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S1660, MBI 10B G624 Bz, K% 1 [1150mg F 7213200mg, 1 H 3 [IEEDHES |
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T, BEARZHR 2t & Mt L 7z,
T, A7h4387. 1% TH - 72,
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R AR E 2 L b L h o 12,

Zz 7)#% E5h 9,

SrBERIZ, S, aureus, Staphylococcus epidermidis 7x & 75 L
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2. BRACSTHEBRL K B T

BB B L ) 5B 72 S, aureus 208512 85 5
TR 71 %, BiGC & AR Jidaiz THlsE L 7z, Tl ez

cefpodoxime (CPDX), cefteram
IZOWT LB L

imipenem (IPM),
‘CFTM) % & t¥ cefaclor (CCL)

1) RREIZBIT BIBABAT

HERARTE (KE2.5~3.0kg) 12 SY5555 B K%
B IR AR KIS R L KB E L, 2 020mg/kg
% HFIR L ) one shot 14t L 72, #% 514 4% 850412 BT E
Kb L OMEZFRL T, FNFND SY5555 #E %
g L 72,

IBIERSE L, Bacillus subtilis ATCC6633 # BREH
& ¥ % bioassay #ic & 1) 175 72,

2) b MBI BIENET

FINBEDRER) T, FHNICARBRICHNT 2 AENES
N T FERHEIC, AKI300mg 1 EEEO#HS L T,
i S N R Ko SY5555 R % HIE L 72,
[E]ie (2RI L AR i8R L IE L 72, 72, FRkiE
DFEFIT, FERRICEZENE S N TFEREIC, &
1300mg 1 [AIFEORE L, #5H X 72 AR 3
SOt o SY5555 & & HlE L 72, HIEIXRTEER
kEIZ bioassay i & V47— 72,

* T 951 W ULERE LU e - F T 757
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Table 1. Antimicrobial spectrum
Organism (No. of strains) - MIC {eg/ml
SY5555 CXM CCL
Haemophilus aegyptins ' 4 ) 1.56 6.25 25
Movaxella lacunata 7 <0.1 20.2~6.25 0.39
Streptococcus pnewmoniae ' 8 ) 0.2~1.56 <0.2~12.5 1.56~12.5
Corynebacterium diphtheriae 4 ) <0.1~0.78 =0.1~0.39 0.39~0.78
Neisseria gonorrhoeae 1) <0.1 < 0.1 0.2
Streptococcus haemolyticus ( 2) <0.1 < 0.1 0.39
Streptococcus viridans' 2) 12.5 12.5, 100 12.5, 50
Staphylococcus aureus (4) =0.1 0.78~3.13 0.78~3.13
Pseudomonas aeruginosa  2) > 100 > 100 >100
Staphylococcus aureus 209P (1) 0.1 0.78 0.78
Inoculum size : 10%cells/ml
Table 2. Antibacterial activity of SY5555 and reference compounds against S. aureus
Organism (No. of strains) Drug MIC l/lfi ol -
Range MIC,, MIC,,
SY5555 0.025~1.56 0.05 0.39
IPM =0.0125~0.025 =0.0125 0.025
S. aureus (20) CPDX 1.56~50 3.13 25
CFTM 0.78~25 3.13 25
CCL 0.78~12.5 1.56 12.5

[noculum size : 10* cells/ml

4. BEAGER

M, 1991410 £ ) 1992410 H £ Tl ¥ Ko
PEogEm bt igbe 15 & OBEAREE  ORISUERREE) O BILFY
Nk EZ2 L, RRIOMRICEEOR S 172 IR
PAIERFANBITH D, Lo L, 9Bl H>WTY %
REEH Rt SERSML, 62012 MR & L7z, FHL

15~89ikiz 72 1), 2861, M348 Th - 72,
FEBIO NGRS, IRAR % 4 B, ZERIBE1361, Mtk ¢

7050, DRAGARIE 2 5], ErEIREER106, i 41601,
fBESES10B0 TH B,
A1 150mg £ 7213200mg 2 1 H 3 (9 5 2

LB TG mOEEH Y ) HHEEHBICHYS L7, 4

HE SRS D7) ha 7 S ey, Kilbords
LML T HEANTH - 72,

RFHIE S, FIRERIRT WA SRS, BRI
EHFE LT, HARREYYE2HE (1985) 205
HEIZHEL Tiro 72,

o x 8 B #
1. L2727
Table 11213 = & <, SY5555 7 MIC % Haemo-
philus aegyptius (4 ¥%) 1.56ug/ml, Moraxella lacu-
nata (7 #:) <0.1ug/ml, Streptococcus pneumoniae

(rabbit eye, 20mg/kg i.v.)

Hour 1/4 | 1/2 1 2 3
A/S(%) [ 0.87]3.81[12.0(73.5(200.0
(1eg/ml)
100
10
F —e— Aqueous humor
r —Oo— Serum
1k
E
0.1
0.01 1 1 1 J
0 14 1 2 3(h)

(8 M) 0.2~1.56ug/ml, Corynebacterium diphthe-
riae ( 4 #£) <0.1~0.78ug/ml, Neisseria gonorrhoeae
(1 &)< 0.1 ug / ml, Streptococcus haemolyticus
(2 #) <0.1ug/ml, Streptococcus viridans ( 2 ¥ )
12.5ug/ml, S. aureus (4 ¥%) =<0.1ug/ml, Pseudo-
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Table 3. Aqueous humor and plasma levels of SY5555 in humans
Case 1 Cox Age Dose Time Plasma Aqueous humor A/P
No. ly ‘mg) th) (ug/ml) (ug/ml (%)
1 CF 70 300 2 1.26 ND* -
2 I 73 300 2 1.88 ND -
3 I 75 300 2 4.98 ND -
4 M 62 300 2 1.20 ND -
B} I 74 300 2 6.10 ND —
6 I 66 300 2 0.80 ND -
7 I 82 300 2 8.42 ND -
8 I 62 300 2 1.58 ND -

ND not detected

Table 4. Tarsal gland and plasma levels of SY5555 in humans

Case Sex Age Dose Time Plasma Tarsal gland T/P
No. ly) ‘mg) th) (gg/ml) (ug/g) (%)
1 F 63 300 2 2.64 1.95 73.9
2 M 80 300 : 2 1.20 0.15 12.5

monas aevuginosa ( 2 #) > 100ug/ml, S. aureus 209P  upg/ml, 2 BER1£0.34ug/ml & 7 1), 3 BRI T
0.1ug/ml Th -7, 0.08ug/ml TH - 72,

LY L3 Tl L7z CXMY, CCLY M ik & b IR IR m gE 12 T 5, By, #)
NEE, PUH AT FOVIZHIIL TLHEIPThH - 72, IR R D peak D& R L 72304 T3.81%TH -
{3l 72 DHFEIZ DWW TAS L, 77 LhMHbB L0777 72,

LR £ L1z CXM, CCL &) sh o Pri it 2t 2) b MRS

@A A & L2 Y, P aeruginosa (25 5 5% 111399 (1) HipEKrisE

he 7 AFI300mg #1114 2 BERC HIE X L7z i &
2. BEIRSTBER MR K 2 e Table 3 (Z/3L 72,
#4t % Table 2 (231 72, RS AR R BE L 8 Bl & A MIER LU Th - 72,

SY5555120.025~1.56ug/ml D FEPHIZ 2P0 [l B2 058 L 72 A b i 130.80~8. 42ug/ml % 013
%ot MICso$ L U MICqobd # #L# 410.054g/ml, L7
0.39ug/ml T & - 72, i i 12 @) 5 L 72 CPDX, (2)  HEEHR RS AEL R e
CFTM, CCL &Y (332~64fFMkv s MIC #7351, ZHh AFIZ00mg #5108 5-1% 2 BRI B S 472
SEEIT 27 2 25N E DA HE N 24T 5 2 Lk Table 4 {27301 72,

B Sz, EFH A LR LRI T H B IPM 2 B D B M AR ALRE 12 121 .95ug/g 35 & U°0.15ug/g
12D 2 0emv MIC Atz 904 L T 7z, DFATIBEE DR STz, MAERIEEIR 2 N F112.64
3. BBINFEAT pug/ml, 1.20pg/ml #7171, HERNEE M B E
1) KRk AT B F N FNT3.9% 5 L U12.5% TH - 72,
WAL AT 3D TR L 72, 4. BHIKHGHE
RN HE 1% @hkfa€’ Fig. 1120l 72, bl Kvvig SRR —E #& % Table 512/ L 72,
HELZ 121597120 . 73ug/ml 2 a5, 30497120.80ug/ MRG0 4 5 (JEBI 1 ~ 4) ’C“, Mgtk D FET, MR
ml ) peak 1['?1‘./)*,.L DLz, Piikidmd L T 1 BE EIRAR S & IR & i 7, IR WL D, S
0.49ug/ml, 2 W5[H10.25ug/ml, 3 W§EH0.16pg/ml T aureus, S. epzdermzdzs, P. cepacz’a AR E 7z,
hHh-tz, SY5555 # 1 H450mg 533 T5 ~ 7 HR&L-L, «f)

[a] B (25 L 72 0 lllzféﬁ WL, 1547 %12 peak i ATz ER L 72,
83.5ug/ml (23 L, DIfgiaudizikd LT 1 Kl {%4.08 FHRME (X136 (GEFI 5 ~17) TH S, Biixikz R
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Table 5. Clinical effects of SY5555
. o MIC Treatment — Effect —
. a R
ase Diagnosis Organism 10°CFU/ml | Daily dose {Duration © o . . ' 'e
No. |Sex Age . dose | Clincial |Bacteriological freaction
(ug/ml) |(mgXtimes)| (days) ()
g
S.M. - S. epidermidis <0.025 . .
1 Blepharitis 150 %3 5 2.25 Good Eradicated (—)
M 31 S. aureus 0.05
K.M. " . .
2 F 39 Blepharitis S. aureus 0.10 150 %3 7 3.15 Good Eradicated (—)
K.Y. "
3 F 81 Blepharitis (=) 150 3 7 3.15 Good Unknown (=)
HY. P. cepaci 1.56
4 Blepharitis cepacia 150% 3 5 2.25 Good Reduced (—)
F 66 S. aureus 0.05
S.H. External GNF-GNR 6.25 . .
5 . 150x 3 7 3.15 Good Eradicated (=)
F 71 hordeolum | A. calcoaceticus 6.25
I.H. External . . . .
6 S. epidermidis 0.05 150 %3 7 3.15 Good Eradicated (=)
M 22 hordeolum
S.R. External X .
7 S. epidermidis 0.05 150 3 7 3.15 | Excellent | Unchanged (—)
F 15 hordeolum :
FE. External . L. .
8 S. epidermidis <0.025 150 < 3 7 3.15 Good Eradicated (—)
F 17 hordeolum
SK. External .
9 S. aureus 0.05 150% 3 7 3.15 Good Unchanged (—)
F 53 hordeolum
S.T. External .
10 S. aureus 0.20 150 3 7 3.15 | Excellent | Eradicated (=)
F 39 hordeolum
K.K. External .
11 P. acnes =0.025 150x 3 7 3.15 Good Eradicated (=)
M 17 hordeolum
M.T. External
12 (=) 150 %3 7 3.15 Good Unknown (=)
M 23 hordeolum
LK. External . L.
13 P. cepacia 3.13 150% 3 5 2.25 Good Eradicated (=)
F 33 hordeolum
H.S. Exti 1
14 xrerna P. cepacia 0.78 150x3 | 5 |2.25| Good | Eradicated | (—)
F 54 hordeolum
S.S. External P. cepacia 3.13 .
15 150 %3 5 2.25 | Excellent | Eradicated (=)
F 55 hordeolum S. aureus 0.10
F.S. External . .
16 P. cepacia 6.25 200 %3 5 3.0 | Excellent | Eradicated (—)
M 40 hordeolum
N.H. External . . . i
17 S. epidermidis 0.20 200x 3 5 3.0 Good Eradicated (=)
F 57 hordeolum
Y.N. . ... S epidermidis 0.05 N .
18 Meibomianitis A 150 %3 7 3.15 Good Eradicated (=)
F 68 E. faecalis 0.39
T.T. . o .
19 M 38 Meibomianitis (—) 150% 3 7 3.15 Good Unknown (—)
T.H. S . .
20 F 63 Meibomianitis P. cepacia 6.25 150 x 3 5 2.25 Good Eradicated (=)
T.A. N ) .
21 M 42 Meibomianitis P. cepacia 1.56 2003 5 3.0 Good Unchanged (=)

GNF-GNR : glucose non-fermenting gram-negative rod
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Table 5. (Continued)
Treatment Effect I
MIC :
Case| Pt . . X o . . |Total Side
R Diagnosis Organism 10°CFU/ml | Daily dose |Duration L. . . X
No. Sex Age ) . dose | Clincial |Bacteriological reaction
(g/ml) |(mgXtimes)| (days) ()
g
SK itching
22 F 6;'3 Meibomianitis P. cepacia 3.13 200x3 4 2.4 Good Eradicated and
redness
Y K. i L X .
23 M 80 Meibomianitis P. cepacia 0.78 200x3 4 2.4 Good Eradicated (=)
S.S. X L . .
24 M 62 Meibomianitis P. cepacia 3.13 200 <3 8 4.8 Good Eradicated (=)
25 M 40 Lid abscess P. cepacia 3.13 200X 3 5 3.0 Good Eradicated (=)
H.F. X .
26 M 44 Lid abscess S. aureus 0.39 200x 3 5 3.0 Good Eradicated (=)
S.S. Chroni
27 e (- 150x3 | 7 |3.15| Poor | Unknown | (=)
F 86 | dacryocystitis
W.Y. Chronic . L. .
28 . S. epidermidis 0.10 150% 3 7 3.15 Good Eradicated (=)
F 57 | dacryocystitis
E.H. Chronic . .
29 o P. acnes =0.025 150 %3 7 3.15 Good Eradicated (=)
M 68 | dacryocystitis
K.M. Chronic .
30 . P. acnes =0.025 150 %3 7 3.15 Good Eradicated (=)
F 49 | dacryocystitis
S.K. Chronic X
31 . P. cepacia 1.56 150 X 3 7 3.15| Good Unknown (=)
F 72 | dacryocystitis
H.H. Chronic X . .
32 . . P. cepacia 3.13 150 x 3 7 3.15 Good Eradicated (=)
F 83 | dacryocystitis
. L.U. Chronic . . .
33 . . S. aureus 0.10 150 %<3 7 3.15 Good Eradicated (=)
F 78 | dacryocystitis
Y.L Chroni S. s 0.10
34 romie o aurens 1503 9 | 42| Good | Eradicated | (—)
J F 89 | dacryocystitis | S. epidermidis 0.05
S.S. Chroni -streptococcus 0.20
3 romic | ystreplococcus | 200%3 7 | 4.2 | Good | Eradicated | (—)
F 86 | dacryocystitis P. acnes =0.025
T.T. Chronic 150% 3 5
36 S. epidermidis 0.05 6.45 Fair Changed (=)
F 69 | dacryocystitis epide i 200x3 7 &
K.T. o L . .
37 M 58 Keratitis S. epidermidis 0.05 150 %3 7 3.15 | Good Eradicated | (—)
M 5
O.N. S. epidermidis 0.05
38 Keratitis eprdermudis 150 %3 7 3.15| Good Unchanged | (—)
M 30 P. acnes =0.025
SY. S. epidermidis 0.20
39 Keratitis eprdermiats 1503 7 3.15 Good Eradicated (=)
F 51 P. acnes =0.025
LK. S. epidermidis 0.10
40 Keratitis cprdermidis 150 x3 6 | 27| Fair | Changed | (-)
M 78 CNS 0.39
K.S. .
41 M 49 Keratitis (—) 150 X 3 7 3.15 | Excellent | Unknown (=)
SY. S. epidermidis 0.05
42 Keratitis cpudermidis 150 % 3 7 |3.15| Good | Eradicated | (—)
M 56 P. acnes 0.05

CNS ' coagulase negative Staphylococcus
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Table 5. (Continued)

. Treatment Effect
. MIC = =
Case| Pt. . . . o . . |Total Side
Diagnosis Organism 10°CFU/ml | Daily dose |Duration . . ) .
No. [Sex Age . dose | Clincial |Bacteriological [reaction
(ug/ml)  |(mg X times)| (days) (
g)
LY. .. . . < ,
43 M 22 Keratitis P. cepacia 3.13 150 x 3 7 3.15 Good Eradicated (=
M.M. . . . . R -
44 M 68 Keratitis GNF-GNR 1.56 150 x 3 7 3.15 | Excellent | Eradicated =)
LM. . . . . -
45 M 62 Keratitis S. epidermidis 0.10 150 <3 7 3.15 Good Eradicated (=
T.H. - ) . -
46 F 47 Keratitis P. cepacia 3.13 150 %3 7 3.15 | Excellent | Eradicated (=
7
Y.H. . GNF-GNR 1.56 i . o
47 Keratitis o . 2003 7 4.2 Good Eradicated (—,
M 58 \Propionibacterium sp 0.05
Y.M. . . . s o
48 M 40 Keratitis GNF-GNR 1.56 200 <3 4 2.6 | Excellent | Eradicated -
LY. . X L. . o
49 M 66 Keratitis S. epidermidis 0.10 200X 3 5 3.0 Good Eradicated (=
Yy S. aureus 0.10
50 F‘G; Keratitis GNF-GNR 3.13 200> 3 7 4.2 Good Reduced (=)
7
P. cepacia 3.13
K.S. . P. putida >100 R X o
51 Keratitis . 2003 6 3.6 Good Eradicated
M 72 Pseudomonas sp. 1.56
U.H. " GNF-GNR 3.13 .
52 Keratitis . 2003 10 6.0 Fair Reduced -
M 66 S. aureus 0.10
M.A. Corneal S. epidermidis 0.39 _ R
53 150 x 3 7 3.15 Poor Changed J
F 71 ulcer P. acnes =0.025
N.N. Corneal <. .
54 . P. acnes =0.025 150 x 3 7 3.15 Fair Changed
F 39 ulcer
S.H. Corneal L . . N
55 S. epidermidis 0.10 150 <3 5 2.25 Good Eradicated (=
M 71 ulcer
T.H. Corneal 5 L
56 E. aevogenes 0.78 150 <3 5 2.25 | Excellent | Eradicated (=
F 57 ulcer
W.T. Corneal . _ X R N
57 P. cepacia 6.25 150 < 3 8 3.6 Good Eradicated (=
F 84 ulcer
_ M.A. Corneal . N
58 P.acnes =0.025 200 %3 7 4.2 Fair Eradicated f=
F 23 ulcer
SY. C 1
59 omea GNF-GNR 3.13 2003 | 7 |42 | Good | Unchanged | (-
M 64 ulcer
T.T. C 1
60 orned GNF-GNR 1.56 20053 | 7 |42 | Good | Eradicated | ‘-
M 43 ulcer
LS. C al .
61 ornea P. cepacia 3.13 200x 3 5 3.0 Good Eradicated f
F 45 ulcer
K.R. Corneal S. epidermidis 0.05 2003 7 . o R
62 7.35 Fair Canged =
F 50 ulcer P. acnes =0.025 150 %<3 7
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Table 6. Clinical efficacy of SY5555
. . Efficacy Efficacy rate
Diagnosis No. -
excellent good fair poor (%)
Blepharitis 4 4 4/4
External hordeolum 13 4 9 13/13 (100)
Meibomianitis 7 7 /7
Lid abscess 2 2 2/2
Chronic dacryocystitis 10 8 1 1 8/10 (80.0)
Keratitis 16 4 10 2 14/16 (87.5)
Corneal ulcer 10 1 5 3 1 6/10 (60.0)
Total 62 9 45 6 2 54/62 (87.1)
Table 7. Clinical efficacy of SY5555 classified isolated organism
X Efficacy Efficacy rate
Organism No. excellent good fair poor (%)
S. aureus 5 1 4 5/5
S. epidermidis 10 1 8 1 9/10 (90.0)
P. acnes 5 3 2 3/5
Sub total 20 2 15 3 17/20 (85.0)
E. aerogenes 1 1 1/1
P. cepacia 15 2 13 15/15 (100)
GNF-GNR 4 2 2 4/4
Sub total 20 5 15 20/20 (100)
Gt +Gi+ 10 7 2 1 7/10 (70.0)
G+ +GH- 4 1 2 1 3/4
G =1 +Gr—) 2 2 2/2
G4 +G-1+G0—) 1 1 1/1
Sub total 17 1 12 3 1 13/17 (76.5)
Total 57 8 42 6 1 50/57 (87.7)
GNF-GNR : glucose non-fermenting gram-negative rods
G+ D gram-positive bacteria G(— ) ! gram-negative rod
g, Mklpsiiz foim, MERRSH - 72, BB S, aureus, BERCRIZH B0 %, RIRSW, WEsHY, 72

1 H450~600
Ai%h 9 151 &

S. epidermidis, P. cepacia FTH -1,
mg 73 TH~ 7 HIMEL- LT, #%h4 6,
A75h%:100% DAFER A E S L7,

ARBRR 2 D 7 98] (118 ~24) (X, S. epidermidis,
Enterococcus faecalis, P. cepacia HiFaitiE 17z, 1 H
450~600mg 45 3 T4 ~ 8 HIBEY- L Tepl4hiz i
MU7z, 96 18 GEEI22) TRl 2 HHIZHIER
EAHEIER E L TRBLL 727, 85 TH) 2D F F
et 2 kb L 72,

HERR MRS (2 2 ) (Jfi25, 26) THH, T ILLE
DRI D oy, MR X oS & ik 2 72, MR RR A
12k Y P cepacia, S. aurveus 7° 7 1L FHRBENT,
AR 1T H600mg 45 3 T5 HEE -2 L), Fqfl T
hotaz b b o $ 260 LA L 72,

1M AE 92 TO10B) (JERBI27~36) (X EMAEH I

B DA BKIZ & 5 %% T S ORI W O 5

WA H LTz, MR TIE, S. aureus, S. epider-
midis, y-streptococcus, P. cepacia, Propionibacterium
acnes e EBIBE N T B, KEIE 1 H450~600mg
a3 ({ﬁ15[36 (ZukrA 5 1 H450mg 4 3 % 1 H600mg
3 ichm) 7T ~12HEEGIZ LD, 8BNIZIZRMES
WO EFILUEE L THMISER L 7225, 1#licDw
TIFRGEEZESCLZICL 22 b L ToXEM, 16
BRI ROSEEE 43, BRTH - 72, 1R 1IERE
RIGELEEDEED S s, ARIEFHL 24K, F
$N4:80.0% & RIF AR TH - 72,

I R D161 ({‘?1§U37~52) &, WL, R
M, AR E RV, AR NREE A R 7, IR
»6 S. aurveus, S. epzdermzds, P. cepacia, glucose
non-fermenting gram-negative rod (GNF-GNR) %
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Table 8. Bacteriological efficacy 86.7%, 77 LIFEVERIIZ29M00BE X FLF ) 5 52684
Organism No. [Fradicated % Persisted WA LIES489.7%, IKTE Lo d X T4k 658 H:
S. aureus 11 8 (72.7) 3 WAL, 87.8% L uguiliiiddish i 72,
S. epidermidis 19 17 (89.5) 2 m. # =
CNS ! ! Bl CBHBEENLENH~NA LRHEHFTH 2
treplococeis : : SY5555 DULFHEERIGIHO 720017, LR - B AR et
ety S R AT TS LI A K112 7 = 2035 & O — B
Propionibacterium sp. 1 1 DVTITEIN A LSS A LA L U2 7 2 LA
Sub total 45 139 86.7) 6 Rl DB & SeBRR Gt L 720,
E. aerogenes 1 1 PRI DV TE, ARNDEERBEEIN2 %D
P. cepacia 17 |16 (94.1) 1 1147 2 2F & [ Bk 77Aﬂmm¢awuﬂ
P. putida 1 1 aeruginosa % b 77 LEEVERIZ B L AL HIE 2
Pseudomonas sp. 1 1 N7 L EAL, ST I CXM®Y, CCLY & 1) 5 )
A. caleoaceticus ! ! HUESH LA, ZHUREIEKL L H Y AN B A H
EALISALY 8 6 2 HIHUT 2 L0TH- 12,
Sub total 29 |26 (89.7) 3 e o
Total 4|65 8781 | 9 FRIKOYBED S, aurens 200123 & AR A

CNS ! coagulase negative Staphylococcus
GNF-GNR ! glucose non-fermenting gram-negative rods

PRHEN T B, KH % 1 H450~600mg 53 3 T 4
~10HM#E- L, Fxh 460, AR106, X04%) 2 )
DIEFETH - 72,

FEIEEI2 1060 (GEFIS3~62) TH 5, mr#%o
IRAR ST U, IR, FCUL% - THBIZ IRV RS 4 22
T\ 5, MEEE T, S. epidermidis, P. cepacia, GNF
-GNR & & 17z, A& % 1 H450~600mg 45 3

(FEBI6213 3 H1 A &5 1 H600mg 4 3 % 1 H450mg 53
JIZIRE) 5 ~14HMES- L, &Exh16I, AHxhs ),
RRHR 3B, EX 1 BOEETH - 72,

Yk, @625 CRIMER I IRFFER L BHH 16 (5
B122) (CEH SN LSMEIZ B E % B L DidED 5
N -7z, 72, FTREZLIR D 5 Ri#I Mk, BFE
BRES D& FRMEL T 7205, BERRAEHEREE 23
LN h o712,

U EDBRRE#E R £ &b &, Table 6 DL 5127
5, EX 9B, Hrh45EI, LR 6 B, Exh2 6,
HX, AR TH4B), HREST. 1% TH - 7,

KICTBER = L ICBRIRS R % £ £ 72 b Dhf Table
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Laboratory and clinical studies on SY5555 in ophthalmology

Masao Ooishi, Masuya Miyao, Hiroshi Tazawa,
Mariko Motoyama and Tatsuya Abe
Department of Ophthalmology, School of Medicine, Niigata University
757 Ichibancho, Asahimachidori Niigata 951, Japan
Akira Imai
Department of Ophthalmology, Suibarago Hospital

SY5555 has a broad antibacterial spectrum with more potent activity against gram-positive bacteria than
cefaclor (CCL) and cefuroxime (CXM). The susceptibility of 20 clinical isolates of Staphyvlococcus aureus to
SY5555 ranged from =0.025 to 1.56 xg/ml, the MIC,, was 0.05 ug/ml, and the MIC,, was 0.39 ug/ml.

The concentration in the aqueous humor of the anterior chamber reached a peak of 0.80 xg/ml 30 minutes
after intravenous injection of 20 mg/kg to mature white rabbits, and the ratio of aqueous humor to blood
concentration was 3.81%, the concentration decreased to 0.16 pg/ml after 3 hours. The concentrations in
human tarsal glands were 1.95 and 0.15 xg/g 2 hours after a single oral administration of 300 mg.

In the clinical efficacy and safety studies, SY5555 was administered orally at dose of 150 mg or 200 mg
three times a day to 62 patients with blepharitis (4 patients), external hordeolum (13 patients),
meibomianitis (7 patients), lid abscess (2 patients), chronic dacryocystitis (10 patients), keratitis (16
patients), and corneal ulcer (10 patients). Clinical response was excellent in 9 cases, good in 45, fair in 6 and
poor in 2, the overall efficacy rate being 87.1%. Bacteriologically, 74 causative organisms (gram-positive
cocci including S. aureus and Staphylococcus epidermidis, and gram-negative rods like Pseudomonas cepacia)
were isolated from clinical specimens and 65 were eradicated. The eradication rate was 87.8%. No side
effects were observed except for 1 case of itching and redness. No abnormal laboratory findings were
observed.



