN,
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Basic and clinical studies of loracarbef in ophthalmology
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757 Ichibancho, Asahimachidori, Niigata 951, Japan
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Loracarbef (LCBF) has a broad antibacterial spectrum, similar to that of cefaclor (CCL). The
susceptibility of 20 clinical isolates of Staphylococcus aureus to LCBF ranged from 0.78 to >100
pg/ml, showing a peak at 1.56 pg/ml. The concentration in the aqueous humor of the anterior
chamber reached a peak of 1.99 ug/ml 2 hours after oral administration of 50 mg/kg to mature
white rabbits, and the ratio of anterior chamber to blood concentration was 12.02%. Extraocular
tissue concentration 2 hours after administration was 1.20~5.75 pg/g; intraocular tissue
concentration was 0.90~2.00 ..g/g or ml. In the clinical efficacy and safety studies, LCBF was
administered orally at dose of 200 mg twice or three times a day to 68 patients with blepharitis
(4), hordeolum (28), meibomianitis (11), acute dacryocystitis (1), chronic dacryocystitis (9),
keratitis (6), and corneal ulcer (9). Clinical response was excellent in 13 cases, good in 46, fair in
7 and poor in 2, the efficacy rate being 86.8%. S. aureus, Staphylococcus epidermidis, Streptococcus
pneumoniae, Enterobacter cloacae, non-glucose fermentative gram-negative rods and others were
isolated from clinical specimens. The eradication rate was 88.2%. The only side effect was stomach
discomfort in one case.



