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Fig. 2 Susceptibility clinical isolates to R-3746 and other antibiotics
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Table 1-1 Clinical effect of CS-807
Case N o Organism Administration Evaluation Side
No Name | Age| Sex Diagnosis Underlying disease isolated | ingXtimesxdayy) gl | Clinical | effect
1 | KM.| 22| F | Acute bronchitis NF. s | 100x2x9 Unknown Good (-)
2 | SK. | 23| M| Acute bronchitis S m%% 100x2x10 | Eradicated | Good | (-)
—— | DM, X% -
3 | KY. [ 56| F | Acute bronchitis Hypertension NF. 200%2x7 Unknown | Excellent | (~)
4 [ LT | 36| F | Acute bronchitis N.F. 100x2x9 Unknown Good (-)
5 | HA.| 251 M | Acute bronchitis N.F. 100x2%7 Unknown Good (-)
6 | KS. |51 | M| Chronic bronchitis H.influenzae | 100x2X7 | Eradicated | Excellent | (-)
7 LK. { 53 | F | Chronic bronchitis K.pneumonice| 100x2X10 | Eradicated | Excellent | (-)
8 | MK. | 47 | F | Chronic bronchitis H.influenzae | 100x2X7 | Eradicated | Good | (-)
9 | OT. | 52| F | Chronic bronchitis | Bronchial asthma NF. 100x2x7 | Unknown | Good | {(-)
. ... | D.M., Hypertension _
10 | KS. | 67 | F | Chronic bronchitis Coronary insufficiency N.F. 200x2x7 Unknown Good (=)
11 | KT. | 63| F | Chronic bronchitis Hyper tension S.aureus 200x2x7 | Eradicated | Good (-)
Coronary msufflc'xency
12 | KS. | 72| F | Chronic bronchitis | DM Hypertension Saureus | 20x2x7 | Eradicated | Good | (-)
Parkinson’ s_d_lsease i
13 | N.Y. | 68 | M | Chronic bronchitis | -2Perimyroidism, Arrhythmia Ecoli | 20x2XW | Decreased | Fair | (-)
Coronary insufficiency
14 | SM. | 73 | M | Chronic bronchitis | Hypertension, Pulmonary fibrosis A.anitratus | 100x2x7 | Eradicated| Good | (-)
15 | TM. [ 25| M| Acute tonsillitis S.aureus 100x2x4 | Eradicated | Excellent | (-)
16 | MT. M | Acute tonsillitis | DM. 200%2x5 | Unknown | Good | (=)
17 | TK F | Acute cystitis DM. E.coli 108 100xX2X3 | Eradicated | Excellent | (-)
18 | MM.| 48 | F | Acute cystitis E.coli 10° 100X2x3 | Eradicated | Excellent | (-)
19 | FS. [ 55| F | Acute cystitis E.coli 10° 100x2x3 | Eradicated [ Excellent | (-)
20 | AY. | 34| F | Acute cystitis E.coli 10° 100x2%5 | Eradicated | Excellent | (~)
21 | SM. | 53 | F [ Acute cystitis E.coli 10° 100x2x5 | Eradicated | Excellent | (=)
22 | NF. | 52 [ F | Acute cystitis E.coli 105 100x2Xx4 | Eradicated | Excellent | (—)
B [ TC 71| F | Acute cystitis ’;‘y‘;’:};;ig:;'i‘ad’*““ Baoril0' | 100x2X7 | Eradicated | Excellnt | (=)
- DM, . .
2% | SL F | Acute cystitis Hypertension Ecoli 105 | 200x2x4 | Eradicated | Excellent | (-)
25 | TH. F | Acute cystitis Cerebral infarction E.coli 108 200x2x7 | Eradicated | Excellent | (-)
% | AC. | 61| F | Acute cystitis E'Y“ﬂ; : Sypochromic anemia Ecolil05 | 200x2X5 | Eradicated | Excellent | (=)
27 | DF. | &7 Acute cystitis D.M. , Hypertension E.coli 10 200x2x7 Eradicated | Excellent | (-)
.\ I . .
28 | ON. | 47 | F | Acute cystitis g;;if;:ﬁmy E.coli 106 200x2x7 | Eradicated | Good (=)
29 [ TK |6 F | Chroniccysttis | preme hart ieae Sawreus 107 | 100x2X7 | Eradicated | Excellent | (-)
. . DM., i X .
30 | KK. | 72 | F | Chronic cystitis Hypem!r{iz:it:mm E.coli 107 200x2x7 | Eradicated | Excellent | (-)

* :normal flora
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Table 2 Overall clinical effect of CS-807
Group Diagnosis No. of Excellent Good Fair Poor
cases
Acute bronchitis 5 1 q
Chronic bronchitis 9 2 6 1
RT.IL
Acute tonsillitis 2 1 1
Sub-total 17 4 12 1
Acute cystitis 12 11 1
U.TI Chronic cystitis 2 2
Sub-total 14 13 1
Total 30 17 12 1
Table 3. Bacteriological effect of CS-807 305D R RBE I VS, ERILE, FRI1260,
Group Organism Ijésoefs Eradicated | Decreased PRREY1PITI6. TRORIEEBI, R DM
S 3 ] K120, SHBERER 2 B, & 14BIDREEBIIE T3 E
.aureus
21360, B%h 1 BIOBMRHE S i, MEFENICIZIE
E.coli 1 1 WBBIAEL D HBES N7 S, aureus 3 ¥k, H. in-
K.pneumoniae 1 1 Sfluenzae 2%k, A. anitratus 18k, FREEBHAE L D 5
RTL H.influenzae ) 5 Bani: E. coli 128k, S. aureus 1 BRHSHE L7203,
7 THRIEBIIED 1 BTSNz E. coli 13Tl 20
Aanivatis . FRLESR O RO 7 = AR D 1/3~1/2 8
B e 1| BUTOBH, in vitro iliH £ AARESERORR?
Sub-total 9 8 1 2 RRT BERR CH o7 270, BWERS & UBEER
S BREERE 2B ONT, FARIOELMSREESh
. aureus 1 1
A
UTL] Ecoli BB CS-80TIHENMY 7 = A8 E LT, BRI,
Sub-total 14 14 ZEMHIHHFTE I LWERITH 2,
Total 23 | 2 1 X L

1) BHEBRCEREFRRE FES O KIT LI,
CS-807, &fd, 1987

2) WHRE : CS-807DEABIE MY 5 H R, Chemo-
therapy 36 (S-1) 252~260, 1988
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Tahle 4 Laboratory findings
Case RBC Hb It WBC Eosino GOT GPT Al-P BUN SCr
No. [(X104/mm’)| (g/dD) (%) (/ mm?) (%) v) () (KA-UIU) | (mg/dl) | (mg/d))
1 382 11.0 33.5 8,400 5 18 12 6.6 9.6 0.82
412 11.8 35.2 6,200 1 14 10 6.5 6.4 0.64
2 475 14.5 42.0 10,700 1 18 16 6.2 14.8 0.72
474 14.5 41.9 5900 2 15 14 6.2 18.3 0.94
3 460 14.1 40.8 8,400 1 19 16 48 17.1 1.00
458 14.0 39.5 4,600 3 18 20 5.3 20.7 1.07
4 452 124 36.4 8,700 4 28 36 7.6 21.0 0.81
445 12.2 358 6,700 4 24 40 6.9 15.2 0.72
- 499 15.2 44.0 10,600 1 23 21 5.8 24.0 0.98
i 484 15.0 45.4 5,300 5 21 19 6.0 20.0 0.82
6 463 15.7 43.1 10,100 1 24 26 192 110 0.9
458 15.5 43.0 6,790 1 26 18 179 10.7 0.9
7 485 15.7 43.4 10,400 1 21 26 180 10.7 0.9
491 15.8 43.5 7,200 3 26 30 192 11.0 0.9
8 438 13.9 42.0 9,600 1 21 19 186 11.0 08
445 14.1 42.3 6,900 2 25 20 176 10.0 0.8
9 456 14.2 40.6 9,500 5 22 16 5.8 18.2 0.76
453 13.8 39.2 4,800
10 464 14.0 42.3 8,500 2 15 10 7.3 20.8 1.01
449 13.6 41.2 4,900 2 18 18 79 22.0 1.03
1 474 14.8 42.6 8,200 2 25 17 5.5 16.4 0.88
462 14.4 42.2 4,700 4 23 17 6.0 12.0 0.78
12 433 14.0 40.4 9,900 2 24 17 8.2 154 0.78
434 14.3 40.8 7,800 4 27 17 9.0 179 0.82
13 529 14.7 43.7 4,500 3 21 21 10.2 18.8 0.90
557 15.3 455 4,500 5 21 24 10.4 179 1.03
14 516 15.3 45.2 9,200 0 21 18 11.6 13.3 0.89
531 15.8 46.0 8,500 1 15 12 10.2 13.1 0.89
15 465 14.8 42.7 9,800 1 18 21 188 11.0 09
472 14.8 429 6,700 2 21 24 194 10.5 08
16 525 154 43.6 9,400 4 16 13 5.5 10.8 091
485 14.7 40.0 8,200 2 22 13 6.6 133 1.05
17 485 14.1 41.0 7,800 1 14 11 136 10.5 0.9
491 14.2 41.3 6,900 1 16 13 142 10.0 0.8
18 431 13.6 39.0 7,100 1 19 12 167 11.0 0.9
425 134 38.7 6,800 2 21 14 170 10.0 0.8
19 428 13.5 39.3 7,400 1 12 12 152 11.0 0.9
440 13.8 40.1 6,600 3 11 13 140 10.5 0.9
20 449 13.3 40.0 8,000 1 16 14 152 10.0 0.9
438 13.2 39.7 7,600 2 18 15 148 10.2 0.9
21 448 14.3 41.1 7,300 1 17 11 172 10.0 0.8
458 14.7 41.4 6,500 2 18 12 180 10.0 0.9
29 476 15.0 40.7 7,100 2 17 13 136 10.2 08
483 15.4 41.0 6,800 2 18 11 142 10.0 09
23 437 13.7 40.4 6,200 2 23 25 10.8 189 0.80
471 13.6 39.6 6,500 3 19 12 8.8 17.3 0.73
2% 455 13.5 39.4 4,300 3 22 23 8.3 99 0.92
503 15.1 43.2 5,800 3 19 23 9.0 13.2 1.01
2 430 14.5 41.1 6,500 3 15 15 6.9 12.7 0.85
528 14.3 41.2 5,000 3 16 15 8.2 17.3 0.70
2% 406 11.6 33.9 6,600 5 21 16 5.9 15.5 0.74
430 12.3 35.4 4,600 1 17 13 6.8 18.2 0.73
27 464 14.2 41.6 3,000 4 17 11 9.6 13.0 0.83
455 14.1 41.8 3,500 2 18 10 9.6 17.1 0.84
28 470 144 40.6 10,800 2 18 14 6.4 14.2 0.77
438 13.6 38.3 4,100 1 18 19 6.3 11.1 0.76
29 388 11.4 324 5,800 3 13 7 6.3 15.8 0.80
363 10.4 30.3 5,700 4 18 11 6.9 13.4 0.75
30 407 12.9 36.3 7,200 2 29 22 13.6 234 1.40
414 13.0 36.2 7,900 5 18 15 12.0 23.6 1.38

before treatment

after treatment
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CS-807 : SUSCEPTIBILITY AND CLINICAL
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Susceptibility to R-3763, the active free acid of a new oral cephem antibiotic CS-807, was tested in 137
clinical isolates of 6 species using the agar dilution method with an inoculum size of 10° cells/ml. The MIC
range of R-3763 was biphasic for S. aureus, and peaked at 1.56xg/ml and at more than 50ug/ml ; it was 0.
1-1.56ug/ml for E. coli, 0.1-0.78ug/ml for K. pneumoniae, less than 0.39ug/ml (79%) and 3.13-50xg/ml for
M. morganii, 0.1xg/ml (93%) — >100ug/ml for P. mirabilis and 0.39— >100 ug/ml for S. marcescens.

The antimicrobial activity of R-3763 against S. aureus was as good as that of four reference drugs, CEX,
CCL, CFT and T-2525, and superior to CFIX. R-3763 against E. coli, K. pneumoniae, M. morganii, P. mirabilis
and S. marcescens was superior to CEX, CCL and CFT and almost equal to CFIX and T-2525.

Thirty patients with bacterial infections were treated with CS-807 at a daily oral dose of 200 mg or 400 mg
for 3-14days. Clinical efficacy was excellent in 17, good in 12 and fair in 1. The total efficacy rate was 96.
7%. Twenty-three pathogens-principally S. aureus, S. pneumoniae, E. coli and H. influenzae were isolated.

All were eradicated after treatment with CS-807, except one strain of E. coli in a patient with chronic

bronchitis. No adverse reactions or abnormal laboratory findings were observed.



