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#AR Oxacephem RHAMK 6059-S EABME 14 4 (MULMMBLIE 8 9, W% 4 M, £
DHIBGIE 2 91) ICBAL, £OBKY - BEFOHRESMBHD 10° FHE 10° EMIckH 5

AENDORIICOVTRNL, UTORREE

HERHIMETC T RGERYE X 8 Mk 2 PIOMERKE (R %Ki 6 MLWTEY, Mk
12 4 Pirh 3 pidER, ZOMBYLIE 2 FIZOINGENT, 24 14 PENERE 2 HERay
it 11 PIT 2% OEYRTH -7 TRAAREMIC SRUBRYDO 4 A LWERE BRA) 20
BRa 8 Pk T PlicOMEE L, 87.5% OHMEERL .

RICHARBEERB 2 548 LB B K U2 DS IR (RERIRD 10° HMliiss 10° HRE§OARMD
MIC ZRIEL 7225, WINOEBRMICTS E. coli, H. influenzas, K.pneumoniae i3 0.2~1.56 g
/ml OEBEHARL, P. aeruginosa & 10° I T 6.25~25 ug/ml OBBHAETR L 2q

BHERE L TRED, THOE 1 AIMED SN FhbARRS DItk s 0hicHLL 1,

#* -}

Oxacephem F#ii4#| 6059-S (Fig.1) iMEFEMRHAL
HARRICT AR SO R I HROEMABHEHNET, RO
7-ACA BKD S[RF% O RFICHMB L2 H LV MEEH
B, Lird Cefoxitin (CFX) %51 i3 Cefmetazole (CMZ)
ERBRIT T LI -OCH, XEHT XA TH 5.

Fig. 1 chemical structre of 6059-S
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Chemical name: (6R,7R) -7- (2- Carboxy-2- (4-
hydroxyphenyl) acetamido) -7 -methoxy -3 - (1 - methyl -
IH-tetrazol - 5 -yl- thio) methyl] - 8 ~ox0o~ 5 -oxa-1 -
azabicyclo (4.2.0.) oct- 2 - ene- 2 - carboxylic acid
disodium salt

HBARY b 54 bREMES B0 P. geruginosa €%
TRREINTHOY, &Kics 5 ABEREICHLTRERD
Cephalosporin R¥EHD 8 ~16 f£DHEHER LTI BY,

40, FRERPMEBELDLC, KALERTIHL%E
oD TE DB OV TRET 5,

MR EH/EE

MR HELKFEAARF i 1979 FiT AL - 8%
14 2T, £DARIZ Table 1 0 Hic BB
8 B, W% 4 B, TOMRYEIE 2 4 (KRnE, RBR

BE) TH2. EMIT 24~81 FicsHh, ¥ 66.5F
TH3(5H 64.7 F, £ 69.8 ),

#B5p::6059-S 1~2g % 5% 7 FoMKIriE
BEE SO 200~500 ml iCHERL 1~2 Biby
1 B 2~3 EIAHBE Thi20.5~2g 4+ £EAEHK
20 ml HiCHERL, Bohd THELTLE 7.

PEREIR, TN, [EXLENT, —BOER
TR, FIWEE+tvE Y, hoEREERLE.

HRHYERR

ZRAITE MR Rt & BRI R O RE L H1TH
W, BaBRh, Weh HERREICHT . zOKELL
T, MEFAICRARRSICE EXBONRERDL
o, fTEERMICIE, BMMEEROWE b BICRER
RERBT 2 #RERK (CRP, Mk, HMmHREE O
WEEL > THEDRMEE Lo

B &

1 REHICONT

fE@L. S.T. B, 75 F

10 EROBUTEFXLERN T, AEFEOLDARK.
ABEEE K Acinetobacter % &, SBPC, AMK itT
POBROFEICH - 1o dt, KEHRER, RMEHT
X-P LoRBYBEIHEEL, 6059-S 485, 2 RE
ICTRL, BRELNA BRODHRS D LHELT

fEG) 2. K. T. %k, 70 F

B SE X%+ BIRBRERNT, MSD AMPCH



411

i _ _ ) (e1n[re) [euay “TWIND) -
| pood | pood 6t | aar | zxz ) s0T< swaosoosow s | sutin worooym yoen Arewnpy | 4 | 08 | AA| 4T
{
| _ - 3 _ s0T< noo'g | oumun uonoayuy joen; Areuniny -
poo9 pooD oz | am [ ext ST Rt woog | oo smdog | W | 18 [ VI |er
: _ . : _ (41 ‘omre} uonendsay) -
1004 TN 6 A TXI mowrdniav g ) wnindg swowmouy | W | L9 | WV |
_ : N . ] (ommyrey 1xesy ‘g1 ‘WD) e
pooD pood [A Al TXI ) 10T Hoo°g | wmndg ewoumoug | 4 | YL | A TT
- poos poos L Al TX1 © noo g | wmndg sﬁﬂhﬂ a | eL | ax|or
. "0 Sunf jo "do-}so
- pood TN u Al | oTxe sarf s o umindg O vy | W | 64 | |6
_ (— . (samyrey yreaqy) -
N pood pood 14 QAI TX1 ) o] 0T amuownsud 7y | wmindg eungse enpuorg | W | L9 | LS|8
A - UOor. 14
x - poon | pooo 61 aar | zxi ) avzusmur | weands O ey | W | v | WL
x ‘ ‘ v 1sei00p
_ ; _ . (8D -
W TN TN 9 Al TXI ) 01 omuounoud y | wmndg | o yoen frowendsey | 3 | ¢S | AN
0 s 3 . (orn[re} y1ea)
b3 eqimq | poon 100g p aAl | Txt | mowdnses 4 osowdnian g | wmndg spsnuis | W €9 [ A0S
ul B ; ] snyouoiq Arefnde)
I : S ’ : - ‘eruournaud [enRsIsIu])
v - poon | - -aN L amr | Tx1 SO ©) wmgndg | O voen Arnetay | W | 65 | s |
- osourdnian ‘g snisnuig
wsmN TN ‘TN 1 GAI IX1 mouBnD ' d | W01 i sngong | WNES (uoneqieoexe ymovy | W [ L9 |10 |€
: : YOUOIq "Iy |
- spisnuis
‘ ;: 1
- poop | pood v AL | TXS0 O] ool H | umng @oneqromxe oY) | 4 | oL | LN |2
oy
sprjoU0Iq 1Y)
_ . - - - y (uonEqIOEXS 3INOY) -
pooD TN €1 aAr | Tx1 ©) e wnjnds mmpuosq -y | W | S [ US|t
[eio] | (s4eQ) (soum x 5) ;
RyR =D | -ouajieq wonEmQq anoy 9sop Areq v S 2oed Teue (emostp Sfziopun) xa§ | o8y |oure
o . i o
s ~ oma 1 uopenswTwpy B . swoudnq 1 B

$—650990 810910 [T T oiqeL

vou. 28 87



412 CHEMOTHERAPY NOV. 1980
HASRG, WAL 7oK 2 sk omE, AMER cterium tuberculosis HSWEBEHL & Huth & Nt 1 ¥l

ROWMA 2T AB MEkEm S H. influenzae &
Acinetobacter % 38y 6059-S 1 g/A%#¥5. HMIED
@i, CRP Igth, BIDMKEZRY, FRhEHME LI,

fEM 3. O.T. Bk, 67 F

1BERUEST 4 I MIBZOER T, ABEMEI % B oMbk
BV, WIErhAs 5 P aeruginosa, Proteus sp. % i
o 6059-S 1g DAIGEBAL 2ot S 5 KA S
WD Bl &5k TBOMIMA Ui,

fEB) 4. S.K. B, 59 F

NEHERG 25E MUMRRGVEE B T, BAThizin 2 IR
MR B, ZUMRYE 5T~ T 4k T AMPC % #5
Lrchs, BUEEROBBRE HZNICDAR. Abtk
6059-S » ETEHHEL I, BIAEEROWEE ST
Z OMMEYMIC TR RS THERREE L1,

fEG) 5. O.Y. BtE, 63 F

1B U 3 ARSI 2 + BIRBISER T, % B
ELAMBEL, FEMS AMPC O 542Z ) - iR
RUZVDT, YRA~EZE, WKdn o P aeruginosa
At 6059-S % 4g/AMEMAL, BEL SRR, WK
DYSEIET, P. aeruginosa O BRBLERIDS, ER
2 BED» S THM HBELY, 4 BEIC FERFILEL
720 THIZZD% 3 BELSIRE UIc, BIRINCER
EHEL T,

FEH 6. N. K. %, 52 F

s+ QOERG DIEGI TH 03, MEFRER, R
DR UBEAR. %8, %Ed» S K pneumoniae %
BiL, 6059-S 2¢g/B% 6 ARIEAL, BEOHAER
Wize LHUBEKMITIIARETH 7o $#A, Mycoba-

13 RTBEE T L R RHE D & IRAL feo

5 7. T.M. B, 24 F

DEIHIRIEGIT, a3, MMERASINL ABZ, %
thic H. influenzae % L, ABPC 552} 2 %
%%, CRP, MRAIRIRTETL Y IC BEE By,
6059-S 2 g/ RICEE, WixEowD, BEONL, My
ORI E AL, BHEHEL 72,

%Gl 8. S.T. BtE, 67 F

RAELWE+ORSERAT, Akt 1 7 Biidbo%e
DIAEDILBLUAB L 720 %3EH & K. pneumonice %
BmHiL, 6059-S 2g/AMEM, BILTHERDLELEY,
B EHE LT

mEp 9. K. K. B, 79 F

LI FERR, Mk REEOLE, JA0HREL,
AMPC, GM %8545 biEdh, EMRbiEhinn:
¥, A¥EEE5L, WEREEOMN), THh CRPo
HELAT, BERMICEZE LT,

£ 10., 11, K.F. #&t4, 713 F

B—EfT, BRIBGMSE + ERFHSERICHY, 3
BRU T BIZMBREY, 28, % BEHNEBL, €
nENABL, 6059-S £As1, AMK, CET, CBPC
SAEAT S b BERIRERZBY ST, B
thin & E. coli pideidntztesd, 6059-S % 2¢/BE
AL, WEFREENE, CRP, AHEORERVERD
o E. coli D&% BD0OT, WINOHALENL
HEL 10

fiEf) 12. A M. Bt, 67 F

MHSAE ST RN T, K, MRl

Table 2 Laboratory findings before and after treatment of 6059—S

RBC Hb WBC Eosi. S-GOT | S-GPT AI-P BUN SLr
Case (X10*/mm?) (g/dl) (/mm?) (%) ) ) (KAU) (mg/dl) (mg/d)
B A B A B A B|A|B|A|B|A|B A B A B | A
1 S.T. 389 | 396 | 10.2| 12.2| 8,000 | 6,500 46 | 54|34 | 30|44 | 82| 13.3] 14.0| 1.0 | 10
2 K.T.| 410 427 |12.0| 129 | 5,600 | 5,600 15(16| 9| 9|65 7.2| 21.6|16.3| 13 |07
4 SK.| 450|419 |142(13.2| 9,500 | 13,200 3 [ 1 |15|14| 5|12|58 | 4.2 | 164 161|112 |10
5 0.Y.| 592|573 1169 17.0( 9,200 | 9,100 141510 9(57| 5.4 | 129|155]|13 |12
6 NK.| 395| 342 | 12.0| 104 | 6,900 | 5,600 22(15(20| 13|54 | 84 | 120 144|08 |08
8 S.T. 382 | 372 | 10.5| 10.2 | 11,000 | 15,400| 0 | 2 |11 |11|12| 5|76 | 58 | 19.7|28.3|1.6 |18
11 KF.| 334|347 | 76| 87|10900| 7,500 1| 0 |26|23|12|12|84| 65 | 21.7|232{09 |08
12 AM.| 508 | 423 | 14.8| 12.6 | 8,400 8,700 18 (2015|1687 | 80 | 16.9|11.7|10
13 M.A.| 397|390 | 11.4| 11.6 | 9,500 | 4,600 28|18 |18 | 5|3.5| 23 | 247]|19.5(19 |15
14 YJF.| 346 | 220 (104 7.2 11,500 | 4,600| 0 | 0 |22 (42|14 |24 |64 | 47 | 149[11.8|14 LO_L
B : Before, A : After
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FREM, FT/ -, BMERERIAB, WEh» 5
EEERRH SN, 6059-S 2 g/R%& MAL, €
OMMRE ¥ V- YRIEA, REIBALY % 20T~
' CRP, Bgb-RIZBE L 7202, WEH 5 | P. aeruginosa
pREENAIED, WREMEL.

£ 13. M. A, B, 81 F

RMTAR, E. coli ICK 3 BUERU FRESSHIED
BET, 6059-S3g/RMAICXDBELASEWEL
ko Lo Ve

£ 14, Y.F. #t, 80 F

18- B B BIEREE A IR DB, S. marcescens>>10%/ml
Ik 3 RBBBEEEHFR. 6059-S ERIkK b, Rrhil
oMLk, RREERLTIBKEROBBES, HH
EHEL o

PLE 14 EHORBE EOYRELBRTENN, BE
icHERI R, 14 AIhHERE (BN Bl b
A% 111 (92%), %3 1 91 (8%) THo 1o

2 BIEA (Table 2) o

Bl 14E TR 1 Hlo 2 FasiED Lt V3
HNbARB SR BT APODICHEEL fro F 1 BERIRE
ENOAROEBC OO THREL o8, BICREIIR
Do - 7,

3 HOKB )

EXEEZ RELEL b0k 10 AT, ARISEEH»
5ix K pneumoniae 2 |, H. influenzae |3 By

Acinalobacter L DIRAMGD 2 B, E. coli 2 f), P
deruginosa (BN & Proteus sp. &L DBAMBRYD 2 4
%, MMEURHSIR E coli 1§, RhSit S. mar
cescens 1 Pl ENENMM Lz 2hSD DB Profeus
sp. & P. asruginosa OBARYGD 1 Hi2 BIERHB
T 18 B T rRLHERIETHD, fEH 6 0 K
pneumoniae & M. tuberculosis H% B & ntc D THA
E¥Z oo F1: P aeruginosa BYLD 1 )i MWL
2RUT. £OM 7 ITIRIRTOMMMHEEL .

4 MNEEE (Table 3)

ABEA D SHMEL BB B U204 ERIRES
PR 6059-S icxfd 2 MM % B AR{LERES SR
TRV R 10% cells/ml & 10° cells/ml i THI5E
BN Lico BMEE LTI, E coli 4k, K preu-
monige 2 ¥k, P. aeruginosa 3 ¥, S. faecalis 3 ¥k,
Acinetobacter, H. influenzae, S. aureus O% 1 ¥k O#
15 ¥kTh %, DS b E. coli, H. influenzae, K, prieu-
moniae (TIFICREMSE L, WIThoEERRIC B0
TH 2D MIC i3 0.2~1.56 ug/ml TH 7o EKEIHS
BOWBARY b5 A0EED 1 DD P.aeruginosa iT
xtLTid, 10° cells/ml Tix 3 #k& b 25 pg/ml LITF
® MIC 7, 10® cells/ml T4 2 #ki2 25 ug/ml ©
MIC TH-7ed 1 #kiz 100 pg/ml OREERL 720
LTEROZRBREBRANDERR ORI OREREFR L BRI
D% % 2 & P. aeruginosa et U TidMIESENICIZ

Table 3 Antibacterial activity of 6059—5 against organisms isolated
from sputum and urine

;- o‘r‘ga nis MIC Case No. of isolated
10° cells/ml | 10° cells/m1 | Patient
E. coli 1.56 039 © 10
1.56 1.56
1.56 1.56 11
0.39 0.2 13
. K. pneumoniae 0.39 0.2 : 6
0.78 0.2 8
P. aeruginosa 25 6.25 : 12
S ‘ 25 12.5 5
100 25 3
Acinetobacter 200 100 2
H. influenzde """ 0.39 0.2 7
S. aureus 400 200
S. faecalis >100 >100 9
>100 >100
>100 >100




414 CHEMOTHERAPY

gh, HRHERETH - 1 OHRANTIIZRDB &0
Shi-Bld®otco £DMD K pneumoniae, E. coli,
H. influenzae i34y £ OB AL T o L
ML S faecalis, Acinetobacter 13073 SRR BIR
BRASOHMEINETHD, YHOHER ORI
XhTHY, ARICHLUTHERZHETH -7

5 %

AER AT, TR B U & T S 1HF
WEEBA EIKIC 6059-S DS AT, €DHERY
RERMLUI

WMEEmci3, E. coli, K. pneumoniae, H. in fluenzae,
S. marcescens T U THETH - 123, P. aeruginosa
KR LTI BT, RESRARNIC DO THES QT K.
BRICHRE B LD TH- 11?0 WBRIERD F L MH
WThy, HhoFErOEBRRFEELTOATLLEH
KANZHENS O, BIR5HE, R5RORIMSYG
ETH2H, P aeruginosa iU TREAKE EXLES
ZLIRPHE TRV O EBDN S,

BE53%, BERICOVTIE, KBYOMRFAT 1 @

NOV. 1p8g

1g 1 3 2~3 @ORKRKIBEMITEDR, Hiong
BTSNV TIIREZ ZML TORLOY, EROREE
Fick LT, 1 B 2 g BEOKBIIKAESTEYLE;,
AFO®ED 1 DLALTEMNHKXS,

FIfERE LT, B, THOE 1 @A 50
tods AR St T 00IC WELTED, %0
Cephalosporin & BRI A7 KFEEbh
3,

X t

1) Wisg, R.;J. M. ANDREWS & K. A. Beprorp : LY127835,
a novel oxa-B-lactam: an én vitro comparison with other
B-lactam antibiotics. Antimicr. Agents & Chemoth. 16;
341~345, 1979

2) Neu, H. C.; N. Aswarokee, K. P. Fu & P. Aswapokee:
Antibacterial activity of a new 1-oxa cephalosporin com
pared with that of other 8-lactam compounds. Antimicr.
Agents & Chemoth. 16:141~149, 1979

3) W27 6 AA(PMEFLHOALSLRE HR /1Y
% L 6059-S, 1979

CLINICAL EXPERIENCE WITH 6059-S

SuMiko KijiMa, ToMokOo KAMIDAIRA, TOSHIE TAKAMINE,
MicHio KATAYAMA and TAKAO TAKIZAWA
Department of Internal Medicine, Tokyo Women's Medical College

6059-S, a new oxacephem antibiotic, was evaluated clinically and bacteriologically in 14 cases of hospi-
talized patients (8 with chronic respiratory tract infection, 4 with pneumonia and 2 with other infections).
Clinically, 6059-S was effective in 6 cases of chronic respiratory tract infection (excluding 2 unevaluable
cases), in 3 cases with pneumonia and in all 2 cases with other infections, and the efficacy rate was 2%.
Bacteriologically, the organisms isolated from 7 cases out of evaluable 8 cases eradicated after the ad-
ministration of the drug, and the rate of eradication was 87.5%.

In vitro activity of 6059-S to the organisms isolated from these patients were tested by inoculum sizes
of 10® and 10° cells/ml.  6059-S showed MIC values of 0.2 to 1.56 ug/ml to E. coli, H. influenzae and K
pneumoniae at any inoculum size, and 6.25 to 25 ug/ml to P. aeruginosa at inoculum size of 10° cells/mL

As for side effects, each one case of nausea and diarrhea was observed. But these were disappeared
after 6059-S had been discontinned.



