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FEIR B RRIMME IC BT B sparfloxacin @D
AR S DICKRY B/ EN R

BAIEAE - LRt - BRI - B
R AEBRREAR

FLLMREhA =2 —F )/ o0 RARMHF sparfloxacin % 8 & MR 33 MBE D ME 1<
AL, sOBEEKNERELERN L, $oic, LERNEHREICE T 2EFOMPREELRIEL <o

EE LAIPRBREREE 2 26~80 B, B4R, k4 AONBHTHE, TDOAMRIIAHZ 3
pl, BUHKEXRIP. AWXLRE2HTHD, FX1E200mg %21 B 1E, 7~28 HMMK

A&,

FOHER, BERDRINYDLIH, BHSH, POEWIH, BYLATEYRIIT5.0%5TH-
1o ## M & L T Staphylococcus aureus, Pseudomonas aeruginosa & | kAR E h /e
MK, WFhbEHFESICLOBRBEINE, [P AI-POoBELRASED Shcfhid, AFlick

2LBbnZEHERRBY oI T,

BEBEICH T AMbRMEICOVWTIE, 66~84 MOBMIERIZTHKE 6 HiIc A K| 200 mg 2 RKN
IRE IR ICRAIE L, ®OKER, C,..120.9010.252 g/ml, T,,.!36.0+1. 360, T, ,
217.8%5.1h, AUC,~-i323.6%6.1 ug*h/ml TH -7,

Key words : Sparfloxacin, SPFX, —a—%/ oJ#| MRJHEEAE, MPRE

Sparfloxacin (SPFX) R ABAREKRASHRE
BEFRCHREN A2 —F /0 RDOARINEHF
T, /5 ABBER LD S5 LRKE, MIHER
ERBEWVREZARZ PLEREL, BRWREHETRYT,
AR MO BEDLBPOERICEY (T,,,. ¥
16~17Th) EVHHEEZEL, 1 H1EOES TiamMn
ATHNIVTSA TV ADEHLINDELZTHHEAHALSP
T,

SEbhbh R EF L ERBBEEICER T IRE%E
B FrAKOMPRECHBERN S 2RE&EEBLD
THET 5,

I.®g &H &
1) EEke9RRE
FR1E12 AL EK 2 EI08 ORcELHFRRFK
EBRBICTERE S R BREED S B 8 flick
BRI, B4, K46, ERHEABRIY
B0 R, REERZIIMZR M, BHESEREESH
(REKEXX 36, [EXLRE2H) TEEENE
TREE6H, PHE2HTH-1,
A% 1H1[E 200 mg #5, #SHPHETELD 28
B RE5RIZ1.4g kD 5.6g ThHortoo HERENTH

FahicE%EE HBME L L T Pseudomonas
aeruginosa, Staphylococcus aureus M E iz,
AF#E S 0% RBC, Hb, Ht, WBC, A IMEk52 &
(Stab., Seg., Eosino., Baso., Lymph., Mono.),
Plt. K ¥ oMk %E, GOT, GPT, Al-P, LDH, -
GTP, d-Bil, t-Bil, Cholest. & & DIF B E R &,
BUN, S—creatinine X & DR MEERE, MAVAZH

(Na, K, C), REFREEETELBOAME L. B
RYE%E BE RW RS X M/FR, WBC,
CRP s XD Bith Mt RERAFNTHIE L 1.

2) Sparfloxacin [ & #l| &

BHITRBEETCARTOBE CHRHAERMIALEE
T, FEEEHIEER L TOWISWER 6 Hlic oW TAR]
200 mg =5 L, #&E5®2, 4, 6, 8, 24K
&M U, Escherichia coli Kp 6% RE@E L T 5 agar
well BRICHE U THIE Lo & - AAIR SR Alb,
GOT, GPT, BUN, S—creatinine % #I%¥ L iF##EH &
U'EBEE & AR DM RE & OBR bR L7,

0. & . |
1) BRRm#& (Table 1)
LEFOREIERKEL, FH1H, FYHSH, PP

TEYT KAMHATHE 1044 |
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Table 1. Clinical results of sparfloxacin
o | 5 Diagnosis Treatment o | esre | caer | wec Evaluation
o | S5 | |t e oty |ty Jamin] | i | () o)
(mgxtimes)| (days) | (g)
& chronic bronchilis QP. ceruginosa %.9 1+ | 4700
! u | (acuto exacerbation) | g | oy | 13 | 28 | e | — | — | — | — [eina] good | rone
F myeloma (IgA) (-) %.6 3000
% bronchicctasis ©S. aureus 3.3 1+ | 7900
2 M | ——————| mild | 200xI 14 2.8 — || 7| 7| = |mdisidd} good | none
F middle lobe ayndrome normal flora | <31.0 5400
® chronic bronchitis P. aeruginoss | <81.0 3+ | 600
3 g | (acule sxacerbation) | geraiel 201 | 14 | 28 — | — [ —— | —— |vhoomn| goot | sone
M chronic bronchilis P. aeruginoss | <310 1 1+ | 4300
8 pneumonia normal flora <Hof o2 I+ | 4800
[ M | —————— mild | 20x] 1] 28 = | = | —— | —— |uskaown| good | noce
M chronic bronchitis nol done <HO0| U 4400
5 pneumonia S marcescens <oy n + {700
5 0 | —— | mild | 200x! 14 2.8 —— | ——— [ =—— | —— |unknown] poor [Al-P{
F chronic bronchitis S marcescens | <31.0| 8 + | U0
&8 pneumonia normal flora 2| B i+ | TI0
6 9 | —————ou | mild | 20xi 14 28 — | ——| —— | —— | —— | uakaowsexcelleat| none
M chronic bronchitis P. cepacia %6| 2 5700
& chronic bronchitis normal flora 4L 10 I+ | 5300
1 1y | (aoule exacerbalion) | oy | oggxy | %8 | 56 —— | —— | ——|—— |sokaown| tair | none
F bronchial asthma S marcescens | %8| 1l 0
% bronchiectasis not done 3 2+ | 9000
] 52 moderate| 200X 1 7 1.4 _— — |unknown{ good | none
M chonic bronchitis not done 2 - 4900
*before therapy © causative organism
afler therapy

B 18, BEY1GITEYRIL SETH o RO
3BT, EVIP BYIH BYHLIATH-7 18
HIUERRESFITIE, BYH4H, PPEUIHTH-
1zo BERBYICHIB S N PMEERBEL, S aureus &
P. aeruginosa TH 0, & biIiHE LI, BHERIR2
FlicBHond, BERRAEMRAKIE (Table 2), 148
i Al-P OBE ERAR S ht (215—234), FFK
BT 5 A%ICEER (182) LTV,
PIEA@ALAEBUTIE, FERCERLA, HES
., TFETRELH, FF1fITH- 1,
AFNIBIE £ 72 (3P OVRR 35 RRAE 1 F B 1S 3K
ThbEBbht,
2) Sparfloxacin MiFME (Table 3, 4, 5)
6 FI2EDEENRIZ 75.2 8 (66~84 %) TLLBH
EREOKRETH 5%, 2EOEHYTRL L, BE5 2K
I3 0.2120. 19 ug/ml, 4 BRA%(2 0.6710. 22
rg/ml, 6 Bf1% 13 0.87+0.26 £ g/ml, 8 BFfEkid
0.76%0.21 xg/ml, 24 B5fE1%1(2 0.39+0.09 2 g/ml T

E—/si6BM&kicRons, fE# 24 BUN ; 33,
S—creatinine ; 1.3 TREDOBRIERLSNEET HH
-7l 465R%icRon, HHttoBEER ok,

Co. & 0.90+0.25 g g/ml, T, 17.8%5.1h,
AUC,.,,1213.4%3.4 yg-h/ml, AUC,.-i2 23.6%
6.1 pg-h/mlTdH -7,

m # *®

HE= 2 —%/ a0 U REEORRNBATSHY,
NOEHOKET, -7 7 LREAICEDORRE
ICERTHE S S mA, BERHERANRY b5 ARG
HOMRRBERE VS LBEEI bRENEE TR
Fopmse, mMbEEmEE< L. LEHEREDEL
TAHILICMROARNEIF SNTVWS,

Sparfloxacin (¥ A B AMEKR 2L AFRFTH
Raht:=2—%) o s RARGERT ToRENG
PRV ILLBE, 7T LBEEICKT S MIC, 01
~0.78p g/ml £ 775 LRHEICK LTI}, 00125~
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Table 2. Laboratory findings of cases treated with sparfloxacin

RBC Differential count of WBC oy el i .
coe | (M0 Ho | b | WBC . Fulelel Gor | GPT | AI-p |D.BiL ITBiL | BUN | Cr. | Na | K | G
0. mm) (g/d))] (%) /mm? b&; [e?s’n‘n)om(u’%r)o Iy(m’&h. "8‘"? nm?) (U QAU | (TUN) {mg/d1) mg/dI X mg/d1){mg/d1)XmEq/1 ) mEq/IXmEq/1)
Blow |y |sLe|amo] o | « | % || 5 |@7| @ | 10 |0l |0z] 13|07 uUs|4s| 1M
Ulx| s [120 %5 300 o | 8|4 @] 7|24 2] 9| w|oi|a2| 1 |er|ND|ND|ND
Bl {efwrfmol o e[ mfal o Twelwlulml{oz[os]w]os{n!nolno
toalw [Z7fsto|s00f o o | |5 | 6 |@a] @ |15 |os|ai|u|ar
B2 |65 52|60 | t | ¢ |7 | 18| 12 [wa] 17 | 10 | 158 )04 ]08] 1810
S |a| @ |isefeeleo| o | v [ w|2| 7 ||| 8| |od|or| «|as|ND|ND|ND
Bl [ise|asfem| 1+ [ 2| @ | @] 8 |@a5| 5|7 |w|o1]|0s]| 2|04
Calss{iafacti|uo| o | 9|4 || o |mwe|a| s |1®|0oi|e2|ir|as]|N0|ND|ND
Bl |iza|3faomf o [ 1 [ o[ s [me| a2 as o1 o287
S |alen {wofws|s00) o ( |6 || 6 |24|® |15 |5%|02|0as|6|as|N|ND|ND
s 1Bl luass{mol o [ v (o luw ool w[uwloeloe]ulon]mw]as]mw
Al 98 [0a |32 |5mo| 2 [ o | [ 8| 1 || % |19 | w002 |e3| 8| L1| L]
sl usTasswl o [l «fodals[wlo{oas|nas|w]s]m
Al % [2r[sso a0 o | « |5 || 2 |&s| B |2 |i|0s|{o4| 5 |a5| | a2
s 18lasfurlomsTam | v T 0o [ w | 2 fas] 2| s [s|ar|os|s [os|m|eo]ms
Al i |wajoof of 2|6 | @] 3 |®1|{5 | w|w|or|o2| s |[as| ||
ND : not done, B : belore treatment
A : after treatment
Table 3. Profile of elderly patients
Case |4 . cod A GOT | GPT | BUN Cr
no. g (g7d) | (W) (W) | (mg/dD)| (mg/dl)
1 78M 3.6 24 16 20 0.6
2 7™ 4.1 15 8 33 1.3
3 66F 4.1 20 10 9 0.6
4 84F 3.6 25 16 15 0.6
5 8F 4.1 26 10 13 0.5
6 68F 3.4 13 8 12 0.5
Mean | 75.2 3,82 20.5 11.33 17.0 0.68
+SD | +6.8 | +0.32 | +5.47 | +3.72 | +8.65 | +0.31

Table 4. Plasma levels of sparfloxacin in elderly patients after a single oral
administration of sparfloxacin 200 mg

Case Plasma level (zg/ml)

no. Age Sex 2h 4h ' 6h 8h 24h
1 8| M 0.38 0.94 1.18 0.96 0.47
2 M| M 0.31 0.70 0.68 0.61 0.42
3 66 | F 0.43 0.87 1.03 0.72 0.40
4 84 | F 0.02 0.39 0.69 0.81 0.32
5 8| F 0.08 0.68 1.11 0.98 0.50
6 68 | F 0.05 0.45 0.55 0.45 0.25
Mean*SD 0.21%+0.19 | 0.67%0.22 | 0.87+0.26 | 0.76+0.21 | 0.39%+0.09
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Table 5. Pharmacokinetic parameter of sparfloxacin

Case Cois To.. T, AUC,.,, | AUC,..
no. (ug/ml) (h) (h) (pg-h/ml)| (ug-h/mi)

1 1.18 6 15. 6 17.4 27.9

2 0.70 4 27.2 12.2 28.8

3 1.03 6 1.1 14,3 25.4

4 0.81 8 12.1 12,0 17.7

5 L1 6 15.9 16.5 27.8

6 0.55 6 17.0 8.2 14.3
Mean 0.90 6.0 17.8 13.4 23.8
+SD +0.25 +1.3 £5.1 +3.4 $6.1

1.56 pg/ml DWEHICHELMEL TS, bbHAAC
h o DB Staphylococcus spp., Streptococcus spp.,
Enterococcus spp., Enterobacteriaceae, Pseudomonas
spp., Branhamella spp., Campylobacter spp.,
Haemophilus spp., Neisseria spp. & TV 3,

CHODHRFRBBREFORRBDIZLALENEE
hTwa,

KES? FTRERRBEICAKZRE L, BE~OH
TERFT L, AR IBE~NDOBITHERICBVEREL
TW3,

SEbhbNIIERBBRE 8 FlicAFLERL, &
R ISK % B, ERMICHESNI-OMEREZ,
S. aureus & P. aeruginosa THYH, & bicifkl
feo FHEOHETIR SKICHBLULENB SN, U
LR L D AFNIRIE DO L FE DR ERRLE I
BERLEXKTHELEAONS,

BHIFR B BD 6 FER I LT, A% 200 mg 1 E
BEKOMBEPRERREZEHICHIEL, ENGHHE
BRI Lo BERAOBRMIIBEIATVAEN, &
hEHRBRTEILEBVEIIHMENRD B, T,., ¥
T, DERY, EERMEALLBELTEREL, £
Cr.. P AUC BPPHEBEERLTVLAN, ChoDk
WOERISIFICE B bONRFETHD, HicRNT 3
PLEND B,

SNV, BMEES LT 4 TIcAK 100mg £ b
400 mg 25 L. EMBHEHRTET-TWVWE,
hicks&, A#| 200 mg 1 B 5DH4E, C... 13,
0.65+0.09 zg/ml, T,,, i 3.83*+0.54 h, T,,, &
16.28+0.96 h, AUC (-3 15.60*1.93 yg+h/ml
EHELTWVWS,

FLBROVBIVTF =V 2T VRICEKST
BRLEHAEL, #hFhoBicoWwT AUC, T,.,,,

Coeer Tiyow RePHEHEBERN L, WREBTLLR
NIA-FIELRARONT, AM3EL LTBHDI
FttEhs D TRR2EATOLRERELTET 2481
RVERELTVS,

SEDOEMICHBEDOWMMELRT LD 124, &
RS A -5 3thoEMEOMIcELRR oS, LItk
EL—HLABREB. SEDOEMICHEELRTH
ML - e D TCHEEEO AR O XN HFARIT IS
niEh-1,

LD E 0 ARIIBRE L LD SEOFHEEYL
FEERALERTHD, F oMk 16~17 Bl
LERICEVWOT] B BO#KS THAERAKTS
D, AVTFAT L RADELDEZATHERICERLY
TVWEHTHELBbNh S,

X L
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CLINICAL TRIAL EXPERIENCE WITH SPARFLOXACIN
AGAINST RESPIRATORY INFECTIONS AND
PHARMACOKINETIC ANALYSIS

Masahiro Takamoto, Yoshinari Kitahara,
Tsuneo Ishibashi and Atsushi Shinoda
Department of Internal Medicine, National Ohmuta Hospital
1044-1 Tachibana, Ohmuta 837, Japan

Clinical efficacy of sparfloxacin (SPFX), a new quinolone antimicrobial, was evaluated in 8
patients with respiratory infections. The blood concentrations of the agent in elder patients were
also measured.

The patients were aged from 26 to 80 years and consisted of 4 males and 4 females. Three had
pneumonia, 3 had chronic bronchitis and the rest 2 had chronic bronchiectasis. SPFX was orally
administered in a single daily dose of 200 mg for 7 to 28 days.

The clinical response was excellent in 1 case, good in 5, fair in 1, and poor in 1, the efficacy
rate being 75%.

One strain each of Staphylococcus aureus and Pseudomonas aeruginosa was clinically isolated,
but the strains were eradicated by treatment with the agent.

The side effect related to the agent could not be found except a slight elevation in alkaline
phosphatase in one case.

To determine the pharmacokinetics in the elderly, 200 mg of SPFX was orally administered to
6 patients aged 66 to 84 years with chronic respiratory diseases, and the blood concentrations
were measured periodically after meals. The following pharmacokinetic parameters were
obtained : C,,,, 0.90+0.25x¢g/ml; T,,,, 6.0+1.3 hours: T, ,,, 17.8%5.1 hours, and AUC; .. 23.6
+6.1 pg-h/ml.



