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Table 1. Serum and tissue concentrations of loracarbef after a single oral administration of 200 mg
Concentration (ug/ml, or g)
Case Age Time horal - " - ”
no. (1) peripher uterine . endo- myo- cervix portio
y vein artery oviduct ovary metrium metrium uteri vaginalis
1 47 2°37" 4.78 5.35 0.700 — 0.085 0.785 0.990 0.985
2 42 3023’ 0.81 0.53 — — 0.635 0.395 0.475 0.385
3 42 3055’ 0.34 0.31 - ND 0.200 0.200 0.300 0.200
4 52 4°03’ 1.04 1.06 0.305 0.335 0.215 0.290 0.265 0.425
ND: not detected
Table 2. Serum and milk concentrations of loracarbef after oral administration (200 mg)
(Fasting)
Concentration (ug/ml)
Case no.
1h 2h 4h 6h
serum 6.77 7.74 5.29 1.82
1.].Y.
] milk ND ND ND ND
serum 4.69 5.76 2.69 1.58
2. S.K. -
milk ND ND ND ND
serum 5.26 8.55 2.53 0.88
3. K.H.
milk ND ND ND ND

ND: not detected  Assay limit: 0.1 pg/ml
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Table 3. Clinical results of loracarbef treatment

Body Loracarbef o o )
Case |Age weight Diagnosis daily dose |duration|total dose Isolate Bacteriological | Clinical | side
no. |(yr) (kg) (g x times) | (days) (ng) effect efficacy | effects
1 |21 48 endometritis 200 x 2 7 2800 S. epidermidis eradicated good | none
2 |24 — endometritis 200 x 2 7 2800 E. agllomerans eradicated good | none
3 (22| 58 endometritis 200 x 2 7 2800 S.iﬁadl::inu;iis eradicated good | none
4 (31| — endometritis 200x 3 7 4200 E. coli eradicated good | none
5 (22| 43 endometritis 200 x 3 7 4200 (=) unknown good | none
6 |24 | 50 endometritis 200x 3 7 4200 |P. asaccharolyticus| eradicated good | none
7 | 25| 48 endometritis 200x 3 7 4200 E. coli eradicated good | none
8 (26| 53 endometritis 200x 3 7 4200 P. aeruginosa eradicated good | none
9 |24 | 49 endometritis 200x 3 7 4200 (—=) unknown good | none
10 (21| 51 endometritis 200x 3 7 4200 g: ZZ’ZZ’S" decreased | good | none
11 |24 | 48 endometritis 200x 3 3 1800 B. fragilis unchanged poor | none
12 | 20 | 47 endometritis 200x 3 7 4200 E. cloacae decreased good | none
13 [ 28 | 48 adnexitis 200x 3 7 4200 (=) unknown good | none
14 |31 | 49 adnexitis 200x 3 7 4200 S. aureus eradicated good | none
15 {31 ] 50 adnexitis 200x 3 7 4200 S. epidermidis eradicated good | none
16 |21 | 48 adnexitis 200 x 3 7 4200 P. aeruginosa unknown good | none
17 [ 24 | 48 adnexitis 200x 3 7 4200 N. gonorrhoeae eradicated good | none
18 [ 51 — |Bartholin’s abscess| 200 x 2 7 2800 S. epidemidis eradicated good | none
E. avium
19 | 20 | 45 |Bartholin’s abscess| 200x3 7 4200 E. coli eradicated good | none
20 | 20 | 54 |Bartholin's abscess| 200x3 7 4200 B.CbI:'I;us eradicated good | none

CNS: coagulase-negative Staphylococcus

Table 4. Summary of clinical effects

Type of infection Diagnosis No. of cases Excellent Good Poor Efficacy rate (%)
Intrauterine infection endometritis 12 11 1 11/12
Adnexitis salpingitis 5 5 5/5
External genital infection Bartholin’s abscess 3 3 3/3
Total 20 19 1 19/20 (95.0)
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Table 5. Bacteriological response to loracarbef

Isolates No. . of Eradicated | Decreased | Unchanged | Replaced | Unknown Eradication
strains rate (%)

S. aureus 3 2 1 2/3
S. epidermidis 4 4 4/4

G (+) CNS 1 1 111
E. avium 1 1 1/1
sub-total 9 8 1 8/9
E. coli 3 3 3/3
E. agllomerans 1 1 1/1
E. cloacae 2 1 1 1/2

G (=)
N. gonorrhoeae 1 1 11
P. aeruginosa 2 1 1 11
sub-total 9 7 1 1 7/8
B. fragilis 1 1 0/1
B. bivius 1 1 1/1

Anaerobes -

P. asaccharolyticus 1 1 11
sub-total 3 2 1 2/3
Total 21 17 1 2 1 17/20 (85)
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A EMET L7-LCBF i fIB B T (MR CTHR%E
XREHLWEOS VYT L LKT, 75 LEHHE
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tococcus sp.72 EVWZCCL L D MWITE DA H 5 & s &

NTWh % EARIDERAFREETERE L V1G5
BWHERLTWA,

AR DR, BERITIZO VTS E200mgl [l4%
B2 iT0RE L7,

ZOR, AABITOBRETALONIZLHIZ, &5
1% 205 ] T8.55 12g/ ml O B i ML {5 P i F&E H332. 8 & LA
%M L7z —H KRBT TOFMIE AT - 7o 23K
BITORSCOMETBRE I ABITORSOMRE L
B LCHUBETTOERVERIICH 720 TDEI %R
& @) ik LLAT 2 B EF L 72 cefdinir®, cefpodoxime
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Table 6. Laboratory findings before and after treatment with loracarbef

RBC
(x 10*/mm?)

WBC
(/mm?3)

Plts.
(x 10*/mmd)

Hb

Case (g/d)

Ht
(%)

ESR
(mm/h)

CRP
(mg/dl)

GOT
au

GPT
av

ALP
o))

BUN
(mg/dl)

SCr
(mg/d))

no.

B|A|B|A|BJ|A|B|A|B

A |B|A|B|A|B A A[{B|A

398 | 440 | 88005900 28.1 | 22.5 |12.0{12.1(36.0

37.1118 10 (1.0|0.5|21 10]125(111 11]0.6]0.5

413 | 418 | 7800(6200| 22.6 | 28.1 |13.1]13.3|39.5

40.0|18 1.810.6 14) 9| 9| 79| 88| 9|10/0.6/0.5

404 | 411 [12000(5600| 20.7 | 28.1 |12.4|12.6|36.8

37.5(39 )22 |3.5|0.4 10| 76| 80 1410.5/0.4

473 | 461 [11600(7400| 25.3 | 28.1 |13.7|13.5|40.7

41.0(10|14 (1.3]|0.6 10{117{100 10{0.6]0.5

452 | 450 | 9400(6000| 23.7 | 31.4 |14.5(14.5(42.0

41.5(24 |22 (1.5]|0.7 16 8 105 12 0.6

436 | 426 | 8900(6900] 31.1 | 36.1 |13.4|13.2(40.1

39.8|21 0.9]0.4 10168 (181 0.6/0.7

405 | 410 [10100(7600| 29.8 | 32.6 |13.0]13.2|38.2

39.1{29|30|1.1{0.5 15188160 0.6/0.5

471 | 466 | 8800(4600| 35.6 | 39.1 |15.1|15.0(43.7

43.5{29|30(1.2|0.4 10205201 0.6/0.6

Ol N[ | » | W[N]~

444 | 461 | 8900|5200 24.1 | 30.5 [13.7(13.9]40.3

42.1|38(29(2.410.6 1881160 0.4/0.6

—
o

405 | 410 |10900|7600| 34.3 | 36.9 [13.0{13.1{40.0

41.120|25(2.0|0.6 181180 0.710.6

—
—

352 | 355 | 9900(9200| 51.9 | 42.9 |11.7|11.7{34.9

35.133129(0.7|1.0 119126 0.5(0.5

—
[\

456 | 450 |18200(7400| 38.2 | 43.1 |13.8]13.7|40.7

41.0134|30(2.4|0.6 112]121 0.410.6

—
w

411 | 408 | 8400(7000( 21.4 | 24.1 |12.6(12.6(37.5

36.5{10/10(0.9|0.3 110|105 0.4(0.5

—
-

420 | 422 |10000(7800] 12.7 | 18.1 |12.3|12.5|36.9

37.0(3820|2.8(0.6 96101 0.5(0.4

—
(3]

381 | 386 | 8800(5100(25.1 | 19.9 |11.0|11.4|33.8

33.7122 16 (2.0{0.4 3.013.8 0.8]0.7

—
(=2}

412 | 404 | 8100(6800|27.1 | 33.1 |12.4|12.0|37.3

36.0135(25(3.0(0.8 8 98 0.4

—
1)

409 | 418 |10100(8000| 24.0 | 24.8 |13.3(13.5/39.4

40.1(41|28|3.9]0.7|21 184|165 0.5]0.6

—
[e ]

398 | 388 | 8100|5200| 28.5 | 31.5 (12.6|12.5|37.9

37.0/1810(0.8/0.3 117 9 0.6

—
e

414 | 421 | 8400(5500| 37.4 | 38.9 (13.1(13.4|40.1

41.8]10 1.810.8|18 160 (171 0.5]0.6

20 | 450 | 441 | 8200|4900| 34.9 | 38.9 [13.8(13.7|42.1

41.8/10(16 (1.5/0.4 (19 201191 0.4(0.6

B: before  A: after
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Pharmacokinetic and clinical studies on loracarbef in the field of obstetrics and
gynecology

Jinsuke Yasuda, Takao Yamamoto, Kazuhiro Iwasaku and Hiroji Okada
Department of Obstetrics and Gynecology, Kyoto Prefectural University of Medicine
465 Kajii-cho, Hirokoji-Agaru, Kawaramachi, Kamigyo-ku,Kyoto 602, Japan

Basic and clinical studies on loracarbef (LCBF), a newly developed oral carbacephem, were
performed, and the following results were obtained.

LCBF (200 mg) was orally administered and its concentration was determined in serum, female
reproductive organs and milk.

The peak concentration of LCBF in peripheral serum was 7.35 pg/ml at 2 h after
administration. The serum concentration in the uterine artery was the same as that in the
peripheral vein. The concentration in the female reproductive organs was about 30% of the serum
concentration. The excretion of LCBF in human milk was not found.

In the clinical trial, LCBF was administered to 20 patients with gynecological infections (12
with endometritis, 5 with adnexitis and 3 with Bartholin's abscess).

Clinical results were evaluated as good in 19 cases (efficacy rate:95.0%). No side effects were
observed in any cases treated with LCBF.



