CHEMOTHERAPY

IR 3R ME 1 $51F B sparfloxacin DF B
BLUBEABITICMET 2R

LLIEHREEE - OBk UX - BMETE - AN
RAER, - shENE - KT
EREHKENR

Ba2EFRBBRELE RIS, MLOWERKARY PS5 LDF /) o ¥ Th 5 sparfloxacin DEE
REVRN & RIBARBITICOWTRN L, LT ORMER:.

1. MRORZSMULE 8 #iC 800 mg @ sparfloxacin % 1 H | AR S TEBERSE L1z THEHDA
HIB 5% 4 B5MC %513 5 sparfloxacin DB MEIZ 2.30+1.26 yg/ml THD, MbME
1.81+1.35 ug/ml ThH-1, K, AK|OEEABITRIE L. 494045 CH -7,

2. KA EHTSIMED 20 ke 18 BRIz >\ T sparfloxacin ® MIC 4 #E L 7o MIC i3
Haemophilus influenzae 9 #k 0. 013~0. 78 1 g/ml, Streptococcus pneumoniae 5 ¥ 0. 39~
1.56 z g/ml, Branhamella catarrhalis 2 ¥ 0. 10 ¢ g/ml, Pseudomonas aeruginosa | #
0.78 ug/ml, Pasteurella multocida | # 0.39 pg/ml TH 7%, £/, AMBESKICHMEH
1< Haemophilus influenzae 2 #k® MIC {Hi3 £ h€h 0.05—~1.56 L g/ml, 0.78—+3.13 ug/ml &
BEHEOETHED SN,

3. MERBERRE24H (BHEIEXL6H, M4, SEIRETH, CAEABKE
X% 4P, MEIEXR 3 Icxt? 5 sparfloxacin DBEYRIZ 0. 7% TH D, BEFHIHRE
SYREEE 20 #Reh 17 BROSHKR L, REB I TH-1o B, AFICL2ERLEREAEROO
T, 1FICONREFRNBO SN, BEPIEDLTEPMTHELR.
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I. R & F &
1. BERNBT
1) MRER : BERA1H 20~80ml Rohi®
E8H (CxARAETEX% (DPB) 3, KEX
PLERAE 3 B, BHEKERR 1§, B RUMBERO KRB
21 4) MR L TEUSERIC sparfloxacin %8

1%

2) 5B L CRELE : sparfloxacin (¥ 1 H1E
300 mg *PRAKICHIRSE, 3~ 4Bk mEE—
B HEA R L o, REEFRIEARSDTHE (8
#) & 14 HE (38)) TV, REGEARENES
T —20°C COl#E{R# L /-o Sparfloxacin O REME
Escherichia coli Kp %k%*RERB &+ 57 # -7 = Vi
2AVT, BEERRAVITESAARERRIOHEL
7o

2. SMED MIC RiE

SMRBE 24 & D ERBSAIcHME N5 EE
20 Bkeh 18 kB L UERB S RicHBI N 2BH K
& 2 #RIZ D\ T in vitro DHE A% MIC ETHEL
120 MM 23 BD AR (3 Haemophilus influenzae 12
¥, Streptococcus pneumoniae 5 ¥, Branhamella
catarrhalis 3 ¥, Pseudomonas aeruginosa 2 %
Pasteurella multocida | ¥kD & 23 (kTHD, O
W SHIRHD H. influenzae | ¥ & B. catarrhalis!

*T849 rEMMES -1 — |



VOL 39 S—4 Sparfloxacin DREE AT & BIKYH R 351
Table 1. Penetration of sparfloxacin into sputum
Penetration of sparfloxacin into sputum

. . B°fiy Doses P , Case

Age| Sex Diagnosis weight (mg) sputum/serum concentration (ug/ml) o

(ke) 7 days 14 days
50 | M | diffuse panbronchiolitis 44 300 2.84/1.16 (2.45) 3.82/not tested No.11
60 | M | acute bronchitis with 59 300 0.66/0.43 (1.53) 0.57/0.24 (2,38) No.8
cystic lung

48 | F | bronchiectasis 52 300 1.66/1.14 (1.46) 2,13/1.17 (1.82) No.7
60 | M | chronic bronchitis 53 300 2.04/1.39 (1.47) No.?
40 | M | bronchiectasis 55 300 1.87/1.02 (1.34) No.4
64 | F | bronchiectasis 47 300 2.86/2.81 (1.02) No.8
70 | F | diffuse panbronchiolitis 47 300 4.78/4.66 (1.03) No.l
62 | F | diffuse panbronchiolitis 44 300 2.93/1.85 (1.58) No.2

() :penetration ratio

KL UBRE5&RIED P. aeruginosa | (k&K %,
sparfloxacin 2314 % MIC % #i%E L 7z MIC RIE
REALEREFLEEEICESVT ] X10°/ml OF
ikt 5 MIC @4 #E Lo

3. EEERRE

1) MREF : ERERKRFARICTERLCABRE
KEAREBET, FREFDEEZET S 24 HEXNRE
Lice MEEEIB 104, & 14 HT, £z 19~82
® (FH52.6 ) Th-oro KB TIRABIEIR
6FI, MiR44l [IEXINREZKMETF, BHKE
XRBUMEIH, DPBRMMEIFTHH, SHS
EXRICHBIE & REXRED ZRBRE | INS
iNd, &1, SOHEBMEIMER 3 B, FMIRLE 2
B, REX®RE, 7TUL¥F-MHT7IRLFILZE
(ABPA), HEEOK1FITHH, BEIME 3L
DIELTHT,

2) &¥H# : Sparfloxacin 2300 mg 2 1 H 1 [
BOBE L1, BE5HME5~15 80 (F910.7 8
M) Thote,

3) RN : BEDRUTIRELEOORN, %
% REELECOBMEHRE, @/EMmikK CRP, M
ABERBRXERR, ORE X BEH, OFRFEE I
TIYREEREIC LTEY, BY. POEY. BEPoy
BEfT> 1, %, FREICHT 2DRIBRERTHE
Lio &1, HULILOEFTHEDR (%) 2HEL
Lo BIfEARBIC VT, TULF—ER (KB, %
ML), MILBER (REKAR ERRR FTHRAL
&), tothoBMMERORROEELMEICHE
U, BRATHRTIT > 2 MARE, RREOKK CERIE
AREMORBOE WA WE Lo BIMHIEER ML

RYREBERD O AR O RBRAEICT 2HAM
ZHE L7

0. & %

1. BEABT

B K EREEE 8 TD sparfloxacin 300 mg @
1B 1 EER&EICE T AMPRE L BENREDHER
% Table 1 TR Ui, #5647 B B ORIEE MR
%3~ ABSMTMAME 1.81+1.35 ug/ml (Fig+
SD, n=8), BENRE 2.39+1.26 ug/ml (EH+
SD, n=8) T&H0, BEAHITHRIZ1.49+0.45 (F
#g+SD, n=8) Th-teo £/ 14 HETRMPBRE
0.71 pg/ml (¥, n=2) LBEARRE 2. 17
rg/ml (4, n=3) THo, BEAHBITRIZ2.10
(¥4, n=2) Th-1w

2. SR ICxT 5 MIC &

FHI SRR 20 tkrh 18 Bk & 5% I ME 3 bkh
2 #kicxtd % sparfloxacin ® MIC {HAZRIEL, &3
% Table 2iT/R L7, BEHTOME D MIC {# 3,
H. influenzae<0.013 ug/ml 6%, 0.05 0.39, 0.78
vg/ml & 18k S pneumoniae 0.39 zg/ml 1 £k,
0.78 ug/ml3#k, 1.56 ug/mll ¥k, B. catarrhalis
0.10 £g/ml 2%k, P. aeruginosa 0.78 pg/ml 1 #k,
P. multocida 0.39 pg/ml | #k&: BN/AHEHTHH-
teo Efo, BEBOSBEICOWVWT] H. influenzae
2HRICOVWT MICEZBIE LA AL, fEFI 4 Ti30.78
—3.13 pg/ml, fEF 11 Ti3 0.05>1.56 pg/ml& &K
ZHDETREBD SNl

3. EEPRAUH

MEEE 24 FIOBKRER (FE#, . 28, 2k
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Table 2-1. Clinical results of sparfloxacin in respiratory tract infections
Case , ) Underlying diseaso or (Daily dose Duration| Total | lsolated organism | WBC | CRP | ESR | Clinical |,
no, |ABe|Sex|  Dingnosin 4 eaton (mgXiina)| (dagn)| (@) | MIC: gg/ml)  [(U/mm")(mg/diYmm/bY el [Sie oot
systomic lupus H.influenzae ($0,013)( 7000 | 30 | %
| | 70| F |diffuse panbronchiolitis | erythematosus 3001 71 2l ] } } | good (=)
tuberculous pleuritis normal flora 00 | 0.8 2
hroni irato 410 1 30 8
2 | 8 | F | diffuso panbronchiolitia F.’“""""‘"‘ Yl woxt | 4| 42| ormal flora Pl eed | ()
ailure
4600 | 0.8 2
S pneumoiae (0.78)
000 | 27 2 »
3 [ 8 | M| chronic bronchiti oo | g | g [Hidlenme GROD T gy e
an | 03 | Homalia
normal flora
Hinfluenze (0.1) | 00 | 7.5 | %
4|40 M bronchiectasis 300x1 5 | 45 | | ] | fair (<)
H.influenzae (3.13) 00 | 48 -]
H.influenzae (S0.013)| 7500 | 0.8 a
5(/%(F bronchioctasis | chronic sinusitis 300x1 M| 42 1} ] | } good =)
normal flora 4700 | 03 2
g:’nf‘”"“’." %';2) a0 | 0 | u
6|64|F bronchiectasis 3001 u |42 1 ’ | | | good (=)
%00 | 04 11
normal flora
Spneumoniae(1.56) | 7300 | 0.4 9
17(48|F bronchiectasis 300x1 15 | 45 | | | goad (-)
normal flora 3900 | 0.2 1
P.multocida (0.39)
. “oo | od 3
8 |80 | M| saculebronchitis | cystic lung wx1 | 15 | 45 ”""I“"“T @D | et | )
normal flora % | 05 '
g“"ﬂ“"‘“';' (%0”11) oo | 5| @
9 M | chronic bronchitis wxt | 8 | o4 [PPreumomac @ b e | )
normal floc 20 | 08 1]
H.influenzae (NT) 10800 | 7.5 0
0n(efF pneumonia liver dysfunction 300x1 7| 21 ] ] ) [} good (-)
normal (lora 00 | LS %
S pneumoniae (0. )
3 oo | 6.2 90
11| 50 | M | diffuse panbronchiolitis | chronic sinusitis 3001 14 42 H'M"M'r G ] ) ] good (-)
. T80 | 0.8 50
H.influenzae (1.5)
H.influenzae (SQ013)| 12800 { 20.5 %
124 | F pneumonia 300x1 10 3.0 ] ] i ] good (-)
normal flora 10100 | 24 al
13|81 F pncumonia malignant 3001 8 | 24 normal flora 63:” mlu 17;0 good ()
mesothclioma w0 | 43 1
6700 | 4.8 3
145 | M bronchicctasis 300x1 T | 21 normal flora ] ) { | excellent | (=)
5 | 00 | 4
P.aeruginosa (0.78) | 5200 | 1,3 2 .
15| 62 | M | diffuse panbronchiolitis | cystic lung 3001 1| 33 | | | } poor )
P.oeruginosa (NT) | 8200 | 24 | 7

NT : not tested
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Table 2—2. Clinical results of sparfloxacin in respiratory tract infections
Cese N Underlying dissase or [Daily dose|Duration| Total | [Isolated organism | WBC | CRP | ESR | Clinical | .
o |Aee(Sex | Disgnosis | estion (mextine)| (deys)| (5) | (MIC:wg/mD) |(/mm"mg/dDi(mm/h| eftecs | Side oMo
. 8400 | 7.0 | 48 '
. allergenic broncho- | -
6|@|F pheumonia aspergillosis(ABPA) 3001 7| 2l normal flora } | { | excellent | (=)
6000 [ 0.4 2
- B.calarrhalis (NT) | 7600 | L5 | W4
1|2\ F bronchiectasis 300x1 u {2 | ) | | good (=)
normal flora 4100 | 0.5 3
16900 | 5.6 2
B M bronchiectasis 300x1 u 4.2 normal {lora | | t | oxcellent | (-)
3800 | 0.1 1
H.influenzae (0,013)] 7700 | 0.4 | 6
19]% | F | chronicbronchitis | chronic sinusitis 3001 | 42 } { | | good (=)
normal flora 400 | 02 13
5100 [ 0.8 2
{6l | F| acutebronchitis 300x1 7| 21 rormal flora ¢ ' | good (=)
4600 | 0.1 %5
00 | L9 %
A% F| aculebronchitis 300x | 1| 21 normal flora | { | good (=)
4500 | 0.3 12
12100 | 3.8 2
2|A(M acule bronchitis | bronchial asthma 300x 1 17 21 normal [lora | [} | good (=)
9300 ( 0.0 l
B.calarrhalis (0.10) | 6300 | 2.3
B 6| M| acutebronchitis 3001 15 | 43 { | } | good (=)
normal flora 7600 [ 10 7
6600 [ 3.4 (]
U |66 | F | acutebronchitis | lung cancer 300x1 7 | 21 NT | | | good (-)
7500 [ 33 R

KEHBVIIAME) & sparfloxacin 55K (%5
B OBHE ERYE BIEE) ©O—%% Table 24
w71

EEKYE : Sparfloxacin 5 24 FICOERYEILE
W3O, B IOF, PPEWLIH. BYH1HT BHY
BINTETH-1, b, PPEDRRES 40
H. influenzae RILOKEXIREDBE, BHPIIE
Bl 15 DBERMERL A > DPB OEETH - 1o
MEFNHR T, BSFISRE 20 B4 2 RER
RBKTH~7, BERTIZ, H. influenzae 8/10 (80
%), S. pneumoniae 5/5 (100%). B. catarrhalis
3/3 (100%) TH Y, #ho 2 EETIE, P. multocida
Ri¥%K L, P. aeruginosa 3B L1z,

BERBLUBRREBRS : MR 24 HIhFIER &
LTDBMMERSBH ShiDR 1§ (4.2%) Db
ThH-le, FH 3 I3AIR% 3 BEL hORKEERHE
L. MRB(LLAL0EWEREER, 5 BHICRES

ik L7ce UL LIRS R 38 c i i g 9 s iR 137l
KUl £BEAEKTIT--RAME (RBC, Ht
Hb, Eo, PL, PT., GOT, GPT, ALP. T-Bil,,
BUN, S-Cr, 7 -4 XHR) DER*% Table 3iT7F
L #zo Sparfloxacin R ICB# LA RELEIZENHE
Mote FEH | THFEERA 6 %005 16%icmL 7-
M, FEFTRINE TCROFBIREEN LT LIRS
T TH D, sparfloxacin & DREM LWV EHEL
feo &7z, fEH) 12 TH SN/ Hb D 12.1 g/dl S
10.7g/dINDETLINF TORBERROEELD,
BRAKERDOBEBICHS bDEEZ, FHK & OMBEMEIZE
WEHIE L 720

o # =
EY RV ALKV BRERNB -5 7 7 LA HBRL
TREABITRABEATHWA VbR TWS, SEIIHL
WE Y RoALK U BEREHTH 5 sparfloxacin DIE
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Table 3. Laboratory findings of patients treated with sparfloxcin
Casel Age|p; o RBC | Ht | Hb | Eo | PL GOT | GPT | ALP |T-Bil| BUN | S—Cr | Coombs'
No. | Sex (x104/nd) (36 |(g/dD)| (%) |(x10*/nd)| (Boc) | (U) | (U) | (U) |(mg/dI)}(mg/dl (mg/dli test
|0 B | 410 | 34.8 | 11.5 8 | 323|138 25 14 183 | 0.3 | 13.1 ] 0.49
Fl A 400 [84.2]11.4] 18 [ 330/ 144 20 11 1864 | 0.3 | 10.8 | 0.58
o |62 B[ 490 |42.1] 14.1 B [271.2]132] W4 9 | 183 ] 07 [11.9]058] ~—
F |1 A| 461 | 40.5 ] 13.2 4 | 271.8 | 13.4| 13 12 164 | 0.8 | 14.5 [ 0.52
5 | 63 B | 422 | 38.0] 12.3 0 [ 253|140 23 12 | 1711 | 0.5 [ 20.4{0.81] (=)
M| A | 426 | 38.2 | 12.2 1 | 255 14.5| 23 11 148 | 0.4 [ 22.1] 0.84 | (-)
| 20 B | 455 | 41.1 | 14.0 0 | 34.9 | 14.3| 17 10 | 185 | 0.6 | 14.5 | 0.48 | ()
M| A | 460 | 41.8 | 14.1 0 | 46.8| 140 19 9 | 188 | 0.7 {152 0.56 | (-)
5 | % B | 461 | 30.3 | 13.3 0 [ 201138 18 17 | 222 | 0.8 [ 14.1] 0.59 | (-)
Fl Al 444 |31.7] 12.7 1 | 21.0] 14.4] 19 12 | 194 | 0.5 [ 13.1] 0.48] (-)
6 | 64 B | 374 | 37.5 | 12.3 3 | 20.3]138] 21 17 | 150 | 0.4 | 18.5] 0.41 [ (-)
F | A 310 | 31.3] 12.3 3 | 14.2]140] 25 20 | 163 | 0.9 | 18.7] 0.53] (=)
7 | 48 B | 408 | 39.0 | 13.4 0 | 311 ]143] 21 13 | 148 | 0.4 [ 10.8] 0.53 [ (-)
F 1 A 411 | 40.5] 138.5 1 | 30.8]133] 16 10 | 135 | 0.3 | 14.0] 0.61] (-)
g | 60 B | 462 | 43.5 | 15.1 4 | 31.3 24 20 118 | 0.7 [17.6{0.62] —
M| A 476 | 44.7 | 16.0 4 | 26.6 27 24 120 [ 0.7 [ 17.5]0.75 [ (=)
o | 80 B | 381 | 36.5] 12.5 1 [ 20.9]14.2] 18 8 86 | 0.5 | 14.9] 0.60 | (-)
M| A 37 |34.9]11.8 3 | 20.1 | 141 24 11 82 | 0.4 [16.0]0.71] (=)
10| 83 B[ 379 | 355121 32.0 74 76 | 715 | 0.5 | 14.8] 0.39 | (=)
F| A| 305 [ 37.4] 12.4 2 | 457 145] 21 22 | 531 | 0.4 | 18.8] 0.46 ] (-)
1 | 50 B | 472 | 39.4 | 13.4 0 [ 37.8] 150 15 14 99 | 0.4 | 13.5] 0.53 | (=)
M| A 470 [ 39.2] 13.2 1 40,1 141] 17 13 99 | 0.4 | 13.2] 0.68 [ (-)
12| % B | 433 | 37.4] 12.1 0 | 36.2 13 12 7.8 0.42] —~
F | A 30 |331]107 5 | 67.2 13 11 12.1 | 0.53
13| 82 B | 349 | 31.2 ] 10.0 2 | 64.4 [ 15.3 9 7 177 | 0.2 [ 13.2 ] 0.42| (-)
F| A| 397 | 35.8] 11.2 5 | 69.3|15.5| 17 9 | 179 [ 0.2 | 13.4] 0.59 | (-)
nE B | 455 | 44.1 ] 14.2 3 [ 29.9| 149 24 16 | 247 [ 07 [16.1[0.79] ()
M| A | 424 | 40.6 | 13.6 4 | 205|147 27 19 [ 220 | 0.7 | 21.1[0.83] (-)
15 | 62 B | 439 | 41.1 [ 13.2 2 | 212|144 37 25 | 134 | 0.4 [ 23.1] 1.31] (-)
M| A| 416 | 38.5| 12.7 4 | 3719 14.9] 26 15 | 128 | 0.6 | 19.7 [ 1.26 | (-)
6| % B | 449 | 44.3[ 150 22 | 16.6 | 155 27 23 [ 178 | 0.6 | 10.4 | 0.66 | (-)
Fl A 421 [42.4]14.2| 17 | 180 15.4| 40 36 | 155 | 0.4 | 10.4 ] 0.78 | (-)
|22 B | 484 | 40.5] 13.4 0 | 327|141 15 7 [ 130 [ 0.5 [ 9.4[059] (=)
F| A 497 | 42.0] 13.7 1 [ 230146 15 13 [ 111 [ o7 9.9]0s0] ()
18] 19 B | 477 | 43.4 | 15.2 24.4 15 14 | 197 | 1.9 [ 12.3]0.74 | (-)
M| A | 505 | 46.4 | 15.9 1 | 23.4]153]| 21 15 | 193 | 1.4 [ 1271077 | (=)
19 | 59 B | 393 | 40.9 | 13.3 0 | 33.0{ 138 23 10 | 197 | 1.0 | 13.7{ 0.60 | (=)
F | A 380 | 388/ 12.9 1 | 280 145 24 7 186 | 1.0 [ 15.1 | 0.65 | (=)
20 | 61 B | 449 | 40.7 | 13.6 8 | 17.4] 14.3] 28 12 | 239 | 0.7 | 18.0}0.78 [ (-)
F| A| 412 | 426 | 14.1 6 | 20.3]14.0] 26 9 | 232 | 0.8 165 100] (=)
o1 | 39 B | 407 | 33.4 | 10.0 0 | 28.0] 15.1 9 7| 19| os |12.2]042] ()
F| A]| 310 [3.5] 9.3 0 | 26.7] 146 15 9 | 102 | 0.5 [ 13.8] 0.5¢ | ()¢
o | 21 B | 546 | 49.9 | 17.2 0 | 21.6 | 145 18 11 | 219 | 0.5 | 151 0.68 | ()
M| A 544 |49.7]17.0 6 | 29.9|139]| 23 21 | 319 | 0.7 8.2]0.75 (-
03 | 62 B | 464 | 45.4 | 15.4 1 |30.7]151] 18 7 [ 235 | 0.3 [12.2]0.66 | (=)
M| A 438 | 43.3| 14.9 5 | 15.3 35 12 176 | 0.9 | 15.9] 0.74 | (=)
o4 | 8 B | 308 | 27.0| 8.9 0 | 20.7] 144 14 8 | 18¢ | 0.3 |18.9]0.43] (=)
F| A 3% |20.7]| 9.4 0 | 28.9] 152 16 7 | 196 { 0.2 | 18.5] 0.59 | (=)
B : before A : after
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Sparfloxacin OB PIIB{T & BEKL R 385

FABFAAET S5ENT, 300mg | B 1 BONRE
gE5AFY, MPHLUEENRELRE L. XX
wEms T BE TS, PR 3 ~ 4 FROREHE AMBE
9.30+1.26 ug/ml TH Y, ERHRITE L7 e
1.811.35ug/ml T, BEABITERIZL1. 492045 T
Hoto CNETOXRKOMPMEICBT IHMETI,
RERE A% 4 BMT. 200 mg NAREFIC 0. 63
pg/ml, 400 mg PAREFIC 1.2Tug/ml i@ L. Wik
BETLERTACLHMESNTVAEY, ##-T, 40
OREMTH5MPME 1.81+1.35 ug/ml i2 300 mg
18 1 EORRRESSHOME L TIMGED DR
EVA D, EABEABITE L 493, FH LR
REOKKEE L THEAMHBIICLBNTVWE %R
TonLEZOoN S,

Sparfloxacin ZIAB AR 7 b5 LBIBHTILL, 7
LR 77 LBRER %RIJHE w1375 X
2 7531V7, FERRMELT S ICHLBENLRES
AETALOREShTVE V. —F4, WRERG
EOFAME LTIX, S pneumoniae. S. aureus.
H. influenzae, B. catarrhalis, P. aeruginosa.
K. pneumoniae 5 EEIHE L TESFSNTWS, &
BOHESMOIMEICHE VT, H. influenzae 10
#%, S. pneumoniae 5 ¥, B. catarrhalis 3 %, P.
aeruginosa | %, P. multocida | %k T&H D, 20 tkp
19 % (95%) MRIBOHEHTEDShT W, SHE
ixxt94 % sparfloxacin D@11z MIC [ TH 5 &,
H. influenzae < 0.013~0.78 pg/ml, S. pneumoniae
0.39~1.56 ug/ml, B. catarrhalis 0.10 ¢ g/ml,
P. aeruginosa 0. 78 p g/ml, P. multocida 0.39
rg/ml EVWTFhOBEICHLTHBALRENEZRL
o #§IC S. pneumoniae iIcX T 2HEHDE(LIZE Y
FUALNE  BREFE L TRAELESEVI S, £
 AFOFETEAF ) UEEB T FOBRE
(MRSA), =143 7/35X=, 7507k T54HH
NIFRBRBFEENRE T 2B ICRAVICHFTE
2bnEEX NS,

LLZES, 4ED in vivo DT, H. influ-
enzae R 2 ) (FEF 4, 11) & P. aeruginosa &
B (EF 15) BREDEHNBSOT, EM 4 EEH
ISREXRDR LEYH TR, -1 ZhoDEERS
MEICHT 258 H% MIC T4 3 & H. influenzae
0.05, 0.78 pg/ml, P. aeruginosa0.78 ug/ml & il
R¥INELDTHY, mENRELAELAK2E
Plidenen 1.37 ug/ml (EF 4), 2.84 ug/ml
(EH 1) EWTnbREEANBRES MIC EAEBATH

o CNODERT, NERNYRIBONIED -T2
WRETH L, H€5C, ALK 5KERED
BOHEVERFLUAOEEREIMELTVEbDL
EXLoNd, 1, H influenzae 2 WIS KK G IC
{3 MIC {l#%0.05—+1.56 ug/ml, 0.78—3.13 ug/ml
EREHOETHRON, MOt MEENEE®
Aoh3, §% COXHRERII-OVTIIEMLELRN
NyLELEDNAE,

SENRE LRI T 5 sparfloxacin DK
MR 24 Pk 22 IOFHLILLET, BUHRIZTHT
b0, +PHRTELERTH 1, KEBFITIIIBMHER
WERBOZRBEEGH - BHEMW X% 6/6 (100%),
Big 4/4 (100%), MMEAT X RBEME 3/3 (100
%), [WXLIREREME6/T (86%). DPB 2t
B3/4 (15%) Thote, £, MBAFEHIYRIZ H
influenzae 2 ¥, P. aeruginosa | BkA%iGHRi& bEF L
mbDD, 24Tid 20 Bkeb 17 BRASHE L, 85%DEN
-BRERTH >

—%. BERIC2WTIIER 3 THARME 3 B B0
NREERNMHEL, SHEICKREELDELL, K5,
R LR T ROR TERIZBPOICHE L, fthicd]
R Eh-fedt, ThE TICERBBENETSE
HEINTHED, CORBAFBREOMICIZEERT 4
BEXbrLEbNE, £, FESAKICHETLR
BEICBTARBENIBED S > 10, EF | TIHFMREK
#46 %—~18%. FEF 12 T Hb #%12.1 g/dl —10.7 g/dl
LEGHBHONI N, BEME b THERE IIE
PBRCESNREENROSNTED, SEIOKELIZM
WMEEAIT W EHIE L 7,

45 BlDOKRE T2, sparfloxacin 3£ DHEAR Y b
5 LOILE, RAND#KS, BEABTEORILED
SHERBBRAFEOEREL LTEN, LHbEL2HOH
WEFITH B EMREN,

X [

1) Miyamoto T, Matsumoto J. Chiba K,
Egawa H, Shibamori K and Minamida A :
Synthesis and structure — activity relation-
ships of 5 —substituted 6, 8 — difloroqui-
nolones, including sparfloxacin, a new
quinolone antibacterial agent with improved
potency. J Med Chem 33 : 1945~1956, 1990

2) Nakamura S, Minami A, Nakata K, Kuro-
be N, Kouno K and Sakaguchi Y : In vitro
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CLINICAL EFFECTS OF SPARFLOXACIN ON
RESPIRATORY TRACT INFECTIONS AND
PENETRATION OF THIS AGENT INTO SPUTUM

Hozumi Yamada, Osamu Katoh, Kenya Hiura, Yosuke Aoki,
Shigetaka Kuroki, Haruo Nakata and Naoko Sueoka
Department of Internal Medicine, Saga Medical School
5-1-1 Nabeshima, Saga 849, Japan

We have performed a clinical study on sparfloxacin,. a new broad-spectrum quinolone, in
patients with respiratory tract infections. In addition, we have studied penetration of this agent
into sputum. The results obtained were as follows.

1. A dose of 300 mg of sparfloxacin was administered to 8 patients once a day for 7—-14
consecutive days. On the 7th day, venous blood and sputum were obtained 4hr after
administration. In these samples, the sputum concentration of sparfloxacin was 2.39%*1. 26 z g/ml
(mean*SD,n= 8) and the serum concentration was 1.81+1.35 zg/ml (mean+SD, n=8). The
penetration ratio of this agent into sputum was 1.49+0.45 (mean*SD, n=8).

2. Antibacterial activity of sparfloxacin against clinical isolates was tested. The MICs of this
agent against 18 strains of causative organisms were 0.013—0.78 u g/ml for Haemophilus
influenzae (9 strains), 0.39—1.56 ug/ml for Streptococcus pneumoniae (5 strains), 0. 10 yg/ml
for Branhamella catarrhalis (2 strains), 0.78 ug/ml for Pseudomonas aeruginosa (1 strain)
and 0.39 ug/ml for Pasteurella multocida (1 strain). After administration of sparfloxacin, on
the other hand, the MICs aginst two strains of Haemophilus influenzae increased from 0.05 to
1.56 ug/ml and from 0.78 to 3.13 ug/ml, respectively.

3. The clinical effects of sparfloxacin were evaluated in 24 patients with respiratory tract
infections : 6 with acute bronchitis, 4 with pneumonia, 7 with bronchiectasis, 4 with diffuse
panbronchiolitis and 3 with chronic bronchitis. The overall efficacy rate was 91.7% and 17 of 20
clinical isolates (85%) were eradicated with administration of sparfloxacin. And there were no
serious side effects of this agent. Only one patient had stomatitis and glossitis after three days
administration, but he recovered quickly without treatment for these symptoms.



