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Cefatrizine (LLF, CFT 2B83) 3kE7 Vv A b
HRMCE VTR IR EARE 7 7 » AR Y v REE
OH4EHF T3 5, 7-Aminocephalosporanic acid © 3
Mty 7S - A BYHBAL, & b7 p-hydroxy
-D-phenylglycine ©7 v A fbL = b O T, % DO{LEHE
¥R Fig. 1 orssbThi,

Fig. 1 Structure formula of CFT
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TH5D eABEIN TV S, FAXRARERC X5 T
IBIRNEHN, FHATRELACRBINAT, KES
RELTHENERFELLE 2T L LTRPHEESh
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1. WHESHED Staph. aureus 33 XVt Streptococcus
B) w35 CFT o MIC

FEHED Staph. aureus 42 BRI T 5 M 545
1L 0.2~254g/ml b, MIC o v — 7 1.56ug/
ml whbhic (Table 1), %7, HESEED Strepto-
coccus (B) 16 #Rext35 CFT oRAEM:S7iL 0.025
~1.56 ug/ml @b, WHEHKIZAR LR (Table 2),

2.  Haemophilus =33 % CFT o MIC

FEHMED Haemophilus 8 ¥ficxt+% CFT o MIC
11 0.39~12. 54g/ml i bt (Table 3),

3. Cefatrizine @ Staph. aureus 209P izt %
HEFERR IEF A

CFT o Staph. aureus 209P Fioxt3~ 5 BEHERH 1L 7F

Table 1 Distribution of Staph. aureus to CFT
MIC (u#g/ml)

No. of
strains

0.2 10.39 0.78|1.56|3.12|6.25[12.5[25.0

421\31155372

Table 2 Distribution of Streptococcus (8) to CFT
MIC (u#g/ml)

No. of
strains

0.025’0.05 0.10.2 |0.39 0.78 1.56‘3.12

16 6‘521}0111

Table 3 Distribution of Haemophilus to CFT

No. of MIC (ug/ml)
strains 0.39]0.78|1.56 | 3.12 | 6.25 | 12.5
8 1 2 |1 4

Fi% Biophotometer (Jouan) % \~7c SFA MR B
Ut=o Staph. aureus O EAYL 105 M TH D%
Eﬁﬁﬁ L'I"Co

CFT 250mg PER#ED 1, 2, 3, 4, 6 K] o miF %k
L, 10 2 FEWRL, Staph. aureus %yEiNL, HEFE
s LIS TEA Y A& Lico 1, 2REOMmET
HOMELSELACIEH LTwAA, 3EMomE T
ML ERT, fiar kv v (Fig. 2),

F#c, CFT 500mg MR ® 1, 2, 3 Ko mE T
E O A ST LT B HiE G bt (Fig. 3)

: m s ® B

MAPEE O HIE I, BREHE & LT Sarcina lutea
ATCC 9341 #p&fER L, REtci, SL-15 #EH
Lizo FFWciz pH 6.0, 1/15M o#%E: buffer % R
WD » TERC X - Tfik o T

KA 2 ANieouT, CFT 125mg PR O Il s o>
SEH(EVE, 1BERT 1.7 #g/ml, 2 BER 3.4ug/ml, 4 BER
1.3ug/ml, 6FfH 0.4xg/ml TEXOY — 713 2 KilEic
Zbhie FEA 3 ADWTAHK 250mg HRE >
IR OFEHME, 1M 2.8ug/ml, 28R 7.0ug/
ml, 4 3.24g/ml, 6K 1.34g/ml Tl o
-2k 2R A bh, 6 RIS S EBE L MR L
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Fig. 2 Anti-staphylococcal activity of CFT (1)

T.N. 24yr. M
CFT 250mg per os

ug/ml Cuntr(ll_,——//h

_3h

1.2h

Fig. 3 Anti-staphylococcal activity of CFT (2)
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K.K. 25yr. M
CFT 500 mg per os

-

N

pioee e o DU

TWBZ ENBE I hic (Table 4, 5),

o8 R E
A>T CFT 250mg PRREE 2 Ryfd o LSRRG
¥ L0 O BREOEBABE 2RE Lico FEEIL
MR RIERCEE U T oo 2 FI0 LSRRI
EEix 0.9~1.0xg/ml, 2o REEMKIEEX 0.8~1.0
ug/ml TH 7 (Table 6),

B K K &
HBIRGERHRYEIC o\WT CFT #5112 X 5R%2 1T
75 o lco TRIEXTBUTEEAN 49 42 10 A2 LRI 50 £ 8 B
Chic’ 11 7 AR BEEE R RAEERhc s %

Table 4 Serum concentration of CFT
(125mg p.o.)

ug/ml
Case Age Sex

1 2 4 6h

1. H. 28 M 1.8 3.8| 1.4 0.5
2. K. 21 F 1.6 3.0 1.2 0.3
Mean 1.7 | 3.4 1.3| 0.4

Table 5 Serum concentration of CFT
(250mg p.o.)

#g/ml

. Case Age Sex
1 2 4 6h

25 M 3.3| 80| 3.6 1.5
23 M 2.4 55| 30| 1.2
26 F 2.6 7.5 3.2 1.4

W e
v gz

Mean 2.8 70| 3.2 1.3

BHECOWT T o

BEE, RARBWTX1 HE 750mg » 3[ECS
FTHRIE, ¥FECB\WTL1HE 375~500mg ©
BT e, PETIE 10~15mg/kg D ¥ F A owr oy 7
% 3~4 ECGT THRI®,
BRGEOYEL, By 6 HEUACKHE L -bO%
24, HRCT HULEBELL OB IVER L D%
B, HEOKLORES L LTHE L,

1. fbiBHhE S 31T B R

1) H7eAFREC L EERE U LBFE L9
B (GHESF, BME46) T, EH3H, B3
B, &%) 3 FORMET 4~14 HEOB G Tiioto &
SREIERIIZD bhigh o lco BMIETIT 5 EZG
V% Staph. aureus L FBEORARIIEA T, o146
L Staph. aureus HEEH X h, AFw XL 12.54g/ml
Dt # R LICHERITH » 7o (Table 7), KICEEG % B
77:\‘—3‘60

fE ) TF & ERE(BREFER

BRE 2HMALEF»OERAHD X IKRD,
FAF1 49 4211 A 28 HERKBE L 7o

Table 6 Concentration of CFT in tissues
(2hrs after 250mg p.o. administration)

Tissue (u#g/ml)
Case| Age | Sex \Serum Maxill. mucous |Palatine
membrane tonsil
1.N.| 25 M 8.0 0.9
2.M.| 23 M 5.5 1.0
3.S.| 26 F 7.5 1.0
4.0.| 19 M 6.0 0.8
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Table 7 Clinical result with CFT administration in acute suppurative otitis media
Sensitivity Dosage )
Cases [Age|Sex Diagnosis Organism Daily [Dura- | Total esféggs ﬁ:su-
PC [CER|ABPC| CFT | dose tion| dose
(mg) |(days)| (mg)
1. M.Y.[ 30| F | Acute o. media Staph. aureus | + | H | + |6.25| 750 6 | 4500 | — —
(L) | Pseud. —|{— 1| — [>100
2. 1.U.| 46 | F | Chronic o. media | Staph. aureus | — | H | — |3.12| 750 | 11 | 8250 | —
(R)
3. S.0.|43 | F | Chronic o. media; Staph. epiderm. | | # | # | 1.56 | 750 7 |5250 | —
(R
4. U.S.| 52| F | Chronic o. meidizﬁ Staph. epid. + | H| + [1.56| 500 | 14 | 7000 | — +
L
5. T.K.| 22 | M | Chronic o. media | Staph. epid. +  #| H |1.56] 750 8 | 6000 | — —
(R) | Pseud. —|H#| = [>100
6. S.G.| 7| F | Acute o. medéa) Staph. epid. H (| # [o078| 375 4 [1500| — | H#
L
7. Y.Y.| 43 | F | Acute o.media) No growth 750 6 | 4500 | — +H
(R
8 T.R.| 29| F | Acute o. medéa) Staph. aureus | — | H | — |12.5| 750 6 | 4500 | — —
L
9. F.R.| 7| M | Acute o. medéa) Haemophilus H | H | H# (078 375 6 |2250| — +
R
Table 8 Clinical result with CFT administration in paranasal sinusitis
Sensitivity Dosage .
Cases |Age|Sex Diagnosis Organism Daily [Dura- | Total esféggt_s %Zsu'
PC [CER|ABPC| CFT | dose tion| dose
(mg) |(days)| (mg)
1. K. T.| 40 | F | Acute paranasal 750 | 12 | 9000 | —
sinusitis (R)
2. D. 1.|34| M | Acute maxillary | Staph. epiderm.| # | #+ | H# |0.39 | 500 6 | 3000 —
sinusitis (R)
3. H.K.| 31 | M | Acute paranasal | No growth 750 6 | 4500 | — —
sinusitis (L)
4. S.N.| 43 | F | Acute paranasal | No growth 750 | 14 (10500 | — +
sinusitis (L)
5. 0. S.| 11 | F | Subacute parana- | Haemophil. M|+ H+ [1.56| 500 10 |[5000| — -
sal sinusitis Bacill.G (+) | H#+ | # | H# | 0.049
6. H. N.| 46 | F | Chronic parana- 750 | 14 (10500 | — +
sal sinusitis (R)
7. U.R.| 37 | F | Acute paranasal | Haemophil. H |+ | # [078| 750 | 10 | 7500 | — H
sinusitis
8. Y.N.| 34| F | Acute paranasal | No growth 750 6 | 4500 | — +H
sinusitis (L)
9. S.M.| 15 | M | Acute paranasal | Strep. (B) H | H#| # 005 500 6 | 3000 | — +
sinusitis (L)
10. M. T.| 21 | F | Acute paranasal | Diploc. pneum. | 4 | 4 | H# | 0.2 | 1000 6 |6000| — +
sinusitis
11. S.0.| 1| F | Acute paranasal | Haemophilus #|H| # [1.56] 100| 10 | 1000 | — +
sinusitis
12. H. N.| 12 | F | Chronic parana- | Diploc. pneum. | + | # | # |0.2 500 6 | 3000 — +
sal sinusitis Haemophilus H 14+ # 025
13. U. R.| 8| F | Chronic parana- | Pneumoc. #HiH| H# |02 375 6 |2250 | — -_
sal sinusitis Haemophilus H I H| #H |6.25
14. U. I 6 | M | Chronic parana- | Haemophilus + H | H 150 | 13 | 1950 | —
sal sinusitis
15. Y. M.|2.5| F | Chronic parana- | Haemophilus + | + 4+ [312| 375 | 14 |5250 | —
sal sinusitis Pneumoc.
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Table 11 Clinical results with CFT administration in otorhinolaryngological infections
Clinical effects
Diagnosis Cases
+H + — Other
1. Suppurative otitis media | Acute 5 3 0 2
Chronic 4 0 3 1
2. Acutg suppurative otitis 30 23 4 1 2 (Eruption, Diarrhoea)
media (dry-syrup) (discontinued)
3. Paranasal sinusitis 15 2 10 3
4. Furuncle of ear 1 1 0 0
5. Acute tonsillitis 3 0 0
6. Lymphadenitis of neck 1 1 0 0
33 17 7 2
Total 59 (55.9%) | (28.8%) | (11.9%) (3.4%)

B —MITRIBE Chont, EFH» KRG
HRAHERRD O, BRI ODRERELTL,
KEBE LB EBEFTIR ko

BEEE HiRA b1 Staph. epid. BB Ih, %
ORI PC(H), CER(H), ABPC(#), CFT 0.78
ug/ml ©hoteo CFT 1 A& 375mg oFE 21T\,
HRIFELLAHEAL, 4BHOARC X - THRIZIL%
DEHE DI, & CEIERIRAR bR h - o

2) EIRBEKICIST B RERRER

EIBIEL 15 B (GMERE 10 61, 1BMEES B) kit a
IR, ER 26, A% 10 41, M43 GIORET
Bolo AFOBEMENL 6~14 ARITH -7t &
CEIWERA bhigds oI (Table 8), RITIEM % FIR
Tao

fiE 51 T L TRMEIERER

BURE BANcCHREL TARAZRBCHS X 5 ki
b, BM49F12 A3 HFKBEL o

BiE —BITRCRBEEIRADRR o o MK
RARERL, PR CHEREBRRAFEERD LR
DT, HERERARBREITRLV, KRG C I HHEELTR-
oo

EHFEREE BRIRY B Haemophilus i h, *
D&M PC(H), CER(+), ABPC(4}), CFT 0.78 ug/
ml Choto CFT %1 HE 750mg, 6 B OH 512 &
S THMIFLAEHEBRL, ERERD, & CEIfF
JIZ A bhiah o oo

3) L OhORYPIEC KT B BRI

i, SHERPks, SHSEMERLRE 5 flicou
T, CFT &5 X 5HELIT o, 20cEDY
DR Lico & S CEIWEAIZA bhish ot (Table
9o

2. CFT-FF 4wy 71CX5ERRE

CFT-F5 4 vwvy 7% 1HE 10~15mg/kg /NRIC
BH L CTHERETTE - 7o NEOSMALEBMESE 2% 30
Blheds\ TikERD 23 B, A%h460, EH1HT, RE
STHOBWER DD G LRI LIcbD 2fnHA bR
#= (Table 10),

B AEMERYVE 59 flicxt L, CFT o5 cy s
BRI, %) 33 61 (55.9%), A% 17 i (28.8
%), EXHTH (11.9%), FHHX 84.7% DOBELIND
7= (Table 11),

B % B

TN F|OFEAFERITIc o1 29 Gz oRE
TERRA BRI oTedd, Fo4vwy 7RI 5T
BUI/DNROIBSE % 30 D> b2 flicikBE T
FORIEAMNZED bR, 5%tk L,

% B

1. CFT OjEBoME Staph. aureus voXi+5HEH
D — 2% 1.56ug/ml whHb, CEX i LHED
NEWZ EERL T 5,

2. CFT o Streptococcus (B) wxt3 5 HE T,
0.025~1. 56 #g/ml & &t

3. CFT WR#EoMmE (10 f£FR) © Staph. aureus
(209 P ¥k) X3 5 HIE S % Biophotometer “C#i%5 L
720 250mg PfRTE 1, 2 BEROMBE CTIXEO BEH LT
£ Ik, 500mg MAR 1, 2, 3, 4 BRI MG T
DT % SE L HNH S B B R E A A bRt

4. BACEWT CFT WREOMBEEDO Y — 2713
2RI D D, 6 BFEIH I T dedks, CFT RHIE X
h, MFRPRE OFFEREILR V- LAV LT,

5. LK S 0 ERPIEKRE X, 250mg N
BR#% 2 BERTicit 0.8~1.0ug/ml TH »te,

6. EAEMERYE 59 Bl OBE AT, %) 33 )
(55.9%), B%h17 6 (28.8%), HXEK 84.7% Th -



VOL. 24 NO. 9 CHEMOTHERAPY 1953

Ko J. Antibiotics 28 : 590~593, 1975
7. BlWEfl. ZhBEERMAOEBEICK T, RS, F 2) LEITNER, F.; R.E. BUCK, M. MISIEK, T.A.

. . . _ PURSIANO & K. E. PRICE : BL-S 640, a cepha-
HEHRL, EREPELbOn2HHbhI, losporin with a broad spectrum of antibacte-

X ik rial activity : Properties in vitro. Antimicr.
1) YOURASSOWSKY, E.; E. SCHOUTENS & M.P. Agents & Chemoth. 7 :298~305, 1975
VANDERLINDEN : Comparative inhibitory acti- 3) Cefatrizine BFoE&#is, 222 EMLEFEFELE
vity of BL-S 640 and two other cephalosporins. HAXZ®HR S, 1975

LABORATORY AND CLINICAL INVESTIGATIONS OF
CEFATRIZINE IN OTOLARYNGOLOGICAL FIELD

Buemon Sanse, Haruko Murakamr and Keiko KoayasHr
Clinic of Otorhinolaryngology, Kanto Teishin Hospital
Kencuiro Jyo and Sakae INAFukvu
Microbiological Laboratory, Kanto Teishin Hospital

1. Peak of MIC distribution of cefatrizine (CFT) against Staphylococcus aureus isolated from the
focus was noted at 1.56 #g/ml and it was stronger than that of cephalexin (CEX).

2. Antibacterial activity of CFT against Streptococcus hemolyticus (B type) was observed at the
range from 0.025 to 1.56 ©g/ml. .

3. Antibacterial activity of CFT against Staphylococcus aureus (209P-strain) in serum (10-!diluted)
after oral administration was examined by biophotometer. Proliferation of the organism was comple-
tely inhibited 1 and 2 hours after 250mg oral administration of CFT, and the curve showing complete
inhibition of the organism proliferation was observed 1, 2, 3 and 4 hours after 500mg oral administration.

4. The peak serum concentration of CFT in adults was noted 2hours after 125 and 250mg oral
administration. And even 6 hours later CFT was observed, therefore CFT is considered to show prolon-
ged serum concentration.

5. The concentration in maxillary sinus membrane and tonsillar tissues was noted at 0.8~1.0ug/
ml 2 hours after 250mg oral administration.

6. Fifty-nine patients of oto-rhino-laryngological infections were medicated by CFT and the result
obtained was markedly effective in 33 (55.9%) and good effective in 17 (28.8%), with the total effec-
tiveness rate of 84.7%.

7. As to the adverse reactions during the treatment, 2 patients complained of exanthema and dia-
rrhea, for which the medication was discontinued.



