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Sparfloxacin DEANBIXEH & VB AR

BAAES - MEFA - FH & HREOM
EE Ll o
EMBA % B— - FE I XET0TF
EE L S
BORF
{8 RO B AR B RS

1O SUE R AR 2 §1 & & W M AEMR S B ¥ 12 )1 sparfloxacin 200 mg % $A R ik 30 )i 4%
OS5 L, fIETHOP - BEPRE, ETIMP - RENELAE L. BETREOL — 7 {#
3% % 2.05 1.28ug/ml, BREMPRENENEN1.42, 1.7l ug/ml TH O MilHh SEEPA~
DEFOHITIZ 144.4%, AL/ LD TH -7, WHREEEE 12 5)3EF (1), DEE (1),
HE (M) O3BICHBE LI, EMAFRIIT LA -7 -3 3R TAENAONT, REMDRE
IE7.2 N850 D4 7TEMTESA, £n&EN1.50, 1.63, 1.54ug/mlTT,,,Bb8%
17.5, 20.2, 17.3 85/, AUC239.4, 44.7, 39.5ug - h/ml TH -7z, RePHEMBI 72 650
TTI87.86 H87.15 NME29%LBEBEFTEBERL oo WPRIBHRRE 34 7, RIE
BRELFNCERAL, AZ32 CPHEYL. BY2H. AYFNAKOEREE, SIERRE
KEICRBRASIT, RERKLE GOT - GPT O LR, [FHRNESEE~ | fITRD - HBRE

DHDTH -1,

Key words : Sparfloxacin, WG ®RE, BREMEF, FNIE EERDHR

Sparfloxacin (SPFX) R ABAREHKASHLRS
HAFTHRE SN2 —F /) 0L LARREHTH 2,
AR5 LBUEEZ I UH TS LISHE, SKHEEN
CEHLBLVWREAR PLEEL, HILBRED
Za—F /0 R TRIERDHE - /- Streptococcus
pneumoniae, Mycoplasma, Chlamydia 73 & iZ%tL
BNEREEEE RS .

SE, Be IRUEAEMMERESRE 2 Flic AR AED
BELABOMbBREEBEDRE, BREBESE
12 flic AR &G/ U fcBs M ch i B & RepENNR % A
L, X, PRBREEASEE L7 35 G0 BREFEH I
AREERT R4 BLOTEORMEBET 5,

I i - P RE S L USHERTEECE TS0
PRE, RepEIRE
1. Kk
BRI ET a0, BEEL%RET 5 BESER
BME 2 5% 34 8UC, $ART% 3053 sparfloxacin 200 mg
EEORE LI b & OO BRE 5 R ICRAIE L 7,

1 #1113 200 mg BEIKRE, ftho 1 i3 BRExSEH 14
HE (BHETE) ObDTH b, M2V TIRS
RibLUkE®% 1, 2, 4, (6), 8, 12, 24 ByfihiciR
mL7bn%, BEICOVWTIR1H ERA BHIEF
X#%) TRIESR, 0~2, 2~4, 4~6, 6~12,
12~24 6508, oo 1 ) (ERB. [IEZILRIE) T3
5/, 0~1, 1~2, 2~4, 4~8, 8~12, 12~
4 RO HEEREL, £NEAECHL 7o

7., BENOCEETI TRADEROBRIERES S,
FTRHLIVTF=7YT 5 & (LLF Cer) 50 ml
UE (BIF18) 5#l, Cer 20~49 ml/min (LTI
) 441 Cer 20 ml/min ki (LUTI#) 3#Iicy
¥ L, sparfloxacin 200 mg % #& 30 Sk icEORS
LIcBEORZE(LEOMPRE - RPEREERTE L1, %
MmEWARET. MAR% 2, 4, 6, 8, 12, 24, 48, 72
BRETITV, HRIZ0~2, 2~4, 4~8, 8§~12,
12~24, 24~48, 48~T2 BEf%ICfT- 70

EEIRE DORIE X Escherichia coli Kp k%R EH
&9 5 agar well B TITL, BREBEAMOMDRE

“T950-21 BRESTUAHINT | - 27
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Fig. 1. Sputum and serum levels of sparfloxacin
Case A :69y.0.M. 44.0kg
chronic bronchitis

% b & ICEMNOENES R LT,

2. &8

1) BEhmE (Fig. 1, 2)

k% Fig. 1, Fig. 23R L, MPREOLY -2
ER ABEHESH)TIIRS% 12 65/, EH B (&
EIREH) CTR8EMICA SN, EhEN 1. 424g/ml,
1.NMug/ml TH-7o BEDPREZESN A T34
4% 2.05, 6 BRI 1.58, 12 BERdlik 1.63, 24 Rk
1.56ug/ml tEEMPREE LT IHEERLI. E
# B Tid 4 BRI 0. 993, 8 BERIi% 1.28, 12 BRIk
1.17, 24 B5R# 0.569 ug/ml TH -1, EH A, B
PUIRERETIREORSMTRELIZAEA
144.4%,74.9% TH b, BFUEBEP~OBITEEDK,

2) BHREEREBEICH T AT - RPBE (Table

1,2, Fig. 3, 4)

MbMEDOY — 7 B3 T # 7. 2650, 185,08/,
MEE4. 7THRIICESH, EhEN1.50, 1.63,1.54 ug/
ml T, ZTORERICMPREIETL, 24 BRKE4
0.644, 0.595, 0.557 ug/ml, 48 BsRf#% 0.279, 0. 280,
0.255 u g/ml, 72 BRI 0. 149, 0.168, 0.115x g/ml
L RBIICH BN EZRBHIEN -1, MPHEERE L

Fig. 2. Sputum and serum levels of sparfloxacin
Case B:79y.0.F. 4l kg
bronchiectasis

I8 17.5 D820 2 M2 17.38f AUC b&~
39.4, 44.7, 30.5ug - h/ml & KEN DT, XKE
kD RpPEMEIZ 26METTIRHT.86%, 018
7.15%., ME2.01% & HRESEMENTEELRL
7o

O. BEARAHK (Table 3, 4)

1. XREBE

1) %%

Tk 152 AN SER 1 10 B  COMICEEER
BRICHEWTHARD 5 VI ABREIRET - 12 35 (Bl
184, i 1TH, 33E~B4mE T, FH64.6:) O
SRR BT 34 B, RESRRBIE | FLCER Lk, R
BRPEONRIIEMMEFELR, BUHITIRE LA, M
K2H, RESEXROAMMBE AR, BpE2E-1R
BEXWE 65, MRl _RERG6H, [FLILRETH
BRIEPER RS R AR 5 B, JEE R I MBRIE KRR

L, R 1B, RESRBIED | Bl IBBHERTH
3, EREIGFRELRETI 15 ATHHL, HBE
& LT S pneumoniae %% 4 #, Haemophilus
influenzae # 5 i, Haemophilus parahaemolyticus:
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Table 1. Background of patients
Cer Body weight Underlying .
No. Age Se
Group | No- |  /min)| 28 x (kg) disease
1 52.4 80 M 39.0 interstitial pneumonia
2 52.4 76 M 36.0 pulmonary emphysema
I 3 60. 1 59 M 68.8 diabetes mellitus
4 65.6 67 F 43.6 pulmonary atypical
mycobacterial disease
5 79.0 7 F 41.0 chronic bronchitis
1 28.5 67 F 46.0 pulmonary emphysema
I 2 38.9 93 F 49,0 cerebral infarction
3 43.7 70 M 45.0 pulmonary emphysema
4 43.0 T4 F 52.5 cerebral infarction
1 7.0 77 F 49.8 diabetes mellitus
it 2 14.6 47 F 47.2 rapidly progressive
glomerulonephritis
3 15.2 36 M 50.3 IgA glomerulonephritis

Table 2. Pharmacokinetic parameters of sparfloxacin in patients
with renal failure after a single oral dose of 200 mg

o
o Toeo | Covo | Tise | AUCors, "r’;:‘;yn
Toup exc

h /ml) (h) *h/ml

) |Cug/m Cogeh/ml) | o amon)
I (n=5) 7.2 1.50 17.5 39.4 7.86
I(n=4) 50 1. 63 20. 2 44, 7 7.15
M(n=3) 4.7 1.54 17. 3 39.5 2.91

VHROWEE, EXEOHEENLEL b EITRANICT
W, F2) (excellent), H% (good), ®PEY (fair),

Pseudomonas aeruginosa, Klebsiella oxytoca H'%
hENIRLOREBEN, BEEEE LTS pneumoniae

+ H. 'influenzae + Branhamella catarrhalis, P.
aeruginosa+Acinetobacter anitratus, P. aeruginosa
+B. catarrhalis % % 1 Pih o3 ME Ntz SEEREHE
RDELXEIE K. oxytoca TH - 1zo

2) ERE FERE

2618 1 EHHR% 30 2<HIRL, 100 mg 3 #i,
200 mg 30 #, 300 mg 1 #, 100mg # 5 200 mg i1
BLicb0 1 BT, KRNGER 35 @ 4 BRIABRE, i
Pla. 25 270 14 BENBRET, REAREER 35
D0 4gdilD, R4, 25 2TD2.8g NBETH-
2o

3) HRATERERE, BEROR

ERDROHTIEHRIER, RERK BWHL > b

%) (poor), HSEARHE (undetermined) D 5 B¥RE
& Lo @HERIDLWTIRERYPMhORM, 2,
EL, B, TR, Tl HFW, FVhAREORE
KREL, AKIERATIRICET) SR (MBREEE:
BUN, 2V7¥=2:Cr), F#ft (N> X7
I+—¥:GOT: GPT, TIWAYTZ X775 —F:
Al-P, £E UL E Y T, Bil), BRisE GREm~
< b2 Uy b Ht, 0/MRE : Platelet, BMERED,
KW MIFBER T2 : Eosino, B — L ZHR :
direct Coombs DZE#ic>WTRF LA, o boy
EUEWEE  P.T. act bETKEAR O AIE L 72,

2. B

1) EBRSE
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Fig. 3. Serum levels of sparfloxacin in patients
with renal failure after a single oral dose
of 200 mg

B2 32 PPEYL. BY2HOKRT BYRG
91.4%Th 1o

HREBRAETIAEY I, PPEY], EH2HT
f)af.'.o

EF 1 IBRIBMRFEIE IR 5 EREEICTL X
EL—9 —&NbhoBEORMMETHL, EM 2 3EHESR
FEXRFATOThOEY TH -4 BREIFRHT
Hoteo FEHI3, 4IHRAITH 5. IEF 3 IIBBICHE
THHFMESERELE T A DBTXREELVEY
BARRZREBEINTVEIRET MB XK LEEDT
%, EhHFICRBEOHRESIIbDTHS, &K
200mg % 7 BREER LRBREDHKREBTWVWS, E
# 4 STRMEIR ML AR BRE & 75 > R DE T RO %
T, 200 mg 14 BEOWRETVERER W X 8
FRROKBES, CO2HZVTNOELEIFRHT
Hoteo EHSH S 8 ETIIBUIBEIRD BIEMER
ThHb, ERS5 IERCBECEEHBENELHELTY
A2HBET, %W MEZOHBIcHL, CRP BT
HoMBEE LI LDT, RS BEL DM, CRP
$0.59, 8.64mg/dl & HWE LB TH -7 EHI6 &
TRE—EF T TN LERE LS. pneumoniae TH
NThH- 185, ER 6 IHE ERTRRETH -1,
£ 8 i3 H. parahaemolyticus "Rt & h, FHIc X
DR BR L OBBREALE Lz, [EXMH

BRI 6 FITHINLPIBEHTH -7, EH 9, 10, 13,

HBEWTFhbEREREATH > 7o, ER 11, 12 3E—

1001
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Fig. 4. Urinary excretion of sparfloxacin in
patients with renal failure after a single
oral dose of 200 mg

EQT, EH 1l TRIBELD H. influenzae HF &

h, EWM123EDELE 3 » AT S. pneumoniae
KN BEQEBREEZ/ILI-LDTHE, EHI5H
S 20 RIS RBREATLABEWHTH 1 EALT
h i3 S. pneumoniae, H. influenzae, B. catarrhalis
A, EH 19 S 52 H. influenzae MBS h, £DH

REATWVB, fEF 20 i3 100 mg % 5 HREIGER L
ARVETR & MRS 5 7235 200 mg i Bk HRK O
EEB, [SBEXLREMND THIZEHE6. PPEN!]

PITH -7, M 21, 24 513 H. influenzae H'Rit
&h, &K 200mg % 7 BMER LENL%EB YT
Hoto fEHI22 & 26 (3E—ERTH S, FEM 22 TR
ERLERIREENT, 200mg % 7T BRIGERLAD
THRERERORBEBIICLE LT OPPERELE
SEH 26 1512 S. pneumoniae ik ah, 300mg%
THMER L, BERERK. RS X @FRoNs #0
HEEZSB, BYTH-1, EM 2T IEPTH- 11,

EEN S IMES NI P. aeruginosa 3&D LIticEE
% oto R 23, 25 REYTH - oo WMIBRHEBE
D5FROTNOENTH > o R 28 (AFMEET
PHEET, HEICKEEEEREL, BiCERIFR
REREICEO ATHRBICLIFREREETLL
bH 3, WM, MEEOHBICK LA 200 mg %EH
Lokl B, BPOICEREROKRE & BHRES

EM 29 BVAEL—y —EEhDBEET, CRP Y
0.27mg/dl & (£) TH-7dS, MEFEOHBAIHL
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Table 3 - 1. Clinical results of sparfloxacin
i i lnvalid inistrati Evaluation
Age [B . Dugnom Teolated" n. Administration s | Bsme lcre| wace vuual”
Case Sex | (k) underlying disease organisms preoeding daily |dura- | total ©) |(mah (/mm") bac. |clnical| Remarts
& complication therapy | doge | tion | dose affect | effect
5 acute pharyngitis normal flora _y (xE T 07| 815 42 |+ |_4300 I
LEM.| p . old tuberculosis P. aeruginosa ) (mg) |(days)| (g) | 36.8] 40 | £ | 4100 good
tif acute bronchitis normal flora _ L1 84 = 12100
S| p |8 =) normalflora | () |WX] T | 0T [<arg| 12 grog | isom | good
pneumonia normal flora
AMEICTTT normalflors | (=) [anxt| 1 | 14 |2 B 34 110 | good
M il e muscilar alopy 3.7 20 |2+ {15000
; il pneumonia normal flora 3.5/ 40 [6+ (12300
L. M 8 tetraplegia normal flora CFIX ZNXI.. e 3.6/ 10 [ - | 4100 whooms | good
60 chronic bronchitis+pleurisy{  normal flora _ <3.01 4 |- |_6600 ;
LBE. F 0 myasthenia gravis normal flora (=) Aty 5 Lo 3.8 8 8700 poor
chronic bronchitis ©S. preumoniae +
(AL %1 chronic hepatitis, hypertension | normalflora | (=) |M0x1| 1 | L4 U eradicaled | good
F 1 | & chol lithiasis %48 1900
" chronic bronchitis 0S. pneumoniae wol 9 |- | 1900
1IA 41 | chronic hepatitis, hypertension S pneumonise | (=) |W0x1| 1 | L4 [ — | | —aq | persisied | good
Pl | &cholelitiasis %6 8- | 1w
B chronic bronchitis | OH. parahaemolyticus | , 3.1 26 |+ (_m00| .
8MS. F 42 &) &) (=) (2ox1] 7|14 %3 16 9800 eradicaled | good
% bronchial asthma+RTI | _normal flora 3%.9] 3 |[3+ ] 7700
LS, F 8 (-) normal flora (=) mxt) 6 L2 3%.4] 21 | - | 11300 waom | good
bronchial asthma+RTI normal flora +
10.MK. :: " hypertension, normal flora (=) [2ox1] 7|14 zg —g - —552% unknown | good
diabetes mellitus & fatty liver )
66 bronchial asthma+RTI | @H. influenzae B 3.2 2 |+ [_850( .

ILHV. M 4] -) ‘normal flora (=) {;ox1] 1 |14 %6 3 |- '_.”00 eradicated | good
66 bronchial asthma+RTI | @S. pneumoniae _ 3.2 8§ [3+ 1300 .
LX)y | 46 ) normalflora | () [P T | 14 (Tapg| Tp |- | 7s0n || good

bronchial asthma+RTI
BKH n 4 heart failure & —_normal flora_ (=) |wox1f 7 | 14 .8 B ZT+ 12100 unkaown | good
M . normal flora %.3] 22 7100
old tuberculosis
bronchial asthma+RTI
WJlL 7M4 46 old tuberculosis —sormal flora_ (=) [;ox1] 7 | 14 3—7: ‘:‘g‘ X —g%% unknown | good
bronchial asthma normal flora
61 pulmonary emphysema + RTI normal flora a _31.3( _4 |+ |_6200
B.KK. F 4 - wormal flora (=) [20x1] 7 |14 w1l 3 5600 unkaown | good
0 pulmonary emphysema +RTI normal flora B 3.5 6 |_*+ |_5000
ale M % cerebral infarction normal flora (=) |moxt) 1\ L4 <3100 7 |- | 500 wkaors | good
, before therapy

after therapy

0 : causative organism(s)

RTI : respiratory tract infection
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Table 3 - 2. Clinical results of sparfloxacin
i i Innalid inistrati Evaluation
o | AP T | el - Adminiiraion | gr. | gsge |cae | wacr 2
" | gex (kg)| underlying disesse organisms ™\ daily |dura-| tal | ¢ || |(mme)| D fclinica
& complication heragy | dose | tion | dose elfect | effect
gg. influenzae
pulmonary emphysema + RT] . catarrhalis
1.0J, :: 46 | larynx cancer, ©S. pneumoniae | (-) Z(NX)I (d1|) :‘) -—% —:~ -f— %mﬂuﬁd good
prostate hypertrophy | P. eruginosa mg) ((oays)) Ag) | .
normai Tlora
Imonary emphysema + RTI
89 - - - normal flora %9 7 |+ | 750
18.5.A. 55 | gasiric cancer, diabeles mellitus | ——————— | (=) |W0x1[ 1 | L4 [ = | |—qan | ekoows | good
M heart failure P. aeruginoss %3 8 0
81 pulmonary emphysema +RTI | @H. influenzae _ 0.2( 18 [3+ }12800) . 60T ¢
L. M M pulmonary emphysema normal flora (=) i) 1)L <ol 8 [ - | 6700 i good GPT ¢
10 pulmonary emphysema + RTI normal flora _y |l00xt] S u.2) 6 |+ | 140
BV p | @ chole Lithiasis normalflora | ) |moxt| 5 | V3 [Ts] T8 | | oony | keom | 6o
68 bronchieclasis ©H. influenzae B a3l 17|+ | 120 -
§LYD. F & bronchial asthma normal flora () (a1 %.8 15 [ - | 5000 good
72 bronchiectasis normal flora _3.0| 137 3+ | 8300 .
ZKK. M i (=) normal flora (=) (et 1L 2| 90 |2+ wbon | fair
64 bronchiectasis not detected _ 38.0{ 114 |5+ | 5500 ;
BEK. M B old tuberculosis normal flora () Aty 1) L 3%.3| 15 |4+ | 4600 good
51 bronchiectasis OH. influenzae B 3.6 20 13+ (720 |
WYK) y |8 =) normalflors | ) [T | M Taro| w0 | | anoo |l ood
8% | _ bronchiectasis normal flora B .20 15 |+ |_6600
BEN. F fatty liver not detected (=) |moxt) W28 %.71 3 | - | 400 wiaom | good
7 bronchiectasis ©S. pneumonige | , 8.0 7 |3+ |90 ;
L2 S M e () normal flora (=) (o) 121 <3.00 T8 |2+ | %500 good
19 bronchiectasis OP. geruginosa _ 3.3| M8 |2+ | 9900
nMw| g | lecta, Wugm[ (=) |m0xt| | a8 |—et S | | demsed | good |
old tuberculosis + RTI
56 S T . | @K.omtoa | wa| 76 |2+ 400 |
BKY. M 5 old lubert.:ulosxs ~pormal flora (=) J2ox1| 7 | L4 w6l T+ |Tuw eradicaled | good
heart failure
. OP. aeruginosa
i old tuberculosis + RTI . 3.00 65 | * | T30
8.ClL F 2 " heart failure QA amtrqtus (=) |ooxty 7 | 14 %3 o | = B decreased | good
P. aeruginosa
63 old tuberculosis + RTI normal flora 3.9 76 |24+ | 00 ; .
BN F ¥ (=) normal flora () (A 7L <ol 40| - |00 good oo |
. OB. catarrhalis
70 old tuberculosis + RT] , B 35| 80 )3+ | _T200
LEM| ¢ | & - @;. aeruginosa | (=) \W0x1| 1 | L4 %61 50 | % | oo |t good
. geruginosa
60 old tuberculosis+RTI | OH. influenzae B 33| 53 |3+ 110500 .
RKL | ¢ | % o = G o] 1 | g |5 | gy (i eod

, _before therapy
after therapy

© : causative organism(s)




Sparfloxacin kPRI & UREER AR 267

voL. 39 S—4
Table 3 — 3. Clinical results of sparfloxacin
i i Tl inistrati luati
Age B, Dm.gnon.s Isolated® W:d A‘dmmutratwn o | sk |caee| wace Evalual 1'0? -
Case Sex | (kg) underlying disease organisms ¢ | daily |dura- | total ©) |(mmm) (/mm?) bact. |clinical
& complication Woarpy | dose | tion | dose ollsct | effct
n syl mposbacra i R | ot delected mxi| 1L 4|85 | 85 |8+ | 80
158 F i (-) normal flora (mg) [(days)| (g) | %6.8 | 22 | + | 5400 unksown | good
69 __pyothorax normal flora 31| 14 |5+ |_5800
BN\ 14 Gla tuberculosis normal flora WK T 1L | 18 |5+ | oo | koo | poor
acute cystitis
8k4 | ¥ | 10 |Corebrl ifarcio, enal L("_’%'i'i-“; | ¢ | o [ 2 ] good
failure, osteoporosis g i
. belore therapy @ : causative organism(s)

after therapy

TEE%EBE LI DDT, P. aeruginosa 3EEL X
bOD, A. anitratus (3K L. EF 31 LAY
V—9—ERPOBRET, BRY, REZELSHBEL, &
#H 543 B. catarrhalis & P. aeruginosa it st
D TH - 1%, P. aeruginosa 3K LI OEY

THo1o EH 3213 H. influenzae I2 & 2 2HMET,

MRATR2CERBHINTENKE L, M 33
BEERNBEFEICSERRE S LA LOTHEYT
Hotoo ER 34 MK IC TELEVRE, BiED
MEE->bDT, XK 200 mg 7 BREER LA
BCLIEDRM E MEEAF6E L, Bl X i R
Ebaffcdd, EheE L, EBRBRTHETH -1

RESREAE DI 35 I3 BUEB AL IS THEPICRKE
BEREL, THhURBERIREES 1S > mEADR KB
RT, &K 100mg 4 BRDOERT, EEREROKE L
AME i K oxytoca Dilk%®, BHTH-1

REFDOYR%EHB L Table 5O TEL BERHLULD
BHRIPRBBAIE 01.2%, 24T 4% EBHT
BOERE 1o, BEHESERREICESVTH 30 Fid
214, 90.0% LBWEHMREL -1,

EREH 16 HOMEFHIHRIIMEK 12, B3,
AZ I CRERIBT15.0%TH>7o H influenzaeb
% K. oxytoca 2 . B. catarrhalis 2 ¥, H.
parahaemolyticus 1 ¥, A. anitratus 1 %34 ~<TiH
%L. S. pneumoniae 5 tkth 4 tRiK, 1 Be#EkE, P.
aeruginosa 3 kP 1 BrikD, 2HRARELWVWHERT
Hate,

2) BifeR

RIS EIVER 3ot {, REMKE L GOT - GPT
DER (FEH 19), FEERINS (R 30) 22hEh ]

PTRABVTHLBEDLDTH -7,

fEF 3, 10, 25 TAMIEMEN A SN 548, ERAT
NOBEELAFHE DML WEELSNS, EH 10
& 3B THEERNELX0~T7%, 2>9% L ELRLTVS
M, EHTS500/mm RiETHORBLERILIEN-1
ER 10, 21 DIFMRHE ZEBEE ([AFXWB) i
ES5HbDTHD, EF 35 OWBIERE LEBES (18
HERL) IKLBbNDTHD, EHE6, TOAMBKEIL
HEEEERLTED, FHICLE BDOTIIE,

m * ®

SPFX %18t QUM RBRERM 2 fic34 L 200 mg %8

Of5 LI BEaoRBOPREIZThEN 142 1 g/ml
(12 BRi%), 1.7l ug/ml (8 EEMk) T, ¥~
FOYLILEY ZHEROBR? LEDSTKVWLDT
Hoto Chid=a—F/orHELTRPEEDMSP
MELWVWA B, —H, ZOREBEEPIREIE L 2.05
vg/ml, 1.28ug/ml TREMPBEICKT 5 HEEI,
144.4%, TA. 9K TCROTHEVWHDTH -1, CDHI
SUHBREDERICN L TRODTERATHSLEL SN,

bhbhOBERERELETITEHDTH 5,

X, M4 OBBEEREBEICARK 200 mg 22085
LicBoimemE, Koeodiitt®%#E L Cer 50 ml/
min Ut (I #), Ccr 20~49 ml/min (I &), Ccr
20 ml/min ki (M) AWM ULRN LA, BE&M
chRBEI D BY 7. 285R0, I B¥5. 0B5RN, IME%4.7ERRNIC
Boh, Th®¥N 1.50, 1.63, 1.54ug/ml C, T,
B3/ 4 17.5, 20.2, 17.30%M], AUC & 39.4, 44.7,
30.5ug - h/ml L BEMICKENBONLE > 1, R
chkittRi3 T2 Rl L CTIBE7.86%, MBE7.15%. I
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Table 4 = 1. Laboratory findings of sparfloxacin treatment
Case BUN Cr GOT | GPT | Al-P | T. Bil Ht Platelets WBC | Eosino { Direct
no. (mg/dD)|{(mg/dD)| (L.U.) | (LU.) | (LU.) [(mg/d)| (%) |(10‘/mm?){(/mm?)| (%) [Coombs
! B 14 0.5 16 8 475 0.2 30.1 34.7 4300 1
A 18 0.5 18 10 550 0.2 30.2 3.3 4100 8 (-)
2 B 11 0.6 14 ] 200 0.2 34,2 25.9 12100 0 (=)
Al U 0.5 | 20 4 | 200 | 02 | 314 30.4 6700 | 3 | (-)
s |B| 18 |03 | 1z [ 4 | 4 [ 08 [ 3209 34.0 17200 | 0 | (-)
A 20 0.5 187 70 564 2.0 33.0 31.4 15000 0 (-)
4 B 10 0.3 25 10 174 0.5 37.4 11.8 12900 0 (=)
Al 11 | 05 17 15 | 282 | 0.3 | 404 211 400 | 3 | (-)
s |B| 18 0.5 18 16 | 310 [ 05 [ 302 23.6 8600 | 3 | (-)
A 12 0.8 18 12 283 0.7 40.2 23.3 8700 1 (=)
6 B 14 0.5 31 6 127 0.5 32.9 12.0 2600 1 (-)
Al 11 0.5 2 7 127 | 0.2 | 330 14.7 1900 5 | (=)
; | B| 18 | 05 28 8 | u8 | 02 | 334 11.8 1900 | 4 | (-)
A 17 0.5 28 7 136 0.2 3.1 14,2 1800 4 -)
8 B 11 0.6 44 42 256 0.3 42.6 18.9 7100 0 (-)
Al B | o1 17 13 | 194 | 0.4 | 419 23.8 9800 | 0 | (-)
s |B]| 2 0.8 | 2 14 159 | 0.8 | 39.4 15.4 7700 1| &
A 19 0.8 30 20 169 0.3 39.0 26.1 11300 0 )
10 B 13 0.8 36 42 138 0.4 40.9 12.3 5600 8
A 20 1.0 38 50 144 0.6 45.6 15.5 5400 12 (=)
1 B 11 0.5 12 2 174 0.7 41.9 25.1 8500 3
Al 18 | 08 13 7 | 183 | 0.8 | 447 27.4 mo [ o | (=)
2 | B| 15 | 08 31 42 | 231 | 0.9 | 4.8 28.5 1300 | 4 | (=)
A 16 0.8 21 36 260 0.4 42,2 28.8 7500 1 (-)
13 B 21 0.8 17 6 166 0.6 42.8 15.7 12100 0 (=)
Al 18 | 01 | 19 2 | 138 | 0.4 | 42.0 21.3 mo | 2 | ()
w | B 1 | or 18 10 | 187 | o5 [ sL1 20.6 9400 | 6 | (-)
A 13 0.8 13 12 128 0.5 45.9 17.0 8400 5 (-)
15 B 16 0.5 27 8 220 0.4 44. 7 27.1 6200 0 (-)
A| 16 | o5 | 23 9 | 100 | 0.6 | 416 29.2 5600 | 1 | (-)
6 | Bl 2 0.7 | 15 13 | 130 | 04 | 43.2 17.4 5000 3|
A 21 0.8 18 16 170 0.4 42.8 22.0 5100 5 (-)
17 B 23 0.9 21 13 191 0.7 39.4 24.6 6900 7 (-)
Al o 1.0 17 14 114 | 0.4 | 39.0 27.2 6200 0 | =)
g |B| B [ 05 | w 8 | 205 | 03 | 427 12.9 00 | 2 | ()
A 14 0.6 16 7 175 0.3 40.7 11.6 4900 3 -)
19 B 9 0.8 19 17 281 1.1 46.7 18.4 12800 0
A 17 0.8 49 53 255 0.3 40,7 25.3 6700 7 -)
20 B 18 0.7 27 12 161 0.4 34.4 18.3 7400 2 )
A 19 0.9 22 18 148 0.2 35.1 21.8 6000 0 (=)
21 B 16 0.3 18 8 117 0.3 34.3 26.8 7200 4
A 13 0.6 18 9 117 0.2 37.3 28.0 5000 11 -)
22 B 23 0.6 16 3 220 0.5 36. 1 18.7 9300 2 +)
A 21 0.7 17 3 216 0.3 35.8 19.3 6800 6 (+)

B : before therapy

A : after therapy



vOL. 39 S—4 Sparfloxacin D {EkMBARL & UVHEHK AR 268
Table 4 — 2. Laboratory findings of sparfloxacin treatment

Case BUN Cr GOT | GPT | Al-P | T.Bil Ht Platelets WBC | Eosino | Direct
no. (meg/dl){(mg/dl)| (1.U.) | (1.U.) | (LU.) [(mg/dl)| (%) |[(10‘/mm?)|{(/mm®)| (%) |Coombs

B| 13 0.6 12 12 163 0.2 | 33.9 36.2 5500 4
Blal 10 0.5 15 16 153 0.2 | 31.8 33.8 4600 5 (=)

B| 16 0.8 19 8 246 0.4 | 41.3 20.7 7200 0 =)
Ulal 16 | 09 | 2 9 | 244 | 04 | 403 2.8 4700 o | =)
|B| 18 0.6 21 35 296 0.2 | 39.8 2.1 8600 2 (-)
5lal u 0.6 19 31 343 0.3 | 38.5 22.5 5400 2 (=)
% | Bl & 0.9 25 6 230 0.4 | 38.5 22.8 9700 1 (=)

Al 2 1.2 27 7 218 0.2 | 36.9 23.5 9500 0 (=)
a|B| ¥ 0.7 16 7 176 0.1 | 36.2 26.2 9000 1 )

Al 2 0.5 18 5 159 0.2 | 33.5 25.9 4800 2 (-)
2 | B 9 0.6 15 9 256 0.3 | 38.0 11.6 4800 0

Al 10 0.6 16 10 21 0.2 | 36.9 11.5 4400 2 =)
w |B| 1 0.4 28 23 260 0.2 | 37.2 25.1 7300 2 (-)

Al 18 0.4 22 11 254 0.2 | 34.7 23.2 6300 3 (=)
o |B| M 0.6 22 1 217 0.4 | 35.2 16.9 7100 3

Al 14 0.5 21 12 229 0.3 | 32.8 17.2 4500 17 -)
5 |B| 2 0.7 13 ) 189 0.6 | 25.3 26.5 7200 1 =)

Al 2 0.8 13 5 189 0.2 | 24.8 29,3 6400 4 =)
p |B| 0.5 14 8 241 0.3 | 36.3 25.0 10500 0

Al 18 0.5 13 8 236 0.2 | 36.2 28.0 6500 1 (-)
w BV 0.4 13 10 161 0.1 | 30.5 28.6 8200 2

Al 16 0.5 14 2 157 0.1 | 32.3 35.3 5400 9 (=)
w |B| 18 0.8 20 11 169 30.3 18.2 5800 3 (=)

Al 20 0.9 14 6 172 31.0 21.8 4700 ] (-)
5 |B| 3 3.1 19 8 954 0.2 | 30.1 30.7 4700 2

A| 4 3.2 18 12 242 0.3 | 29.9 29.7 4500 1 (-)

H2ol%  BRESERESN CEEEZRLI. ULD
CERAFDES 2HMERIIEE L EL Sh, Bk
REZFLBVTHIRCFEAR, FAMNBROEMILE
BOWERBDLN Y, MBERBAFDOEABHEICOWT
BTHTHD, SHISIRMEZESTZLEDN S,
PR SBRRAE 34 B, RESREE | FICERLHER
BREWRZE, LPEHIH, BEYH26T, 2EBOEY
R 4%THD, BUESEREEICEVTH 30 Fitk
HEY, 0.0%ELBHPTHEVWEYRER L, B
[EBREDOE/ 288 TH 5 H. influenzae, S.
pneumoniae, B. catarrhalis, P. aeruginosa iZ¥tL
THVIRENZERL, BICS prneumoniae 123t L THE
FO=—a—F /o Kt LTEATE D, BERBT
LRDATRIFT, BUWIIhBE, BEDRENSRIEME%E

RANGIENENORUUERLBOOS,

BIfER & L TRERMK L GOT - GPT 0 LR, 18
HMEA2E4 | PICRDEIBRELLOTHYR2MHD
BVEH VAL,
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1) Nakamura S, et al. : In vitro and in vivo anti-
bacterial activities of AT—4140, a new broad-
spectrum quinolone . Antimicrob Agents
Chemother 33 : 1167~1173, 1989

2) LtH—®H K HFE FHSEE: $8EEXL
FREFLEOEAXERE, FE R L
(2), Sparfloxacin (AT-4140), &, 1990
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Table 5. Overall clinical efficacy of sparfloxacin

No. of Global judgement Overall .
Infection effectivenass
€ases | gxcellent| good | fair | poor |undetermined %)
RTI 34 0 31 1 2 31/34(91.2)
Acute pharyngitis 1 1 i
Acute bronchitis 1 1 11
Pneumonia 2 2 2/2
Chronic bronchitis 4 3 1
Bronchial asthma + RTI 8 (]
Pulmonary emphysema + RTI 6 68
Bronchiectasis + RTI 7 6 1 27/30(90.0)
Old tuberculosis+ RTI 5 5
Atypical mycobacterial disease + RTI 1 1
Pyothorax 1 1
UTI 1 0 1 0 0 /1
Total 35 0 32 1 2 32/35(91.4)

RTI : respiratory tract infection
UTI : urinary tract infection
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CLINICAL PHARMACOLOGY AND EFFICACY OF SPARFLOXACIN

Nobuki Aoki, Yoshimaru Usuda, Yutaka Koda and Tetsuya Takasawa
Department of Internal Medicine. Shinrakuen Hospital
1 —27 Nishiariake—cho, Niigata 950-21, Japan

Nobuto Wakabayashi, Seiichi Hayashi, Isao Nitta and Chizuko Honma
Pharmacy, Shinrakuen Hospital

Kyoko Watanabe
Clinical Laboratory, Shinrakuen Hospital

We studied a newly developed oral quinolone antimicrobial agent, sparfloxacin (SPFX), and
obtained the following results.

1) Serum and sputum levels of SPFX were determined after oral administration of SPFX 200
mg to 2 patients with chronic obstructive pulmonary disease, and serum and urine levels of
SPFX were determined after similar administration to 12 patients with various degrees of renal
function.

The peak level of the drug in one patient with chronic obstructive pulmonary disease was 1. 42
¢g/ml in serum and 2.054 g/ml in sputum, and in the other patient was 1. 71 ug/ml in serum
and 1.28 ug/ml in sputum. Peak sputum to serum level ratio was 144. 4% and 74.9% respectively.
The patients with renal failure were classified according to creatinine clearance (Ccr) values into
Group I (n=5, 50=Ccr<80 ml/min), Group I (n=4, 20=Ccr<50 ml/min), and Group I (n=
3, Ccr<20 ml/min). The SPFX pharmacokinetic parameters did not differ greatly among the
three groups. T,,. ranged from 4.7 to 7.2 h, C,,, from 1.50 to 1.83xg/ml, T,,, from 17.3 to
20.2 h, and AUC,.;,, from 39.4 to 44. Tz g - h/ml. The total urinary elimination rate was 7.86%
in Group I, 7.15% in Group I and 2.91% in Group II, indicating a renal function-related
decrease in a elimination rate.

2) SPFX was used to treat 34 patients with respiratory tract infections and 1 patient with
urinary tract infection. Clinical response was good in 32, fair in 1 and poor in 2 patients.
Laboratory tests revealed elevation of GOT and GPT in one case, and eosinophilia in another
case. No side effects caused by the drug were observed.



