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Sparfloxacin (SPFX) D {8 XX 7 b L norfloxacin, ofloxacin, enoxacin §, & U ciprofloxacin
IKWRRLT, 77 LMl BRERKLECREERAERLT, L0RVORENERL . BRI YH
@ Staphylococcus aureus 20 tkix, 0, 02~0, 09 x g/ml ICEZMH 3%~ L /o Pseudomonas
aeruginosa 20 tk(3 0,39~12. 5ug/ml 3% L. 1,56 ug/mlic 5k 25. 0% AH > THH DL
%Rl

BEMMK £ SPFX 50 mg/kg | EREOHRS LT, AIBEKA~ 2 BM%IC 0. 74 4 g/ml
peak HRENHEITLTAHLN, COLEDEMILIX 22.4% TH -7, REEANIL 2 HFHEETH
BR3P 1.53~3.64 u g/g, BRAIERIZ 0. 12~3. 08 u g/g or ml DB ITMENZH SN,

EERIERR I, IBRRZE(T), FHiE0Y, BRIRARZ6). REGARB2), 1R RO), AERM2), MR
WRB4). £ofhi(l)DEt 45 flic. SPFX §% 1[6 100~300mg, | B 1 ~2@&0OKE5L T Y
18, %18, PPEWS. WY1 ORFANBoN, BEYHERI80. 0% ThHh-7o BIEAIZLIH
(2.2%) wRENA OGN, 1, RRKE), ZHAEES), 1@HERMRE). AKEZMOGIDIH 14 #)
2, SPFX #A/ 1 B1200mg %2 1 B1E&S LT, F95. B%7. ®PEH2 T, GHES.T
% DEERNBONT, BIEARAONIEh -1,
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Sparfloxacin (SPFX) 3 KHAMERLSHERT
MREENI—2—F /) oL REARRBRTH S, 77
LIBHE A I Lo, 77 LEHE RRMELESICBA
WREZAXRZ bLEFL, #ROD_2—F /0 H&D
LbRVWVRENETT?, GOKSICL D MbE L OEHE
BICRIFRBTERL, MebilkFmkt 3% 16 BR &
R0, BEESHOEREEIED SNLTVLEVIKER
FHLTWEY,

AR DIRRAE IC X BERIGH D2 HIc, ERHI
S UYIEERITRE 21T > TH O N BRKICOVWT, UTF
KHES 3,

I. ¥ &% #/ &
1. EARY b L
¥EREHEKLHEVT, FHOREN% BARLERE
¥2B¥EICLY MICZHAE L. BHERI,

Tryptosoy broth o —KIERDERBEILETH 5,

2. BERIRSYREEEBRICN S B R

IRRRAE B E X 0 5YBE L 72 Staphylococcus aureus 20
Bk, 78 5 NS Pseudomonas aeruginosa 20 #k i< %t 4
LAROME %, AELRIRICL TRIE L7,

3. IBRAHT

HERMUER (AE2.5~3.0kg) #HVT, XHD
RAEEE RIS LT,

SPFX #iK% 0.5% b5/ » METHBHEEZ 2L D,
50 mg/kg A5 b ATF—TLERAVTREREEER
IS L1, BEkEBMICHIEKS L O M2 R L
T, BIBKBLCMENBITRELZBE LI, £/, A
BKNBRE D peak FFICIRER %2tk L T, RMABABRE
ZRE L7

BERIE 2, Escherichia coli Kp tkxREHR & L.
N=b LY Ta2a—2a VBRREREHVBTH-—7x

*T951 BN E—% 757
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Table |, Antimicrobial spectrum
10*CFU/ml
Organism sl\tlroa‘igfs Sparfloxacin Norfloxacin | Ofloxacin | Enoxacin |Ciprofloxacin
H. aegyptius 4 0. 36~0. 78 1. 568 0.78~1.56 8.25 1.56
M. lacunata 7 0.2 £0.2 0.2~0. 39 0.2 <0.1
S. pneumoniae 8 0.39~0.78 | 3.13~6.25 | 1.56~6.25 | 6.25~25 0.78~1. 56
C. diphtheriae 4 <0.2 0. 39 0.39 0.78 0.1
N. gonorrhoeae 1 <0.2 <0.2 0.2 <0.2 0.1
S. haemolyticus 2 0.2, 0.78 | 1.56, 3.13 [ 0.39, 1.56 | 1.56, 12.5| 0.2, 0.78
S. viridans 2 0.2, 0.39 | 1.56, 3.13 | 0.78, 1.56 | 0.78, 12.5| 0.39., 1.56
S. aureus 4 <0.2 0.78~1.56 | 0.2~0.78 | 0.39~1.56 | 0.2~1.56
P. aeruginosa 2 0.39, 3.13| 0.78, 1.56 | 1.56, 3.13 | 1.56, 6.25| 0.2, 0.39
S. aureus 209 P 1 <0.2 0.78 0.39 0.78 0.2

Table 2, Susceptibility distribution of S. aureus

(20 strains)

MIC 1z g/ml <0.2 0.39 0.78 1.56 3.13 6.25 12.5
. 20
Sparfloxacin (100.0)
‘ 5 13 1 1
Norfloxacin (25.0) (65.0) (5.0) (5.0)
. 7 10 3
Ofloxacin (35.0) (50. 0) (15.0)
- , 2 4 12 2
noxacin (10.0) | (20.0) | (60.0) | (10.0)
Ciprofl i ! 10 ! 2
profloxacin | o0 oy | (50 0) (5.0) (10.0)
10°CFU/ml, () %
FEIT L D WIT Lo BIFDFIR S & U standard curve IR % /i &

I3 1/715M Y BRI (pHT7.0) 2BV,

4. BRIRIE%

SPFX f#6 L UMK Z S L TEERIER%ZT > 120
SPFX SEDfEdi2, RERR(T), HHEY, BRKRIR %
(6), ERAGARMBE(2), 1BHEERBE0), HILRMQ2), BEEB
4), ZOM()DE 5HTH B, ThoDEFNTAH 1
[E100~300mg, 1 H1~2@E&KICEORS L1,
SPFX #&l\ZERMR %(3), ZHiME(3), 18¢EREYE %(3),
AMRBEAE)DI 14 Hic, 1E20mg %1 8 1EEO
&5 L1

TNZ MRV RER2MIC > ERT L,
HMBEHERIEERICLD, BERAMEFLHEDHEE
HOABRRBLT, EY B POEY ®Y. LHET
HIE L7,

1. EARZ b

Table 1iZR9 & 52 SPFX @ MIC (3 Haemophilus
aegyptius(4) 0. 39~0. 78 ¢ g/ml, Moraxella lacunata
(7) =0.2 ug/ml, Streptococcus pneumoniae (8) 0. 39
~0.78 1 g/ml, Corynebacterium diphtheriae (4) <
0. 2 1 g/ml, Neisseria gonorrhoeae (1)<0, 2 1 g/
ml, Streptococcus haemolyticus (2) 0.2, 0,78 ug/
ml, Streptococcus viridans (2)0.2, 0,39 yug/ml, S.
aureus (4) <0 2 g/ml, P. aeruginosa (2) 0. 39,
3.13ug/ml, S. aureus 209P(1) <0.2xg/ml TH»
720 AHK|i3 BF3CD norfloxacin (NFLX)® . ofloxacin
(OFLX)®, enoxacin (ENX)" % & U ciprofloxacin
(CPFX)* IZEUIL T, 75 LB, BREEIChLD
LEVWIREARYZ ML ERLE, RBENHEASSOER
T, KEINLOENTWI,

2. BRIRSBEEROEANIC S 5 BZH
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Table 3, Susceptibility distribution of P. aeruginosa

(20 sirains)

MICug/ml | 0.2 0.39 0.78 1.56 3.13 8. 25 12.5 25

Soarfloxacin 4 3 5 4 3 1

partioxaci (20.0) | (15.0) | (25.0) | (20.0) | (15.00 | (5.0

Norfloxacin 5 8 4 3

ortiox (25.0) | (40.0) | (20.0) | (15.0) -
. 11 6 3

Ofloxacin (55.0) | (30.0) | (15.0) B

£ . 12 2 4 2

noxacin (60.0) | (10.0) | (20.0) | (10.0)

. , 8 8 4

Ciprofloxacin | 406y | (40.0) | (20.0

n=2~3 (Rabbit eye S0mg/kg p.0.) Mcan1S.D.
6.00

e—e : Serum (Twa=6.42 h)
5.00 - o—o : Aqueous humor (T\»=9.61 h)
4.00 -

3.00 -

2.00

Serum and aqueous humor level (pg/ml)

1.00 |

3 —3
0.00 U S S U S S . S S S S R S Y W . o
012 4 8 12 24

Time after administration (h)

Fig. 1. Aqueous humor and serum concentrations
of sparfloxacin

1) S. aureus (Table 2)

£%DSPFX @ 0.2 g/ml LI'F (0,02~0,09 1 g/
ml) A% %R L7, NFLX, OFLX, ENX, CPFX i
ERTHRbBOHEHNZER L1

2) P. aeruginosa (Table 3)

SPFX @ 0.39~12.5ug/ml i3 LT, 1.56ug/
mlZRHOWLMNSH D, 58 25 0% i EHT,
CPFX &£ h®»®§ <, NFLX, OFLX, ENX £ » &
NIcREN%ER L1,

3. BB

BRI T ~NT 2~ 3RO FHETE L1

1) BiBkAME (Fig. 1)

10°CFU/ml, () %

n=2~3 (Rabbit eye 50mg/kg p.o. 2 h)

Lie SSSRRRSSRRRRSNY 2 6
Bulbar conjunctiva 3.07
Extraocular muscle 1.57

Comea NN 1.53
Sclera ANNNNNNN\N] 2.1
Aqueous humor N\ 0.86
Iris and ciliary bedy RRNNNNNNSGSGSN 3.08
Lens § 0.12
Vitreous body NS 0.96
Retina and choroid AN 0.81
Optic nerve 1.35
Serum 349

1 1 1 1
1.0 20 30 40 50 60
Concentration (pg/g or pg/ml)

Fig. 2. Mean ocular tissue concentrations of
sparfloxacin

BIBKANDOBITERER, 5% 28BMTO0 T4yg/
ml & peak fEIC#E L, LItk 4B/ 05T g/ml, 8 Ef
fifl10.23ug/ml 12B5f0 16 ug/ml & Ak L, 24 8%
Ml b5 0. 15ug/ml OBITREZIER L 12, BRI
RE L MAREL, 1 #fEA peak T4.05,g/ml %
AL, 24 BM11%1320.36 ug/ml TH -7 BIRKAMR
E/MERRE (B 3 2EMIET22 4% TH -7

2) RAMARE (Fig. 2)

5% 2 BERICHIE L - ERAAREN R (S, SERSTELR
1213 1,53~3. 64 ug/g T, RER > BREEHE > 8% > LR
B> ARDIETH - 7o, IREKAISRHAMTIZ0,12~3.08
pg/gorml MBH oh, WMHEHRGE > RBE>HF&
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Table 4—-1. Clinical results of sparfloxacin (tablet)
| Age | 1T T [ Daily .| Total .
No. Diagnosis Eye Organism dosage D(‘:;:tsn dose | Effect S“'»det
Sex (mg &) | (@) eree
1 |74 - M|blepharitis ~OD _|P. acnes | 200x1 7 1.4 - -
2 |82-Mjblepharitis OD |S. epidermidis 100x 2 7 1.4 # -
_ 3 |77 F|blepharitis OD |E. cloacae 100~ 2 7 1.4 # -
__4 |85 F blepharitis _ | _OD_|S. sanguis 100x2 7 1.4 + -
5 |80 F|blepharitis | OD |S. capitis 100x2 7 1.4 + -
R iy Moraxella sp. _
6 |64 - I |blepharitis oD |g epidermidis 100%x2 7 1.4 *
. - . Moraxella sp. -
7 |25+ F |blepharitis angularis| OS S. aureus 100x 2 7 1.4 #
—_ N SR ~ _
8 |12+ M{external hordeolum | OD |S. epidermidis 100x2 13 2.8 + -
9 |55+ M|external hordeolum 0S |S. epidermidis 100x2 7 1.4 + -
10 | 32 - F |external hordeolum 0S |S. sanguis 100x2 7 1.4 + -
11 |16 + M|external hordeolum OD |S. epidermidis 100x2 7 1.4 # -
S. epidermidis
12 |48 « F |external hordeolum OS [Moraxella sp. 100%x2 3 0.6 # -
A. anitratus
13 | 11 + M|external hordeolum OD |S. epidermidis 100x2 7 1.4 * -
14 |33 - M |external hordeolum OS |S. epidermidis 300%1 6 1.8 + -
15 | 25 + M |external hordeolum OS |P. cepacia 150% 2 14 4.2 + -
16 |53 - F |external hordeolum | OD %_egﬁig";’h"i‘ﬁg 150X 2 5 1.5 | + | rash
17 |35+ M|external hordeolum OD |S. epidermidis 150% 2 7 2.1 # -3
18 | 63 - M |external hordeolum OD |S. epidermidis 150 %2 7 2.1 + -3
S. epidermidis H
19 | 36 « F |external hordeolum OS (Corynebacterium sp.| 150%2 7 2.1 + -
P. acnes
20 {19 « M |external hordeolum | both f/io‘:'lclz?z;lsa 5p. 150% 2 7 2.1 + -
21 | 36 » F |external hordeolum OS |S. aureus 100%x2 7 1.4 + -
22 |16 « F | meibomianitis 0OS |S. epidermidis 2001 6 1.2 + -
23 | 61 + F | meibomianitis 0S (-) 100x 2 7 1.4 + -
24 |30 « F | meibomianitis OS |Corynebacterium sp.| 100X2 7 1.4 # -
25 | 24 + M | meibomianitis os |5 Chidermidis 100X 2 14 28 | = | -
0D . Ocu]us”d.exter OS : Oculus sinister
>HIBK> BIREE> U XADIFETH -1, MFRER Bont,

3.49ug/ml Th-1

4. EERARAR

1) SPFX §t&l

k4% Table 4 IR L7,

EH 1 ~ 7 3REER T S. aureus, Staphylococcus
epidermidis, Moraxella sp. L DR E iz, 1 H
121 H 200 mg 1 B, fiidd~T 100 mgx 2 B 7 B4
BELT, SHNCEY LAICEY. L HIEDOFERN

fED B ~21 (3FHMETH 5o S. aureus, S. epidermidis
BRES T, Z£Dh Moraxella sp., Pseudomonas
cepacia, Xanthomonas maltophilia 15 & 7 N7 $&3%
R 7 LBUHEE GERME) rRiBaN. 1Al
1H300mg 1@, 6Hiciz 150mgx 2@, 7HICI
100mgx 2[E, 3~14 BMBEELT, EH3H, &Y
9f, CPEM2HORMTH -7,

fER 22~27 BRI X C. S epidermidis,
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Table 4—-2. Clinical results of sparfloxacin (tablet)
Age B " Daily |y | Total .
No. Diagnosis Eye Organism dosage Duration| 000 | Rffect T;fle
Sex (mg) (days) (g) clfect
26 | 42 + M| meibomianitis OD |P. acnes lQllXﬁz -7 T J/l B + -
27 |61 + F |meibomianitis os | (1) loox2 | 7 L4 |+ -
98 {71 - F |lid abscess op |3 aureus 150X 2 7 2.1 + -
S. sanguis .
. : S. aureus _
29 |82 - M|lid abscess 0s |5 epidermidis 150 % 2 7 2.1 #
30 |47 + F |chronic dacryocystitis | OD (-) | e0oxt | 7T r—_l 4 + | -
31 | 66 - M |chronic dacryocystitis | OD |S. epidermudis 200% 1 1| L4 +
32 | 39 - F |chronic dacryocystitis | OD |S. epidermidts 200x 1 7 L4 | + |
33 |55 « F |chronic dacryocystitis | OS () | 200x1 7 L4 ]
. . - S. epidermidis 200% 1 6 +
34 | 81 - F |chronic dacryocystitis | OD P. pickettii 300X | 7 3.3 +
S. salivarius
35 | 67 + F |chronic dacryocystitis | OD |S. epidermidis 100x 2 7 1.4 + -
_ |Moraxella sp. ]
3 |85+ F |chronic dacryocystitis | both |5 iptermedius 100x2 7 14|+ -
37 | 69 « F |chronic dacryocystitis | OD g ;gz ;‘lccwi;;lyticus 150%2 7 2.1 # -
38 |47 - M|chronic dacryocystitis | OS (-) 150% 2 T 2.1 +# -
39 |69 - F |corneal infiltration both |Corynebacterium sp.| 150X2 14 4.2 + -
40 | 48 - M|corneal infiltration OD |S. epidermidis | 150X2 7T ] 21 +# -
41 |56 - M|corneal ulcer OD |Corynebacterium sp. | 150X%2 T 2.1 |+ -
42 {38 - M|corneal ulcer OD (S epidermidis 150x 2 4 1.2 # -
43 |44 - M|corneal ulcer OS |S. epidermidis 150 % 2 4 | L2 # -
. Moraxella sp. -
44 |41 - M|corneal ulcer oS S. epidermidis 150%2 7 2.1 +
45 |52 + M |conjunctival abscess | OS |Corynebacterium sp.| 150 #2 7 2.1 # -

Propionibacterium acnes 753 E AR Ehtz,

1 H200mg 1@, ft1id 100 mgx 2 @,
BLT261E%, 3HEY,
EH 28, 20 ZIRBIRB T, R4 VRO R, 2.

6 ~14 BEH%
1B PEMTH -1,

1D H

DHETH > 10 EDMDEH T,

150 mg X 2. 200 mgXx 1 B 7 HREES T

"51H300mg | EICHELTTHMKZS. 2138
flic 3. 3g 2 A LA EEROBREST. POEY

18 100 mg X
24T

A%<, S. aureus. S. epidermidis, Streptoco-
ccus sanguis "IN, 1 B 150mgX 2[, 7
BERE LT, 10Ci3ED. L HliclBMERLT
W3, fd, 2#1& bRIEEINAS aureus 3 AF Y
Vit EE 7 N BE (MRSA) TH -1,

EH 30~38 (3B FE MR T, BRI, HR%E VRS
B2 oMY n#iHEsES Shic, ERKICLDER
Yrk#Z TV, DWYOERT S, epidermidis, IR
BENSRE &SNt FEH 344121 B 200 mg 1 [E]% 6
BiEkS LA, RiEQumicmLonBond, 788

ISARMES I IEK L TEY. 3FITIIEY. IHTY
CHYOERTH -1,

fEFI 39, 40 (3 HEERB T. Corynebacterium sp.,
S. epidermidis KEhEFnRBa i, BRF R
L BEOEKLMZMH, ARKEICERLEED
18 150mgX 2[@E#%F5T, 1637 BMTEY. fhid
14 BETRLHEYDO KK B SN,

ER A1~44 ZBBERBTH 5, BE. KR BRIEH
WEPEEOERTME A>T, ABICRBEEDI,
RBBDOEBMM ©S. eprdermidis, Corynebacterium



686

CHEMOTHERAPY

AUG. 1991

Table 5. Clinical effects of sparfloxacin (tablet)

. . Effect
Diagnosis No. of cases ;
excellent| good fair poor
5 1
Blepharitis 7 1
6
3 9
External hordeolum 14 2
12
2 3
Meibomianitis 6 I 1
5
. 1 1
Lid abscess 2
2
. " 2 3
Chronic dacryocystitis 9 4
5
- . 1
Corneal infiltration 2 1
1
3 1
Corneal ulcer 4
4
. . 1
Conjunctival abscess 1
1
( l8% )| ( 18%) 8 1
Total 45 40.0 40.0
17.8 2.2
36 (80.0%) ¢ %)) (2.2%)

Table 6. Relation between daily dose and clinical effects (tablet)

Daily dose No. of cases Clinical effects Rate of
(mg) ) excellent| good fair poor | clinical effects (%)
200x1 6 1 3 1 1 66. 7
200 1joox2| 20 8 8 oo | ©°
300X1 2 1 1 50.0
300 150 X 2 17 9 2 88.2 84.2
Total 45 18 18 8 1 80.0

sp., Moraxella sp. R S 7z, 1 % atropine SER
LCAKIZ | B 150megx 28, 4~7BMEBS5LT,
IPNELY 1HPIICEYTH 1,

fE B 45 (IBREERET /N8B T, Corynebacterium
sp. WEEBH&Ntc, 1 H 150 mgx 208, 7 HRERAL
THRBISEPHICHB L TEUEZR LI

BIfER&E LT L GEH 16) &5 3 HH, %S
ICEFERAEYRENEL, S BMKEESTChIEL, R

BRECINET B2 LB L, AH & B 5BE
HhEEZ SN,

E, &5 ER0ERE—1ERRTSL, Table §
DEITH5B, E%h 18, BY 18, PPEXHSE, BYI
T, E% BMHETOHLSD, BEHEL0%KT
Hot,

wic 1 B 5RFEKRHE% Table 6 ISR L7, 1
H200mg BETLlRIEE L 2ES5TIEhEN66.7
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Table 7. Bacteriological response to sparfloxacin (iablet)

Eradication

. No. of .

Isolated organism strains Eradicated | Unchanged rate (%)
S. epidermidis 23 20 3 87.0
S. aureus 5 4 1
Corynebacterium spp. 5 3 2
S. sanguis 3 3
S. saprophyticus 1 1
S. capitis 1 1
S. salivarius 1 1

Sub-total 39 33 6 84.6
Moraxella spp. 7 5 2
P. cepacia 2 2
A. anitratus 1 1
E. cloacae 1 1
P. fluorescens 1 1
P. pickettii 1 1
X. maltophilia 1 1
Sub-total 14 11 3 78.6
P. acnes 3
S. intermedius 1 1
Sub-total 4 1 3
Total 57 45 12 78.9

%, 80.0% T4 2 ERMTHHELBE V. 1 H 300 mg
BETHIERELV N 2BREATIVEVEYRTS
3o 28 1 B 200 me £ D 300 mg #EMTHYE
AT=TAN

AUBEFIYH R, Table TO LS TH 5B, S
epidermidis 23 $%k T3 87. 0%, S. aureus 5 ¥ 80,0
%. Corynebacterium sp. 5# T 60.0% DL KT
Hoteo DT LEBHEREIX 100%HK L, 2EFLL
T8 6% DIHAETH»7, ¥, MRSA @ 2 ki 1 ¥k
R 1HIVERETCH-1o 7S5 LRUBRE T
Moraxella sp. T¥DST1.4% T, £& &L L T18.9%D
HERTH -7,

2) SPFX ##l

ki3 Table 8 icR L7k S TH 3B,

P 1 ~ 3 3R KT, S aureus, S. epidermidis,
Pseudomonas fluorescens B’ h Thigid iz, &
K200mg ##%= 1B 1E, 7HMESICLD 1FNCE
2. 2BHCHEMICIER L1,

EF 4 ~ 6 13X HIECIRA & IR OSEAR, HIEEZH
o S. epidermidis, Staphylococcus capitis 75 & Ht
Fsh, 18 200mg LB 7TEHMEST2HICH
. D 1 Bl PP EYOERNE SN,

EFT~9MBMRERT, RERLORESVMD

HRAEED I ERKICEDBREEKL I-HRMH S
Streptococcus intermedius, P. cepacia, Moraxella sp.
Roagans, 1H200mg 1087 BHEDEE T2 Hlid
HREIIKBRERALE LD, BHTH-712A, tho 1 Fli
PREUTH T,

fEF) 10~14 DAHBRMTIE. S epidermidis, S.
sanguis, Acinetobacter anitratus, Flavobacterium
meningosepticum, P. acnes BENAME iz, |
B 200 mg 1 B 7 BEMEE T, 2Fic, ARRRORE
NREONTHEYLULICER L.

SER 1 Alicb@Bb o7,

PUE, 2 UEFIORREZ LD LD, Table 9
Thb, EW5. BHT, PPEY2OHMT. BHR
1385. 7% CTdh -~ 7,

DHENEEENYHR T, S epidermidis, S.
aureus 23 LHET B 75 LRI 2NN K, ¥
SLEBHUBE TR TNDHEHBERETH-k, 26T
13 88. 2% DERIHARENB SN/ (Table 10),

m *# =
LIE, SPFX ORHERD/-HIZIT- - BHN, &
RERETREE, RO 2—F /o A ELBELTA
7o



Table 8. Clinical results of sparfloxacin (powder)

Daily ; Total :
No. gge Diagnosis Eye Organism dosage D(t;m"m)" dose | Effect Sﬂx‘de
exX o (mg ays (g) effect
! |79« F|blepharitis | OS |S. epidermidis 200 1 7 1.4 + -
2 [65-F blepharitis both |P. fluorescens 200x ] 7 1.4 + -~
3 |79 - M|blepharitis | OD |S.aureus | 200X1 7 1.4 # -
4 |29 - F |external hordeolum OD |S. capitis L 2001 7 1.4 + -
5 |20+ M|external hordeolum OD |Bacillus sp. 200%1 7 1.4 + -
6 |52+ M|external hordeolum 0S |S. epidermidis 200x 1 7 1.4 + -
T |55 _F chronic dacryocystitis OD_ P. cepacia 200x1 7 1.4 + -
8 |69« I¥ |chronic dacryocystitis 08 |P.cepacia 20071 | 7 1.4 + -
. . S. intermedius
. F + -
9 |68 chronic dacryocystitis 0D Moraxella sp. 200%1 7 1.4
10 | 63 - M|corneal infiltration OD |P. fluorescens 200x1 7 1.4 # -
11 | 67 - M| corneal infiltration OD _|S. epidermidis 200% 1 7 1.4 + -
12 | 14 + F |corneal infiltration OS |S. epidermidis 200%1 7 1.4 +# -
13 | 63 + M |corneal infiltration OD |S. epidermidis 200%1 7 1.4 # -
S. sanguis
14 |75+ F |corneal infiltration | 0§ |4 antratus 200 1 7 e | o# | -
F. meningosepticum
P. acnes
Table 9. Clinical effects of sparfloxacin (powder)
Effect
Di i No. of
14gnosts 0. of cases excellent| good fair poor
1 2
Blepharitis 3
3
2
External hordeolum 3 1
2
2
Chronic dacryocystitis 3 1
2
4 1
Corneal infiltration 5
5
( } %) | ( [ %)
35. 7% 50. 0% 2
Total 14 12 (14.3%)
(85.7%)

MEERICKL TR, AEIZ7 5 LBHE, BRI BRI BED S. aureus T3 2K <0, 24 g/ml ICHBEH
LWHBEARY MILERLICS &, RO - OBEH SH L CEOREER%AR L, P. aeruginosa T
ERIBETH -~ 1o BLAOEEICHT 2IRENI. AKS ¥ CPFX i2® %% 54, NFLX, OFLX, ENX &¥
M NFLX, OFLX, ENX, CPFX ittt ~xTH b <, BhlEHETR LIS
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Table 10. Bacteriological response to sparfloxncin (powder)

Isolated oﬁr_ga_nislnﬁﬂ Eo; of s»t_r;inéff‘;r:»;(lnvéted ljm-hnnu-ml Em@ircrait_ic; rate (;‘)j
S. epidermidis 4 4
S. aureus 1
S. sanguis 1 1
S. capitis 1 1
Bacillus sp. 1 1
o Sub-total 8 8 | ___V__:_‘ N ﬁ— N
Moraxella sp. 1 1
P. cepacia 2 2
P. fluorescens 2 2
A. anitratus 1 1
F. meningosepticum 1 1
_ Subtotal | 7 ] s !
P. acnes 1 1
S. intermedius 1 1
Sub-total 2 1 1
. Total 17 15 2 88.2
FBEHRLFEREFLEAERIMREICHITAH 7o

RooRUum L o2ERTHICLI 0L, ERYBO S
aureus 622 tki3 SPFX 0 <0, 025~50 1 g/ml i Z
BR%HETL, 0.05,g/ml iI2HFHDIWLAH - T 593
#, 95.3%250.2ug/ml I FOMSMHER L1o £ L
T NFLX, OFLX, ENX, CPFX &9 3 ~5EB{EWN
MICEBIZAH LT, BMLBIAIHENERLTEY,
RELOBRMEL CHICBRIL TV, AHLERHY
& 9 P. aeruginosa 620 $% T3 <0, 025~>100 u g/ml
KIL{ ML T, 1.56 ug/ml K¥HmDULASH O, CPFX
LD IIPPEKZM T NFLX, OFLX, ENX &3i3H
BROBZMER LIco FAE DDORITHLHELDERE,E
DY (i

R OMBPE S IS BHBOBITHRIFTH S T & A
mohTWwa?,

REBHNRRIBE AV TRABTOBEIC OV TRE
L& Aicknid, 50 mg/kg OS5 L THRIBKA
~N2B5f1% 0. 74 L g/ml D peak BB SN T, 24 BRI
%b0.150g/ml DBITRENBH SNt, Peak D
B 22 4% TH 7o WE XN TIKBE L1
CPFX OR#® T3, [# 50 mg/kg EOH/E LTI
Bif#% 1< 0. 26 £ g/ m] DRIFE KA peak BB SN TH
Mt 23.6% TH » 7o Ll IZEPHIITED LT 6B
%1213 0.05 u g/ml T& - 7<o SPFX DHIE KN
fTRED peak B3 CPFX i { W ah, MmEH3
fEREE R L7 & 5iC SPFX T 0 MM RER
B SNT, Peak BOFEMLIIELS 2 bDTH -

IR FH P M E T3 5 2 Bl THMIR B4R MK 1. 53
~3.64ug/g. REKAERIZIZ0, 12~3,08ug/gor ml D
BITREN BH SN,

Lto SPFX IRABITREANBEEROE A
THI\,

FACHB I EERSIBE S. aureus (328 H$<0,2ug/
mliZAHLTVADT, RIBKAREIZ8HME TS
aureus ICHNRENFFRET A LIS, 2% D
IRFEREAN RE TI3L2HKBIC S aureus ICHYREHEZ
HoNntcl EiCli B, P. aeruginosa ® MIC,,i3 3.13
ug/ml THHEMNS, BIBKNRETR+ILSEVRE
NEoNEh-1:8%, BEBOPTRIEYREOHITE
ONCR it AT Y (R

ULD$ERN S, SPFX OBRBABITNERIFT. Ho
BYWRENREMFET 52 LMo N,

ERERE)IC (3 SPFX DSkl & L U#FID 2 B>
THET LT,

SHIDEER T2, S. aureus, S. epidermidis 15 & D
75 LIS, Moraxella sp. 13 L ET 375 L
FEHERE B LU P. acnes X CTRMEN B A 0 /R
BR, EHE BIRRK, REQIRD. BUERE%, ME
B AERBOSEFIC>VLWTRISNI, 1E 100
~30mg 1 B1~2EEOKES LT, 245 HhEY
18, A% 18, PLEE, HY | OEENESN L,
BHRIZB0.0%TH- 1, EFEJICASBLE, 18200
mg, 300mg &b 1 B&E LD 2ERINDEDEFHNTEY
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ENFOERNG SN,

SERM ORMPLEFEH I3 133 FIT, #2044, H
T2 PRHIE WHIT, B1.2%DHEYPRTH -
7o BEEHNOHFEWETIE, |H200mg | @FEHT
71.4%, 5 25T 91.2%, | H300mg 1 [ET 88, 0%,
D25 T OUWDEMTH 12 Fa& bDEFITIZ
1 B 1 B SERIDISNIS, 2856 & A2 HRT
52 EREYTIRIEVA, 2EBHTL LERSE, 22
BEOVWENN L O BETHEMIMELE V. LA
L. EACL-TRIBIERETHEUTH A LN
KTHY, FH|OMFIMEDLBH ORI L (K18
Bef), IRPIBMETRIR KA TORE YBE O FHEAE
CEEBABET, SHOBRITICHEBI,

BRIDRERE, S aureus, S. epidermidis, Moraxella
sp., P. acnes L &ic X 3Rk K, Fhill, BHEE K
R, BERMOMN 4HIC, 200mg %18 1EHESL
T, 85. 7% DHEHENB LN,

SIfERRADOERTLH (2.2%) KEENSS
n, BEPECLOBEBLTOV S,

LERH T3 2 2754 FEHIT 133 HI, 4. 83% ICBIfE
HiRAoh, HIESEER (1.96%) B&RLEL, TLUA
F—EK (1.60%), MEEEK (0.62% )X ETH » 1o
BEERTIR, HEW, FAE. TR 31 S52XHENRS
L TW3,

—a2—%/ 0 HobRBERIC T HBHER IR+
HICEEL, EICHARRREOHRICL A3 RALD
MO EILEETRETH D,

LIk, SPFX 0lRMECHD I HIZT - L E B,
RGBT ORBEN o, AHIIBBRE RS L THER
HOBVWEONRERTHLLEL SN,
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Sparfloxacin (SPFX) has a broad spectrum of antimicrobial activity against Gram-—positive
and negative bacteria similar to norfloxacin, ofloxacin, enoxacin and ciprofloxacin, but was found
to exhibit stronger activity than the other quinolones.

The sensitivity distribution for 20 clinically isolated strains of Staphylococcus aureus ranged from
0.02 to 0.09 2 g/ml, and that for 20 isolates of Pseudornonas aeruginosa ranged from 0.39 to 12.5
ug/ml, in which the 5 isolates (25% ) presented the distribution peak values of 1.56 zg/ml.

When SPFX was orally administered once to white adult rabbits at the dose of 50 mg/kg, the
peak value in the aqueous humor was 0.74 £ g/ml at 2 hours and the aqueous humor / serum
concentration ratio was 0.224. The ocular tissue concentration at 2 hours ranged from 1.53 to
3.64 1 g/g in the extraocular tissues, and 0.12 to 3.08 zg/g (or per ml) in inner ocular tissues.

A clinical trial was conducted in a total of 45 patients with blepharitis (7), hordeolum (14, mei-
bomianitis (6), lid abscess (2), chronic dacryocystitis (9), corneal infiltration (2), corneal ulcer (4)
and conjunctival abscess (1).

Their clinical response in a dosage regimen using SPFX tablets of 100 to 300 mg once or twice
daily, was excellent in 18 cases, good in 18, fair in 8 and poor in 1, the efficacy rate being 80.0
%. The side effect of a rash was observed in one case (2.2%). When SPFX in a powder form
was administered (200 mg) once to a total of 14 patients: 3 cases with blepharitis, 3 with external
hordeolum, 3 with chronic dacryocystitis, 5 with corneal infiltration.

The clinical response was excellent in 5, good in 7 and fair in 2 cases; the efficacy rate being
85.7% without side effects.



