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Ofloxacin O BRI 151 5 IR « IR PR
— 1 LE Lotk ontT—

WA Wl v BE- AT WA BE
E L BE

(VIR 30 )11 1IS2A) « 1)k 3 45 8 F1 21 H5230)

Ofloxacin (OFLX) ORI 55 1H1 1 B i Y 2 Waer) - ML st 2170,
LUK ot % ' 720

1) FY 4 S B S OFLX 200 mg BGiBOIMM O mMEDO E— 2713 1 Rllikic A~ o h,
W) 5.8 ug/ml T, b @IS 103 M TH - 12,

2) ROBEOE — 7132~ 4 BEHTYE 282 ug/ml, H5 % 24 Bl £ TORDEIE &
Y1y 52.1%THo 1,

3)  HE KB RR 3 L 45 61 (R & & 36 B, Bt 5 B, RE G R S E, WUMES 2 6) i
OFLX % 100mg & 713 200mg 1 B 1 @5 L, E®h26, B34 H, PLEHIH, KDY
68T, EMEIZB0%TH 1,

4) HIEFHRTIZ 428k 358 (83.3%) »SEHKk L, Escherichia coli, Citrobacter
freundii, Proteus mirabilis 7z ¥\ CHMTH o> 120

5) BIfERIIZFES 1 B, EIRRAMRY IFHEREY, FRERES, FBERY 2096
(20%) WwHsNTH, BFRLERERTHRICERL 1,

UtOB#ED, BREORBBEFELE L LANEREEICHL, OFLX1 H 1 Efkid
B¥hatkSkeELoNT,

Key words: ofloxacin, E##, 1 B 1 E#k

Ofloxacin (OFLX) 3@En i@ % & CC LV ITHE I. NRELUKE

AR bZLZED, BEBRECH L TILSAVLSH, 1. BRE TOENEE
WE, AWK L T, 1H300~600mg %2~ 3[E At oE#E 4 ZenRE L (Tablel), Fi
SELCEOREINTHDY, BREBECBT2EHEKRSE 1374 ~85& (FH80K) , hEFH34ke, MF
BT sRHRVEL IR TES Y, B OFLX @ JLVT7FZ U dFH1.0mg/dl TH B, JVvT T

E®REBECHTS1HIEREECOLT, BBH-BEKY =227 Y77 R (Cor) 334D FH35.6ml/
Wt 51T - 7, min £ PEFEOBREBTHASNT, B, 14
Table 1. Characteristics of elderly subjects
Case BW BUN Creatinine Ccr.

Age Sex
no. (kg) (mg/dl) (mg/dl) (ml/min}
1 83 F 27 24.0 1.2 ND
2 85 M 40 13.7 1.1 42.6
3 78 F 28 9.5 0.7 24.2
4 74 M 41 11.1 0.9 40.0
Mean 80 34 14.6 1.0 35.6

BW: body weight Ccr: creatinine clearance ND: not done

* AHEHARKE T 2-1501
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b EDRBTH - Lo

OFLN Ry bk, W10 4 60 4242 200 myg 4 £ 1T
L R BRI, ARG, 20 3 4, 6, 10, 24
BFDC v, I 242 L oo BRHDBENELE, 0~ 2
~d, d~6, 6~8, 8~12, 12 ~24lsM & T, %
HENAOLR 2PN L TR EE L, £ D%l
STt L, BRSO AR Fee LT 45 &
URP WL, it —y—xritB80LT
HPLC g & 0l 24t

Pharmacokinetic parameter (3 [fil+ 1315 o 315 i
% one compartment open model 2 H TIXHRH L
1z

2. [ERERRS

1) NREH

HREBEIL, 1986 4E9 A» S 1987 F 11 J| & T
MEHCABEL 72, H BV IZABEHR D 70 K2 S 103 4%
$TC (FHY81.18) D33%456, Fefl, 37
ThH3 (Table2), thH iz 25kg » 5 64 kg £ T, ¥
$139.6 kg Th o1 HIBONIL, BEHE X 36 B,
iz 5 @I, HHEMRAE, BIMESR 2HITH D, BERE
EERAE 13 0, YPEAE 29 B, HAE 3BITH o o, HEE
FRE I IIEHHERESEICED o N, AR &R
ENBELH L, 408 89%) nB/L-E0ThHD, H
LTEABEIHFI0H 28%) BHBEAT—T NV
ERFITH > 72,

2) L5 E-B5H%

BEHEIL, BEBEL6F P 166 (44%)
OFLX 100mg1 H 1[, B&HBX20H (56 %), At
%, MHEEGHE, BufifiE st L Tid200mgl 3 11E
BOK/S L1, f5HBE3~9HM (FH5.40
), ¥ 5513400~ 1,800mg (F##920mg) T
Hot. FRBERRIMOMEROHFRHIEIL Lo
720

3) FhRYIEEHE

CHEMOTHERAPY

NOV. 1991

T D SOL VAR SEE L )ick - %: 0 ZOPAN

Wl IR 3 LILANICIH S i B L, 1 AR
AN CRE @8 125 1Bk LI b D,

{18 1 MIMBANICHER L, CRP %285 1cREEF R
LS. AONAKIN DN

XA MBI IZ S B 8, ) % bR
AT I o, CRP 280 e REETTB.OH%
WAL b D,

e WEAAUN I3 7 <, BRI G 2 RKBEL T L RS,
FOROIBIC Ao DREFEDBBONIL P16 D,

MR, PREOEM L D EMK, &
o KRR, 14, TWIEHEL T,

4) WM

WIERNCIM L Tid, FE#, R 7% £ OMIKERK, @
Wik, M/, AP, Wikt £ %, OFLX&50
i cHBL,

. R |

1. EeE ToORNENIE

OFLX 200mg NS L1 a0MmMEPRE L
ZOHB% Table3, Fig. 1 o7, fEfI] & 213G
LI THR L, /i, fEHI3 & 4 FETECHELEY
WETHEL, 24 KM ERIMERRUTEL >, 4
$OVHETHD L, BE5%k 1BET5.85ug/ml &
E— 27 %5 L, 10 B 2.63 ug/ml, 24 B¥felé 1.18
ug/ml THo 1o, M (T,.) 8L UCMPRE
iR FEiA (AUC) if, S@E THBL2H
LIEBETHRB LI 2HOMCKERERSIDON
t2bs, V¥t Th, 10.3 B¥fE, AUC89.7 ug-h/ml
ThH-1: (Tabled),

RE OMBILER 1, 3, 4 TRES5®2~4H
flice—7sdiash, LIGwmKL 205, EM2EBIN
SIHLUBHBETHEL, t—2R@ashkdrolk
(Table5), RYBE X FHHETHL E, E—T K2
~ 4 R T 282 pg/ml, LALMBLL, 12~ 24 BET

Table 3. Serum concentration of ofloxacin after p.o. administration
of 200 mg to elderly subjects

Case Serum concentration {(ug/ml)

no. 1 2 3 4 6 10 24h
1 7.87 7.03 6.38 5.07 5.05 4.26 2.77
2 6.97 6.51 5.05 4.79 3.86 3.21 1.96
3 3.88 3.94 3.46 3.55 2.22 1.58 ND
4 4.66 4.32 2.98 2.55 2.16 1.48 ND

Mean 5.85 5.45 4.47

ND: not detected
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0D Lo A NS0T

Serum concentration (ug/ml)

b 64.8 ug/ml &L, K5tk 24 K5I £ T 0 R [E]
WKL 52,1 % Chh o T (Fig. 2),

2. [HIARMRES
1) IREBRERE

ERUDFRE AT, BIDEEIR IR S, R
Frll, BRARME O, BEBR LWL 72,
PRI MR 1 36 Bl ep a2 B, (728 41, XAi%)2

Table 4. Pharmacokinetic parameters of ofloxacin
after p.o. administration of 200 mg to eld-
erly subjects

) Cnax Tonx T AUC
I \ \, Case

1234 ¢ m v (ug/ml) (h) B (h) (ug+h/ml)
Time (h) 1 7.87 1.0 16.7 168.3
Fig. 1. Serum concentration of ofloxacin 2 6.97 1.0 13.3 117.5
after p. o. administration of 200 mg to 3 3.94 2.0 5.8 37.5
elderly subjects. 4 4.66 1.0 5.4 35.6
Mean 5.86 1.3 10.3 89.7

Table 5. Urinary excretion of ofloxacin after p.o. administration
of 200 mg to elderly subjects

Urinary concentration (ug/ml) Cumulative
Case recovery
0—-2 2—4 4—6 6—8 8—12 12—24h rate (%)
1 232 294 282 183 174 82.3 43.5
2 59.4 85.2 56.8 96.6 95.0 82.9 53.9
3 185 332 190 135 150 45.9 45.1
4 226 417 269 193 63.3 48.2 65.7
Mean 176 282 199 152 121 64.8 52.1
300

oo

=3

=
T

100+

Urinary concentration (ug'ml)
A
T

._.
11'9

| []

0~2 2~4 4

~6 6-8 8~12 12—24 0-~24
Time (h)

60

50

440

—30

20

Urinary recovery rate (%)

Fig. 2. Urinary concentration and cumulative urinary
recovery of ofloxacin in elderly subjects (n=4),

200 mg p.o.
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B, MRNAH T, HYEE. 3% T o o (Table
2)s

WA 7 —F ABHOHNN O (12805, BHBI
10 5 T 12 80 “o, A AI B 26 B T3 84.6 % TdH >
A

BERG T, 100mgl H 156016 6 Tid
87.5 %, 200mg 1 F 1 [al8 B 20 BT i 80 % O A1
MK THo T,

MBS IRk 18 4, —Es%k 16l
LA, EERAREH, ~E1H, CH6HITH D,
Escherichia coli, Citrobacter freundii, Profens mir
abilis, Kichsiclla pncumoniace 2 WA TH - 1oy

D AN DWT, 84, LB GERT) &
Morganella morganii 3t & 1L OFLX 100mg 1 H
1[E 4 AR S LB U rchs, S AFE5 THE
BEHIEL T, 700, LB GERF20) & E. coli
EABEBRLEHL, AK 200mg3 HiEKRS L
7D ER T, ceftriaxone WEHE 1gWH 2 BKE
TERL I, 82/, Lfl (GEFI22) 3 E. coli i
At U AH) 200 mg 4 HIER S L 72435, Enterococcus &
HRERLUBEBASECH TR L EREE Z I, T6H,
B GERI26) TIIAF 200mg5 AMIERL 7
7, Pseudomonas aeruginosa (3% 34, minocy-
cline X & ceftizoxime IZZH LERL 72,

2) MoR

ffi% 5 FlhERh 3 Hl, LLEM1IH, BH1HTSH

CHEMOTHERAPY

NOV. 1991

- 2 (Table2),

M PR TIIEZN, TEE 18, TH3§iT
J)', /-.’o

Mo 18274, M GEHI8) T, WEX
BRI R & B, K L D P aeruginasa 1
HEH SN OFLX 200mg 1 H 18 7 H¥R5L 7
N, BREOWHIEA TR L HE, cefotiam iz
ZH UL 720

3)  HiIHRERE

2H 1B, DI E I T H 5 1
(‘Table 2),

MNP s 80 1, B GEFI43) T, BAEICHESE
e gesiEw nt LOFLX200mg 1 H1 B4 HE &S
L. MBI 012 & N BRAE © ¥ L 7248, CRP it
AETHEHEE LT,

4) BUmAE

20 bEBmIc L OFLX 5% MBS OER
DB E. coli L¥IBAL, REEBEIE W &6 L 7-HunfE &
2ZM¥r L7 (Table2), AA200mgl1 H1[E7HMD
BETHEME, ERERLADEHEL .

ER % =T (Fig. 3), 81k, &t (FEH 45), &
REBICHOEEEERESH D AR THoEL
%, 198612 H1 HL DB, BE HESHE,
REBAE D, BEBRE L TEFERLEL -, EH
DM & VREE» S E. coli BRE & h - o3&
WWEDEO LR, dHEC RV TROEREL

Dec.1986 1 3 5 7 9
e T T T T T
39 r ofloxacin 200 mg/day

" ——'J\
37

ESR (mm/h) 90
CRP 6+
WBC (/mm*) 4,400

Blood culture E. coli (4°

Urine culture E. coli (A)**
*MIC=0.05 p#g/ml

**MIC=0.05 pg/ml

Fig. 3.

Wl \kV/\v/\V/\\\_J/\\*\J/

46
1+
2,900
(=)
(=)

Serum levels of ofloxacin 1h 6.44 #g/ml
(200mg P.O. Dec. 8

10h 5.21 ug/ml
24h 2.67 pg/ml

Case no. 45, 81 y.o. female, sepsis with urinary tract infection.
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Table 6. Overall clinical efficacy of single daily dose of ofloxacin
. ' No. of Overall
Diagnosis . Excellent Good Fair Poor efficacy
patients
rate (%)
Pyelonephritis 36 2 28 2 4 30/36 (83.3)
Pneumonia 5 3 1 1 3/5
Biliary tract infection 2 1 1 1/2
Sepsis 2 2 2/2
Total 45 2 34 3 6 36/45 (80.0)
Table 7. Bacteriological response classified by organism isolated before treatment
No. of . Elimination
Isolate . Eradicated | Decreased | Replaced |Unchanged | Unknown
strains rate (%)
S. aureus 2 1 1 1/2
Enterococcus 1 1 1/1
GPR 1 1 1/1
E. coli 18 13 1 1 3 14/15 (93.3)
C. freundii 5 3 2 5/5
K. pneumoniae 3 2 1 2/2
E. agglomerans 2 1 1 1/2
P. mirabilis 5 3 1 1 4/4
M. morganii 3 1 2 2/3
P. aeruginosa 7 2 1 2 2 2/5
P. stuartii 1 1 1/1
M. catarrhalis 1 1 1/1
Total 49 27 4 8 3 7 35/42 (83.3)
1o M ERDLSHBESNIE. coli iZx3T B2EHFD Table 8. Abnormal laboratory findings
MIC i20.05 ug/ml AT TH o 720 72, KEIKST Item No. of cases
HECMPBEBELZHIEL-E 25, 1R 6.44 ug/ A .
ml, 10 B§RS% 5.21 wg/ml, 24 B5f% 2.67 ug/ml © cukopema
_ Eosinophilia 2
E%RRL 7z, .
W R 45 Bic #5175 OFLX 1 A 1 [ Neutropenta :
- Eﬁ%%“% E 45; < B I Elevated GOT 2
BREHICE T 2 BB, ER2H, H234 B, Elevated GOT, GPT, Al-P 1
PRHEMNIG, MEOBIT, HHEL % TH T Elevated total bilirubin 1
(Table6), Tomal o
" ota
5 MHEFEZR

S6TIE, BEEK 20 5, —EHE LG, B 46,
BRA 76, TE26, TBHI1LFITH- .

B &S iz 49 SR EEIE 27 &, WA 4Bk, BER
kK, IZ3#k, ABHTHKRTHD, BIHAFE 3833
% TH ot (Table?), @R T, E coli, C.
freundii, P mirabilis 'z ¥ DIEREZE L, — A,

R D3 L P. aeruginosa 2 Bk, Enterobacter
agglomerans 1 Bk TH > 72,

A FH 5% 0 HBEE X Enterococcus 3 8, P. aer-
uginosa, Candida albicans % 2 ¥k, 77 LBGHERE
BIKTH- 71,
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6) WA

RN SRA 1), AN L5 & B2 0 H DK
A (Table 8) XFMERFED 1| B, 4rMRERME Y,
Freh BRI Y, GOT ER& 24, GOT-GPT-AID |
W, BEYLEY Y S Lo, wih
LAF ORGP W £ D&M LT LA L, MRAEARN
D45 B 9B (20 %)) RIS, F
OBRERBEDOLDOTH- 1,

1, = =

B-X YO 4450 T OFLX 200 mg £
KESREOENBEBERN L /28 25, Mg
T3 80 &N D 2 o3 EilIE ¢, 70 IRD 2 #03il %
W U(EHRE THB LERIC L 2 2 0ia o i s,
MPME B & UFOHR & BAIAEY D DR LD D
Wit Cer E DI —FEDORFRRRES N KMo 1, B
EHOEYMBNC 1F, HBEREEOIE I L 31,
Thbb, BHEHFMOLESR, FREEOET, B
BB 3RNAEROMEY, NBORROET %%
COBBRMBBEETZILDOEEZONDEY, LTzdo
T, BEHBCBI 2RO OMPBERS I IZBEAZE
BHLNEDN—KRHEBbN 3%,

OFLX 0E#IE TORHNEELBERAICB TS
OFLX 200 mg £ O % 5 BF O B H1% (Crax 2.12 ug/
ml, Tnax2.61h, T1,3.13h, AUC15.2 ug+h/ml)
LHET DL, BEET G HEEETL, Tha i
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OFLOXACIN IN GERIATRIC PATIENTS: EFFICACY
OF A SINGLE DAILY DOSE

Kanzo Suzuki, Satoru Adachi, Toru Matsuura
and Toshiyuki Yamamoto
Department of Internal Medicine, Nagoya-shi Kosciin
Geriatric Hospital, Nagoya, Japan

We investigated the effect of a single daily dose of ofloxacin in the treatment of geriatric patients
with infections. The results were as follows:

1) Four elderly patients were given 200 mg of ofloxacin. A peak serum concentration of 5.8 ug/
ml (mean) was obtained at 1 h after administation, The 7}, was 10.3 h.

2) A peak urine concentration of 282 ug/ml (mean) was obtained 2—4 h after administration.
The cumulative recovery was 52.1 % at 24 h after administration.

3) Ofloxacin was given to 45 patients (36 with pyelonephritis, 5 with pneumonia and 2 each with
biliary tract infection and sepsis) at 100 mg or 200 mg once a day. Of the 45, results were excellent
in 2, good in 34, fair in 3 and poor in 6 cases. The clinical efficacy rate was 80 %.

4) As to bacteriological response, 35 of 42 strains (83.3 %) were eliminated. Especially against
Escherichia coli, Citrobacter freundii and Proteus mirabilis, an excellent result was obtained.

5) Pyrexia was observed as an adverse reaction in one case. Abnormal laboratory findings were
neutropenia, eosinophilia and abnormal hepatic function in 9 cases (20 %) and all improved after
medication.

From these results, we conclude that a single daily dose of ofloxacin is a useful option in the
treatment of elderly patients with infections, especially those of the urinary tract.



