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SY5555 13, T AT NRIDFHKEN <% L RIEWE Th 2, BEIR 5 BE> 8 HiFE2368k(- &t
¥ % SY5555 DHLE F11, MIC,, T methicillin-susceptible Staphylococcus aureus (MSSA)12.5
wg/ml, methicillin-resistant S. aureus (MRSA) >100ug/ml, Escherichia coli 1.56ug/ml,
Klebsiella pneumoniae 3.13ug/ml, Proteus mirabilis 6.25ug/ml, Morganella morganii 6 .25
ug/ml Th -7z, #i12, MSSA B LU E coli D MICs0120.78pg/ml & £ gk % 75 L 72 A%
Serratia marcescens, Pseudomonas aeruginosa @ MICso 13 %7250, >100pg/ml TH - 7>,

MR BRI 9 B3 L ¢, SY5555 % 1 H 450~600mg 43 3 T, 5~ 14 HR# . L, i&esh s
%Ato&%ttﬁﬂmig,1%%5%&%%@&5%KcﬁMhm%Wmtt:t;0.%
RENR B & UM A H B O R £ ) sk L 72, ZORER, BRI R E R 360, 475 5
BIT2BIERLULTH - 72, Bokisiss: 8o BT R T B0 MIH %D B3 0 4 6
Bl, B LBITH -7, BIFERIE, Baga 16, Bl U BRRANRG A 1 63885 &5 4172 LASE,
ZTOMOEIER, BERREMER 22D 5N eh - 70,
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EWETH B, SY5555 NL¥:413 (5R,6S)-6-[ (R)-1-
Hydroxyethyl]-7-0x0-3-[ (R)-2-tetrahydrofuryl]-4-
thia-1-azabicyclo[3.2.0]hept-2-ene-2-carboxylic acid
sodium salt 5/2 hydrate T, 5 BIBERSHC ~EiELn
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SrBEE #1172, methicillin-susceptible Staphylococcus
aureus (MSSA) 27#:, methicillin-resistant S. aureus

(MRSA) 54k, Escherichia coli 2%, Klebsiella
prneumoniae 2T%:, Proteus mivabilis 20%, Morganella
morganii 27, Serratia marcescens 27THk,
Pseudomonas aeruginosa 2Tk 8 Bikg, 236Kk > -
THAS IR e i - JERO AR 2 P,
PR 5 10°CFU/ml T SY5555 @ MIC # #5E L 7=,

WHIEIL 2 70752 #—MIT-P (#4584 kAR
8) M\, W HK A X L T cefixime (CFIX),
cefpodoxime (CPDX), ceftazidime (CAZ) # L 1x
imipenem (IPM) # Hjv 7-,
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Table 1. Susceptibility of clinical isolates to SY5555 and other antibiotics

Organism (strains) Antibiotic MIC (xg/mb
Range 50% 90%
SY5555 0.19~12.5 0.78 12.5
methicillin-susceptible Cefixime 3.13~100 12.5 100
Staphylococcus aurveus Cefpodoxime 1.56~>100 3.13 >100
MSSA) 27) Ceftazidime 3.13~100 12.5 100
Imipenem =0.09~12.5 =0.09 3.13
SY5555 0.39~>100 12.5 >100
methicillin-resistant Cefixime 6.25~>100 100 >100
Staphylococcus aureus Cefpodoxime =0.09~6.25 12.5 25
MRSA) (54) Ceftazidime 6.25~>100 100 >100
Imipenem =0.09~100 12.5 50
SY5555 <0.09~6.25 0.78 1.56
Cefixime <0.09~1.56 0.19 0.39
Escherichia coli (27) Cefpodoxime 0.19~6.25 0.39 6.25
Ceftazidime <0.09~1.56 0.19 0.39
Imipenem =0.09~0.39 0.19 0.39
SY5555 0.39~6.25 1.56 3.13
Cefixime <0.09~50 =0.09 0.19
Klebsiella pneumoniae (27) Cefpodoxime =0.09~1.56 0.19 0.78
Ceftazidime 0.19~0.78 0.19 0.19
Imipenem =0.09~1.56 0.19 1.56
SY5555 1.56~6.25 3.13 6.25
Cefixime =0.09 =0.09 =0.09
Proteus mirabilis (20) Cefpodoxime =0.09~0.19 =0.09 0.19
Ceftazidime 0.19~1.56 0.19 1.56
Imipenem 0.19~3.13 1.56 3.13
SY5555 3.13~6.25 3.13 6.25
Cefixime =0.09~100 1.56 100
Morganella morganii (27) Cefpodoxime =0.09~>100 1.56 50
Ceftazidime 0.78~12.5 0.78 12.5
Imipenem 0.78~6.25 1.56 6.25
SY5555 6.25~100 50 100
Cefixime 0.19~>100 6.25 >100
Serratia marcescens (27) Cefpodoxime 0.39~>100 6.25 >100
Ceftazidime 1.56~50 3.13 6.25
Imipenem 0.39~12.5 0.78 3.13
SY5555 >100 >100 >100
Cefixime 6.25~>100 >100 >100
Pseudomonas aevuginosa (27) Cefpodoxime >100 >100 >100
Ceftazidime 3.13~100 12.5 50
Imipenem 0.78~12.5 3.13 12.5
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Table 2. Clinical results of SY5555
Case | Age | . . . Underlying disease Isolated Administration Evaluation Side-
. . Sex | Diagnosis T K . - - v
No. | (y) & complication organism mg < times ¥ days/ | Bacteriological | Clinical | effects
1 41 F | pneumonia (=) N.F.?» 200x3x7 unknown excellent
chronic hypertension . , nausea
2 74 M o . X S. marcescense 150 ¥ 3x5 unevaluable  |unevaluable .
bronchitis |ischemic heart disease ] @norexia
chronic |ischemic heart disease| . replaced
3 72 M . . S. pneumoniae 200x3x7 . good -
bronchitis arrhythmia LS. marcescens)
chronic i i X
4 76 M . hypertension K. pneumoniae 200%3x7 cradicated good -
bronchitis
chronic . .
5 72 F R (— H. influenzae 150 x 3% 14 eradicated good -
bronchitis
chronic X . .
6 68 M . (=) H. influenzae 200X 3X10 eradicated good -
bronchitis
7 72 M RTIV bronchiectasis M. catarrhalis 150 X 3> 7 eradicated good | nausea
acute . . _ .
8 23 F . (=) S. aureus 150 X3 x5 eradicated | excellent -
tonsillitis
acute ‘ .
9 31 M L (=) S. pyogenes 150 X3 x5 eradicated excellent -
tonsillitis

1) respiratory tract infection
2) normal flora

WM D2 WFEB L R & I L 72, BRRZhENE, B
REERNDYCEE 2 FKE L, MEFRE L i 8
B2 FE R (excellent), A%h (good), XX K% (fair),
2|3 (poor) O 4 ExBETHIEL 72,

ERIRGMGRIT, BREE2EERCBEL, ¥
FICE B EZ LN 2EIERND RO E L AL
72, Fro, EABGATHIC MR, FFHAeRg, B
BRERE 21T, BRREEO RELRHOFEIZH
WTLHER R AT~ 12,
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SY5555 DERIK > BRI AT B HE H &, MED
CFIX, CPDX, CAZ 1 & U IPM 745l & iz Table 1
127R L 72, MSSA 1243 2 SY5555 @ MICs,f#10.78
pg/ml & IPM & D I3E2 L0t 3FI L) i
MW %m”L 72, MRSAIZ %L TlE, SY5555
MIC;, 412 . 5ug/ml, MIC,,fiti*>100ug/ml & &5
MHER 28D 54115 H D CPDX B & W IPM 1313
[ THY, CFIXBLWUWCAZ L) L EA T, —
H, 77 LEWRE D E. coli T3 SY5555 @ MICs,fitih®
0.78ug/ml & CPDX X 311ZFE%, K. prneumoniae T
13 MICsof# (£1.56pg/ml, MIC,of# (33.13ug/ml &
IPM & IZIZRIF DB 1 %7537 L 72, Proteus mivabilis
B &S, marcescens 122> Tl SY5555 7 MICs, i
13%%23.13, 50ug/ml &, fifH & i L EFEHY, M
morganii T |3 SY5555 ) MICsofil 123.13ug/ml,

MICyofiti 126.25ug/ml ¥ CAZ 35 &£ O*IPM * [6] % 7
H12,

P. aeruginosa 12>~ T2 CFIX b & 1 CPDX * [
Kk, BUA D 2 03 & - 72,
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B2 DIEFIOBEE % Table 2 (251 72, #cd5, A#|
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2BITE2BITHY, LB LTH -7,

M P W) R AR 1 8 TS, aureus, Streptococcus
pyogenes, S. pneumoniae, K. pneumoniae, S. marces-
cens, Moraxella catarrhalis * % 1 ¥, Haemophilus
influenzaen* 2 BIDG 8 BIAKRIL S 172, ZF DEER,
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s> S 47z, F 72, Table 3273358 ) Hr L1z
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Table 3. Laboratory findings before and after administration of SY5555
Case RBC l{h4 It WBC Eosino | Platelet GOT GPT ALP BUN S-Cr
No. X100/ mm®)| (g/dl) (%) {/mm?*) (%) |(x104/mm*| (1U/1) | (IU/1) | (IU/D (mg/dl) (mg/dl)
) B 438 8.9 7 28.4 10,100 2.8 20.5 19 7 187 7.3 0.82
A 462 9.5 30.2 4,700 4.6 32.4 17 10 180 11.4 0.89
9 B 455 14.4 43.7 8,700 1.0 22.2 22 17 165 19.6 1.18
A 46() 14.6 44.7 6,800 3.0 21.8 19 15 175 18.6 1.09
B 455 14.4 43.7 8,200 1.0 22.2 22 17 165 20.9 1.25
3 A 46() 14.6 44.7 6,800 3.0 21.8 19 15 175 18.6 1.09
B 375 12.0 36.5 8,300 4.5 27.1 22 15 157 16.0 1.07
i A 393 12.6 37.7 7,700 3.4 26.6 23 12 191 11.8 0.92
_ B 481 14.6 44.6 10,300 1.0 23.0 22 20 156 13.5 0.74
? A 473 14.5 44.3 6,700 2.0 24 .4 28 23 158 12.8 0.76
B 472 14.7 43.0 10,200 1.0 18.7 19 16 148 12.8 0.70
6 A 481 14.9 43 .4 7,800 2.0 20.3 23 18 151 12.5 0.74
B 454 14.1 42.6 8,700 1.6 22.4 14 8 115 15.9 1.08
7 A 451 14.3 43.0 7,500 2.0 21.1 15 7 121 18.0 0.98
B 446 14.1 42 .4 10,600 1.0 17.8 17 10 131 9.8 0.55
8 A 451 14.2 42.6 7,200 2.0 19.6 19 12 134 10.2 0.56
B B 478 14.9 43.5 10,000 0 18.5 41 22 141 18.7 0.79
I A 462 14 .4 40.6 5,500 3.0 27.8 22 25 111 11.9 0.75
B before A . after
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AT L 720 MSSA 12 xF L Tia, IPM (2% % »ifthod 3 #)
LR LB A L7z, 72, MRSA KL €
(XRS5 B L oy CPDX, IPM & (312
WENHHE N #0372, E. coli 12> Tt CPDX, K.
pneumoniae 12O T2 IPM X 13X S 0HTH ) %
P. mirvabilis = & L Tl At
2xt L Tix CAZ,
XL T

wL 720 S, marcescens,
LB LATTE Y, M. morganii |
IPM & [E]%Toh - 72, £ 72, P. aeruginosa |
M 2R & eh - 12,

VLD N okER L, MBEZ B 77 LB
BRI L QLB AU 287 P L& RT 9,
FRZ, A7 7 LB TER I A L TSI 2o
L) I FE TOHE L HERDFER 2R L 7239,

Arlnl, DPIREIEGGAE 9 B AL, AR A LT B8
SRR 2PTRILLEE v IS E D S L

7z WRIRERSEML & L CIIBFERUSHSE, Bk g
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W Z ks, AN, BME, AL T, B
~ HUFRE DN SR USE (2 TR e KT & & 2 st

#H 891213, CFIX 5 £ 0r CPDX & [alffiz, MIC »

Bl S. marcescens D5¥GHMBL 2L, S, aur-
eus, S. pyogenes, S. pneumoniae, M. catarrhalis,
H. influenzaet £ K. pneumoniaeld & Tk 72,

BITER 12 & E o REHERIL, 599%1+, &R A 784

(4.9%) &> 51, £ D 5 HIE LEaERKH61%1 (3.8%)
Th-720, MehBat L7z 9Efon ) &, HBLL 728l
TERIZEL 16, Blb L CAEMATIR 1 Blngt 2 61T
A () th%%Ji»{k’C Hotz,

PlEE D, SY5555 (3R~ LAk & L THEN D
<, BRIRIE D 5 AT L AN OELICHRTE 53
A& L THIRETE B,

X 53
1) g B, BHOE | B4 H R IEEEE SR e,
B R4, SY5555, HE, 1993
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FETIZ DT, Chemotherapy 29 : 76 ~79, 1981
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Susceptibility and clinical efficacy of SY5555
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SY5555 is a new non-esterified oral antibiotic. The antibacterial activity of SY5555 against 236 clinical
isolates of 8 species was determined. The MIC,, of SY5555 was 12.5 pg/ml against methicillin-susceptible
Staphylococcus aureus (MSSA), >100 xg/ml against methicillin-resistant S. aureus (MRSA), 1.56 ug/ml
against Escherichia coli, 3.13 ug/ml against Klebsiella pneumoniae, 6 .25 ug/ml against Proteus mirabilis and
6.25 ug/ml against Morganella morganii. SY5555 was particularly effective against MSSA and E. coli, with
an MIC;, of 0.78 xg/ml, but showed poor activity against Serratia marcescens and Pseudomonas aeruginosa

( 250 pg/ml). SY5555 was administered to 9 patients with respiratory tract infections in doses of 450 ~ 600
mg t.i.d. for 5 to 14 days. The clinical response in the 8 patients was excellent in 3, good in 5. The causative
organisms were isolated from sputum and tonsillar mucus in all 8 cases (2 strains of Haemophilus influenzae,
one strain each of S. aureus, Streptococcus pyogenes, Streptococcus pneumoniae, Moraxella catarrhalis, K.
pneumoniae, S. marcescense). Six strains were eradicated, one was replaced, and one was unevaluable. As
adverse reactions, nausea was observed in one case, and nausea and anorexia in another. No abnormal
laboratory data were observed in any of the patients. The results suggest that SY5555 is a safe and useful
drug for the treatment of respiratory infections.



