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Fig. 2.  Antibacterial effect of loracarbef on Haemophilus influenzae 11D 984 as analyzed by the in vitro pharmacokinetic
system. Horizontal lines in the lower panel indicate the minimum inhibitory concentrations (MIC) of the tested
antibiotics.
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Fig. 3.  Antibacterial effect of loracarbef on S. pneumoniae IID 553 as analyzed by the in vitro pharmacokinetic system.

Horizontal lines in the lower panel indicate the minimum inhibitory concentrations (MIC) of the tested antibiotics.
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Table 1. Clinical efficacy of loracarbef

Diagnosis I::S'e(;f Excellent | Good | Fair | Poor | Unevaluable Efﬁc?o% rate
Pharyngitis 2 1 1 1/2
Pneumonia 7 2 4 1 6/6
" Acute bronchitis 5 5 5/5
Chronic bronchitis 8 1 4 1 1 1 5/7
Diffuse panbronchiolitis 1 1 1/1
Bronchiectasis 1 1 11
Pulmonary emphysema with infection 1 1 11
Total 25 3 17 2 1 2 20/23 87)

Table 2-1. Clinical effects of loracarbef

No. of | Age-Sex Diagnosis Isolated ESR CRP Dosage Clinical Adverse

cases | (yr) Underlying disease | organisms |(mm/h) | (mg/dl) mg x time | days effect effects

L | M| e | N | o | oo | 208 | 7| | -

2 | M | it x 17 1 080 1 900x3 | 14 | good -
chronic hepatitis F 12 0.39

o o | o || [ 2 s [ 10 [t |

| M | s |5 omemoniae| o | o8~ | 203 | 14| oot -

5 75M #m gﬁ: ;,5] (l)gg 400l"2 f unevaluable :Ii:f::ina] pain
bronchial asthma 400 x 1 2 stomachache

o | o | e s prmied 8148 T oy | 1 [ et |-

1| M| e | ND | H | o | 02 | 7| et | -

8 57'M pneumonia g; %(2) (l);g 400 x 2 7 good —

o | om | e el £ T 288 T s | 1 [t | -

10 40-M acute bronchitis g}i 181 (1);:; 200 %3 5 good -

| e | e T T o [ | e |-

12 | app | ZG0e DGR A 2 2| s00x2 | 7 | good -

o | o | temeits [ otenile| |08 T s | 7 | o | -

NF: normal flora  ND: not done
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Table 2-2. Clinical effects of loracarbef
No. of | Age-Sex Diagnosis Isolated ESR CRP Dosage Clinical Adverse
cases | (yr) Underlying disease | organisms | (mm/h) | (mg/d) | mgxtime | days effect effects
acute bronchitis NF 18 6.01
14 53M bronchial asthma NF 8 0.28 400x2 7 good -
chronic bronchitis ND 37 0.28 .
15 SR bronchial asthma NF 30 0.28 2002 14 fa -
chronic bronchitis | P. aeruginosa 16 0.28
16 STF bronchial asthma | P. aeruginosa 8 0.28 2003 9 good -
chronic bronchitis NF 16 0.27 sensation of
17 66°F bronchorrhea ND ND 0.27 el 3 | unevaluable edematous face
. .. NF 36 6.43
18 71-F chronic bronchitis ND ND ND 200x 3 7 good —_
. chronic bronchitis |Streptococcus sp. | 22 0.28
191 SF | onchial asthma NF 20 | 028 | 2003 | 15 | good -
S. pneumoniae
. . A. anitratus 30 0.62
20 79-F chronic bronchitis A. lwoffii 26 | 070 400 x 2 7 poor —
S. pneumoniae
K. oxytoca
X chronic bronchitis | E. agglomerans 74 6.80
2 5F diabetes mellitus A. lwoffii 44 0.25 400x2 7 excellent -
NF
. .. NF 13 9.11
22 59-M | chronic bronchitis NF 8 0.28 400x 3 7 good -
diffuse NF 6 0.52
23 3M panbronchiolitis NF 2 0.25 4002 7 good -
bronchiectasis
24 52-F bronchial asthma Streplococcus sp. | _20 1.67 200x 3 7 good —
. . — 8 0.28
diabetes mellitus
pulmonary
25 82-M emphysema NE 25 5.78 400x 3 9 good —
. . NF 48 0.33
with infection

NF: normal flora  ND: not done
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Table 3. Laboratory findings before and after treatment with loracarbef
RBC Hb WBC Eosino. | Platelet GOT GPT ALP BUN S-Cr
No. of | (10*/mm?) (g/dD) (/mm®) (%) 10Ymm% | (AU/N) aun aun (mg/dl) (mg/dl)
@SB Ja|B|a|B|a|B|a|B|[Aa|B|Aa|B|Aa|B|[Aa|B|[Aa|B]|A
1 460 | 447 | 14.6 [ 14.4 | 8600| 5300] 0.5| 0.5]|24.7|239( 14| 17| 11 8| 8 | 76| 9.0(12.6( 09 [ 0.8
2 425 | 420 | 15.7 [ 15.2 | 7400/10000| 0.0 | 1.5]13.4|16.0( 127 [ 125| 93 | 84 | 138 | 133 | 10.8 |14.5] 1.0 | 0.9
3 483 | 481 | 15.1 | 15.2 |14400| 6500| 0.5| 3.0]33.1 |356| 20 | 20| 24 | 29 | 142 | 128 | 13.4 (18.4| 1.0 | 0.9
4 464 | 473 | 14.5 | 14.5 {11000|10700| 2.5| 1.5[24.6 |24.0| 19 ( 17| 10 | 11 | 155 | 147 | 13.0 | 11.5] 0.9 | 0.9
5 402 | 417 | 14.3 [ 14.9 | 6900) 7700| 15.0 [ 3.0 (24.4|22.9| 15| 14| 10 ( 13 | 105 ( 99| 18.4 {21.0( 1.1 | 1.2
6 455 | 477 | 154 [ 15.2 | 6400| 7400 2.0 ( 3.0(32.6 |24.1| 15| 15| 12 | 12 | 104 | 117 | 10.3|12.5 0.8 | 0.9
7 458 | 451 | 15.0 | 14.5 | 8800| 5100( 0.0 | 0.5|38.0(39.3| 18| 20| 24 | 24 | 116 [ 107| 7.4 (12.3] 1.1 | 1.0
8 454 | 468 | 14.2 [ 14.4 13600| 8200] 1.5| 3.0|29.7132.9( 19| 15| 23| 22 | 125|121 | 10.8 | 14.0( 0.8 | 0.8
9 496 | 470 | 14.9 [ 14.0 [12600| 8500 6.0 | 15.5]35.9|37.1 10| 12 8 12 [ 133 (125( 15.6 [ 14.1| 0.9 [ 0.9
10 | 464 | 456 | 15.8 [ 15.5 | 6900 3900| 0.0 [ 2.0(19.7|21.0| 14 | 16 813 (112 | 98(17.7(15.1| 1.0 | 1.0
11 | 489 | 494 | 14.0 | 13.9 |12100( 6500( 1.5| 0.5|39.2|33.2| 16 | 21| 18 | 26 | 139 | 127|109 | 9.8{ 0.5 | 0.6
12 | 479 | 441 | 14.5|13.5| 4600| 7100] 0.5 0.5]|17.6 [32.4| 117 | 19| 329 | 45 | 456 | 224 | 6.4 |11.4| 0.7 | 0.6
13 | 476 | 486 [ 16.0 | 16.6 | 9000 4800 0.5 3.5[28.8|27.0| 24 | 19| 18| 14 | 94 | 128 9.4|11.0| 0.9 | 0.8
14 | 426 | 431 | 13.8 | 13.8 | 5700| 5700( 0.5| 1.5]|22.6 |36.2| 38 | 27( 35| 27 | 141 | 135( 12.1 | 14.5] 0.8 | 0.7
15 | 435 | 424 | 13.0 | 12.7 | 5500( 4400( 1.5 3.0|31.5|255| 18 | 24 9| 17 { 171 | 191 | 15.1 [ 13.5] 0.8 | 0.7
16 | 378 ( 378 [11.7 |12.1| 3400| 7000 1.0| 1.0{239(349| 19| 21| 15| 19 | 130 | 143| 93| 9.3| 0.5 | 0.6
17 | 427 | 423 [ 13.9|13.4 | 6700| 6000 1.5| 0.5|27.5(276| 18 | 17| 13| 12 | 179 | 166 | 11.9 | 14.0 0.7 | 0.6
19 | 445 | 446 [13.5)13.7 | 8100| 4800{ 3.0 4.5|26.1 [234| 17| 16| 13| 10 | 132 | 132| 7.7| 9.3| 0.6 | 0.6
20 | 421 | 435 |13.4 |13.3| 7800(11700| 2.5| 0.0} 30.3|32.8( 15| 11 9 9| 134|154 94150/ 0.8 [ 0.9
21 | 435|429 | 14.1 ( 13.7 |12600(10500f 0.0 | 1.0|16.2|156( 21 | 25| 28 [ 28 | 115 | 117 | 17.2 | 159 0.9 | 0.9
22 | 471 | 453 | 15.9 [ 15.4 | 9100( 5800 0.0} 1.0 17.5]27.6| 36| 13| 15| 20 | 91| 91| 19.2|16.5| 1.3 | 1.1
23 485509 |14.8 [15.1 | 6300| 8300 2.0 1.0(29.5/25.0| 33| 26| 32| 26 | 159 | 136 | 13.7[12.1] 1.1 | 1.1
24 | 482 | 502 | 14.0 | 14.7 | 6700| 7700 5.5| 5.0 26.7 | 33.0 9| 11| 11 13 | 102 | 133 17.9|14.3] 0.7 | 0.7
25 |389 | 396 | 13.1 |13.1 |13000{10500( 0.5| 3.0|63.1 |64.7{ 14 | 14| 12| 14 | 146 | 145| 14.9(20.0f 1.3 | 1.3
B: before  A: after
X 13 Chemother 13: 570~576, 1978
1) Matsukuma I, Yoshiiye S, Mochida K, Hashimo- 4) Nishida M, Murakawa T, Kamimura T and Oka-
to Y, Sato K, Okachi R and Hirata T: Synthesis da N: Bacterial activity of cephalosporins in an
and biological evaluation of 3- chloro- 1- car- in vitro model simulating serum levels. Antimic-
bacephem compounds. Chem Pharm Bull 37: rob Agents Chemother 14: 6~12, 1978
1239~1244, 1989 5) RH % fRFER, #LET, B #E—
2) KHZLZ, B HF 400 A RILERFES Cefuroxime axetil (CXM-AX)DEB) 1M € 7
SWHAZHER, HFE KP4, VERWIERN L O PICEKROFE, Che
KT3777, ML, 1992 motherapy 34 (S-5): 485~491, 1986
3) Grasso S, Meinardi G, de Carneri I and Tamas- 6) fkiE T, HREXRITT, B HE—, HLUET,

sia V: New in vitro model to study the effect of
antibiotic concentration and rate of elimination
on antibacterial activity. Antimicrob Agents

AH 1, EE 2 In vitro pharmacokinetic
system % FJ \» 7z sparfloxacin it B &t DR,
Chemotherapy 39 (S-4): 54~58, 1991
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Evaluation of the antibacterial activity of loracarbef and its clinical efficacy

Hajime Goto, Shinichi Oka, Mieko Goto and Kaoru Shimada
Department of Infectious Diseases, Institute of Medical Science, The University of Tokyo,
4-6-1 Shirokanedai, Minato-ku, Tokyo 108, Japan

Yasuyuki Sano and Yasufumi Miyamoto
Department of Internal Medicine, Doai-kinen Hospital

The antibacterial activity of loracarbef (LCBF ), a new oral carbacephem, was examined using
an in vitro pharmacokinetic system. The activity of LCBF taken after meals on Streptococcus
pneumoniae 11D 533 and Haemophilus influenzae 11D 984 was higher than that of LCBF taken before
meals. The clinical efficacy rate of LCBF was 87% (20/23) in respiratory tract infections, with
the following breakdown: pharyngitis 1/2, pneumonia 6/6, acute bronchitis 5/5, chronic
bronchitis 5/7, diffuse panbronchiolitis 1/1, bronchiectasis 1/1 and pulmonary emphysema with
infection 1/1. As side effects, nausea, abdominal pain and stomachache were found in one patient
and sensation of edematous face was found in another. No abnormal laboratory findings were
observed.



