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Table 1. Concentrations of SY5555 in plasma and tissue
‘ BW Sanﬁp]ing Concentration (ug/ml or g) Tissue/Plasma
No. Agely), Sex time -
(kg) . Plasma Tissue (%)
(min)
1 42, F 55 60 0.82 <0.03 (tonsil)
2 50, M 56.5 120 1.00 0.05 (nasal polyp) 5.0
3 18, F 50 120 1.34 0.10 (maxillary sinus mucosa) 7.5

KA A SR L 72, & 72 [l MR L2 A SRR M 2 $R IR L 72,
PFHL 2RI E ST —77 ) —9127—-80C
FALRERIZHFE L 22, FIA T A AT
(¥ =Fmfbbe — — U2 %L 72, Mgz 5
2.7 F iRM(1,000ug/ml) M/15 1) > REiRE 7 % i 2.
TG TR ES FHA ZLGHE Lo BER £ 0 LR %
LLF o bioassay (= fit L 72, bioassay I3 Bacillus
subtilis ATCC6633 % e & 3 5 agar well i THE
REL, $5HU3 7 2 B ) T AR TV 229,

2. BRIKHYREGT

JL B R R B A 35 & OVBEH G 2% 12 SR 3
F10H2 S 4 FIOH DIz Z2 L, KBBRBMOEZE
DR S L SY5555 & e L 723300, Attt B % 5 1,
U E R (FAMRE) 66, RIS 36, Rk
% (RmEKEPA 28, RHCRIPRRE = 58) 96, HER
16U, HFIRE 1B at2560H B A0 R 158 /T RE 7 i
P/"J“'% =72 (Table2 /Fnbl’{mﬁ#*}rﬁ bﬁ?ﬂtf 8

Hlﬂ]/fﬁ *Nﬁffréﬂf L@’C%Zs ké}l*f_@uﬁﬂﬁﬁ%(
i, HGEoRBE S TEHMEi T E e o 72 2B 2 7231
BlTH -1z,

RS TRZD ) 5E W RERE BN 350 2 B 501315~ T730%
F TOBMEISH], wH10BlTh Y, Bhas L Uoiky
Fi£02 1 101100~300mg 1 H 3 Mgk 45-Th - 72,
BHHMIE 3 ~14HBITH Y, BikH#I131.2~8.4g
Tdh =72, BRRFDRALERIRAEIK, RRARF RO &

ERATICEIRL T, FRh, AR, 4R, B,
*"J'ﬂ‘:’/f BN 5 XM TR L 72,

ﬂﬂ[% FHIRRGETHITEARZFH S DT T b Hikliz LY

GBRGRI L L OB T RICBIE ) L — k2T 725
32 AR L) KR A BRELL, b IC L

(L —=F 2T 7 2%, BAK—7—) 12T, =%
fbe—o—Z 2% L, MITH D8R E % 5 Ui
MIC BI5E % —4E L THr - 729, &Hidkic BT L M
DBERIE#AT) Z L & LTz, Ld, GRS L) oW

M, BB e XA S L 2RS35 TR T SRR AR
EEMBL XL,

M FHIN AL, G, BRI, AR, A

ANBH 5 B THISE L 72,
o & &

1. #H#ENB Lo msgh g

SY5555 200mg #E 14k 515> SAH AP EEE, MmAfdh
B4 Table 1 127R L 72, A&I200mg & 5-#4605 DR
BRALRE P IR B I3 B BR S LU Tl I8 13082 g/
ml Th -7z, %E5%1205 7 & F &N IBEI30.05
pg/g CMEEHIBE 31, 0ug/ml TH- 72, #E51£120
D LFRTREEPE R 120, 10pg/g, MAEHEEIT].34
ug/ml THo 1z,

2. BRIRHIRRET

FRIRBEN—E % Table 2 127" T, BEFERIEIZE M
FEHRB L OEERE R0 ZHBES 15 TEY, 18
HHEROSHMEL L UAERRRNE 20 TR0
AT, BBz TN LAERLLLE (R 9 FIEH)
DINEDIF LN, FRFEIZT6.0% (19/25) TH -7z,
F 72, MREFRRNRIE, MFHETREERII8HFIZ 5\
T, Staphylococcus aureus 6 ¥, coagulase negative
Staphylococcus, Cor-
ynebacterium species & 3 ¥, Streptococcus pyogenes,
Haemophilus parainfluenzae & 2 ¥, Staphylococcus
epidermidis, Streptococcus agalactiae, 8- Streptococcus

Streptococcus  pneumoniae,

species, Escherichia coli, Citrobacter freundii, Kleb-
siella oxytoca, Enterobacter aevogenes, Proteus mir-
abilis, Pseudomonas cepacia, Xanthomonas wmalto-
philia, Propionibacterium acnes & 1 %H 5382 1, S.
aureus, Corynebacterium species, C. freundii % 1 #
R E e THEL, £DIHREIT0.0% (27/30) TH -
72,

BITERIZESR B L OB EA A 1 Blic, 7777
B, REERE L OIREST LIS 2, BEELD
DT » -T2, T2, FRREICERT 2 & EbiL
LERRR AR X, S-GPT LA 5 L OiFEEEkE %
WELIBFUCHBIL 22T HLBRELZLOTH - 72,

m. =% ®

SY5555 (%, #KIREE % Bk < iFRME 2L S ICBRAND
77 LR B & OTEMER o3t L CREF il 2=
7 PV EERWHIE N %R L, ¥FIZ Enterococcus



614 CHEMOTHERAPY APR. 1994

Table 2. Clinical summary

A Organism Dosage Bacterio.
Case| 8¢ o Before MIC* | Daily T Total _ Clinical | Side-
. (y) Diagnosis Duration logical . IRemarks
No. ! (eg/ml)| dose dose efficacy | effects
Sex ) (days) effect
After (mg) (g) |
48 Acute S. pneumoniae | =0.025 o ]
1 . . | 300x3 6 5.4 |Eradicated|Excellent| (—)
M otitis media (=)
-
S. aureus 0.10
CNS 0.10
29 Acute . N .
2 . . Corynebacterium sp. | 0.20 | 1003 8 2.4 |Eradicated| Good (=)
M otitis media .
(=)
91 Acute S. aureus 0.05 . ‘
3 . . ! 200x 3 4 2.4 |Eradicated| Good (=)
F otitis media (-
(—) Nausea
72 Acut ’
4 " ute R 1 300x3 3 2.4 | Unknown | Good | Stomach
M otitis media .
NT discomfort
S. prneumoniae | <0.025
24 Acut S. epidermidis 0.10 Sino.
5 e cpraermidis 300x3| 7 | 6.3 |Eradicated|Excellent| () |[®%"%
M otitis media ! 3.0—9.7
(—)
(=)
69 Chronic
6 . . ! 200x 3 7 4.2 | Unknown Poor =)
M otitis media (=)
73 Chronic C é‘bautm'm ggg
/Nne i Uum N .
7|5 otitis media onme “‘f” P 200x3| 3 | 1.8 |Eradicated| Good | (—)
(acute exacerbation) (=)
CNS 0.05
50 Chronic Corynebacterium sp. | =0.025
8 F otitis media ! 200% 3 7 4.2 | Decreased | Good (=)
(acute exacerbation) S. aureus 0.10
Corynebacterium sp. | <0.025
K. oxvtoca 0.20
67 Chronic C. freundii 0.39
9 F otitis media ! 200 <3 4 2.2 | Decreased| Poor (=)
(acute exacerbation) E. aerogenes 0.39
C. freundii 0.39
69 Chronic C S.bzlsz“ (1);:
0 : Sp. .
0| otitis media e ‘f”"m 5 300x3| 7 | 6.3 |Unknown| Fair | ()
’ (acute exacerbation)
S. aureus 1.56
Vertigo,
Chronic S. aureus 0.10 . erA 180
50 . . , . .. Feeling of
11 otitis media | 200x3 5 2.2 Persisted Fair
F . warmth,
(acute exacerbation) S. aureus 0.10 . .
Eye pain
29 B-streptococcus
12 F Acute sinusitis 1 300x3 7 6.3 |Eradicated|Excellent| (—)
(=)

* 1 10° cfu/ml  CNS : coagulase negative Stuphylococcus NT : not tested NF : normal flora
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Table 2 (Continued)
Age Organism Dosage Bacterio.
Case . . Before MIC* | Daily . Total R Clinical | Side-
No. "y» Diagnosis | (ug/ml)| dose Duration dose logical efficacy | effects [Remarks
Sex (days) ) effect
After (mg) (g)
P. cepacia 3.13
13 :/ll Acute sinusitis F dfnes =0.025 200x3 7 4.2 |Eradicated|Excellent| (—)
(—)
S. pyogenes =0.025
14 | M0] Chronic sinusitis NS O10 300x3| 7 | 6.3 |Eradicated|Excellent| (-)
M [lacute exacerbation) l
(=)
NF
15 2\2 Acute tonsillitis M 200x3 14 8.4 | Unknown | Good (=)
’ NT
37 -
16 M Acute tonsillitis | 300x3 5 4.5 | Unknown |Excellent| (—)
NT
a5 o H. parainfluenzae | 0.78 . . ’ GPT
17 Acute tonsillitis 1 300%3 7 6.3 |Eradicated| Fair (=)
M () 28—50
133 S. pyogenes =0.025
18 F Acute tonsillitis ! 200% 3 8 4.8 |Eradicated| Good (=)
(=)
56 NF
19 F Acute tonsillitis | 200% 3 7 4.2 | Unknown |Excellent| (—)
NT
21 S. agalactiae 0.05
20 F Acute tonsillitis | 200 x3 7 4.2 Replaced Fair (=)
C. albicans
E. aerogenes 3.13
55 Chronic P mieri/li 0.20
21 M tonsillitis | 2003 7 4.2 |Eradicated|Excellent| (—)
lacute exacerbation) (-
. X - S. preumoniae 0.78
gy | 17| Chronic tonsillitis ! 200x3| 7 | 4.2 |Eradicated| Good | ()
M |‘acute exacerbation) (—)
H. parainfluenzae | .20
23 15 ’ Chronic umsilli‘tis S. aureus 0.20 200X 3 7 4.2 |Eradicated|Excellent| ()
M |lacute exacerbation) |
(--)
E. coli 0.78
S. aureus 0.10
41 Acute . .
24 . X. maltophilia | > 100 100x 3 4 1.2 |Eradicated| Good (=)
M otitis externa .
(~)
47 NF
25 F Chronic parotiditis | 100x3 11 3.3 Unknown | Good (=)
NF

* 2 10° cfu/ml

CNS | coagulase negative Staphylococcus

NT  not tested NF :

normal flora
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Concentration of SY5555 in tissues and

clinical efficacy in otorhinolaryngology
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SY5555, a new penem antibiotic, was investigated in otorhinolaryngological infections.

Concentrations in the tonsil, nasal polyp and mucosa of maxillary sinus were determined by bioassay
method after oral administration of 200 mg of SY5555.

The concentration of SY5555 was 0.82 xg/ml in plasma and less than 0.03 xg/g in the tonsil 60 min after
administration. Concentrations in the nasal polyp and maxillary sinus mucosa were 0.05 zg/g and 0.10 ug/
g 120 min after dosing, respectively.

SY5555 was administered to 33 patients with otorhinolaryngological infections. The drug was efficacious
in 19 of 25 evaluable caces. Side effects were observed in two cases. Nausea and stomach discomfort were
observed in one, and vertigo, feeling of warmth and eye pain in the other. Abnormal laboratory findings were
observed in two cases, but none of the abnormal fluctuations was serious or presented any particular clinical
problems.



