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HLWELDL7 70 28K »FIBMY-28100 % M-8 EAAE 7 B4 5 LERIKIZNR 2 45T L 72,
F7- 3BT, KROMp B & OEEPOWRE L #lE L7,
AH 1 H250metk 5 L 2-B oMbl id 3 61T, & E5.09~7.04(F156.01) g/ mI TG 1% 2 B
BITY — 215 L7, Wkl 3 5l CREfE0.36~1.08,g/mIT 2 BT 6 B, 16T 4 BERTL
L7z, P AOBITERIIEL£71, 183, 7.0%Th -7,

BUREX R 2H, Mgl B, BrEE 2 6,

FEIMGEO KRG 1B, SRR 1 FICK

#) 1 [0250mg % 7-13500mg % 1 H 3[4k L7z, &5 HME 6 ~22HM T, ZTO&R, HE1H,
R4S B, AB1BITHENEII43% Th o720 DBESNIRREED ) b Branhamella catarrhalis
28(5 5 1 Bk B-lactamase Byt ), Haemophilus influenzae 2 %k, Streptococcus pneumoniae 2 ¥RIIBRIH
XN7-A%, B. catarrhalis 1 ¥k, H. influenzae 1%k, S. pneumoniae 2 BRIZTHK L D572,

AL G2 & B BIESREIER 2oV T BB,

HEALPOEE F R %2072,

R 1B, BRAMRABIIOVTIE 1 FlC
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BMY-28100ix 7Y A bV - =4 ¥ — ZAWFZEFT CHR%
ENFLRAFAVEOLT 70 AR L REORAENME
Td A (Fig. 1)o AANLZ T LBHRIHE L TER
FHHxRL, 77 LBEME TY Escherichia coli, Klebsiel-
la pnewmoniae, Haemophilus influenzae % &12 b R VUK
NERT,
FOHRME eI OWTHE Lz, 723802 bW
TR DML 3 & OWEHE R & BRI IE L 72D T
WET 5,

1. & *
1. fREE P
ﬂiﬁk 65 %, 39.4kg),
BRI (195%, T7kg) D 3HEBNIIE T
ﬁ:fﬁZ&ﬁJZSOmg%&f? L, ZORif& CRMENIZHRNS &
DRI ATV, M B L OB O ORE L 7
Z R - 7 A Y — XRFZEPT (Bioassay i) {2 THlE L 72,

2. BRKHIMRET

1) % MECART KB OBE T
LB 6%, TM14)T, EHIZIIELH81KTH
5717e THBOMRIITable LIZRTWC, @BHERELR
26, Mize 1), 1SYERGME 2 6, RAESOmE 4+ ]
B, ZYEMHEIR 1B Tdh - 7o, BT EEETIO
CFU/mA Iz s hcboxkeRME LY, R

Gl A (A & DPUR AR G 7 UL L

2R SNE (74559, 50kg),

B 12 Table 1127R 4 4 < Branhamella catarrhalis 3 tk
( B-lactamasel % 1 #%), H. influenzae 3 ¥k, Streptococ-
cus pneumoniae 4 ¥ TdH o720 58 LI REI0HKD )
LE6WIZDOWVTARAOMICE M E L 72 & B10
CFU/mILL T D & O DFE IOV TIIREN TS,

2) &5 K# 1 B750mg%x 1 H3M, $74
1500mg% 1 A 3 AKKEORS L, K5 HHEIZ6 A,
522 HECEH13E M), #i%5 52450 ~165¢(F8
10.4g)THh - 720

3) MEHE D RSEIFIZBVT, BEERKEE
RNk, DR EEZ &) ORISR B L OBRRKRA (L, B
IkM, CRP, BfHese, EHkhe, WML, WBRKEEE W
XBEEL E) 24T - 720 DRHWTRUTOMLER
FAHBHOTVALDIZfE-7075, Tabb,

% Gk 1 EMLANICIER, RERTRAYE

NH, O
-{::>CH(,NH H,0
J \f;l\LH CHCH;
COOH

Fig. 1. Chemical structure of BMY-28100.
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L, BREOHE YA, K5PILELHR
PRV D,
H OB LRoXFCIABULELLZbD,
RRHL EK, REMR, BREOVWTh)IIHE
MRDHLNTZH D,
B W ER BREMR, BREL OISHENILD
SNLh o700,
I. & £ S
1. M s L OEHEDRE
Fig 212K OMiET B L OERTBEOHEBERL
720 BUIRTIML, MEPREIESESIFATENE
h, 5.09, 589, 7.04(F16.01)g/mlT, ZOHIRE
Flidwdnd 2Bl TH -7, —HEERPIEEEIL3HT
0.31~1.08,g/mI T, ZOEBEEIZ2H)T 68, 16
T4 RFMM&ICHEL, %4036, 1.08, 0.496,g/mlT
Holzo BIRADOEITRIITL, 183, 7.0% ThH-712,
2. EERRAORRET
PR B3R GLAE 7 B35 L 7B % Table 1R L 720
AH1B, RRLAHSH, THI1HT, FHULOFH
Fi143% Th o7, FoPBINTREABOHKIT
108+ 6 BT, BREFIZ60%Tdh 72,

FEB 1 (318 HRE LK TB. catarrhalis, H. influenzae,

S. pneumoniae ¥ B, 1 B750mghRA 5 B & TH. in-
fluenzae D A HE, BEHR LB LM LB -5 6
Boimik, [RRFx] SHEL,

FEBI 2 13B R TH. influenzae B & 772818
750mgix 5, 3 HHTHHK L7, CRP, Mikt%k EHRE
PR —BRILLPII S E L7228, BRE R AN — AR L
FELZD TEH] L7

JEB 3 1218 R E LK TB. catarrhalis, H. influenzae
AMEHEN, 1 H1500mgiz 5 — BB & IZB. catarrhalis
DAHFEE, BEEK BERKILELLY [PRF
] & L7,

FEB 4 13RI FE TS, preumonige R S, 1
H750mg#k 5 —AMOIZBATHE, BIES B LIors,
BHmMERBAEM L2720 [RRHM] & L1,

FEB 5 131EEM A ME TS, preumoniae HSHEH S, 1
H750mgi% 51 TRlS 8RR, BIMIRS ®A L7oAs, &S5
13H & TB. catarrhalis bR S W72 [RLHH]
E L7,

JEWF) 6 13 2 IHIE R TB. catarrhalisH RIS, 1H
750mgix 5 4 HOTHHEER L. L2 LEERBIET
CRPLEAL, 8 ADIIRBEFRD/ -0 [RRHER] &
L7

FEB 7 12 5UE M+ KBTS, preumoniae & KR I,
1 B750mgf% 5 7 HOTHEHE, &501L ) BEEKE

CREMBOEFERE 72720 [FRBH] & L7

AHIE G L B BMERHBIERIC OV TIER 1k
MEERIE, JEBI 6 IZRBREED, BREBOREIIOVWT
VAER 5 (CMiEALPEDERE ER %328 7:(Table 2),

m * &

BMY-28100 3 7-icRAE SN -EORt7 o024
VI HEITHAED, TTERBOEEPEITICONTRITL
720 FOBATRISIFREFREAES 3FU BT, Fhe
h, 7.1, 183, 7.0% T, ¥HTHERLMOKOLY
x L #cefixime (CFIX)3), cefteram pivoxil (CFTM-PI)*),
cefpodoxime proxetil(CPDX-PR)S D #K & LB ¢
DTHo7

RAZAH) % W 33 EIAE 7 B S L 7o RER R %
AbL, 16, RREHSH, FHI1BIT, BEY
AHFEIE143% TH > 720 CFIXP(108)), CFTM-PIY
(8%1), CPDX-PR( 7 Bl)DHEXEIXENENIE0, 50
571%THH, ThoFE=MH{tT7 2L HBLTHA
B TH > 72,

RERBEMNAEROMEE M B L, B. catarrhalis3H%N
9 b B-lactamasefFtED 1 Bk % & 2 RIZBRE St
COBREE N 2HROMICH & bIZ1.56 THIANIZ I~ A
4 Tdh - 7:(Table 3), 55 1 tRIZIEH 1 THRASHED
FTTHIELZHFERIZED LT,

RIZH. influenzael2 DWW Ch B E, EFL L 2I3EE
L REMICEEM AR A A, JEF) 2 TIHCRP2+ThH»
12DT, BELLAETHA ), fEB 2 13 f-lactamase
B TdH o 7-DKFN & 0 BRI S N 7-HEF] 3 DB. catar-
rhalis D) & & & TAHIOD f-lactamasel it T A REH
ABTLHLDEVZ L), HE10°Dinoculum sizeT
MICoodS 4 & HE XN TV AHAOHER) 213156 L&
5720 B 313 f-lactamasePEETH HAIRETE T,
MICI33.13TR= ) Y REH L ) 44 - 7:(Table 3)o

FEB S & 7 11S. preumoniae HSEE R E TMICIE & b i
0.025T& » 7o HEBI 7 IZHAFEF 5 O F HEET
BMY-28100i8 A58 7> » 7212 b b & T(Fig. 2),
FEBI S IXRRE T X 2D o 7o BRPIRED L EHBNT
59, BZ5 ChostflDM S ADRFIZEBEELLN,
SEBEIYETHAEEDNRS,

SERIZ DWW TIIER] 1 12 LBEERE % 32 7o AR &
D E RN ) AFNCEEREDS D & T D ISR
Wb, fEBIS OmiEy LT Fo LRGSR THIE
> & 0B L7 0 CTHRBEIIABTH 5 (Table 2)o
3 7:4E61 3 DGPT, ALPS LR LTV 545, H&5HLD
BEFRERE 2RO TV,

PLE 7 BIOM IR SSEAE (2D W T F Lo rons, BREE
1260% TEE IR BMAH I3 Lo 5 REOHMM
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Table 3. In vitro activity of BMY-28100 and other antibiotics
(inoculum 105)

, MIC (ug/ml)
Case no. Organism
BMY-28100 CCL CDX ABPC AMPC
H. influenzae
2 (B-lactamase+) 1.56 3.13 25 100 >100
H. influenzae 3.13 3.13 25 0.2 039
3 (B-lactamase —)
B. catarrhalis
(8-lactamase +) 1.56 3.13 12.5 6.25 6.25
B. catarrhalis
6 (8-lactamase+) 1.56 1.56 6.25 3.13 6.25
7 . pneumoniae 0.025 0.39 1.56 <0.025 <0.025
(B-lactamase —)
CCL : cefaclor ~ CDX : cefadroxil ~ABPC : ampicillin ~ AMPC : amoxicillin
A7 - - 10
-7 - 0.
~ 9
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2 g
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g 3 03§
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0- [ T T T 1 -0
0 2 4 6 8
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Fig. 2. Serum and sputum concentrations of BMY-28100 after oral administration of BMY-28100 (250 mg) in 3 cases.
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X 73 TA-058 DEEFRHI ST, Chemotherapy 32 : 203

1) A& RO -KMERE, BELBHT ~205, 1984
(3) :221~227, 1979 3) EBEETF, FHHELH EHE L, &R £

2) FERE, HEH, NEH, WAEE, % - 23 1% B4 FiE 12 35 13 5 Cefixime (CFIX) 0 48



VOL. 37 S-3

BMY-28100 R EIREET 213

#) - BB ES, Chemotherapy 33 : 237~244,
1985

Basf, KE B, HEEL0S, HELH:
CS-807 DK P AT B & VTR S5 R BHE X7

4) KH ®, R, HHELHH &8 T 18 % BEIR ) HRET, Chemotherapy 36 : 369~374,
PEIEIR 25 E AL AE 12 BT B T-2588 D HBERY - B 1988
K B ¥ 57, Chemotherapy 34 @ 274 — 280, 6 ) Noroen C W, Nieperriter K In vitro activity of
1986 BMY- 28100, a new oral cephalosporin. Che-
5) FHEFASK, TR & &, KIERF, EEHF, motherapy 34 : 27~29, 1988

BMY-28100 IN INTERNAL MEDICINE

Y asuko Miura, Kivo Nisuioka, Hisako Ociwara, Yuko Sato, Ruriko MaMUNE,
Isao Onno, Yasuo Tanno, Suiro Ipa* and Tamorsu T akisuiMa
First Department of Internal Medicine, School of Medicine, Tohoku University,
1-1 Seiryo-cho, Sendai 980, Japan

# Present address : National Sanatorium, Iwate Hospital

Pharmacokinetic and clinical studies on BMY-28100, a new oral cephalosporin, produced the following results:

1) Pharmacokinetic study

Serum and sputum levels of BMY-28100 were measured in three patients with respiratory tract infection, who were given
250mg orally. Peak serum levels were 5.09, 5.89, 7.04 «g/ml 2h after administration. Peak sputum levels were 0.36 and 1.08
pg/ml at 6h and in the third 0.496 at 4h. The ratios of peak sputum to peak serum levels were 7.1, 18.3, 7.0%.

2) Clinical study

Seven patients with respiratory tract infection (chronic bronchitis 2, pneumonia 1, chronic pulmonary emphysema 2, acute
pharyngitis 1, asthma bronchiale + infection 1) were given 250mg or 500mg per day orally for 6-22 days. The clinical
efficacy rate was 14.3%. Six of ten causative organisms (2/3 Branhamella catarrhalis, 2/3 Haemophilus influenzae, 2/4
Streptococcus pneumoniae ) were eradicated. Epigastralgia and fever were observed in one patient each, and slight elevation of

serum ALP was also seen in one patient.



