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FHREEEELEOEHOEE 4§12 pazufloxacin(PZFX)200mg #* #1&#% 30 4R OS5
LD PZFX O Mg L JRPENE L il L7z, BHEREEDREAE (Cer: 81.6, 63.9, 16.8
BLU 7.0 m/min) HEEIC % B IZHECILFBREFFE T 13202 421,813, 7.05 BX U
1081 BRI L ER L, MR TEMR AUC,..) b Fh+h 1242, 3351, 61428 L0
53.03ug - h/ml LK L7z, 24 BRR F CORPENRITFNFN 65.1,73.2, 71 BL N 12.1%
TH), FIBELZEEFATHS P RIET %520 72, MRIFRPSE 36 F, RBELEAE 1 FI0fE
BRLAER 34 61, %) 361, AZFEILI% DR E1E72, BERIIBRMIZIZFICALOIT, &
ERME GPT 0 L&, HEEROELRB L VBRANRO LR &4 1 FIRD-DATH 72,

Key words : PZFX, (KN EhRE, RIR 2SR YLsE

Pazufloxacin(PZFX) i3 E MMt F T ¥ KX &1t iF A5
FICRIB SN ROA-2—F /0 VY REABMEETH
5o AENIT 7 LARGEREI NI Pseudomonas aeruginosa
2 B0 7 LAEME B X UBRASE T L CREE 25
BHANRY b L2F LBWHREEEERL TS, $72
AHN I PR B DENIZ D 2 0bh 5B
EFROoNnD & e bICRIF R RERBITHELY KBLL T,
BEERNBREE I L CRFR2EEDGREERL T
Bl

A0, FAIIBREREELECEROEE 461K
R 2EORS L-ROMFRES L ORPEINE L HIE
L, F7-WPREFRERGAE % P& L7z 37 Bl DR GesEF 12
EAFERTABE2B-DOT, ZOBELHRET 5,

I. & &8 5 &

I SEEICBITHMPRE, RPEYLE (Table 1~
4, Fig. 1, 2)

ABRESMIAEOBON-BHREBEELZADERE
SPIEXMRICFHSEIAIOBLN3IALTHIZIT
7260 9B LDV TIZTEIZ ofloxacin DHEHH 5 =
EWDPYBI LIz, BREOBEEDREIZZ LT F=
Yo NT Y A(LT Cer) 24882 L L, #1#Fh 81.6,
63.9, 16.8, 7.0ml/min DB & |2 PZFX 200mg % #iA& 30
SRIZBORS LIZROREBOMA B X R ik
Rl L7z, BRIz 551, %5 05,1,2,3,4,8,12, 24

BERRICIT 2 vy, BRIRIIZS 0~2, 2~4, 4~6,6~8, 8
~12, 12~ 24 BEE1%24T o 726

PZFX OiBERIE X HPLC I TITV, BERA D MR
Bz b LICBEREICL ) B hENEREZER LT,

2. FRERE9FRST (Table 5, 6)

) X%

FHRAFLIABIVFRSET AT TCORMCELEER
BEiZBWTHRD 5 iz ABEiERE 1T o 72 37 Bl (B
2381, ZHE 148, 1725 7T RETTFEH6628)D
HEREMICEIR DB S N7k 25 B gvE 36 B, JREBE
BefiE 1 BUICER L7z, REBOMRIZAM% 56, BERE
XROBUHE 11§, BRifE2iEo-REXWE 65,
Al SeRE — R 1, R CILARIE 8 41, BRIBMERGEH
FEZ RIS 341, MR RES 2 BB L CANEETA
1BITHE, AEIT 18FITHBL, MmEL LT St
phylococcus aureus H% 2 5, Staphylococcus saprophyticus
1B, Streptococcus pneumoniae A5 3 B, Haemophilus in-
fluenzae 7% 4 5, P. aeruginosa S 2 5, Achromobacter sy
losoxidans 25 1 B & DRI XN, #HEKE L LTS, aureus
+P. aeruginosa /)% 2 5, Streptococcus agalactiae+ Serratia
marcescens, S. agalactiae+ P. aeruginosa, Moraxella cato-
rrhalis+ Klebsiella  pneumoniae 557 L2 1 BlA b5
¥ (WA

2) EHAE- ERE

*T950-21 #igTiraA4 e 1-27
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EHEH®MARE L, 100mg 2\ 200mg % 1 B 3 [@
&R L7z, 100mg3 [a] 13 5, 200mg3 [H 23 %I, 100mg3
@45 200mg3 EIIHE L7-b D 1 61T, HARIIES 3
LEFI 35 D12 BAPREKET, 6 HREAY1#l, fu3&<T7
AETH Y, REREIZES 3D 7.2g H&%L T, fEH1
13D 21g BER/NTH o 72,

3) #FFIEELE BERAORET

BRI ROH € BRIRIEIR, RERE ML~ b
VIIROWERE, EREOHRZ EL D LIZKRAWICST
vy, % (Excellent), F%p (Good), R F%h (Fair), %)
(Poor) D 4 Bxf% 3 & U EAEE (Undetermined) & | 72,

BAMEZZZONLIHAEREERLOSH B+, 2+) 32
o, BEROBHFKROARTAODOXRARLE L,
ZOHERIZ L o THEFRIZNR Z H K (Eradicated), ji4»
(BT k % & ¢ )(Decreased), A% (Persisted), B4t
(Replaced) ? 4 ExP5FMfi 38 & U] EASEE (Unknown) & L
726

BWERICOWTIMEREM P DR, %5, ELl, 0

i, TH, T, T, TORALZEDOERIZEEL,
REMERATRIC B A B (MERFEEFR: BUN, 2
L7F=r0 Cn), BFFBgE(MEN7 VAT I+H—+!
GOT,GPT, 7vh ) 7+ A7 7% —+¥: ALP, £ )L

Table 1. Background of patients studied
Case | Age Sex BW Cer Diagnosis
no. | (yr.) (kg) | (ml/min) | Underlying disease
pneumonia
1 7% | M | 51 81.6
=)
br. asthma + RTI
2 76 F | 38 63.9
=)
pneumonia
3 96 F | 42 16.8 - -
cerebral infarction
urinary tract infection
4 73 | M | 62 7.0 —
diabetic nephropathy

RTI: respiratory tract infection

Table 2. Serum levels of pazufloxacin after 200 mg oral administration to patients with various degrees of renal function

(non-fasting)

Case Cer Serum level (ug/ml)
no. (ml/min) before 0.5 hr 1h 2h 3h 4h 8h 12 hr 24 hr
1 81.6 0.01 1.19 3.39 2.30 1.72 1.16 0.31 0.11 0.02
2 63.9 0.16 1.11 2.72 3.96 4.37 3.48 1.09 0.61 0.26
3 16.8 <0.01 3.01 3.82 4.85 5.08 4.84 2.87 1.77 0.58
4 7.0 <0.01 0.01 0.05 0.20 0.58 1.06 2.83 2.08 1.00
Table 3. Pharmacokinetic parameters of pazufloxacin after 200 mg oral administration (non-fasting)
Case Cer Tmax Cmax T.28 AUC,_,
no. (ml/min) (h) (ug/ml) (h) (ugh/mi)
1 81.6 1.0 3.39 4.21 12.42
2 63.9 3.0 4.37 8.13 33.51
3 16.8 3.0 5.08 7.05 61.42
4 7.0 8.0 2.83 10.81 53.03

Table 4. Urinary excretion of pazufloxacin after 200 mg oral administration to patients with various degrees of renal function

0~2h 2~4h 4~6h 6~8h 8~12h 12~24h 0~24h
Case C“' urine | urine |recovery| urine | urine |recovery| urine | urine |recovery| urine | urie (recovery| urine | urine |recovery| urine | urine |recovery|recovery
.| (m/min) | Jevel |volume | rate | level |vome | rate | level |volume | rate | level |volume | rate | level |vome | rate | level |volume | rate | rate
Ggm) | (m) | 0 |Ggm)| @) | B |Ggmd| m) | () |Ggmd)| m) | O |@gmd)| @) | @B |@gm)| @ | @ | @&
1 | 81.6 [238.78| 250 |29.8 |231.52| 124 |14.4 |148.82| 112 | 8.33 | 64.81| 150 | 4.86 | 71.49| 118 | 4.22 [13.65| 510 | 3.48 | 65.1
2 1639 | 38.87( 267 | 5.19314.17| 214 |33.6 |111.44| 224 | 12.5 [121.89| 170 [10.4 | 39.64| 370 | 7.33| 9.22| 900 | 4.15| 73.2
3 | 168 | 57.12| 110 | 3.14 |245.22| 120 |14.7 |288.55| 70 | 10 [282.59] 100 |14.1 |196.66] 170 |16.7 |56.26 | 430 |12.1 | 7
4 70| 0.65) 97 | 0.03| 5.64| 174 | 049 21.97] 99 | 1.1 | 35.36| 177 | 3.13| 35.48| 86 | 1.5 |31.35| 370 | 5.80 | 12.1
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Y o TOBil), BE#EEE (RS~ b2~ ) v b HEL M/
M. Platelet, JimEkEh: WBC, 4FHEkH 4k Neutro),
R MM AFESERE 5k : Eosino, B2 — A A3 ER: Direct
Coombs, 710 h O v ¥ U iEMHE: P.T. act DEEJIZDOWV
THRET L 72,
o A& &
L. BEEICBIT D EYERE
KE¥x 5% D PZFX [l i EE D peak {Eix Cer 81.6ml/

Concentration (ug/ml)
w
1

min OEFIT 1 BRI, Cer 63.9ml/min DR T 3 Ry
#%, Ccr 16.8ml/min OFERIT 3 B, Cer 7.0ml/mip
DIERIT 8 BRI £ h 24 3.39, 4.37, 508, 2.83,y
ml THY, BEEEENSBEICZHIIONEELL, @
FEEORTIIETRERENFEEIIZ L LERLLY,

I i R A (To) 13 Cer 81.6ml/min DIEFT 4.21
B, Cer 63.9ml/min OEFIT 8.13 BFfE, Cer 16.8ml/
min OFEFT 7.05 BfE, Cer 7.0ml/min OFEFT 10.81
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Fig. 1. Serum level of pazufloxacin after 200 mg oral administration to patients with various

degrees of renal function.
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Fig. 2. Urinary excretion of pazufloxacin after 200 mg oral administration to patients with various

degrees of renal function.
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BELERL, MEREMKETERE AUC. ) I3ENnE
h 1242, 33.51, 6142, 53.03ug - h/ml &ALz, —
% 24 B £ TORFEILEIE, Cer 81.6ml/min DFEH]
©65.1%, Ccr 63.9ml/min OFEF T 73.2%, Cer 16.8
ml/min OFEFIT 71%, Cer 7.0ml/min OFEF T 12.1%
Thh, FIEELZEEFATHL P RET 2D,

2. ERIRBHR

SR 3THIIBNT, FRh 346, 3BT, HX
RILI%THh o7z, WPRIBFEREAESITILX, H%xh 33 Fl,
) 3BITH o7,

EF L 26 5 T, MiRBITHR 46, £ 1HFT
Hol,

FEBI 1 IXBRIB MRS AE 12 & BRI HEAEIC CARE
BHhDBET, B, RBREEIFSHE LA TIEICHAD
EHEELL, REEZFERLAEZODT, BHEISHHS
N7z A. xylosoxidans |3 Acinetobacter sp. |ZH A L 72, iR
BAEMARRR O NI2A, B X TR OLEMNE SN
¥, CRP, HMERIKDIEED /- DER & L7z, ERF 2,3 1

BRREBRTBETH - 2B TH o 720 EB 4 (LZEBEIH
HEABETABEIMHEHLEZLDT, AITH-o 7, EH
SIIRMEELEAE I CTHRBAEEZ 7 ROLHET, 1a
MXHE GETHHCRELZLZELCLDOTHEED»S
S. agalactiae 3 £ O S. marcescens HS5 8 X, S. agalac-
tiae \XFRIE L 72A5 S. marcescens 13755 L, EaiRiER, B
HXBAROUEL LU CRP OHENEZDONEI &
L7

FEBI 6705 16 F TIIEBHRAEXRDSHEED 11
BIT, EFFMTH o7,

FEG) 6, 7, 8 S XRS5 FNF N P. aeruginosa, H.
influenzae, S. pneumoniae D398 S N P. aeruginosa I
7%, H. influenzae |% S. pneumoniae |ZBEAAX, S. prneumo-
nige [IHK L72o WITNLBHNTH o7z, EFI 9 » 5 P.
aeruginosa B X W S. aureus D338 X N, S. aureus (T
\ZE & F 57275, P oaeruginosa IZBRE S NAERTH - 72,

FEBY 10, 11, 12, 14 BEEBEABETH o 2HEHT
Holz,

Table 5-1. Clinical results of pazufloxacin treatment
Diagnosis ) Administration Evaluation
C Age _ [nvalid - * X * *
ase 1) BW L Isolated recedin daily .| total |BT*| ESR* | CRP* |WBC . Remarks
n0. |V (kg) Underlymg'dls'ease organisms* p g dose duration dose |€0) | (mm/h) | (mg/d) | (mm?) Bactgno- Clinical
sex & Complication therapy . (days) logical
(mg x times) (mg)
82 pneumonia | @A. xylosoxidans (+) 382( 172 | 109 | 8,000
1 40 - ) 100x3 7 | 2,000|—|———|———|——] replaced | poor
M old the Acinetobacter sp. (#) 37.3| 155 | 133 |11,400
53 pneumonia NF 378| 33 | 2.68 | 8,700
2 56 (=) 200x 3 7 4,200 | — [—— ——| unknown | good
F ) NF 36.3| 10 |<0.07] 6,400
50 pneumonia ND 39.1] 11 13.2 {13,200
3 47 — (=) 200x 3 12 7,200 | — |———|———|——— unknown | good
M bronchiectasis ND 36.4| 10 | 0.26 | 4,800
84 pneumonia NF 376| 44 | 13.0 |13,000
4 49 (=) 200x3 7 4,200 |— [———|———|———| unknown | good
M lung cancer NF 36.9| 38 | 5.05 | 7600
97 pneumonia OS. aglactiae (v) 37.5( 42 | 8.40 | 7,700
5 . 43 ©S. marcescens (+) (=) 200x 3 7 42000 decreased | good
cerebral infarction | S. agalactiae (+) 3701 38 | LI11 |6,800
7 chronic bronchitis | ©P. aeruginosa (+) 3711 16 | 1.06 | 4,200 ]
6 Y - (=) 100x3 7 ] 2100 | == |——=|——=|——]| persisted | good
(=) P. aeruginosa (+) 36.3] 9 |<0.06|5,000
58 chronic bronchitis | ©H. influenzae (+) 38.01 74 | 4.53 |7,600
7 M 59 - =) 100x3 7 | 2,100|—|———|——|——" replaced | good
Al S. pneumoniae () 64 | 0.17 | 4,400
5 |® |5 chronic bronchitis | ©S. pneumoniae (+) 1003 7 | 2100 376 30 | 3.92 |7,500 sicated | sood
— X y _—— | t
M hing cancer NF =) 33| 3 | 025 | 7,700 | el &%
" chronic bronchitis | ©P. aeruginosa (+)
9 P 36 | “cerebral infarction ©S. aureus (+) =) 100x 3 7 | 2,100 ﬁ 90 | 1.97 11,300 decreased | good
meningioma S. aureus (+) 3700 32 | 0.37 10,200
« before therapy ~ ©: causative organism NF: normal flora ND: not done Al aortic insufficiency

after therapy
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FEF 13, 16 225 3R 5 FNF N S. preumoniae, H.
influenzae B3 BEI N, VWINLHEHE LBKRERONE
b187,

FEB 164k, 4 —7 - Bk - BEBIEEZEFET LD
ABRREBHROBET, BH, BREEOHBIIT L TFA
RHERLZDDT, BHEI S8 ST P. aeruginosa |3
WD, S. agalactice IAREIZEL & F o728, BRRER, 9
HWXBArRO%E, CRPOBRBLIFZED ONI-72DF
e L7z,

FEB 17 206 22 $TIE, Bz o -REXMBED 6
BITEFIFERTH o7z, EFI 17,19, 20 ZERREAHT
H o7z, BRERDYE, CRP ORMEILAEA LN,
FEGI 18, 21 3 EABEICRIBMMERELXE THBEET,

BREIRLIVAHETH 72,

FEBI 22 1% H. influenzae HS53HE S h, AFFGILY
WS e % L, CRP ORMALA A Sz,

FEBI 23 1ZPHEAE D RGBT, LIAT & U fREhEsg
WEEBEERFLEL TWHEET, M W B
HIFEfE LR EEED S HICREE 2 ) ABRE 2 o72b 0
T, BHEP S H. influenzae 73538 S NAFIRS 2L 0y
%L, CRP Db A LN,

FERF) 24~31 F TRAEXMRED S8BT, HxH7
B, #3h 1 BITH o7, AEB 24, 25 S IIEED S Fh
FNS. pneumoniae, P. aeruginosa SRRH I N, & JIZR
BTHolzh, BHRER MW XHrE, CRP DigEHy
Boni--oFRE Uiz, fEF 26, 29 IZRKERHAT
Hol:BEHMTH o7

FEB 27 13 FE XIERIE W CABRERR ISR OB

Table 5-2. Clinical results of pazufloxacin treatment

A Diagnosis ovalid Administration Evaluation
Case |, 5| BW . Isolated vl Ty " torl |BT*| ESR* | CRP* |WBC* _
0. (3’;-() ke Urgf«z:r]ymglj dlzease organisms* P{l::f;‘:;’g dose dg:tls‘;“ dose |(°C) | (mm/h) | (mg/d]) | (/mm?) B]"’;tira’lo' Clinical Remars
omplication (mg x times) y (mg) ful
10 58 % chronic bronchitis NF o 1003 ; 2100 376| 25 | 2.35 | 5700 ik ol
— X 100 |— | ——— | —|—— own
F ) NF 3%3| 45 | 143 | 7,100 8
1 57 5 chronic bronchitis NF O 200x3 , 1200 371 1.29 | 7,600 - p
— x 200 |— | ——— [—|— own | goo
F hypertension NF 1 |<0.07| 4200 :
47 chronic bronchitis NF 37.3] 50 0.87 | 8,300
12 54 (- 2003 7 4,200 | —— [————=|——— unknown | good
F () NF 365 30 |[<0.07] 5200
69 chronic bronchitis | ©S. preumontae (+) 376| 35 117 | 4,700 )
13 38 (&) 200x3 7 (4,200 |—|———|———|——eradicated | good
F ) NF 36.4| 45 | 0.19 | 5200
™ chronic bronchitis NF 373 3 4.86 |13,700
14 | 150 [ alcoholic hepatic NE (&) | 20x3 | 7 4200 |364| 18 | 0.26 | 5,700 unknown | good
injury
. .. | OP. aeruginosa ()
I chroic bronchits | o5 aglaize () o | aos | 7 Lagm 7302 (200 |20
— X —_—f—— | ———
M olivo - cerebellar - | P. aeruginosa (+) ' 37.0] 14 ([<0.26] 6,200 e
ponto degeneration| S. agalactiae (+)
7% chronic bronchitis | ©H. influenzae (+) 3731 32 | 4.03 | 6,900
16 M 54 (=) 200x3 7 4,200 [— |———|——|———|eradicated | good
=) NF 36.4| 22 1.21 | 7,200
17 6 57 br. asthma+ RTI NF O 100x3 , 2100 37.3 7 1.40 (14,400 ik i
- X , — |—|——|— 0
M © NF %2 4 |06 | 6900 0| &
18 82 s br. asthma + RTI NF O 200x3 7 Lo 8.0 25 | 14.7 |15,100 il i
. —_— X e | e | e | —
M old the NF %6316 | 143 000 OO | E°
19 67 . br. asthma+ RTI NF “ 2003 7 a0 37.6| 46 | 593 | 7,100 k. P GPTt
— X —_——
M -) NF 362|710 | 014 |60 T | 0 a5y
w | %] g | tmar KL id O | woxs | 7 e[| B 10 EX0N L od
— X —_———— | ——
F (-) NF P 1363| 36 | <007 ga00| O | &

« before therapy ©: causative organism NF: normal flora

after therapy

RTI: respiratory tract infection
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Table 5-3. Clinical results of pazufloxacin treatment
Diagnosis i Administration Evaluation
e T fsolsted prlizlcvsgiig daly [ grgion| t0 (BT | SR} CRE TP Batero Remarks
B nderlying disease i * uration o /h JdD) | (/mm? - .
10 | sex k9 & Complication orgamsims therapy doge (days) dose |°0) (mmh) | (mg/d) () logical Clnca
(mg x times) (mg)
83 " br. asthma+ RTI NF 200 %3 . 4200 3711 15 | 0.64 | 8,700 " y
_ — unknown | goo
2w od the NF = ” "N 13%66| 9 | <026| 9,100 :
17 ) br. asthma+RTI | OH. influenzae (++) 200 ¢3 . 4200 37.3] 15 1.36 | 5,000 frated ;
_ — ed| goo
21§ ©) - = g ' 10 | <026 5200|720 8
, 66 & pulm. emphysema+RTI|  ©H. influenzae (+) 200x3 . 373 7 | 1.23 | 5300 dcated 4
- , - eradicated | goo
Bl ©) NF e g 3%4| 17 |<026| 5000 g
73 bronchiectasis + RTI |  ©S. preumoniae () 38.2| 50 3.23 | 6,900 )
24 64 - (=) 100x 3 7 2,100 | — |——|———|———| persisted | good
M ) S. pneumoniae (#) 36.2| 18 | 1.02 | 7,400
% 43 6 bronchiectasis + RTI | ©P. aeruginosa (+) o 1003 7 | 2100 37.2| 78 | 9.36 |10,500 ted p
— ,100|— ersisted | gool
M O P. aeruginasa () * %5| 3 | 1.00 | sg00| | 8
2% 66 a bronchiectasis + RTI NF o 100x3 . 2100 371 11 1.26 | 4,900 - ;
_ 1100 |— 0 00
M | *" | Cerebral infarction NF " %2| 6 |<007| 4500 | E
70 bronchiectasis + RTI NF 37.5| 140 | 4.83 |10,600
27 37 (=) 100x 3 7 |2100|— unknown | good
F - NF 37.4| 48 | 4.86 10,000
I ©P. aeruginosa (+)
bronchiectasis + RTI
SRR OS.aureus ) | (1) | 200x3 | 7 | 4200380 47 | 474 | 6,800\ eragicated| good
=) - 38 0.33 | 4,600
83 bronchiectasis + RTI NF 371 136 | 2.92 | 6,600
29 R/ - ) 200x3 7 | 4,200|—|———|——|=——/ unknown | good
F hypertension NF 3.8 122 | 0.91 | 7,100
o OM. catarrhalis ()
bronchiectasis + RTI .
30 ?v} 56 OK. pneumonize () | () | 200x3 7 | 420378 28 | 5.14 | 6400]eragicated| good
(=) NF 23 0.33 | 4,400
53 bronchiectasis + RTI |~ ©S. aureus (+) 3761 58 | 6.31 | 5,500 )
3 50 (=) 200x 3 6 | 3,200 —|——=—|————|——=—1| persisted | poor
F (=) S. aureus () 67 6.83 | 5,700
58 old tbe+RTI NF 385 5 | 120 | 6400
32 F 36 - — (=) 100x 3 7 2,100 | — unknown | good
chronic hepatitis NF 36.5| 24 | 0.08 | 4,900
3 64 - old tbc+RTI NF o 2003 ; 4900 372 33 1.33 | 5,100 _ ;
— X —_———
M O NF ’ 16 | <026| 4200] | B
old thc+ RTI NF 37.8| 22 1.57 {10,300
U ?VEI) 48 hype{tension. NF =) 200 x 3 7 4,200 17 | <0.26 | 3,000 unknown | good
alcoholic hepatic
injury
90 lung cancer + RTI ©S. aureus (+) 100x3 3 38.1| 145 | 10.2 | 6,900
35 49 — 6,300 | — | ———|———|—— replaced
M = S ez () || 200x3 | 9 30| 170 | 108 | 6900| T | P
% | % |5 lung cancer + RTI NF o | 20xs 7 | oo 37.1| 40 | 171 | 7,600 " . reticulo-
M lft pleurisy NF - " “lws| 5 | osr | wam| | E ) 2T
i ©S. saprophyticus
pyelonephritis .
3 |V 10°/m (=) | 100x3 | 7 | 2100378 2 | 217 113400 eragicated| good e(";fg)T
(=) =) 36.2| 28 |<0.07| 8400

« before therapy

after therapy

©: causative organism  NF: normal flora

RTTI: respiratory tract infection
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BN LTRRI % ER L7 b 0T CRP, BMERKOUE
BEON o7z, BEEOHEK R CHERERDOLE
PRELDPTHYEHE L,

FEBY 28 1% P. aeruginosa 3 X U S. aureus S E 1,
FEMERIC L D IEEIHEELE L 0BHEER L AR LT
AEIFIEZOZBIIBD TRIFTH o 720

JEBI 30 (X M. catarrhalis, K. pneumoniae DS BES N,
BRESNEHTH o7,

FEBY 31 132, BRMMRA D DK L Y S. aureus H%

SEEENTL DT, KE% 6 HEIXG T 5 b EAIEE
L, BRARIEIR, OBk X #FTR, CRP OUE, Hi%EHIE
ShY, EHEHIELMEICE ) 2RI,

FEB) 32~34 F TIXBEIBMEATEILIE D ZRIEHD 34
TEBIERNTH o700 FEF 32 (HIERTHEEEIC T AKRER
hOBEICRES - BEE  £2EBERIBELLL
T, BREEAHEHTH 7

FEF 33, 34 bRAFIAHE THo 7275 BHRERD
%, CRP OBMAbI AL NIz,

Table 6-1. Laboratory findings before and after therapy with pazufloxacin

Case Eg;z’ BUN | Cr |GOT|GPT|Alp| T.Bil | Ht. | Platelets | WBC |Neutro | Eosino. | Direct | P.T. act
no. @ (mg/dD) | (mg/d) | AU) | AU) | AU) | (mg/dl) | (%) | 10*mm®) | (mmd) | (%) (%) [{Coombs| (%)
L | o [B] 38 14 | 23 | 25 [225| 1.2 [24.2| 258 8000 | 67 0 ) 37
(Al 37 1.1 | 21 | 23 |201| 0.7 |[28.8]| 203 |11400 | 73 0 =) 60
o | 42 [B] 15 04 | 13 | 14 [187| 03 [393| 225 8700 | 77 4 - | >100
< [A]l 15 04 | 17 | 25 |183| 0.2 [395| 194 6400 | 63 1 (=) | >100
3 | 7o [B] 14 07 | 22 | 17 [365] 0.7 [41.8] 114 |13200 | 94 0 (—) 43
“ (A|l 18 07 | 18 | 15 |339| 0.1 |[38.5| 13.9 4800 | 76 0 ) 100
4 |42 |B] 25 13 | 22 | 11 [194] 11 [348] 167 | 13000 | 83 0 —)
“ (Al 13 1.0 | 28 [ 29 |144| 1.0 {359| 20.2 7600 | 66 3 (=) | >100
s | 49 |B] 3 09 | 17 | 14 [332] 05 [353| 25.0 7700 | 80 5 —) | >100
“ (Al 29 09 | 22 | 15 [346| 04 [33.7] 302 6800 | 72 1 (=) 100
6 | 21 |B] 16 07 | 27 | 16 [206] 03 [365] 24.9 4200 | 79 1 = | >100
1Al 18 08 | 26 | 16 |217| 03 [38.0| 25.2 5000 | 81 3 () | >100
2 |21 |B] 14 08 | 19 6 |289| 0.6 [357] 188 7600 | 71 1 — | >100
S 1A 21 09 | 18 5 |270| 04 |[37.1]| 228 4400 | 47 6 (—) 100
s | 21 |B| 17 1.2 [ 22 | 15 [484| 05 [487| 207 7500 | 45 4 (—) | >100
<Al 21 1.2 | 22 | 17 |449| 05 [495| 207 7700 | 62 3 (—) 100
o | 21 |B| 20 02 | 39 | 28 [172| 04 [38.4] 316 |[11300] 86 0 (—) | >100
Al 22 02 | 17 | 15 |165| 0.3 [357| 62.6 |10200| 88 0 (=) | >100
0 |21 |B] 16 08 | 18 | 12 [175] 0.4 [432] 171 5700 | 75 2 =) | >100
4 lAl 17 08 | 14 | 10 |178 | 05 [41.9| 26.2 7100 | 66 2 (—) | >100
1 | 4o [B] 23 08 | 21 | 20 {210] 03 [395] 224 7600 | 66 2 =) | >100
“ 1Al 23 07 | 30 | 25 |227| 03 [413] 21.0 4200 | 63 1 (—) | >100
o | 4o [B] 14 05 | 14 9 [230] 03 [354] 317 8300 | 78 2 (—)
< 1Al 14 05 | 27 | 29 |193| 0.3 [34.8] 30.1 5200 | 63 4 (—) 100
13 |40 |B] 1 05 | 18 7 |246| 03 [402] 145 4700 | 73 0 ) 43
“ 1A] 15 06 | 20 | 10 |191| 04 (37.1| 18.0 5200 | 53 0 (=) | >100
14 |40 |B] 15 1.0 | 51 | 26 [289| 03 [34.8] 301 | 13700 | 85 1 (=) 73.9
‘Al 1 1.0 | 18 | 12 |218| 03 [325] 271 5700 | 49 1 (—) | >100
55 | 40 |B| 23 03 | 11 [ 22 | 99| 06 [432] 159 7200 | 72 1 (—) 89.8
“ 1Al 16 03 | 11 | 18 [102| 06 [432] 14.0 6200 | 63 0 —) 91.6
6 | 42 |B] 13 08 | 21 | 18 [250 | 0.5 [42.9] 247 6900 | 57 9 ) 69.4
<Al 14 09 | 25 | 26 |261| 04 [425| 206 7200 | 65 7 () 69.4
17 | aq |B] 12 09 |20 | 15 [181| 0.6 [50.9| 224 | 14400 69 8 (=) | >100
S lAal 12 0.8 17 | 11 |145| 0.4 [44.1| 204 6900 | 47 20 (=) | >100
8 | a2 |B| 27 1.0 | 24 | 21 [131| 0.7 [49.7] 184 | 15100 | 91 0 (—) | >100
< Al 23 1.0 |27 |19 | 99| 02 [427] 209 8000 | 68 6 (=) | >100
B: before A: after
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fEB) 35, 36 A ZREGD 2 BT, Hxh 1 Hl, EX
1B Tdh o720 FEF] 35 IIAHFEIC TAIREEF ThRA, K
BEEETRBEL T2 DTEEN?S S, aureus 7555 B
sz, &5k S preumoniae |ZHRMA L7z, FRIRIE
# CRPOYENALNT, WE X RETROEEZED
rroERhE U, EF 36 I3 MIEL D SHBEI T
BIIRBATH o 7245, BRREIR, CRP OYENFALNE

HMTHo72,

PREQEEGFE DREGI 37 13, 52, HEE, THEHEBIH
L, ARRELZo7-BEBRODEET, FAOFEHTER
IRIEER DU E L PR L O 58 S L7z S saprophyticus
(10%ml) DEXR %R, BEMTHo7,

EEREHIEA 18 BIOMEFAIZNF LHE 8 B, B £
723 —EREK 3B, B 3B, AL ABIT6L1I%DIHE

Table 6-2. Laboratory findings before and after therapy with pazufloxacin

Case 50‘31 BUN | Cr |GOT|GPT|Alp| T.Bil | Ht. | Platelets | WBC |Neutro | Eosino. | Direct | P.T. act
no. ((;S)e (mg/dl) | (mg/dl) | AU) | AU) | AU) | (mg/dl) | (%) | A0*mm3) | /mm3) | (%) (%) [Coombs| (%)
19 4.2 B 19 0.9 27 15 | 192 0.6 45.8 16.7 7100 80 0

. A 14 0.8 28 43 | 164 0.2 41.6 27.7 6700 58 1 =) >100
20 | 4.2 B 16 0.6 22 20 | 202 0.2 48.9 28.5 8500 59 9 =)

’ A 18 0.5 25 26 | 186 0.2 475 31.6 8400 69 7 =) >100
21 4.2 B 28 1.0 15 13 | 119 0.4 39.5 18.5 8700 83 0 =) 100

: A 26 0.8 18 13 | 123 0.9 42.0 17.2 9100 79 2 =) 77.0
92 4.9 B 13 0.6 20 16 | 152 0.4 42.2 21.2 5000 58 3 =) 100

) A 10 0.6 14 11 | 128 0.2 42.0 21.8 5200 54 4 (=) >100
923 | 4.9 B 10 0.8 16 11 | 344 0.4 45.0 30.9 5300 69 0 ) >100

: A 15 0.9 17 11 | 299 0.8 41.9 26.4 5000 56 2 =) >100
24 21 B 19 0.7 16 12 52 0.5 41.8 19.9 6900 67 3 (=) >100

' A 21 0.7 19 14 52 04 41.8 25.0 7400 73 2 =) >100
2% 21 B 13 0.8 40 66 | 237 0.7 44.2 21.2 10500 76 2 (=) >100

: A 13 0.9 21 29 | 248 0.2 46.4 30.6 8900 64 2 (=) >100
% 21 B 15 1.1 18 15 | 271 0.2 38.6 23.2 4900 74 1 C) >100

' A 16 1.1 16 13 | 252 0.3 39.3 24.3 4500 75 0 =) >100
97 21 B 14 0.5 19 10 | 309 0.2 334 55.6 10600 69 0 =) 100

' A 12 0.5 20 9 |[276 0.2 33.6 31.2 10000 74 0 (=) >100
28 4.9 B 25 0.9 12 8 | 393 0.5 34.4 21.2 6800 70 1 (=) >100

’ A 22 0.8 13 7 | 355 0.2 34.0 21.5 4600 59 2 =) >100
29 4.9 B 16 0.8 15 8 | 162 0.3 334 33.4 6600 62 0 (=) 66.2

’ A 17 0.9 16 8 |[130 0.3 31.9 35.6 7100 66 0 (=) 69.4
30 4.9 B 13 0.8 22 12 | 256 0.4 41.1 16.2 6400 68 0 (—)

’ A 10 0.9 26 19 | 271 0.3 42.0 254 4400 55 0 ) >100
31 3.9 B 13 0.6 17 9 |243 0.4 39.5 22.0 5500 58 0 (=) 81.6

’ A 11 0.6 18 9 | 226 0.3 374 15.9 5700 57 0 =) 77
39 21 B 19 0.6 31 28 | 293 0.4 39.9 17.4 6400 73 4 (=) >100

’ A 16 0.7 30 22 | 188 0.3 41.3 204 4900 46 1 =) >100
33 4.9 B 16 0.8 22 21 | 306 0.5 48.2 18.8 5100 74 1 (=)

: A 18 0.8 16 15 | 269 0.5 44.0 19.2 4200 68 3 (=) >100
34 4.9 B 19 0.8 31 30 | 309 1.4 42.3 8.9 10300 83 0 =) >100

’ A 14 0.7 26 26 | 285 0.5 39.9 12.3 3000 37 3 (=) 86.9
35 6.3 B 22 0.9 12 8 |201 0.5 23.4 27.0 6900 66 5 (=) >100

’ A 25 1.1 14 8 | 207 0.3 25.5 33.0 6900 72 6 (=) >100
36 4.9 B 28 1.3 19 11 | 279 0.7 43.3 23.5 7600 74 4 (=) 81.6

’ A 19 14 14 8 | 227 0.9 36.2 23.1 6400 69 5 (=) 92.9
37 2.1 B 12 0.6 14 8 | 141 0.2 36.3 28.5 13400 78 3 (=)

A 12 0.7 17 9 | 147 0.2 37.1 33.7 8400 62 8 (=) >100

B: before  A: after
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KETHoT,

S. aureus 1 % (FEF 28), S. saprophyticus 1 ¥k (FEB)
37), H. influenzae 3 £k ( FE 16, 22, 23), S. pneumoniae 2
# (FEF 8, 13), P. aeruginosa 2 #k ( FEH 9, 28), S. marce-
scens 1 #k (FEB 5), M. catarrhalis 1 ¥k ( FEY 30), K. pne-
umoniae 1 Bk (FEB 30) IV HIEEK L72DS, S. aureus
2% (FEB 9, 31), S. pneumoniae 1 ¥k (FEB] 24), P. aerug-
inosa 3 ¥k (FEFI 6, 15, 25), S. agalactiae 2 #k ( FEFY 5, 15)
WRBIE L7 E 77, EB 1 @ A. mylosoxidans i Acinetoba-
cter sp. \Z, JEBI 7 @ H. influenzae |% S. pneumoniae, B
35 M S. aureus % S. pneumoniae |2, FNFNEIR ML
72

2) EIfeH

BIVER 41272 <, BRIRARZESME L GPT @ E& (FEHI
19), fFERFRES (FEF) 37), HIRARMERD L& (FEB) 36)
EEZNENLBTRDIN, WITNIBEEDODDTH-
720 GPT IZHERICTIERLL THY, #MHRFMLIKkSL LT
FERERITBER E N TV s, IFERERIZER T 672/mm’
EERL, WThbAFE OBERIEETETHEH S
b LhzwvE Lz, EF 34 DFFEEREIIERER
ICEB5DTHY, FEB 17 THERIKNS 8%H L 20%12
ERLTWEY, EREBOREIMBECLLbDLEE
Z, BREEBE Lehols,

m * £

PZFX 200mg % E#e EFE ICZHEREORS LR
D24BHBEEI TORBRFEINERIZEIZHTHY?
PZFEX DE7- 2HEEBIIE L E X b b, T-ERL
HE IO ERE OBRYE I PZFX F%5 SN A AN
Gl ixhtE2OND, —F, WREBEEEE)ETE
HEOFIIIBRBOSHRIMER ) BREORT 22
OEEFDEL, 0L RBEDOERRIHIoTIH
BHEEEOREICZ oK EE, REFEDORIFLE
ek, T TRAZERERERELEOEROE
BHICAH G L TEYHELRE L, MTRED
peak fE1% Cer A 81.6, 63.9, 16.8ml/min DERFIT, Fh
Zh 3.39( x5 1 BEfI# ), 4.37(#x5 3 BEffR ), 5.08ug/
mi($5 3EEMIE) TH Y, BEREREEIFBEICZSIC
DONEE %R L7275 Cer 3 7.0ml/min & 4RV EE T
i 2.83ug/ml & ARETH o720 BHEEEOBREIHEE
(27 B 1256 PZFX O REOIET A RIEEE 21, I
FRiBRE YR (T, & Cer A% 81.6, 63.9, 16.8 BL 7.0

ml/min OEFTEFNFN 4.21, 813, 7.056 B L 1UV10.81
BEEELCEEL, AUC b Zh#eh 1242, 3351,
61.42, 53.03g - h/ml LK HEMMABA LNz, —%
24 B T CORPENFIIENEN 65.1,73.2,71 3
FP121% b BIBELZEEFATHS P RETEED
720 BaEREs I M3XER%12 C PZFX 200mg A O#5 1
BIFBEEAD T, AUC, 24 BfjR T TORPEIX
X ZFNhFh 1.88 k¥R, 8.00ug - h/ml, 80.6%ThY,
Fx OBRBEEERD L, FEORHETHLHEGHERH
CEVIFEENRON, RPICERLPICHRESI S L
THERBRE, TREOETIRIZTHEENKTHE
EEZONT, MEOZ 2O BREOKTICHN
PZEX i3 b OB EE S h, MFICRHEETS
TERRLTBY, BRRMEROBICEREROZREL
B, BIEL LCCar Sl TAEEIONS,
IR 23R Y 36 B8 L UIRBERRGE 1 BUICfER L7
RERITAER 34 FIES) 3 BIT, SEDOEFFEILILI%NT
Y, MikTIZ5FP 4B5IH%, 80%DERER, BlER
BREYETIE 31 B 29 BIAER), AR I3S5% LEW
BRNELBZ, TREBRFENDELLFEEETHA S
aureus, H. influenzae, M. catarrhalis, P. aeruginosa {23+ LT
BN, F 72 S preumonice IZIZETREL Y THHE
7 MICs 3.13pg/ml) Z/R§ &, HARRER D ICE WL
REDVE O NERPAOBITOHBEHRBIFPTHLIZL
REPOREBLRERE VR LD, BIERIZERRNICIIE
WZAHLNTY, REBEE IFTREZRDLN, wih
DBEELDDOTEELDDIIEL ALNTELEIFERAT
EHFHNEER bND,
X 73
1) Fukuoka Y, Ikeda Y, Yamashiro Y, Takahata M,
Todo Y and Narita H: In vitro and in vivo anti-
bacterial activities of T-3761, a new quinolone de-
rivative. Antimicrob Agents Chemother 37:384~
392, 1993
2) Nakashima M, Uematsu T, Kosuge K, Tai M, Naka-
gawa S and Tsuda H: Pharmacokinetics and safety
of T-3761 in healthy volunteers. 32nd ICAAC, Ana-
heim, California, Oct. 11~14, 1992
3) REEIF—, /IMRET. 8 42 @ B ALEREFSR
&, HEI RV YL, T-3761, &, 1994
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Clinical pharmacology and efficacy of pazufloxacin

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, Yoichi Kourakata and Isao Nitta
Department of Pharmacy, Shinrakuen Hospital

Yasuo Honma and Nobuko Kitamura
Clinical Laboratory, Shinrakuen Hospital

We studied a newly developed oral quinolone antimicrobial agent, pazufloxacin (PZFX), and obtained
the following results

1) Serum and urinary levels of PZFX were determined after oral administration of PZFX 200 mg to
4 aged patients with renal dysfunction. The decrease of serum concentrations of PZFX were correlated
with the severity of renal dysfunction (Cer: 81.6, 63.9, 16.8 and 7.0 ml/min). T,, was prolonged (4.21,
8.13,7.05 and 10.81 hours), and AUC,-. was increased (12.42, 33.51,61.42 and 53.03 pg/ml) with the
severity of renal dysfunction. The urinary recovery rates of PZFX were 65.1, 73.2, 71, and 12.1% within
the first 24 hrs, with the lowest rate seen in a patient with severe renal dysfunction. PZFX was
administered to 36 patients with respiratory tract infection and 1 with urinary tract infection. Clinical
response was good in 34 and poor in 3, and the efficacy rate of 91.9%. Laboratory tests revealed elevation
of GPT in 1, eosinophilia in 1 and a rise of reticulocyte. However, these findings were slight, and no
adverse reaction caused by the drug was observed.



