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F+ /) o #HiEH sparfloxacin (SPFX) 122U\ T, BB S CIERIRFMEZTV, K
DEREB,

1. fUE7 : ESERRERE 7 B8 225 skict o AR/ RBEMEIERE (MIC) 2#@IE L, fth4 FH
(ciprofloxacin (CPFX), ofloxacin (OFLX), enoxacin (ENX), norfloxacin (NFLX))
EHERF L, 2DfER, A#13 methicillin—resistant Staphylococcus aureus (MRSA)
2EU7 5 LBMREICH L TR, SEXPROLEBNAREERERL, 77 LBH®EEICHLT
b CPFX L BIZRIF T, tho 3K & BIFamK%ER Lo 7, Mycoplasma pneumoniae
KX LTH OFLX & » BIF SRR TH - 1o

2. EARE  BUSERRBESRE S FICH VT, A# 200 mg #7132 300 mg EOHEHKD
MR UBEIRELSEEE7 0w b7 574 — (HPLC) % 7:43 bioassay EICTHRIE L1,
AHZ, BERCBOVTMELVEVEARELRL, REMFRE MRSA 2B < TEHED
MIC,, f#% kBl 7z,

3. ESIREVRRETS : FRIRBRARGAE 35 Flicxt LAKIZHE L, BRYRB LVEIERH I VLW TRE
Lico 35@Ich, Exh8 I, E%I226, PPEY3IH, ®WH 25T BHEIL 85 7% & BIF LA
BRdhi, BIfFHREPLIN1HlIcA SN, EBERREBRE IITFEERMEMR3H, GOT LU
GPTDLRM2#, GPT XU LDH O LF41 4], amylase D LR 1 flic@BHohtc, W
ThHBEORKE T, FHOLKLULVEEINTI,
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Sparfloxacin (SPFX) R AHAURKA LM
RENIWF /o AAEEKT, YSLBEMs L
U775 LRI LTREVAMARS PLER
L. % %It ¥ © methicillin-resistant Staphylococcus
aureus (MRSA) i L THLEBELEATVSE 'Y,

SESIIEMIRN & LT, MFREBREPEICEVT
RELEbh 28RS 35K OB NERET
BLEbic, AHEEROMBP L L OEDMEE
bioassay i& & 72 {3 HPLC #kiCTHITE L 7o & FEEEK
BIMEE LT, MBREBRRESRE 35 PcEHERE
L. ®OBEKMYHRE S CICRERICSLWTRNLAD
THET 5,

I. X/ N

1. REA

1) ERAE

REAFEFHHBACRESAEIZICHEVWTEHEE
KHEMSAMENL 75 LBHERE 120 ¥
(Streptococcus pneumoniae 30 ¥k, Streptococcus
pyogenes 30 ¥, methicillin—sensitive Staphylococcus
aureus (MSSA) 30 %, MRSA 30 #%). 75 LE#
288 90 tk (Escherichia coli 30 ¥, Haemophilus
influenzae 30 ¥, Klebsiella pneumoniae 30 #k)H &
U Mycoplasma pneumoniae 15 Bk Dt 225 (k& H W
T. SPFX 5 & Ufth 4 # (CPFX. OFLX. ENX,
NFLX) of/NNEEHIEME (MIC) Z#E L LR
#L7%o M. pneumoniae 2 L Tid OFLX £ L U
erythromycin (EM) %ZH&¥HF|& Lz, MIC ORIE
i MIC2000 (¥1+F7v7#) 2BVWiI2o743
vHEREARAL, EEERI 10°CFU/ml £485&
STB L1, BB, KEL{LEREFLRATORRKER
FREICLS MIC [ERIBEEDMICREDHTRIFR
HREARZH ShTVWEY,

2) EBRRK

EEERAT Sy MEBR T BEAE 225 BRI 9 B KB K Ut 4
ERon@EiEMomME MIC B MIC,, LT
MIC, & Table 1 iZ;R L 1o

75 LIBHMIKE T3, S. pneumoniae %94 5 MIC
13 0.2~1.56 ug/ml, MIC,,f#i%0.39 ug/ml TdH
n, CPFX, OFLX &£h 2~3%, ENX, NFLX &
DS EENTWI, S pyogenes i2Xt L TdH MIC %
0.2~1.56 ug/ml, MIC,,fi 0.78 zg/ml &fthod 4 %
LDBNI-KETH - 7o MSSA i2xt3 5 MIC ik
=0.025~0.1 ug/ml, MIC,,fii2 0.1 ug/ml T&
b, D 4F LD 3~4FERBNTW . MRSA X494

A MIC %12 50.025~12.5 ug/ml LML 3 LT
Wi, MIC, i3 3.13 ug/ml T, D 4¥iky
~4 BTV o BLED KT, 75 LRI H
THAKD MIC i3fth 4 M & HLBRT 5L MbBNBg
TH-1

75 LI TIE, E coli It 5 MIC Kiis
0.025~0.78 ug/ml, MIC,,i#i 0.2 xg/ml T,
CPFX LRIHFTHD, 3K LD 2~3FHhTL
fzo H. influenzae 2% L T3 MIC #K, MIC, @& b
£0.025 ug/ml THH, CPFX &I MbBNIHE
T&h - to K. pneumoniae i2¥t% % MIC i<
0.025~1.56 ug/ml, MIC, % 0.05 ug/ml T4
n, COBMICPFX &0 1 BEZH00, oM
LD 2~3WANTW, LEDXS I, 75 LRHE
Wicxtd 5 MIC i3 CPFX L3 ZRIBFBOE IO BkT
& -7120c M. pneumoniae i3 L TH, MIC 1% 005~
0.2ug/ml, MIC,,/# 0.2 yg/ml £ B#FT. EM &
D3EEBHLDDOFLX £ IFBENATV,

2. ML UBEELRE

1) #IEAE

RUEFJAUBREBESH (FTABABRELR?
B, BHESEXR2H, PABMMLLIH) cHLT %
F 200 mg (CEAMRMIBERRZ2H) £/t 300
mg (ff134)) £EOKG L, £5k1 M. 2850H
4 B5RE, B EBNR. 12 B5M, 24 BRilIcEMmL 7, 1B
Bric, 5% 8ERIE T L BRRIMIC, TO®RI 12K
[, 24 BSRRICEEEA R L /oo ChollbELT
%k AKORE%: HPLC & (300 mg #&5#) %
7z 13 bioassay # (200 mg £t 528) BV THMEL
12

2) BIE R

M MED E— 7 #Hi2, 200 mg BEH#ICEVT
0.54 zg/ml (&5 8 BR). 300 mg HEH/ICHLVT
2.59 pg/ml (&56% 8 B5M)) T, 24 BrRikicRENE
Nn0.24 zg/ml, 1.2 ug/ml Tdh -7 (Table?, Fig.
Do WHEhBRE O F{# I3, 200 mg 52 T3 8 BR
%< 0.88 g/ml, 300 mg {5 T 12 BMKE
2.67T ug/mlDE—2%45RL, 24 Mg TidEhTN
0.44 ug/ml, 1.4 pg/mIDMBETH - =, Penetra-
tion ratio {3, 105.2~183.3% (F¥5138.1%) TH-
7o

I ERO®RS
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EBAEELREZAMS LURBRERICS T 5AK
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Table 1. Antibacterial activities of sparfloxacin and reference compounds
against clinical isolates

Organism MIC (ug/ml)

(no. of strains) Drug range 50% 00%
sparfloxacin 0.2~1.56 0.2 0.30
ciprofloxacin 0.78~6. 25 0.78 1.56
S. pneumoniae (30) ofloxacin 1.56~12.5 1.56 3.13
enoxacin 3.13~25 6.25 12.5
norfloxacin 3,13~25 6.25 12.5
sparfloxacin 0.2~1.586 0. 39 0.78
ciprofloxacin 0.2~3.13 0.78 1.56
S. pyogenes (30)  ofloxacin 0. 78~6. 25 1. 56 3.13
enoxacin 1. 56~50 6.25 25
norfloxacin 0.78~25 3.13 6.25
sparfloxacin =0.025~0.1 0.1 0.1
ciprofloxacin 0.1~1.56 0.39 0.78
MSSA (30) ofloxacin 0.2~0.78 0.39 0.78
enoxacin 0.78~6.25 0.78 1. 56
norfloxacin 0.39~6. 25 0.78 1.56
sparfloxacin <0.025~12.5 0.05 3.13
ciprofloxacin 0.2~100 0.78 12.5
MRSA (30) ofloxacin 0.2~25 0.39 12.5
enoxacin 0.78~100 1.56 50
norfloxacin 0. 39~>100 1. 56 50
sparfloxacin <0.025~0.78 <0.025 0.2
ciprofloxacin <0.025~0. 2 =0.025 0.2
E. coli (30) ofloxacin 0.05~1. 56 0.05 0.78
enoxacin 0.05~3.13 0.1 1.56
norfloxacin 0.05~0. 78 0.1 0.78
sparfloxacin =0.025 =0.025 =0.025
ciprofloxacin <0.025 <0.025 <0.025
H. influenzae (30) ofloxacin <0.025~0.1 0.05 0.05
enoxacin 0. 05~0. 2 0.1 0.2
norfloxacin <0.025~0.1 0.05 0.1
sparfloxacin =0.025~1. 56 0.05 0.05
@ ciprofloxacin <0.025~3. 13 <0.025 <0.025
K. pneumoniae (30) ofloxacin 0.05~6. 25 0.1 0.2
enoxacin 0.1~25 0.2 0.39
norfloxacin 0.05~12.5 0.1 0.2
sparfloxacin 0.05~0. 2 0.1 0.2
M. pneumoniae (15) ofloxacin 0.78~1.56 0.78 1.56
erythromycin 0. 0125~0. 025 0.0125 0. 025

H1E»S IEEOHRS L, &S5HMI4~15 A4,
RIS 8L 100~5600 mg TH - 720

2. HEHERHE

BRDROHE R, FEEEA®ROBHEEIR, %K
FHIERE, AIMEKE, CRP, Mk, MW X KusEo
REFREZBEICLT, LA, FY (excellent).

HBEVUARDIFRBEELEEE 356 (BHEITH, &
K18H) 2HRE LT, AHOEDHEER L1

Table 3 icRULtmd, EHMOARE, Fik 166, K
EXIRE 6 ), BUKEXLSH, CEARAESE
HR2P, 4375 X<fis b, BHKEZK2H
Thote, #5HEE, 1[H 100 mg A5 300 mg % 1
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Table 2. Penetration ratio of sparfloxacin
Dosage Case Sample Peak levels Penetration ratio
(mg) no. (#g/ml) %)
o mm o
2 eputum 058 163.8
? sputum 500 .
300 4 o 25 126.4
? sputum o 128.7
@g/m) o= — ¢ 200 mg sputum SHMEHLIL (83.3%). MHEIATKRTS MM

3.04 ——=o 200 mg serum

0~ — -0 300 mg sputum
©0——0 300 mg serum
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Fig. 1. Serum and sputum concentration of spar-
floxacin after a single oral administration
of 200 mg or 300 mg

% (good), ®¥EWY (fair), #% (poor) D 4 B
B THIRE L 7o

3. BEPRAHR

35 FIDREHITSEERK M % Table 4 IZR L7, B4
HISEERM BT, 5 HIh, EH8H, B 224,
POEYWIH, BYH2HIT, 0S5 HLEHLLLER 30H,
BEYWRIIBE. TR TH -1, KEJNEYHRIZ, WHRTI16
Flch 15 FIDSEBLIE (93.8%). [EXILERET 6 Hd

MNEYLIE (60.0%) UAHRBREXIRT2MD
LRIDEY, <4375 X<HRT4 6D 4 FHEHLL
£+ (100%). BHE[EIRT2H D 2HMNEHE, VT
NORBIIBVLWTHLRHFUEHENRE NI, BHAN
2 (GEI 10, fEH 18) icH ohn/hf, M 10 ISE
XURAET, ERER, REFRR. AHEKEICHEL,S
SRS FoleHICE\HE Lo ER 18 3B REX
ROBET, XHJEIITOEREROKENSON
¥, 4 AMokSThIkIZE -7,

HEYOIYMES Table SiICR LIz, BREZEET
- 120D 5B, H. influenzae i3 7TWIZHHIH,
6 FIIBRE S hichiZE DS B 1 Hlid K. pneumoniae,
Enterobacter cloacae ~DHERZRMNBHShf, S
pneumoniae (3 3Pl ABEESh, 2L bRAINL,
Pseudomonas aeruginosa #% 4 PlicRiE s hiH, B
HINORB 1 ADATCIRIRETH 1z, T1ER
35T E. cloacae, Acinetobacter calcoaceticus, K.
pneumoniae KYM I h - H, KFI/EHRT<THE
Lo REABIAERWVE 165D S B 13 HRAHEL, HE
F(281.3% TH-10

m & & A
Table 3 DEWDA T LIz, BEFAOBIERE LT
ERREMEARATR L, BRERTEIRPINLIHAK
Aoh, ERREEREIFRRESHIH, GOTS
X U'GPT @ LR 2 f, GPT % & LDH 0 LR#
1 %, amylase ® ERA 1 PlicBw St Wb
BETH), ERLEREZELI DI,
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Table 3—1. Clinical and bacteriological effect of sparfloxacin treatment
Name . Dose . BT WBC ESR . .
No. AgeSex Diagnosis (days) Isolated organism © | Vmm®) CRP (mm/h) Efficacy | Side effects
| N.V. diffuse 100X3 norma‘l flora 38‘.1 51‘00 3:- : ool GOT 18-41
ISM  [panbronchiolitisl (1) normal flora %7 8100 . 2 GPT 1150
H. influenzae (4X10*) | 97.9 8500 13.6 125
o| BE roochiscasis| 0 | i | | b ogd | ()
not examined 3.9 1500 2.3 98
. H. influen2ge (2x10°) | 36.5 3500 0.55 3%
g| Wb | el 0 ' Ly | me | e
pan normal flora 36.5 5100 0.49 2%
H. influenzae <87.0 6900 1.99 100
t T lornhinctasis| 0 ' ' ' ' Vol oed | )
normal flora <381.0 3100 1.9 58
normal flora 3.5 11200 5.7 42
5 l;mﬁ pneumonia l((ll);t)z ) { ) | | excellent ;;:{l;;;
normal flora 3.0 7400 0 15
H. influenzge (+) 3%.8 | 13000 8.3 %
6 tll'l‘ paeumonia "8;()2 { ) { ' { fair (-)
normal flora 3.8 5300 2.8 55
normal flora 3.2 5900 1.3 66
1 s53fd pneumonia “3:()2 { | | } } good (-)
normal flora 36.6 6500 0 20
normal flora 38.0 5300 3.68 41
8 lgﬂ}; " | pneumonia ll()tl)‘X)Z { { { | | good -)
not examined 3.6 6000 0.92 2
P. inosa (+)
LA hroni 100X2 S::ew ) 3.2 12200 3+ 43 . )
9 o umoniae { ] ¢ ‘ fair -)
50M bronchitis |  (15) K
NN 20x1 P. aeruginosa %9 | 9%0 1+ 10
0| Y [bronchiectasis| oo p ! | | b owor | ()
%)) P. aeruginosa an1 4800
normal flora a1 3+
| RS peumonia "gl")z } } | } good -)
normal flora 36.5 8000 2+
. S pneumoniae (%) | 359 | 10200 3+
12 L. A. chron.u:‘ 2001 P. aeruginosa (+) ; ‘ ) good =)
59M bronchitis (14)
P. aeruginosa (#) 3.6
o | se0 | 1+
n| kS pneumonia 100x3 not examined { | i good (-)
3TF (12) %.0
3.0 2100 1+ 42
w| TM poeumonia 100x2 not examined i | | i good (-)
{IF ) <310
K.T. |mycoplasma| 100x2 normal flora 3.7 11700 5+ GPT 2165
Bl M pneumonia | (1) ' ' | y excellent |1 o11-+1156
notexamined | <3.0 | 00 | 1+
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Table 3—2. Clinical and bacteriological effect of sparfloxacin treatment
Name L Dose . BT WBC ESR .
No. Age Sex Diagnosis (days) Isolated organism © | /mm CRP | (/b Efficacy | Side effects
normal flora 3.8 2500 2+ 1
16 ng ) pneumonia 1?;:)2 { { ¢ ¢ ¢ good (-)
normal flora 3.8 3100 20
normal flora 3%.9 5400 1+
IR i Bl ol IO B P
P not examined 3.4
. normal flora 3.7 6000 1+
S | ot | (0 * bl wor | ()
not examined 3.8
3.1 8200 i+
19 Uss: ) pneumonia 1?1):)2 not examined | | | good | eosino0-13
3.4 4300
normal flora 3.2 5600 0.95 3
0 Tﬁ{,‘- psumonia ‘“:’7’)‘2 | i | ! | et | )
not examined 6300 0.21 16
K1 1502 normal flora anl 14800 291 125
21 55;M. pneumonia m | { { ] ¢ good heart bumn
not examined 9800 0.55 6
38.4 6000
2 Ifsﬁ pneumonia 2?;:)2 not examined | { ¢ good (-)
5800 <0.3
H. influenzae (+) 8100 | 04
2 Kmh:i bronchiectasis 20(0.,))(1 ' { { good -)
normal flora 5200 <0.3
3.8 4600 1.% 1
% I;Sbll]( " lacute bronchitis 303,))(1 not examined ¢ ] ¢ good (-)
<31.0 7500 <0.3
3.7 13600 10.7
% L;Bhld( " |acute bronchitis 3??:)1 not examined { { ¢ good (-)
7700 <0.3
normal flora 3.2 12900 12.9 u
| "X loronchiectasi s ! ! ) ) b e | O
normal flora 36.6 5000 0.46 k]
H. influenzge 31.0 6500 | 6.8 13
S.K. .| 150x2 i ’ )
27 bronchiectasis . | ¢ ¢ { good -)
67F M g fneumonm % 5000 o .
) H. influenzae , )
28 S.M. chronic 200x1 P. aeruginosa 38‘5 101:)0 L 32 IS excellent -)
85F bronchitis (14) |
normal flora 36.3 4900 | <0.25 5
w| SH | cronic | x| 8 ""‘“{"”’m 39"6 ’“f“ &fl :9 ot | GO
nF bronchitis (14) normal flora %6.4 750 @y GPT %-%
3.2 7700 3+ 121
30 N;“{; ’ pneumonia 15(09))(2 not examined { ¢ ‘ ] excellent | eosinol-9
3.3 6200 + 4
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Table 3—3. Clinical and bacteriological effect of sparfloxacin treatment
] Name ! . Dose . BT WBC ESR ' ide lfect
No. Age Sex Diagnosis (days) Isolated organism © | (mm) CRP (mm/h) Efficacy | Side effects
] 39 | 12000 | 3+
7l T.¥. pneumonia ]??;)2 not examined ' | ! | excellent ()
F w | 1+ 8
36.4 8600 4+ 103
E) S. % pneumonia 1(()(13])()2 not examined | ' | | excellent (=)
n 4000 5
38.1 10400 4+ 125
3 };3'3 mycoplasma l?[ll;)Z not examined | ! | i good (-)
preumoma 6.0 | 6100 - 1
3n.2 8800 i+ 83
k1] N.T. myooplasrpa 100x2 not examined | } | ! excellent (=)
UF pneumonia (10) 3.5 _
E. cloacae
VE 150%2 A. calcoaceticus 38.7 15100 6+ K] .
35 SZBM. pneumonia (15) K. pneumoniae { ' ! | excellent | eosino 07
| 3.9 | 10700 - 18
(=)
Table 4. Clinical efficacy of sparfloxacin
» Diagnosis Excellent Good Fair Poor Efficacy rate(%)*
Pneumonia 5 10 1 15/16(93.8)
Bronchiectasis 5 1 5/ 6
Chronic bronchitis 1 2 1 1 3/ 5
Diffuse panbronchiolitis 1 1 1/ 2
Mycoplasma pneumonia 2 2 4/ 4
Acute bronchitis 2 2/ 2
Total 8 22 3 2 30/35(85.7%)

* (excellent+good)/lotal

Table 5. Bacteriological efficacy of sparfloxacin

Isolated organism Eliminated | Persisted | Replaced | Unknown |Elimination rate(% )
H. influenzae 5 1 1 6/6
S. pneumoniae 3 3/3
P. aeruginosa 1 3 1/4
E. cloacae 1 1/1
A. calcoaceticus 1 /1
K. pneumoniae 1 1/1
Total 12 3 1 1 13/16(81.3%)
* (climinated + replaced)/total
V. & -3 I6EMERVWC ENBHMTH S, KBEKIL, B/EER

Sparfloxacin (SPFX) 2 K HAREKRLH TH
RINEFF ) v o BHEHIT, GOBSICLDEPH
KRS N, BB TaRWC &, MPERsny

D I0%H T2 ERAICEDETETORT, 25% 2
glucuronide & L THRAECHE SN, 6% 37 DE F
O TEPICHtSNEY, FLFRIL, 7T LS
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N"o7S5 LRMENE TREVIMARY ML ERT 2 &
)82, Bacteroides fragilis, VY4 %35, =437
7X2, 75 3V7, REICKHLTLEOF UM N
EIhTVE" Y, SSRROFF / o AFHED
MRSA KX LT HEDEHUIBHSATVSY . X
FIORBESICIT 284 DR T b BIFZERMRLR S
N, TRTORMICK L TROTERAZIARIE®YS S
Nt 75 LMERBICEVTIE, SERNL:-2BE
KHLTOHROBNARBENERL 2o FiCBHED
MRSA i3 L T OBEMIRENL L ZEBT~E
RTHA5, 77 LRUEREIIH LT HLHRVIAKIESE
L, LRIt /) o KERBHEVIEEN
ULDOBMTH 120 24373 X2t L TI2, EM
&Di3EBHDD OFLX L0 iz SHcBNIIEE
EnREHohi,

BHSEBBERE S Flic i 2K Db L UM%
EPREDOHETIE, RFMPMEH 200 mg 58I
HWT0.54 pg/ml, 300 mg #{EHICHWT 2.50
ug/ml T, BREBETBREIL, ThE¥h 0.88 ug/
ml, 2.67 pg/ml 2/;RL, BIFLEHABTHS 5\VIIE
EhBTATEIN,

SRR ISR RE 35 FlICARERE L, F0HEYH
ZRITLAER RMOMREBRPES 2 V3ROSR
ERBEEOWFNICHLTH, BIFSHEHREED
HEFHLYRELTHEE, 75 LBMEELUER
BER< 77 LEEHERICH L, EPHIIREYRNEZSH
ohi,

EERE LTREPUNLIFICA SN, EBRREMR
HWIITFEEKEENIH, GOT H5LU GPT D LERH 2

#), GPT & LDH D LR 1§, amylase DL
AUBIBS SN, WIRLBETH), ERLER
REILELDIRNL, FHORLENTRHRS N,

bt~ &K, SPFX 377 LR E 754
BB E L3755 X7HF, BEVEEICHLTR
NIAMEREETSRKTHD, TRHELE, g
BRAMEDEMEVWTEBHTHERAEORV BN 4K
KiTchase@bhi,

X "
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LABORATORY AND CLINICAL
STUDIES ON SPARFLOXACIN (SPFX)

Yuko Yoshitomi, Koutaro Mitsutake, Yasuhito Higashiyama, Haruko Matsuda,
Yoshitsugu Miyazaki, Shigefumi Maesaki, Hiroshi Yamada, Akira Yasuoka,
Kazuo Sasayama, Yasumasa Doutsu, Toshiaki Hayashi,

Hironobu Koga, Shigeru Kohno and Kohei Hara
The Second Department of Internal Medicine, Nagasaki University, School of Medicine
7 — 1 Sakamoto—cho, Nagasaki 852, Japan

Chikako Mochida, Kazuyuki Sugawara and Mitsuo Kaku
Department of Clinical Laboratory, Nagasaki University Hospital

Hideo Mashimoto, Sadahiro Asai, Takashige Miyazaki, Akira Sakamoto,
Kouichi Watanabe, Toshiyuki Oe and Mikio Oka
Co—Studied Hospital of The Second Department of Internal Medicine,
Nagasaki University, School of Medicine

The newly developed broad—spectrum fluoroquinolone, sparfloxacin (SPFX), was evaluated in
vitro and in vivo in comparison with ciprofloxacin, ofloxacin, enoxacin and norfloxacin. The
results were as follows ;

1. Antimicrobial activity : Minimal inhibitory concentrations (MICs) against 225 clinical
isolates including 7 different species were determined by the microbroth dilution method.

Sparfloxacin showed excellent antimicrobial activity against Gram-positive and negative
bacteria. The MIC values of sparfloxacin for Gram-positive bacteria including MRSA were
superior to those of the other quinolones tested. The MIC values of sparfloxacin for Gram-—
negative bacteria were comparable to those of ciprofloxacin and superior to those of ofloxacin,
enoxacin and norfloxacin. The MIC value of sparfloxacin for Mycoplasma pneumoniae was
superior to ofloxacin.

2. Sparfloxacin concentration in serum and sputum : Sparfloxacin was orally administered in
a single dose of 200 mg or 300 mg to five patients with chronic lower respiratory diseases, and
its concentrations in serum and sputum were measured at intervals by HPLC or bioassay. The
mean peak concentrations of sparfloxacin in the serum and sputum of patients administered 200
mg were 0.54 and 0.88 ug/ml, respectively, and those of patients administered 300 mg were 2.59
and 2. 67 ug/ml, respectively. From these data, it was suggested that sparfloxacin had good
penetration into the lung.

3. Clinical efficacy and adverse reactions : Thirty—five patients with respiratory tract
infections were treated with sparfloxacin, and the overall efficacy ratio was 85.7% (excellent in 8
cases, good in 22, fair in 3, and poor in 2). As the side effect, heart burn in one case was
observed. Although the eosinophilia in 3 cases, the elevation of GOT and GPT in 2 cases, the
elevation of GPT and LDH in 1, and the elevation of amylase in | were observed as laboratory
abnormal findings, they were mild and transient, and improved rapidly after completion of
sparfloxacin treatment.



