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REBREEC T35 PC-904 D FIEMR

RERZ - FRASK - ZHRE - FHEK
AFRFEEMLRBBLHRE

Sodium (2S,5R,6R)-6-[ (R)-2-(4-hydroxy-15-naph-
thyridine -3- carboxamido) - 2 - phenylacetamido] - 3,
3-dimethyl-7-oxo0-4-thia-1-azabicyclo [3. 2. 0] heptan
e-2-carboxylate (PC-904) i2 E KL T Rk R & HDFE
MRy 2—THRIALFARR=2v Y VT, £0OMK
#HRx Fig.1l wir+ & % b, ampicillin © amino 1
4-hydroxy-3-carboxyl-1, 5-napthyridine *¥A L7
bOTHY, BMERFHEL, HER21 7 A, HENIR
RRETILDET 8077 sRUBEAVCTHED
¥boLlidk, 77 sWtERIcd ABPC tiLo®
453 CBPC LtRAIBESSVIREhU LOHE HE =
Fo EHZ, FR~OBITNRIFCEH R BRECH
fEhsowckL, Rf~0Htiibo Penicillin R
SR LEVCEAAMbR T3, 40, EFEIZD
FHREpETHS PC-904 »HEBMORKE R FERFER
L, TOBKRMAMR X B o CETOXMMERERE

Fig.1 Chemical structure of PC-904
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Fig.2 Sensitivity distribution of clinically
isolated E. coli to PC-904, SBPC,
CBPC and ABPC (50 strains)
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Fig.3 Cross sensitivity of PC-904 and SBPC
‘against E.coli (50 strains)
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Fig.4 Cross sensitivity of PC-904 and CBPC
against E. coli (50 strains)
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Fig.5 Cross sensitivity of PC-904 and ABPC
against E.coli 50 strains
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Fig.6 Sensitivity distribution of clinically
" isolated Pseudomonas to PC-904,
P! SBPC and CBPC (23 strains)
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Fig!7 Cross sensitivity of PC-904 and SBPC
against Pseudomonas 23 strains
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Fig.8 Cross sensitivity of PC-904 and CBPC
against Pseudomonas 23 strains
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Fig.9 Sensitivity distribution of clinically
isolated Pseudomonas to PC-904, SBPC,
CBPC and ABPC (50 strains)
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Fig.10 Cross sensitivity of PC-904 and SBPC
against Serratia 50 strains
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Fig.11 Cross sensitivity of PC-904 and CBPC
against Servatia 50 strains
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Fig.12 Cross sensitivity of PC-904 and ABPC
against Serratia 50 strains
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Table1 Blood concentration after drip intravenous
administration of 1000mg PC-904
(ug/ml)

CaeNo | 05| 1] 2] 4] 6

No.1 (60 kg) |[21.4(23.0(11.0| 2.2 —_
No.2 (53 kg) |26.2]29.0|12.8 (1.0 -
No.3 (62 kg) [20.0]26.0|10.0{0.39| —
Average 22.5126.0(11.2 (119} —
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Fig.13 Serum concentration after drip intra-
venous administration of 1000 mg PC-904
(average)
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Table 2 Urinary excretion after drip intravenous

administration of 1000 mg PC-904 (%)

Interval hour|
0~2 2~4 4~6 Total

Case No.

No.1 30.4 4.5 1.2 36.1
No. 2 22.0 57 1.4 29.1
No. 3 23.5 7.5 1.2 32.1
Average 25.3 5.9 1.2 32.4

Fig.14 Urinary excretion after drip intravenous
administration of 1000 mg PC-904
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Fig.156 Laboratory findings
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Table 5 Overall clinical efficacy

M Cleared Decreased Unchanged Efficacy on bacteriuria
Eliminated 7 , 1 8/18 (44.0%)
Suppressed 3 3/18 (18.7%)
Replaced 1 3 4/18 (22.2%)
“Unchanged 3 3/18 (16.7%)
Efficacy on pyuria |  7/18 (38.8%) | 5/18 (27.8%) | 618 (38.4%) | O'rall clivicel efcacy

Table 6 Overall clinical efficacy classified by type of infection

No. of Percentage shared Overall
Group Cases |Type of | Simple or Excellent| Good | Poor efftectlveness
infection | mixed rate
1st group [ndwelling 10 | s88% 4 3 | 3 70.0%
of |2nd group POt omy | 5 | 352 94.4% 1 2 2 60.0%
—t 5 .
E..E 2rd group .Upper U.T.I. 3.0 1 100. 0%
“-= | 4th group Lower U.T.I. 3.0 1 100.0%
Subtotal 17 100. 0% 7 5 5 70.5%
5 th group i’;‘:ﬁ:ig{ng 1 100. 0% 1 0 %
g No Indwell > 6%
b=+ o Indwelling
'ﬁé 6 th group catheter
S8
Subtotal 1 100. 0% 1 0 %
Total 18 100.0% 7 5 6 66.7%

Table 7 Bacteriological effects of PC-904 classified by organisms

‘Causative organisms

No. of cases Excellentl Good ] Poor lEffectiveness(%)

E.coli 8 6

Citrobacter freundii 2 0
Enterobacter cloacae 2 1
Klebsiella pneumoniae 2 0
Serratia 1 0
Proteus 1 0

1 0

Mixed infection

Eradication (%)
1 1 87.5 75.0
0 2 0 . 0
0 1 50.0 50.0
1 1 50.0 0
1 0 100 0
1 0 100 0
0 1 0 0

\w32%, SBPC, CBPC, ABPC } 3i3iERRDMHBY R
LT\ %, Pseudomonas aeruginosa yz-o\~Ti¥ =100
ug/ml OERFBRIFIE 6.25 ug/ml & peak % 5B¥, b
hbho peak r 1HTFhT\5M, SBPC, CBPC &
13, RIFABOHEREETRL T\ 5, Serratia {z-o\T
%, K#HH 2100 ug/mlicFML, bhbhoFHhis
0% SBPC, CBPC, ABPC L 4Bz, RISAETD
2%

WIC T BE IE  Te AU A 3 flic PC-904 1000mg %
1R AEMIEL, mMPRE, RPEFEREZIE LI,

MR 1 BRI TFH 26.0 ug/ml L peak i3
L, 2Rtk 11.2 pg/ml, 4 B5RIKICIL 1.19 ug/
ml, 6 BRIEKIIESBE CEDI, HELOHETH
L, 2B TD 70 A 1000 mg K 6
B ¥ CORPEIRERIL TS 32.4% T, #HELOH
ELRIFE-HK LT,

BEREBIC oW Ti, E? LDAKZREALD T — X
T—FELTHREL TS, ThicXks L, RERYIFM
BleERL, E%)22 #, H%30 6, &R 42 ATHEY
R 55.3% Tholo
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bhbho WMt REERIE L 18 e e, HY
RYLATEDIZLE TRV, BH76, H25 6,
maheBl, HYXK 66.7% T, LEEHIZILL, TR
ToRUOE 187,

BREIIERY R s XU KK L Table 7 1w/Rk+ X
51c E.coli 8k, ¥h6M, AR1M, &M1MT
b, HYK 87.5%, WHKEK 75% ThoTo

B BIfE Rieow T, FRERSE BEER 18 4, me
WEREER 3 ADEH 21 Rlic oW THERFEL BB L
NBETRELOYED I, ot EROMH LI 650
FEBIC 2\ T O BIfE AV 10961, 16.8% T, % D#50%
2, GOT, GPT DEE LA T, £DMTIR7 VA¥—IE
Ko 30%, BUN oRRE LA 10% wiEdbhic
EHELTWAAR, JELB:18ADGOT, GPT, BUN,
M2 v7F=veonThREIBDILEM o0

VII. & 1}

1. 5EN  E. coli 3% HiE i SBPC, CBPC,
ABPC X h 1 ~2WBREZUNRIFTH - Tco Pseudo-
monas aeruginosa, Serratia marcescens T\ SBPC,

CBPC L pigRBE TH 1o

2. Mk PC-904 1000mg A% i M & 8 565 0
peak (X 1B§MMIC D b, 26.0ug/ml T, 2B M T
11.2ug/ml, 4B 1. 19ug/ml, 6 B5MEICILHRN
BIEEDI

3. Repghitk® PC-904 1000mg MRS D 6 B
M ¥ o RBEINEKIL TS 32.4% T, FOXEBS 25.3
% 2 Rl ¥ Cie Bl X dteo

4. ERIRALBR  18(UD A OHE % OF - 7o BN IR B R
E#AL, EBHTH, FHSH0, KH6H, AR
66.7% DY I

5 Blff ®HETREL0%BBUEMo1o

X [

1) Fr¥XK : RERRGEC KT 5 Sulfobenzylpeni-
cillin O H{#K, Chemotherapy 19 : 1037~
1042, 1971

2) SHMA B 25 HAK{LCEMEZLBL, FXK
vy Moy a (1) PC-904, 1977

CLINICAL APPLICATION OF PC-904 ON URINARY
TRACT INFECTIONS

Yasuynt Kuropa, Noeuo Kataoxa, Tosmmiko Mita and Joj Isuicamr
Department of Urology, Kobe University School of Medicine

(1) Antibacterial activity

PC-904 showed more potent activity by a few stage against E.coli in comparison with SBPC,
CBPC or ABPC. Against Pseudomonas aeruginosa and Serratia marcescens, PC-904 had almost the

same activity as SBPC and CBPC.
(2) Serum concentration

When 1000mg of the drug were drip infused intravenously for 1 hour the peak serum concentration
of PC-904 was 26 ug/ml at 1hr after the initiation, then the concentration gradually decreased to 11.2
ug/ml at 2hrs. after, 1,19ug/ml at 4 hrs. and trace amount at 6 hrs.

(3) Urinary excretion

The mean urinary recovery rate of PC-904 was 32.4% for 6 hrs. during iv drip infusion of 1000 mg

and 25.2% was excreted within the first 2 hrs.
(4) Clinical effects

PC-904 was applied into 18 complicated urinary tract infections accompanied with various complica-
tions. Clinical effects were obtained excellent in 7, good in 5, and poor in 6 cases and overall effec-

tiveness was 66.7%.
(5) Side effects and laboratory findings

There were no side effects and no abnormalities of laboratory findings.



