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FUMAESE— R, BRI A HE

L BRI N 2R A RBEOTAEWE Th 5 SYS55512 DT, KRN, FRKEIRRGET 1T -
72 JU R s — R AR BB H ko) ZFERG R S BERR 2390RIC KT 5 SYS555DHIH I % cefix-
ime (CFIX), cefteram(CFTM), cefpodoxime (CPDX), cefaclor (CCL), imipenem(IPM) %
FHEREE ¥ | CHISEL 720 SY55550FEI N3 7 7 AR EH IS L T IPM &I3IZR%FE T, o+
71 AREHEVEN T, 75 ABMEREICHN L T2 CFIX, CFTM, CPDX &I3iXREI% T
CCL L W BENTwza5, IPM &Y% - Twiz, BRI & L Ttk 36, SHERE TR 16,
BT % 1 BT 5 Blic SY5555% 300~900mg/ H, 5 ~22HEAL 72, 37 UL BT EEY)!
3, RRER 1B, ER1HITH- 2, BIWER L LT HEEEY 1 HIICE bz, AFIC
Lt pEERREED REEEIE GOT, ALP 8L U y-GTP o L&A1 Blic38ed H 172,
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SY555513 8 L < BAR E N2 % L R OEWE
T, NALBEN2MOKEHNT P T b7 )L
IZBRENHEE A TV b, AR Pseudomonas
aeruginosa % B C BFRMERE & b I BRAMER IC AL
THEEWHE AR L, FCBERE 2 50 7 7 L%
Bic L ¢, BREOKOMERL D220 IcENLR
HHheaHEL T3, 72, & B-lactamase |2 &t L
TEET, BREEHRICTL CLEWRENEZRT &
HPHEXNTWBY, 2T, Fxld SYSE5MERKSTBE
BRICHT B HHE N 2 BIET 5 & & 112, SY5555% Bk
GH L 72 & 20K E CEVEROF BRI L 2D
THET 5.

I. HERUFE

1) BRRSBERRIC AT 2 U N RIE

FUIN KB — R AR B O ZREEERI RN 5, £
FLTERTE L AL LRI E9I A ozl
X #1 72 methicillin-sensitive Staphylococcus aureus
(MSSA) 27#k, methicillin-resistant S. aureus (MRSA) 26
¥k, Enterococcus faecalis 2Tkk, Escherichia coli 26%%,
Klebsiella pneumoniae 27%k, Enterobacter cloacae 15
¥k, FEnterobacter aerogenes 11¥k, Proteus mirabilis

7 ¥k, Proteus vulgaris 208k, Citrobacter freundii 27
¥k, Pseudomonas aeruginosa 26%i22v>T, SY5555
T % BR 3 & | T cefixime (CFIX), cefteram (CFTM),
cefpodoxime (CPDX), cefaclor (CCL), imipenem
(IPM) o /R B 1L 8 (MIC) % H ALy H ik

SRERFCHE L TEIBRCHIEL 72, & B, B HAE
240 & L T Mueller-Hinton ¥ A 3% 3t (BBL) = B v»,
BRI RS 74 3~ () T37C, —HE
L7240 % i A B A il T100f5 1o AR L THY 72,

2) BREEME & BIER Of OB

R4 F 1 BA SR 4 4E 3 H £ TORICTUNKY
Bm—NEHC TIHEE L ZI A RBED ) b, KRB
BMORENR L 2% 36, BHEREXL 16,
WHERE % 1O 5 FlIc SYS5554#%45- L, 2D
BRARN S & BIVEF OH B\ #at L 72,

SY55550# 5, #4533 11100 ~300mg % 1
H 3 M A&EO#YS Lz, 5P E L T3H
LA E Lz, & EI222HEES L 72,

Ba R RN B0 ¥ 5E 13 B IR & RAEJR TR O X
#, RREOWNSE, ImERE, CRP, Rikflz & Dk
KA OIEELE L VRAIICHEIL 72, T4bb
BEREROWEE & LIz, BEENHEE, BRERED
E#bpabLnzEE T4 &L, %2 LERLUA
OERAIC A TH -2 L 5 [FR] &Lz, AE
FEAR DD A S N T L REBEDWEHE N+ &
X0, MR OUWEDIA TS TH 5128 & [RX
i & L7, & 512 PR O SERR R A RED
FEbhASNTr -1z 5 [HEH] L1,

MR B R oW RIS L ) T, TEd

(%], THEAC) L, BEEI»MLH,TE, H
DB L TEL -2 LD AW & L7,

* T 812 fRMRER RS -1-1
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Table 1. Antimicrobial activity of SY5555, cefixime, cefteram, cefpodoxime, cefaclor and imipenem

MIC (ug/ml)

Strain (No.) Drug Range MICay MICoy
SY5555 0.10~0.78 0.10 0.10
cefixime 6.25~>100 25 25
Staphylococcus aureus (MSSA) cefteram 1.56~50 6.25 6.25
(27) cefpodoxime 1.56~100 3.13 6.25
cefaclor 1.56~50 3.13 6.25
imipenem =0.05~0.10 =0.05 =0.05
SY5555 0.20~>100 >100 >100
cefixime 50~>100 >100 >100
Staphylococcus aureus (MRSA) cefteram 12.5~>100 >100 >100
(26) cefpodoxime 12.5~>100 >100 >100
cefaclor 12.5~>100 >100 >100
imipenem 0.20~100 100 100
SY5555 0.39~>100 0.78 6.25
cefixime 3.13~>100 >100 >100
Entercoccus faecalis cefteram 3.13~>100 >100 >100
(27) cefpodoxime 1.56~>100 >100 >100
cefaclor 100~ >100 100 >100
imipenem 1.56~>100 1.56 6.25
SY5555 0.20~1.56 0.39 0.78
cefixime =0.05~0.78 0.20 0.39
Escherichia coli cefteram 0.10~0.39 0.20 0.39
(26) cefpodoxime <0.05~0.78 0.39 0.39
cefaclor 0.78~12.5 3.13 6.25
imipenem 0.10~0.78 0.20 0.78
SY5555 0.20~3.13 0.39 0.78
cefixime <0.05~>100 <0.05 0.10
Klebsiella pneumoniae cefteram 0.10~>100 0.20 0.39
(27) cefpodoxime 0.10~>100 0.20 0.20
cefaclor 1.56~>100 3.13 3.13
imipenem 0.20~1.56 0.78 0.78
SY5555 0.78~6.25 1.56 3.13
cefixime 0.10~>100 0.78 >100
Enterobacter cloacae cefteram 0.39~>100 1.56 50
15) cefpodoxime 0.39~>100 1.56 >100
cefaclor 50~ >100 >100 >100
imipenem 0.39~3.13 0.78 1.56
SY5555 1.56~12.5 3.13 6.25
cefixime 0.10~>100 1.56 >100
Entevobacter aevogenes cefteram 0.20~>100 0.78 25
11 cefpodoxime 0.39~>100 0.78 100
cefaclor 25~>100 >100 >100
imipenem 0.78~1.56 0.78 1.56
SY5555 0.39~6.25 1.56 1.56
cefixime =0.05~3.13 0.05 0.10
Proteus mirabilis cefteram =0.05~1.56 0.10 0.39
C7) cefpodoxime 0.10~6.25 0.39 0.39
cefaclor 6.25~>100 25 >100
imipenem 0.78~12.5 3.13 6.25
SY5555, 0.78~3.13 1.56 1.56
cefixime =0.05~1.56 0.10 0.20
Proteus vulgaris cefteram =0.05~0.78 0.10 0.20
120/ cefpodoxime =0.05~6.25 0.39 0.78
cefaclor 0.78~>100 >100 >100
imipenem 0.78~6.25 3.13 6.25
SY5555 0.39~25 0.78 1.56
cefixime =0.05~>100 1.56 50
Citrobacter freundii cefteram 0.39~>100 0.78 50
(27) cefpodoxime 0.20~>100 3.13 25
cefaclor 3.13~>100 100 >100
imipenem 0.20~3.13 0.78 1.56
SY5555 12.5~>100 >100 >100
cefixime 12.5~>100 >100 >100
Pseudomonas aeruginosa cefteram 50~ >100 >100 >100
(26) cefpodoxime 100~ >100 >100 >100
cefaclor >100 >100 >100
ilmipenem 0.78~25 3.13 6.25
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BIERIC DL, BHF gz # L CHIC L & g,
MBI A ML LR & T & 3 72T E RN
IZHATL, ZOBMEDES % BIEEL 72,

o g i

1) BRR BRI 200 5

Table 12U KY-H—MNEFABE B FHBORD K5
BERKIZ XT3 5 SY55554 L Uoxd R # Al o) MIC 447,
MICso, MICgo % 7L 72,

77 LBHEERE 0 9 5, MSSA Tl3 SY55550) MIC
120.10~0.78ug/ml i3/ L, % D%k & #°0.10ug/ml
T, MICy7°0.10ug/ml TH - 72, ZOHHE 13 IPM
ENELLDD, FOMOIMBER L Y 32~6415L1 1
BN Tz, LA L, MRSA 12X L Tiz, WThok
LA 256 8RS hh -1z, —F, E. faecalis 12
L T, SY5555(30.39~>100kg/ml (2 53 47 L,
MICs0%70.78ug/ml, MICy126.25ug/ml T, *HHRIE|Z
7 VCIE N B Y, IPM LD L0 ENT W2,

77 LIEMERRHE T, E coliv K. pneumoniae >

*F L TSY5555 N MICI20.20 ~3.13 g/ mliz 5745 L,
MICy(20.78ug/mlTH - 72, Z#3CFTM, CFIX,
CPDX &N 2 ~415% 5 L ODIPM L I3XEZHF D
BWHhTaHY, CCLLY 81 { BN T\ 72, Entero-
bacter spp.i213SY5555130.78 ~12.5ug/mliz 5345 L,
MICs0%%1.56~3.13ug/ml, MICy133.13~6.25g/ml
TIPM, CFIX, CFTM D MICso & V) 2 ~ 4 {4
- T 7277, MICgo [ ZIPM % B < ] & 1) B4, itk
WY h 12, P.oomivabilisiZ &L TSY5555130.39~
6.25ug/ml, P. vulgarisiz ¥t L T0.78 ~3.13ug/mlic
MIC 255745 L, MICso, MICgold & 4 121.56ug/ml T
Hotlze ZOTHNIZIPM L) 2 ~4EEN TV
»%, CFTM, CFIX, CPDX kO #f&4% - w72, C.
Sfreundii |2 x4 L T SY55559) MIC 130.39~25,g/ml
1205 Ly, MICs0430.78ug/ml, MICgot21.56ug/ml T,
IPM X IIEHOHE N %1, o 4 Bl L D ENT
W7z, Poaeruginosa (ZFF L T3 [IPM D& HHE 1 %
L, ZFOMDERIHE N &2 RE eh o 12,

2) BRIRZNA & BfER A B

SYS55551 FEEFI HOHEE % Table 2 (2, SY55554%4-
H1%12 BT 2 BRIKMRAEE 2 Table 3 12k 72, HER
(2htise 361, BMERE LR 16, BHEAFLLIFD
56T, FETAMIL66~91m%, BME1L, Lthd44
THY), WFNLEREEZALTEBY, fEF1 R
FEB] 2 DRl 512 BEBEB B D WGHED 1200, BT BH A
T oA FOMFHHEE 2 HAITL T, B TORKR
KA 3B, XAxh 16, B 16 TH 72, M
BRI DT, BHEAFLRD 1HTK.

preumoniae DR E N2, HEHL LTS, &5
\= Haemophilus influenzae 3L 72, BIVERIZEER)
4 TLESREL A LN, BIRNCERRREHED RE LS
L LTGOT, ALPBL U y-GTP o LA ED LN
72,

m == -3

HLCHEHBINLZRRALRBBRORENE TH 5
SY55551%, 777 LFGMER A & P. aeruginosa % B 7
7 LIS F TIRLWHE 27 P L2RL, $ICE.
Jaecalis % &0 7 7 LBHERE ICN L CBEFOKDO £
72 LRELNLVENLHBENEZEFL T 5 EHER
NTBY, Krr4EIT- - BERSBERICNT 5
SY5555NHHE T D EAE® A4 5 &, MRSA IZIZHEH
HIRERBD LN\ D, MSSA 1213 MICg£%0.10
ug/ml EIEFICENIIENH Y, E. faecalis |25
L T3 MICg%%6.25ug/ml & IPM LISt DX 7
WHNTH- 712,

75 LEEWREIZ AT 5 SY55550 HTE f i3 iR ¥
—a2—#0+7 2 2%EErvwbi b CFIX, CFTM,
CPDXBRUIPM & N X425 L DD, K. pneumo-
niae, Enterobacter spp. X C. freundii 12|37 BT
B2, MEELD LEEENLTW,

oz p94RIRET L 1R h - 72 MRS REYNE 70 & CRY
e BHEMEICHT 5 SY555500 MICs, % A4 5 &,
Streptococcus pneumoniae = 0.025 ug/ ml, Strepto-
coccus pyogenes =0.025ug/ml, H. influenzae 0.78ug
/ml, Branhamella catarrhalis 0.39ug/ml ¥ $4& 2 1
TENY, BIZBHERSFREEICB W THBEE & 5
77 LGRS L TRECHENZAEL T3 &
S2 5. Lo LIEBMEPIRSEGEREIC BV CHEE % 3
P. aeruginosal=*3 2P F1I1Z38D b e - 72, T
RAIRES L et - 7225, BE 2 FHli§ 2 L TEFD L -
EWORNENEED K ICBIFR T 5 A*SY 55557 300mg
& BEHRIRAEFIC Cax 4.254g/ml, T/, 1.01h, AUC,4
9.75ug - h/mlOBE» B 5N T3, £/ 8hR
BEEERI36.7% & FEEITIRERTH - 72, & I ZefrFIc
WARD I D3RRI As & <, FRAPBEMER D ST 2 & 5
TH-172Y,

A [B13K 2 ) SYS556F5 KM A 2 51T % B B BIEE R &
Ry, MiRizeFE), BHEKEIR1BIZEN, 12
HREXR 1BUIRRETTH - 72, WTHOFERF D
HERERELZ AL TH ) REREZF TICBEBIC AR
PHH L 2o ORBBES IR T, LT
BRIRAEIR D BARIC & BRSO HIE # 4T - 72, HHIC
FEB 1 IZAEAHE, fER 2 132 B CRBHETF ROBIEN S,
HIBREAT oA FOMFEREIGITONTED,
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CRP, ESR S 0RAEE 2 F72 T REIC AR 4 AL
722, INHDOREFREICEby D hr o720, B
RIEEKB & VX BOUEL L-> THEMEHEL
72, SY5555 O WNEHEIBIZ BT 5 £EBY 0 ERIKEHE
A5 Ei%81.7%, BURELKE2.4%, EHREX
RT16.5% &% > T Y, FrOMEHZEBWTHA%
L CTRIFCHEE R L, LaL, BBEREXR
I 1BIDATH - 1205, ERNTH - 72, 213 SY5555
N1 HFEEREHI0~600mg & D722 ks, Z
DIEFI TR EE & L TR E N7z K. preumoniae (2
T AARBOTE N5, FrORERR» LA TH,

FERANC LT LA+ E R LD TH- 72728
EEZ LN, TR, BRREER, RAEMRELD
BN EMNERL, XHICEWEHNREIIC L) RS
Pk Lz, FoMEFEICIE, RERIERICE, K
pneumoniae \ZfNZ, H. influenzae H HBLL T 7z,

Fr ORI BWT, BRI BRETTRET
b2 RN 1BIDATH - 7255, NEGEED &
EEH TOBIYKEIT 7 7 LBHEE TI381.1%, 77
LPEMEE TI366.1% & > TwaY, BMER & L Tit

BRI PR A SN, E 72, BRRRR
#HERELEN L L CGOT, ALP, y-GTP m#:E &
HIEREBNC 3B b7z, AIEBIIHFHELH ), LT
LLARANIC LD ERBIOT LI LIITEL WD
SY5555 12 X BEIEH & L& 2 b b, EEEGDE
VEFISEBSRIE 134.88%, Z -RRBBEEREEHOH
& ) bz DKkEET Tl Lz b ni, GOT
(1.2%), ALP(0.4%), y-GTP(0.8%) £t % ->TH
DY, WEKD B-7 7 8 LFRREOTARIOFE L 13ITTE
FRETH ) LEEICRHFICHBII W EEZ LN 57D
ELICHEFIZERTA T LB H S,

LI EoRis & ) SYS5555 (3 WHREIRIC 51T 5 R
fE, $FICIPIRERAE I L TR L TA B fED H
LEREEZ LTz,

X 3
1) ik B, {HECE | B4R H AR E RS,
s v K74, SY5555, MR, 1993
2) HAA{L R EY S B/ NREMIERE (MIC) #l5%E &
B®ETIZ DWW T, Chemotherapy 29 : 76~79, 1981

Laboratory and clinical studies on SY5555

Yoshiro Sawae, Kaoru Okada, Koji Takaki, Nobuyuki Shimono,
Hiroyasu Misumi, Katsuhiko Eguchi and Yoshiyuki Niho
First Department of Internal Medicine, Faculty of Medicine,
and School of Health Sciences, Kyushu University
3-1-1 Maidashi, Higashi-ku, Fukuoka 812, Japan

We performed laboratory and clinical studies on SY5555, a new oral penem antibiotic, with the following
results.

1. Antimicrobial activity

The MICs of SY5555 for 239 strains of clinical isolates were compared with those of cefixime (CFIX),
cefteram (CFTM), cefpodoxime (CPDX), cefaclor (CCL) and imipenem (IPM). Against gram-positive
cocci, the antimicrobial activity of SY5555 was almost equivalent to that of IPM, and superior to those of
other cephems. Against gram-negative rods, SY5555 was comparable to CFIX, CFTM and CPDX, but
inferior to IPM.

2. Clinical efficacy

Three patients with pneumonia, 1 with acute bronchitis and 1 with chronic bronchitis were treated with
SY5555 at a daily dose of 300~900 mg for 5~22 days. Clinical response was good in 3, fair in 1 and poor
in 1 patient. As adverse reactions, epigastralgia and elevation of GOT, ALP and y-GTP were observed in
one case.



