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Nafcillin (NF-PC) 1% Wyeth B %8 5 TP 3 X = iiif
YT F o BRE O ¥4 Penicillin Td %,
bhtbhRAflicont?2, 3ORETED2eDT
DT Zoliir®Ed 5,

I Coagulase BT FIEEORZMH

1. ik

PRk Coagulase Bk~ ¥ v BRI 151D NF-PC
IT0d 2 IR % SERMHIEIC L O lE L7z, A
R pH 7.2 © heart infusion agar T, FEHIDOFR
%5 100 mcg/ml 75 0.1 meg/ml FTD 2 ERRT
HBo 245 Bouillon EEHED 1AL FE (WX 1.0
mm) &R FICHEBRIICTIER L, 37°C, 4Rk
#h, HORBEMLTRICHELsN/IEELS DT MIC
& L7z, [IfIC Dicloxacillin (MDI-PC), Flucloxacillin
(MFL-PC) # X 0¥ Penicillin G(PC-G) ICktd 5 &bk
BE S HOETTRO BRI L.

DT, EICmFEERINL 7 8A ORZHEEOLD)
M9 % 7odic, pH 7.2 @ heart infusion agar IC
ThENI0, 25 50%DERICKMBEZRML, TV
BRE 209 P 24 & L T2 OREZMEAE JIE LT,

2. BRAK

NF-PC icx4d % Coagulase Btk 7 I o7 BRE§ D & 1
B 1ICRTTEL, 28D 0.4 meg/ml Fiidzhll
TeRBEZMIEEH, MDI-PC, MFI-PC 72 XD isox-

1 Nafcillin (23393 Stoph. aureus DB S

MDI-PC

15
PC-G
10 | -MFI-PC
No. of
strains /
5 + Nafcillin Nafaillin
Staph. aureus 209P
MIC : 0.2mcg /ml

0.1 02 04 08 IA»G 3.1 63 125 25 50 100
‘MIC  meg/mi

azolyl-PC T Uit 2 iF R MERRRE £ 10, 70k, 1BHEE
BEikk 209P @ MIC 3 0.2mcg/ml TH5,

B BIEEZRMU 7B O 7 F 9ERE 209 POKRSE
HRE1OZELT, MFRESEINT 31N Z DR
ZHRETT 2EWERL, MEE50%RML 7EHE0
MIC BERMOKIC 5T 8B FE L 78D,

£ 1  MERNOF

Scrum| Nafcillin lMCI-PC

MDI-PC i MFI-PC

0% | 0.2meg/ml 0.2 0.2 0.2
10% ‘ 0.2 0.2 0.8 0.4
25% 0.4 0.8 5.2 0.8

' 1.6 3.2 3.2 3.2

50%
© Test sirain: Staph. aureus 209P
U Penicillinase [C k2584
1. ik
PC-G @ MIC 28 100 mcg/ml Pl E % 7k 35558 H
Mtk 7" 1 2 BR B 0D 168 ) Bouillon B3R Bk Dk Liic

NF-PC, Cloxacillin (MCI-PC), MDI-PC, MFI-PC %
U PC-G ZB0DHD 10meg/ml O ¥ EFITHRML,

X2 Penicillinase (Staph. cureus] 0
Nafcillin (2$ & (X ¥ 224

Concent
ration

meg/ml

Min
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37°C <304, 1, 2BsRGEEE L 7-th, JRES PC BE DIRPEEARIE L, DVT, RAOEEICKHNER
ZEBEICLDAEL I, B UTRPEHEE KD, FHEEOH»S 6 K

2. FRAE T TORBERREREEL 2,

H2oE, PC-G B3R 2BHTEENENDT
AT 0.2 meg/ml E732DICKLT, AKX 7.9 meg/
ml D7 ¥ vEREA PC & RIFRIC Penicillinase
Kt U CTRE LIz Il R LTz,

NV m + B

1. H¥k

R A 4 FlAxtgic NF-PC 250 mg % BERZSiER
T 1EIRRS, 3057, 1, 2, 4, 6K:RI%ICERMD,
PoBE S-8 MR RERE L7 EFH:, standard 3 pH
7.2 OMBBEHRMIC L VMPEEE AE L. DV
T, AK| 500 mg 1 EINREOIMFEE S REBIC L TR
ElTo

2. Bk

R 3R, MHPEED peak {3 250 mg, 500
mg WFNOFBEICHAIRE I KEICH D, 2hEh¥
#5 0.17 mcg/ml, 0.75 mcg/ml &R MEMEZERL, Ll
%, BIEL A5 6 B TIRBIMEE L 150, LrL
NIREZEMT 2 L 2hick#IL ThhEEDO LFHT 3
EAHFRD S,

E3 Nafcillin ® MR E

Oral

1.0+ 4 Adults cross over
Serum
levels
500mg
0.5
meg /mi
250mg
e 2 4 ﬁﬁ

Hours

V RIS KIUT clearance

1. HE

NF-PC o #EERIE DKL, [ R 1< FR gkt & filE
L7ze T8 B, KK 250mg X0 500 mg PIARE
0~2, 2~4, 4~6KOKREFRRRL, Mmrh
AL FRARICIAE S-8 MERERE LIcERIECK

AKIDB clearance % KA 4 F% %t 5 1T bioas-
say ICK DHEIEL 7,

2. pRi&

250 mg B X 500 mg PR 6 B % T DRHIENR
RIF4ICRTTEL, 2hENT ~8.1%, 8.5~11.4
% L ABFERT HDl,

Ft2, KKIDH clearance fHIZER 21CHBTEL, F
¥ 163 ml/min. T&% Y, PC-G, Ampicillin (AB-PC),
Carbenicillin (CB-PC) 73 &iCL L RTHED & EER
L7zo

E4  Nafcillin @ R ep Bkt

Total (6 hours)

[J 250mg 7~8.1%

500mg 8.5~11.4%
Recovery

%
44

Hours

#% 2 Nafcillin ®% Clearance &

Antibiotics Renal clearance
PC-G 636 ml/min.
AB-PC 312
CB-PC 465
Nafcillin 163

vig & #
1.
{kE 250 g pijth ® Wistar & rat 2fL, NF-PC

200 mg/kg, 400 mg/kg, 800 mg/kg AR H L O IREE
D4 BT, KRBEOIUE LTk AMEIC & B A
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FIOBANDHBEL BRI LTz, ERIPHPRIEREN DK %3 B M & m R
Pk cage T‘ﬁﬁlﬁ;, ﬁ;zzgaiﬁgéﬁE%mmf; %Z - Light microscopic Fluorescent
X7, 14, 218 Hicl 3 L BLT E : . .
%, 7 creatinine 7 5 ONC B AT A BA L7z, o |Disial .| G| mieroscopie
1335, BR24ERIRTIC Oxytetracycline 2.0 mg/kg %2 ;&%/kg _ _ § B _
FIRE DFIEL, Tetracycline DRENAEEIEALLE 400 + - | - -
HRBBEEE ORI S b TT D, 80 |+ + } - -
2. R
1) RAH H6 REEE 5 o
M50CE<, HiEMABETEIEELE b REARYE N 400'"‘{'9
THotH, 21ABETIX 800 mg/kg HHBICENTO ]. 800~
AIREEAEZBHCR DT,
9) RBEE mOsm/ kgH, 0
M6 D&, 400mgkg 35 L* 800 mg/kg fFFEE w0d x % % x % x x
@7 AEDRBBEEIR 2000~2300 mOsm/kg-H,O & %t O X X 00O
WBHC ¢ & N TREDETFA T, 071999 | ees
3) MApRKER 2 » 9 ¢0
7Oz &<, 800 melke, 217 B 6 @ 1 Flicfush 2 co | ®
REEF 28me/dl LBED LREB B, MIZHE g 2007 ?
HEOMICEBEORES BRLHOI, 3
4) Il creatinine 5
K8prEl, EHEbMRELOMICERDELT
WIS Df, 1000
5) BHRkERR
KIDT LKL, 400mg/kg HERAETEMEME LR O
REOEM, 7, 800 mg/kg EABTIHEMRMEE L 7 14 21 days
X Control
E5 RE & * Contrel B7 nhREER O 20ngig
O 200mg/kg > 400 ~
D> 400 - ® 800 -
® 800 - ng/dl
b 30 -
°
+
(OIN( ) [ ) )
£ 204:28 60 | 803
’g + eoeo 3 X X X X X X X
o)
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— | XXXDDY | XXXDDD [ XXX DDD
0000688 | CO0Ceee | OO
7 14 21 days 7 14 21 days



CHEMOTHERAPY

SEPT. 1971

708
X Control
X8 Ini# Creatinine O 200mg/kg
» 400 -
800 ~
ng/dl g
34
g 21
£
® »
L t.
S el e oo R
g O X < é x ¢ °
@ >0 19) 4]
n X X X [ ]
14 @® O X
O X O
X
7 14 21 days

B2 DIRIES & OZEE, SATRME B O OFREE R
Hlco

Tetracycline DFERIECREZEJEA L 7o A F| O 1S HRLELRE
FICETERIATRESITGRTCEL, KBEE bICRM
B ERICERSERED S tihot,

VI BRI OUICHEE

1. R

Wyeth BFZEAT DA% T2 Nafcillin OFE spectrum
BFEELT gram BHERB KO gram RHEIRETH S
A, EQICTFUREICH L TRIFERZHERL,
KLEIN 5 & A KA Penicillin G &2 M 7 F oEREIC
0.2~0.8 mcg/ml, i} 7°F v EREIC & 0.4~0.8 mcg/
ml OIFRZFWERLICEHEL TV B, DhbhoDmk
#&d Coagulase Btk 7' F v ERE B AFNICH LT 04
meg/ml, ¥z Z 0L TFORZESHER LI

RINMAERICH CTCKRZHESETT S Ll
RosenmaN, KLEIN 54D TE Y, MEERAEOHES
NEELTHWEbDEHESN S,

AFIIE 7 N o RREICH L TROBIE AR T DR

MCI-PC, MDI-PC [Gj#§ Penicillinase D 284 5%113
WiehEEZ oM 5,

2. [MAERE

bhbhiRmpEERTEICE L, standard 2 EEEE
KRIRCITIE o7 5 B, 500 mg PIAREED peak 23 0.75
meg/ml &ML 7 F v BRE M isoxazolylpenicillin
& DIRVEAEE X /o h8, WHITEHOUSE 5 A% 1.0g O
NIRRT+ smpEERZ Shlshofic &2 EL T
N3,

AFIMBEEE E ORAENE L, M EERIEICE
LT standard Z i, 7z 35EE HRTHRYT 25
KX OTRIERBICERET 2, Chi34%kE SICkRF%E
B ERETHA 9,

3. FRepHEME K OYFF clearance

AFIOPEMRKITELE L THHTH 5 wRPA~DHE
MR DisnEvbh T s, bhbhd 250 mg
B LY 500 mg 1[EIAMRE 6 Kl % T DR EIRF & 4
10%Tdh 1, isoxazolyl-penicillin i€ & X TIX 2 hIC
BETHD, 72, & clearance & 163 ml/min. E1§
xR LT,

4. TRAERREEE

Rat {CKE® Nafcillin 2 EMRER LB OBREET
BT 2 8AE DT MDD, £ OIREI gD
TRETHO, KKIOMEDOERETIIHTRFEEDRILI
BFEALEBNWEDERDN S,
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A LABORATORY STUDY ON NAFCILLIN

YasusHur Uepa, Fumio MaTtsumMoTo, NOBORU NAKAMURA,
ATsusH1 Sarto, Kazuo Nopa, JINGORO SHIMADA,
Cuizuko KoBavasui, Masauisa Omori and YuTaka Nopa

Department of Internal Medicine, The Jikei University, School of Medicine, Tokyo

The results obtained are as follows:

1. Antimicrobial activity ,
Coagulase positive staphylococci, both sensitive and resistant strains to Penicillin G, exhibited sensitivity
to 0.4 mcg/ml or less of Nafcillin. This antibacterial activity was hindered by the presence of serum in
test media, probably due to protein binding of Nafcillin. The potent antibacterial activity exerted against
Penicillin G resistant strains of staphylococci might he owing to stability of Nafcillin, as in the case of
Cloxacillin and Dicloxacillin, to penicillinase.

2. Serum concentration
With oral administration in a dose of 500 mg, the serum concentration reached to the maximum level of
0.75 mcg/ml, being less than isoxazolyl penicillins, when assayed with the standard curve of Nafcillin diluted
by phosphate buffer. Due to high serum protein binding, assayed value of serum concentration varies by
the standard curves (e.g. serum dilution, phosphate buffer dilution).

3. Urinary cxcretion and renal clearance.
As Nafcillin is mainly excreted into bile, urinary recovery after a single oral administration in a dose of
250 or 500 mg, was about 10% being much lower than that of isoxazolyl penicillins, during 6 hours after
ingestion. The renal clearance rate was 163 ml/min.

4. Renal toxicity
In rats given large amount of Nafcillin for a long period, there appeared some influence upon kidneys,
but it was very mild. Therefore, it is presumed that with ordinary dosage Nafcillin would not induce renal
disorder.



