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Telithromycin (TEL) @ in vitro Hii ) %, FEEERKS X CHRGEKRZ HWTREL, <2707
4 FRITHFED erythromycin A (EM), clarithromycin (CAM), azithromycin(AZM), roxithromycin
(RXM) B & UFjosamycin (JM) , =3V Y3 ampicillin (ABPC) , 7 = A3® cefaclor (CCL)
BILUO=a2—% 0 #ED ofloxacin (OFLX) & KL 72, FHERM: TEL ZIFRME 7 T 2 BRI
i LTIRIAWHEANXY PV EF L, ZobEGEYE (MIC #iP: 0.006~0.1 ug/mL) X EM, CAM,
AZM, RXM B X O'ABPC L% L EZENLUETH D, JM, CCLB LW OFLX & 1 b 5fid - 72
TEL Q&M 7 7 2 BRI 2 PtmiEtElE, OFLX, ABPC B X U CCL & V3555 - 7228, AZM
LIZIZFETH o720 TEL IIHERME 7 7 2B EE IS L TR W AR MV ERL, OIS
(MIC #iPH: 0.006~1.56 ug/mL) &3 X TOXHIEIZHRFEEFEL ETH - 720 WK G #EK: TEL ©
Streptococcus pneumoniae, Streptococcus pyogenes 13 X U Streptococcus agalactiae (23t % MICs
i, WINd 0.05ug/mL TH Y, BWHEO~ 7T 54 FEIZHEXEZE~2, 000 5L EOBROITH G %
L7z TEL ® MSSA 1233 2 HiH ) (MICs: 0.1ug/mL) &, BEfFfO~2r 054 FEIZHER4~16
fEai 22 7228, MRSA 1203 %08 (MICs: 100 ug/mL Ll 1) 13594 > 720 Enterococcus faecalis 3
X U Enterococcus faecium \Zx§$ % TEL @ MICq 13 1.56~6.25 ug/mL TH 1), Bfrox7 074 K
TN PLR ) 278 L72. Haemophilus influenzae (2353 % TEL @ MICy 1% 8.18 ug/mL TH 1,
EM, CAM, RXM, JM IZH~R2~16 f5/h& <, AZM IZHR2 5K & B> 72c Moraxella catarrhalis
1283 % TEL ® MICy 1 0.2 ug/mL T 1), EM, CAM, AZM, RXM 5 & O OFLX & (2T
# - 72 TEL O Peptostreptococcus anaerobius \R 3 PRI (MICs: 0.05 ug/mL) 1%, §XTD

xf BRI H G2 o 726
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(+)-(3aS,4R,7R,9R,10R,11R,13R,15R,15aR)-4-ethyloctahydro-11-
methoxy-3a,7,9,11,13,15-hexamethyl-1-{4-[4-(3-pyridyl)imidazol-1-
yllbutyl}-10-{[3,4,6-trideoxy-3-(dimethylamino)- f§ -D-xylo-
hexopyranosylloxy}-2H-oxacyclotetradecino[4,3-d Joxazole-
2,6,8,14(1H,7H,9H)-tetrone

OFLX i Sigma 7* 5 AF L7z, Wb ifli oW & A
RIEK%Z MW7z, TEL, EM, CAM, AZM, RXM ¥ &
"JM 1%, ¥ B (methanol : ethanol : distilled water
=48:43.3:51.9) #2255 mg/mL DEEL %L XD
WCHBEMR L CERE L, 25120.9% &Y oA
e 01MY) YERIEREIR (pH7.0)0 % H W TAMR
L720 ABPC 3 X 0" MPIPC & 1% Y > FG#& i (pH
6.0) 12 2.5 mg/mL DIREE %25 & ) \JHIRFER L T
WL, SHICHBEERICE D AMRLAY, CCLIZO0.1
MV Y EEREER (pH4.5) 12 2.5 mg/mL DR L %
5 X ICHRFEM L TR E L, SHICHBEERICEDY
AL 72Y OFLX 12 0.1N NaOH IZ#f# L72# 0.1N
HCl TpH7.01Z, 2.5 mg/mL OEEL %% X5 ICH
AL ORI E L, AKX DALY,

Fig. 1. Chemical structure of telithromycin. 3. MIC HlEE:
Table 1. Antibacterial activities of telithromycin and reference antibiotics against standard strains of aerobes
MIC (pg/mL)
Organism

TEL EM CAM AZM RXM JM ABPC CCL OFLX
S. aureus FDA 209 P JC-1 0.05 0.2 0.1 0.39 0.39 0.2 0.1 1.56 0.39
S. aureus TERAJIMA 0.05 0.39 0.2 0.78 0.39 0.78 0.025 0.2 0.2
S. aureus MS 353 0.1 0.39 0.2 0.78 0.39 0.78 0.05 0.78 0.78
S. aureus SMITH 0.1 0.2 0.2 0.39 0.39 0.78 0.1 0.78 1.56
S. epidermidis ATCC 12228 0.1 0.2 0.1 0.78 0.39 0.78 0.39 0.78 0.39
S. epidermidis IAM 12013 0.025 0.2 0.05 0.2 0.2 0.39 0.39 0.78 0.39
S. pyogenes COOK 0.025 0.025 0.025 0.025 0.05 0.2 0.025 0.39 0.78
S. pneumoniae DP-1 0.006 0.013 0.013 0.025 0.025 0.2 0.025 0.78 1.56
S. pneumoniae  DP-2 0.013 0.025 0.025 0.05 0.1 0.2 0.05 0.78 3.13
S. pneumoniae DP-3 0.05 0.05 0.05 0.1 0.1 0.39 0.05 1.56 3.13
E. faecalis ATCC 29212 0.05 0.78 0.39 3.13 3.13 1.56 0.78 50 1.56
B. subtilis ATCC 6633 0.05 0.1 0.05 0.39 0.2 0.39 0.025 0.1 0.1
M. luteus ATCC 9341 0.013 0.1 0.013 0.05 0.05 0.05 0.013 0.05 3.13
E. coli NIHJ JC-2 25 100 100 12.5 >100 >100 6.25 1.56 0.1
E. coli K12 C 600 6.25 50 50 3.13 100 >100 3.13 0.78 0.1
S. typhimurium 11D 971 1.56 100 100 6.25 100 >100 1.56 0.78 0.1
S. schottmuelleri 8006 3.13 50 100 3.13 50 >100 0.2 0.78 0.025
S. enteritidis G 14 6.25 100 100 12.5 >100 >100 0.78 0.39 0.1
S. marcescens IAM 1184 25 100 >100 25 >100 >100 25 100 0.39
C. freundii ATCC 8090 25 >100 >100 25 >100 >100 >100 50 0.2
K pneumoniae  PCI-602 3.13 6.25 3.13 1.56 12.5 12.5 12.5 0.39 0.025
E. aerogenes ATCC 13048 25 100 100 12.5 >100 >100 >100 50 0.2
E. cloacae 963 25 >100 >100 25 >100 >100 100 50 0.1
P. mirabilis IFO 3849 >100 >100 >100 >100 >100 >100 1.56 6.25 0.39
P. vulgaris 0X-19 100 >100 >100 100 >100 >100 6.25 6.25 0.2
P. vulgaris HX-19 25 >100 >100 100 >100 >100 25 6.25 0.025
P. rettgeri IFO 3850 100 >100 >100 100 >100 >100 0.39 0.78 0.2
M. morganii IFO 3848 25 100 50 25 >100 >100 >100 25 0.2
H. influenzae ATCC 49247 0.39 1.56 3.13 0.39 6.25 6.25 3.13 25 0.025
P. aeruginosa IFO 3445 100 >100 >100 >100 >100 >100 >100 >100 1.56
P. aeruginosa NCTC 10490 50 >100 >100 >100 >100 >100 100 >100 1.56
P. aeruginosa PAO1 100 >100 >100 >100 >100 >100 >100 >100 0.78
P. aeruginosa ATCC 9027 50 >100 >100 >100 >100 >100 >100 >100 1.56
H. alvei ATCC 11604 25 100 100 12.5 >100 >100 >100 12.5 0.2

Method: agar dilution method
Inoculum size: 10° CFU/mL

TEL: telithromycin, EM: erythromycin A, CAM: clarithromycin, AZM: azithromycin, RXM: roxithromycin, JM: josamycin,

ABPC: ampicillin, CCL: cefaclor, OFLX: ofloxacin
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MIC O, HAR(LEHR A SR oIc# - %, FOMOIFRMERE I MH agar %, BEEMER 0
2 EFRIRBRIN D ERFWETIT o720 Thbb, HoOH L Ti3Z 3 Gifu anaerobic medium (GAM, H/K) %
CoOFS L - KWz b L1, K o0006 5L ML,

<12 0.00075~100 ug/mL D3y % & A 72 2 JH K II. & ®

B2 ER L 72, 1. FEEETRE

COEWEFEREWIZI 0TS vy — (MIT-P, TEL O AT bV & G ISR L L 312 Tables 1~4
PEA B BVERT) # VTR % 5 ul B/ (10* B X OF10° (2R L7z

CFU/spot) L, 87C T 20 KpREE28 L7z, BEAMER S, 1) SRR

Bt 5 5 ¥ ¥ /¥ — (Anaerobic System Model 1024,
Forma) WTH# L7z, RiE® T, WIRMIZao =
—OREOAEZMWEL, FWITOVWTHEENRD LN
o 7o/ NEYIREEZ MIC flE& L THW,

MIC #i] 2 J %2 K 55 Hi 1 Streptococcus ¥ B £ O
Moraxella catarrhalis (21& 5% O 7 ~ BikHE 7K %,
Haemophilus influenzae \2135% D7 4 VT A - TV
) v F 2 v b %%t Mueller—Hinton (MH, Difco) agar

7T AR EPER IS0 LT TEL 3G 2 R L
720 3 72 b B, Streptococcus pneumoniae B L U
Micrococcus luteus (2% L MIC %% 0.006~0.05 ug/mL,
oMo 7 F LRI LT MIC 2% 0.025~0.05
ug/mL TdH o572, S. pneumoniae B & U Streptococcus
pyogenes (2% 3 % TEL ORI RIT 4 BIRE L7z JIM % B
{=xr7uF4 FEEIZIZFABED MIC Z/R L7, £72,

Staphylococcus aureus, Staphylococcus epidermidis

Table 2. Antibacterial activities of telithromycin and reference antibiotics against standard strains of aerobes
MIC (pg/mL)
Organism

TEL EM CAM AZM RXM JM ABPC CCL OFLX
S. aureus FDA 209 P JC-1 0.1 0.39 0.2 0.78 0.39 0.39 0.2 6.25 0.39
S. aureus TERAJIMA 0.2 0.39 0.78 3.13 3.13 3.13 0.1 0.78 0.39
S. aureus MS 353 0.2 0.39 0.39 3.13 3.13 3.13 0.1 1.56 0.78
S. aureus SMITH 0.2 0.39 0.78 3.13 3.13 3.13 0.2 1.56 1.56
S. epidermidis ATCC 12228 0.2 0.78 0.39 3.13 3.13 3.13 >100 1.56 0.78
S. epidermidis IAM 12013 0.1 0.39 0.2 0.2 0.39 0.78 3.13 1.56 0.39
S. pyogenes COOK 0.05 0.1 0.1 0.2 0.2 0.39 0.05 0.78 3.13
S. pneumoniae DP-1 0.013 0.1 0.025 0.05 0.2 0.2 0.05 1.56 6.25
S. pneumoniae ~ DP-2 0.025 0.1 0.05 0.2 0.39 0.39 0.05 1.56 12.5
S. pneumoniae DP-3 0.05 0.39 0.1 0.2 0.78 0.39 0.05 1.56 12.5
E. faecalis ATCC 29212 0.05 1.56 1.56 6.25 6.25 6.25 1.56 100 3.13
B. subtilis ATCC 6633 0.1 0.39 0.2 0.78 0.39 0.78 0.05 0.39 0.2
M. luteus ATCC 9341 0.2 0.39 0.2 0.39 0.78 3.13 0.1 1.56 6.25
E. coli NIHJ JC-2 25 100 100 12.5 >100 >100 6.25 6.25 0.1
E. coli K12 C 600 25 100 100 3.13 100 >100 6.25 6.25 0.1
S. typhimurium 1ID 971 3.13 >100 25 6.25 >100 50 12.5 25 0.1
S. schottmuelleri 8006 3.13 50 50 3.13 100 >100 0.78 6.25 0.05
S. enteritidis G 14 25 >100 >100 12.5 >100 >100 1.56 6.25 0.39
S. marcescens IAM 1184 50 >100 >100 50 >100 >100 50 >100 0.39
C. freundii ATCC 8090 25 >100 >100 50 >100 >100 >100 >100 0.2
K. pneumoniae  PCI-602 3.13 6.25 3.13 3.13 25 >100 50 0.78 0.05
E. aerogenes ATCC 13048 25 >100 >100 25 >100 >100 >100 >100 0.2
E. cloacae 963 25 >100 >100 100 >100 >100 >100 >100 0.2
P. mirabilis IFO 3849 >100 >100 >100 >100 >100 >100 >100 50 0.78
P. vulgaris 0X-19 100 >100 >100 >100 >100 >100 >100 >100 0.39
P. vulgaris HX-19 50 >100 >100 100 >100 >100 >100 >100 0.05
P. rettgeri IFO 3850 >100 >100 >100 >100 >100 >100 0.78 >100 0.39
M. morganii IFO 3848 50 >100 100 100 >100 >100 >100 >100 0.2
H. influenzae ATCC 49247 1.56 6.25 3.13 0.78 6.25 25 >100 >100 0.05
P. aeruginosa IFO 3445 >100 >100 >100 >100 >100 >100 >100 >100 6.25
P. aeruginosa NCTC 10490 100 >100 >100 >100 >100 >100 >100 >100 1.56
P. aeruginosa PAO1 100 >100 >100 >100 >100 >100 >100 >100 1.56
P. aeruginosa ATCC 9027 100 >100 >100 >100 >100 >100 >100 >100 3.13
H. alvei ATCC 11604 25 >100 100 12.5 >100 >100 >100 100 0.2

Method: agar dilution method
Inoculum size: 10° CFU/mL

TEL: telithromycin, EM: erythromycin A, CAM: clarithromycin, AZM: azithromycin, RXM: roxithromycin, JM: josamycin,

ABPC: ampicillin, CCL: cefaclor, OFLX: ofloxacin
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Table 3. Antibacterial activities of telithromycin and reference antibiotics against standard strains of anaerobes
MIC (pg/mL)
Organism

TEL EM CAM AZM RXM JM ABPC CCL OFLX
P. anaerobius GAI 1160 0.013 0.2 0.1 0.1 0.05 0.2 0.05 1.56  6.25
P. magnus ATCC 14956 0.013 0.78 0.2 0.39 1.56 0.39 0.05 1.56 6.25
P. magnus GAI 5528 1.56 6.25 3.13 3.13 25 6.25 0.1 0.78 1.56
P. acnes GAI 5568 0.025 0.013 0.006 0.013 0.025 0.1 0.2 0.78 0.78
P. acnes ATCC 11828  0.013 0.013 0.2 0.025 0.025 0.1 0.2 1.56 1.56
E. lentum GAI 1515 0.025 0.05 0.013 0.1 0.05 0.1 1.56 12.5 0.39
E. limosum GAI 5464 0.006 0.05 0.05 0.013 0.05 0.1 0.39 6.25 0.78
C. bifermentans GAI 0209 0.05 0.1 0.05 0.78 0.2 0.39 0.2 25 3.13
C. bifermentans TK 8 0.05 0.2 0.1 0.78 0.39 0.39 0.2 25 6.25
C. botulinum type A 0.05 0.2 0.1 0.78 0.39 0.39 0.2 6.25 3.13
C. botulinum type B 0.05 1.56 0.78 3.13 3.13 0.2 0.39 50 1.56
C. botulinum type C 0.006 0.05 0.05 0.025 0.05 0.05 0.05 0.78 0.2
C. botulinum type D 0.05 0.39 0.39 1.56 0.78 0.2 1.56 25 12.5
C. botulinum type E 0.05 0.2 0.2 1.56 0.39 0.1 0.78 50 12.5
C. botulinum type F 0.006 0.1 0.1 0.2 0.1 0.2 0.1 1.56 0.1
C. clostridiiforme  GAI 5458 0.05 0.2 0.1 0.025 0.1 0.2 0.39 25 50
C. difficile ATCC 9689 0.05 0.2 0.1 0.78 0.39 0.39 0.2 25 6.25
C. difficile GAI 5610 0.05 0.39 0.2 0.78 0.2 0.39 0.39 25 6.25
C. innocuum GAI 5472 0.013 0.78 0.2 0.1 0.39 0.39 0.2 12.5 6.25
C. perfringens GAI 0084 0.1 0.78 0.39 0.78 6.25 1.56 0.2 12.5 6.25
C. sordellii GAI 0029 0.05 0.1 0.05 0.39 0.2 0.2 0.025 0.78 1.56
C. sordellii GAI 5612 0.05 0.2 0.1 0.39 0.39 0.2 0.025 1.56 1.56
C. sporogenes GAI 0005 0.05 0.39 0.2 0.78 0.39 0.39 0.78 100 12.5
C. sporogenes GAI 5621 0.013 0.39 0.2 0.78 0.78 0.39 0.2 3.13 0.39
B. eggerthii GAI 5478 1.56 12.5 1.56 100 6.25 0.2 0.2 0.78 6.25
B. fragilis GAI 3001 0.013 0.05 0.025 0.2 0.1 0.2 0.05 1.56 0.78
B. fragilis GAI 5524 1.56 1.56 0.39 3.13 3.13 0.39 50 >100 13
B. ovatus GAI 5630 1.56 3.13 1.56 3.13 12.5 0.39 25 >100 12.5
P. bivia GAI 0642 0.1 .1 0.05 0.78 0.2 0.2 0.2 12.5 6.25
F. varium ATCC 8501 6.25 25 12.5 0.05 50 6.25 0.39 100 6.25
V. parvula GAI 0580 0.39 0.78 0.39 0.39 3.13 3.13 0.2 1.56 0.39
V. parvula GAI 5602 1.56 6.25 3.13 3.13 25 6.25 0.1 0.1 0.78

Method: agar dilution method
Inoculum size: 10° CFU/mL

TEL: telithromycin, EM: erythromycin A, CAM: clarithromycin, AZM: azithromycin, RXM: roxithromycin, JM: josamycin,

ABPC: ampicillin, CCL: cefaclor, OFLX: ofloxacin

B LU M. luteus 2BV TIE, TEL D) HE 1 CAM &
ZIEESETHY, 7T FELIDHHS2ITED-
72 (4~16 %) o Bacillus subtilis \2x}3 % TEL OF)HE
EEMB X U’CAME ZIZRETH D, 51,
Enterococcus faecalis \Zx 3 2R ITVTFho~vros
4 FELD B3RP -72 (8~641%5), TEL ® 7 7 LM
BIZR3 2% F1E, ABPC & 12IZF%TH D, CCLB
FOFLX & Y BN T W72,

7 7 LR APER IS8 LT, TEL X2 7 A Bthds
KM T BIGEICHER LTS 22 o 72, L
L%d6, TELIZFAZM <270 J 4 FEFITL
AERMRERE T T AEPIFREMAER I LCH M
WEERL, Z0O%ik, OFLX, ABPC B X U’ CCL
X DD o728, AZM L IZIZFREETH -7 TEL B
OS5 EmE LAz~ 2 a5 4 F3EIL, Klebsiella
pneumoniae B X ' H. influenzae \ZxF L CTHLREN: %
/R L720 TEL Z H. influenzae \ZxF L CE\WPLHIGE %

~ L, € ®MIC X 0.39 ug/mL T, OFLX ® 0.025 ug
/mL XD IZEPo 7205, AZM OZNLIZIZFRLETH DY
EM, CAM, RXM, JM, ABPC B X IFCCL & 1 i&/h
Sho 7z,

Pefli s % 100 fi5 12 LiF7234 (10°CFU/mL) 128
WTh, FEFOPURIGER 10°CFU/mL 12513 % #5
REIZE A ETHROMHR 2R L7,

2)  WESUER

7 7 LB R (2 L TEL O HUR 113 0.003~
1.56 ug/mL O#iPATH - 72, Propionibacterium acnes
\2% 3 % TEL @ MIC iZ 0.013 B & 18 0.025 ug/mL &
EM, AZM B X O'RXM & ZIZFEBEETH - 72, T 72,
Clostridium botulinum, Clostridium difficile, Clostri-
dium innocuum, Clostridium perfringes, Clostridium
sporogenes, Peptostreptococcus magnus 3 & U" Pepto-
streptococcus anaerobius \Zx3 % TEL OF)FIE~ 7
U4 FEIDHHPS2ITHD o 72 (8~16F5),
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Table 4. Antibacterial activities of telithromycin and reference antibiotics against standard strains of anaerobes
MIC (ug/mL)
Organism

TEL EM CAM AZM RXM JM ABPC CCL OFLX
P. anaerobius GAI 1160 0.025 0.2 0.05 0.39 0.2 0.39 0.05 3.13 25
P. magnus ATCC 14956 0.1 1.56 0.78 1.56 6.25 0.78 0.39 1.56 12.5
P. magnus GAI 5528 1.56 6.25 6.25 3.13 25 12.5 0.1 1.56 3.13
P. acnes GAI 5568 0.013 0.1 0.025 0.05 0.1 0.2 0.39 1.56 3.13
P. acnes ATCC 11828  0.025 0.1 0.05 0.05 0.1 0.2 0.39 1.56 3.13
E. lentum GAI 1515 0.013 0.05 0.013 0.2 0.05 0.2 1.56 12.5 0.78
E. limosum GAI 5464 0.013 0.1 0.025 0.1 0.1 0.39 0.1 6.25 3.13
C. bifermentans GAI 0209 0.1 0.1 0.05 0.78 0.39 0.39 0.2 50 12.5
C. bifermentans TK 8 0.1 0.2 0.1 0.78 0.39 0.39 0.39 50 6.25
C. botulinum type A 0.05 0.39 0.2 0.78 0.39 0.39 0.2 25 6.25
C. botulinum type B 0.2 1.56 1.56 6.25 6.25 0.39 0.78 100 3.13
C. botulinum type C 0.006 0.2 0.05 0.2 0.1 0.2 0.1 1.56 0.78
C. botulinum type D 0.2 0.78 0.39 3.13 1.56 0.39 3.13 100 12.5
C. botulinum type E 0.1 0.39 0.39 3.13 1.56 0.39 3.13 100 12.5
C. botulinum type F 0.006 0.2 0.2 0.39 0.39 0.39 0.1 3.13 0.1
C. clostridiiforme  GAI 5458 0.05 0.1 0.2 0.05 0.78 0.39 0.39 25 12.5
C. difficile ATCC 9689 0.1 0.2 0.2 1.56 0.39 0.39 0.2 50 12.5
C. difficile GAI 5610 0.1 0.39 0.39 1.56 0.78 0.39 0.78 25 12.5
C. innocuum GAI 5472 12.5 >100 >100 >100 >100 1.56 0.2 25 12.5
C. perfringens GAI 0084 0.2 6.25 1.56 1.56 12.5 1.56 0.78 25 25
C. sordellii GAI 0029 0.05 0.2 0.1 0.78 0.39 0.39 0.05 3.13 3.13
C. sordellii GAI 5612 0.05 0.2 0.1 0.78 0.39 0.39 0.05 3.13 3.13
C. sporogenes GAI 0005 0.05 0.78 0.2 0.78 0.78 0.39 0.78 100 12.5
C. sporogenes GAI 5621 0.025 0.78 0.2 0.78 1.56 0.39 0.39 3.13 1.56
B. eggerthii GAI 5478 1.56 25 1.56 100 50 0.39 0.39 1.56 6.25
B. fragilis GAI 3001 0.013 0.1 0.05 0.39 0.2 0.2 0.1 1.56 0.78
B. fragilis GAI 5524 1.56 3.13 0.78 3.13 50 0.39 50 >100 3.13
B. ovatus GAI 5630 1.56 3.13 1.56 6.25 50 0.39 50 >100 25
P. bivia GAI 0642 0.1 0.39 0.2 3.13 1.56 0.39 0.2 25 12.5
F. varium ATCC 8501 12.5 100 25 0.39 >100 12.5 0.78 100 12.5
V. parvula GAI 0580 0.39 1.56 0.78 0.39 6.25 3.13 0.78 3.13 0.78
V. parvula GAI 5602 1.56 6.25 6.25 3.13 25 12.5 0.2 0.2 0.78

Method: agar dilution method
Inoculum size: 10° CFU/mL

TEL: telithromycin, EM: erythromycin A, CAM: clarithromycin, AZM: azithromycin, RXM: roxithromycin, JM: josamycin,

ABPC: ampicillin, CCL: cefaclor, OFLX: ofloxacin

Clostridium bifermentans 3 X UF Clostridium sordellii
12X LCTEL P J1 i CAM & FIZHBEETH D,
Clostridium clostridiiforme \Zx L CTIE3_XTCH~ 7 1
4 FELIZIZFAFETH - 72,

77 LB ER 0T 5 TEL QWG EE, 7
7 2 B PR B SE RS A PURGE (MIC: 0.006~
1.56 ug/mL) |2t~ MIC %% 0.013~6.25 ug/mL O #
P E R o720 F 24 HERE L7227 T & BB
WZX LT, TEL OFLH G I CAM & 1ZIZFF O
WARYZ MVERLZ,

BN & % 10°CFU/mL 2 L 72856 b £ HA OB R
PRI 10°CFU/mL (2 B1F 2 K5 3 & 3 IR AR o 1) %
RL72

2. BRI HERR

WG IR BERR IS 0E 3 5 TEL OPIREMEZ WP EEE L & b
IZ Tables 5, 6 I/~ L 7,

1) MSSA, MRSA, 8. epidermidis

MSSA 71 %k 2% 3 % TEL @ MIC & 0.05~>100
ug/mL O FRIZH - 720 & D MICs 1E 0.1 ug/mL T
Y, EM, CAM, AZM, RXM B X O’ JM @ 0.39~1.56
ug/mLIZHR4~16 f5/hE o720 MICy, Tld & 1
100 ug/mL L ECTH o720 —F, MRSA 89 #RICK T 5
TEL ® HLH 7713 0.05~>100 ug/mL ® MIC @ #i i T
HY, —WOWKRICHREEZRTIOD, v 754
N3 & FHRIC MICs B8 & N MICy 13 & b 12 100 £g/mL
UETHY, PiRIIEE» -7 S. epidermidis 15 #k
\2 % 3 % TEL @ MICs 13 12.5 ug/mL T & 1), CAM
® 100 ug/mL B £ °'EM, AZM B X OF RXM @ 100
g/mL Pl EIZHAUNE D5 7278, MICy Tid & b 12 100
ug/mL Pl b & PRI IZES 20 o 726

2)
lactiae

S. pyogenes 100 # 1 %} 3 % TEL @ MIC o i P iZ
0.006~25 ug/mL T& - 7zo F 72 % ® MICs & 0.025

S. pyogenes, S. pneumoniae, Streptococcus aga-
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Table 5-1. Antibacterial activities of telithromycin and reference antibiotics against clinical isolates in Japan
MIC (pg/mL)
Organism (no. of isolates) Drug
range MICs, MICso
Methicillin—susceptible TEL 0.05 — >100 0.1 >100
Staphylococcus aureus (71) EM 0.2 — >100 0.39 >100
CAM 0.2 — >100 0.39 >100
AZM 0.39 — >100 0.78 >100
RXM 0.39 — >100 0.78 >100
JM 0.78 — >100 1.56 >100
ABPC 0.1-25 0.78 1.56
MPIPC 0.2 -3.13 0.39 0.39
CCL 0.78 — 25 1.56 6.25
OFLX 0.2 - 50 0.39 0.78
Methicillin—resistant TEL 0.05 — >100 >100 >100
Staphylococcus aureus (89) EM 0.39 — >100 >100 >100
CAM 0.2 — >100 >100 >100
AZM 0.78 — >100 >100 >100
RXM 0.78 — >100 >100 >100
JM 0.78 — >100 >100 >100
ABPC 6.25 — 100 25 50
MPIPC 6.25 — >100 >100 >100
CCL 25 — >100 >100 >100
OFLX 0.2 — >100 12.5 50
Staphylococcus epidermidis (15) TEL 0.1 - >100 12.5 >100
EM 0.2 — >100 >100 >100
CAM 0.2 — >100 100 >100
AZM 0.2 — >100 >100 >100
RXM 0.39 — >100 >100 >100
JM 0.78 — >100 3.13 >100
ABPC 0.1-12.5 3.13 6.25
CCL 0.78 — 50 6.25 25
OFLX 0.39 — 12.5 0.78 12.5
Streptococcus pyogenes (100) TEL 0.006 — 25 0.025 0.05
EM 0.025 — >100 0.05 0.1
CAM 0.025 — >100 0.05 0.05
AZM 0.05 — >100 0.05 0.1
RXM 0.05 — >100 0.1 0.39
JM 0.05 — >100 0.2 0.39
ABPC 0.013 - 0.1 0.013 0.025
CCL 0.05 — 1.56 0.2 0.2
OFLX 0.78 — 6.25 3.13 6.25
Streptococcus pneumoniae (49) TEL 0.006 — 0.2 0.013 0.05
EM 0.013 — >100 0.1 >100
CAM 0.013 — >100 0.1 12.5
AZM 0.013 — >100 0.1 >100
RXM 0.025 — >100 0.39 >100
JM 0.05 — 100 0.2 3.13
ABPC 0.025 — 3.13 0. 3.13
CCL 0.2 — >100 3.13 50
OFLX 0.39 — >100 1.56 12.5
Streptococcus agalactiae (20) TEL 0.013 — 0.05 0.025 0.05
EM 0.025 — >100 0.05 0.05
CAM 0.025 — >100 0.05 0.05
AZM 0.05 — >100 0.05 0.05

Method: agar dilution method
Inoculum size: 10° CFU/mL

TEL: telithromycin, EM: erythromycin A, CAM: clarithromycin, AZM: azithromycin, RXM: roxithromycin, JM: josamycin,
ABPC: ampicillin, MPIPC: oxacillin, CCL: cefaclor, OFLX: ofloxacin
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Table 5-2. Antibacterial activities of telithromycin and reference antibiotics against clinical isolates in Japan

MIC (ug/mL)

Organism (no. of isolates) Drug
range MICs, MICyo
Streptococcus agalactiae (20) RXM 0.05 — >100 0.1 0.1
JM 0.39 — 25 0.39 0.39
ABPC 0.1 -1.56 0.1 0.2
CCL 0.78 — 100 1.56 1.56
OFLX 0.78 — 3.13 1.56 3.13
Enterococcus faecalis (71) TEL 0.025 - 12.5 0.05 1.56
EM 0.1 - >100 0.78 >100
CAM 0.1 - >100 0.78 >100
AZM 0.2 — >100 3.13 >100
RXM 0.2 — >100 3.13 >100
IJM 0.2 — >100 1.56 >100
ABPC 0.39 - 6.25 1.56 3.13
CCL 25 — >100 100 >100
OFLX 0.78 — >100 3.13 100
Enterococcus faecium (63) TEL 0.025 - 6.25 0.78 6.25
EM 0.1 — >100 >100 >100
CAM 0.05 — >100 >100 >100
AZM 0.2 — >100 >100 >100
RXM 0.1 - >100 >100 >100
JM 0.39 — >100 >100 >100
ABPC 0.025 — 100 25 100
CCL 0.78 — >100 >100 >100
OFLX 0.78 — >100 6.25 100
Haemophilus influenzae (72) TEL 0.39 —6.25 1.56 3.13
EM 0.78 — >100 3.13 6.25
CAM 0.78 — >100 6.25 6.25
AZM 0.2 — >100 0.78 1.56
RXM 3.13 - >100 12.5 25
JM 3.13 - >100 12.5 50
ABPC 0.1 - >100 0.78 >100
CCL 1.56 — >100 6.25 100
OFLX 0.013 - 0.39 0.025 0.05
Moraxella catarrhalis (67) TEL 0.05 -0.78 0.1 0.2
EM 0.1 -1.56 0.2 0.39
CAM 0.025 — 1.56 0.1 0.2
AZM 0.025 — 0.39 0.05 0.1
RXM 0.1 -6.25 0.39 0.78
JM 0.39 — 6.25 0.78 1.56
ABPC 0.05 — >100 3.13 6.25
CCL 0.2 — >100 1.56 12.5
OFLX 0.025 — 3.13 0.1 0.1
Peptostreptococcus anaerobius (9) TEL 0.013 — 0.05 0.025 0.05
EM 0.05 — 6.25 3.13 6.25
CAM 0.025 — 3.13 1.56 3.13
AZM 0.2 — >100 100 >100
RXM 0.1-25 12.5 25
JM 0.05 — 3.13 0.39 3.13
ABPC 0.025 — 12.5 0.1 12.5
CCL 0.1 - >100 1.56 >100
OFLX 0.78 — 100 0.78 100

Method: agar dilution method
Inoculum size: 10° CFU/mL

TEL: telithromycin, EM: erythromycin A, CAM: clarithromycin, AZM: azithromycin, RXM: roxithromycin, JM: josamycin,
ABPC: ampicillin, MPIPC: oxacillin, CCL: cefaclor, OFLX: ofloxacin
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Table 6-1. Antibacterial activities of telithromycin and reference antibiotics against clinical isolates in Japan
MIC (pg/mL)
Organism (no. of isolates) Drug
range MICs, MICso
Methicillin-susceptible TEL 0.05 — >100 0.2 >100
Staphylococcus aureus (71) EM 0.2 — >100 0.39 >100
CAM 0.2 — >100 0.39 >100
AZM 0.78 — >100 1.56 >100
RXM 0.39 — >100 1.56 >100
JM 0.78 — >100 3.13 >100
ABPC 0.1 - >100 12.5 100
MPIPC 0.2 — >100 0.39 1.56
CCL 1.56 — >100 6.25 12.5
OFLX 0.2 - 50 0.78 1.56
Methicillin-resistant TEL 0.1 - >100 >100 >100
Staphylococcus aureus (89) EM 0.39 — >100 >100 >100
CAM 0.2 — >100 >100 >100
AZM 0.78 — >100 >100 >100
RXM 0.78 — >100 >100 >100
JM 0.78 — >100 >100 >100
ABPC 25 — >100 100 >100
MPIPC 25 — >100 >100 >100
CCL 50 — >100 >100 >100
OFLX 0.39 — >100 12.5 100
Staphylococcus epidermidis (15) TEL 0.39 — >100 50 >100
EM 0.78 — >100 >100 >100
CAM 0.39 — >100 >100 >100
AZM 0.78 — >100 >100 >100
RXM 1.56 — >100 >100 >100
JM 0.78 — >100 12.5 >100
ABPC 1.56 — >100 100 >100
CCL 1.56 — 100 25 100
OFLX 0.39 — 25 3.13 12.5
Streptococcus pyogenes (100) TEL 0.013 - 50 0.05 0.
EM 0.05 — >100 0.1 0.39
CAM 0.05 — >100 0.1 0.39
AZM 0.05 — >100 0.39 0.39
RXM 0.2 — >100 0.39 1.56
JM 0.39 — >100 0.78 1.56
ABPC 0.013 - 0.1 0.025 0.025
CCL 0.1-3.13 0.2 0.78
OFLX 0.78 — 50 12.5 25
Streptococcus pneumoniae (49) TEL 0.013 - 0.39 0.025 0.05
EM 0.025 — >100 0.39 >100
CAM 0.025 — >100 0.39 >100
AZM 0.025 — >100 0.39 >100
RXM 0.05 — >100 1.56 >100
JM 0.1 - >100 0.78 100
ABPC 0.025 — 6.25 0.39 3.13
CCL 0.78 — >100 12.5 100
OFLX 1.56 — >100 3.13 12.5
Streptococcus agalactiae (20) TEL 0.013 - 0.1 0.05 0.05
EM 0.05 — >100 0.1 0.2
CAM 0.05 — >100 0.05 0.
AZM 0.05 — >100 0.05 0.

Method: agar dilution method
Inoculum size: 10° CFU/mL

TEL: telithromycin, EM: erythromycin A, CAM: clarithromycin, AZM: azithromycin, RXM: roxithromycin, JM: josamycin,
ABPC: ampicillin, MPIPC: oxacillin, CCL: cefaclor, OFLX: ofloxacin
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Table 6-2. Antibacterial activities of telithromycin and reference antibiotics against clinical isolates in Japan

MIC (ug/mL)

Organism (no. of isolates) Drug
range MICso MICso
Streptococcus agalactiae (20) RXM 0.1 - >100 0.2 0.39
JM 0.39 — 50 0.39 0.39
ABPC 0.1 -1.56 0.1 0.2
CCL 1.56 — >100 3.13 3.13
OFLX 1.56 — 25 3.13 6.25
Enterococcus faecalis (71) TEL 0.025 — 25 0.1 3.13
EM 0.2 — >100 1.56 >100
CAM 0.1 - >100 1.56 >100
AZM 0.39 — >100 6.25 >100
RXM 0.39 — >100 6.25 >100
JM 0.39 — >100 3.13 >100
ABPC 0.78 — 6.25 1.56 6.25
CCL 50 — >100 100 >100
OFLX 1.56 — >100 6.25 >100
Enterococcus faecium (63) TEL 0.05 — 25 3.13 12.5
EM 0.1 - >100 >100 >100
CAM 0.1 - >100 >100 >100
AZM 0.39 — >100 >100 >100
RXM 0.2 — >100 >100 >100
JM 0.39 — >100 >100 >100
ABPC 0.05 — >100 50 100
CCL 1.56 — >100 >100 >100
OFLX 1.56 — >100 25 >100
Haemophilus influenzae (72) TEL 0.78 — >100 1.56 3.13
EM 1.56 — >100 3.13 6.25
CAM 1.56 — >100 6.25 12.5
AZM 0.39 — >100 0.78 1.56
RXM 3.13 - >100 12.5 25
JM 6.25 — >100 25 50
ABPC 0.39 — >100 >100 >100
CCL 1.56 — >100 >100 >100
OFLX 0.025 — 0.39 0.05 0.1
Moraxella catarrhalis (67) TEL 0.05 -0.78 0. 0.39
EM 0.1 -1.56 0.2 0.39
CAM 0.05 — 0.78 0. 0.39
AZM 0.025 — 0.78 0.05 0.2
RXM 0.2 -3.13 0.39 1.56
JM 0.39 — 6.25 1.56 1.56
ABPC 0.78 — >100 >100 >100
CCL 0.78 — >100 100 >100
OFLX 0.1-3.13 0.2 0.39
Peptostreptococcus anaerobius (9) TEL 0.013 - 0.2 0.05 0.2
EM 0.05 — 25 12.5 25
CAM 0.025 — 12.5 3.13 12.5
AZM 0.2 — >100 >100 >100
RXM 0.1 -50 50 50
JM 0.1-25 0.39 25
ABPC 0.025 — 50 0.2 50
CCL 1.56 — >100 6.25 >100
OFLX 1.56 — >100 3.13 >100

Method: agar dilution method
Inoculum size: 10° CFU/mL

TEL: telithromycin, EM: erythromycin A, CAM: clarithromycin, AZM: azithromycin, RXM: roxithromycin, JM: josamycin,

ABPC: ampicillin, MPIPC: oxacillin, CCL: cefaclor, OFLX: ofloxacin
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ug/mL, MICs T 13 0.05 ug/mL T & 1), EM, CAM,
AZM, RXM B & O JM I HA~R[FES~8 /N & 2 fili 2 7R~
L 7z S. pneumoniae 49 ¥1Z%F 9 % TEL ® PL i 1 ik
MICs, %50.013 ug/mL Td ), EM, CAM 3 & U AZM
Ti% 0.1 ug/mL, JM Tid 0.2 ug/mL, RXM T g 0.39
ug/mLThY, ¥27uF4 F#ELITIE ABPC Tlid
0.2 ug/mL, CCL TiZ 3.13 ug/mL, OFLX Tt 1.56 ug/
mL TH Y, TRTOHLBHEAIILRD & H/hE o
720 51T, MICy Tid TEL %% 0.05 ug/mL, EM, AZM
B L RXM TIiE>100 ug/mL, CAM TliZ 12.5 ug/mL
THOH, TELIZC NS~ 27 aTF A FIEIZHER250 FfFLL
FARSWEZRLTWA I ERS, ThbwruI4 K
HOMPERIZ D WAPIR ) 2R 2 LR Sz, S.
agalactiae 20 BR 2% 9 % TEL @ MICy i 0.05 ug/mL
TH»HYH, EM, CAM B &£ ' AZM ® 0.05 ug/mL, RXM
?® 0.1 ug/mL, JM ® 0.39 ug/mL {2}~ [A] %~8 £
PURTEEZ R L 720

3) E. faecalis, Enterococcus faecium

E. faecalis T1 ¥ \Z X 3 5 TEL @ MICs iZ 0.05 ug/
mL, MICy (& 1.56 ug/mL % /R L72c EM, CAM, RXM,
AZM B & " IM @ MICs & 0.78~3.13 ug/mL % 7~ L,
TEL OJi% 16~64 iR I & L TENR TV, 5612,
MICy, CTit, SThoH~27 054 F3HEIL 100 ug/mL DLk
THo722th5d TELIXE. faecalis \Zx} L TEWPL
B EZRT Z RO SNz, AW L THY
VLW G %2 A 3 5 ABPC ® MICs & 1.56 ug/mlL,
MICy 1 3.13 ug/mL T& Y, TEL & ABPC IZ X T
bR EOJE 2RO 57z, E. faecium 63 #RIZ
%3 % TEL ® MICs (& 0.78 ug/mL, MICs T iZ 6.25
ug/mL ORI 2R L7z, WKLz~ 27 054 FED
EM, CAM, RXM, AZM, JM B LUt 7 = 23D CCL
D MICso B & " MICy iF\V 311D 100 ug/mL Ll 1 & Hi
WG ERO S0z, R=¥) V3D ABPC O
MICy iX 25 ug/mL, = 2 — ¥ / ° ¥ 3 ® OFLX ®
MICs i% 6.25 ug/mL, MICs T i Mj3E & 3 12 100 ug/
mL TH - 72

4) H.influenzae, M. catarrhalis

H. influenzae 72 ¥k 1%t 9~ A TEL @ MIC O i Bf 1%
0.39~6.25 ug/mL TdH > 720 =D MICsx 1 1.56 ug/mL,
MICq & 8.13 ug/mL %/~ L 725 MICq, THl3E & K §
5L EMB L OCAM Tlid6.25 ug/mL, RXM B & O
JMCTZNZEN26ug/mLB L V50ug/mLTH Y,
TEL &, I HIEFNILR2~16 /NS iz /RL 7z
A5, AZM @ 1.56 ug/mL IZHR2FERK & 0o 720 F 72,
ABPC B X O CCL @ MICy, i Z1>100 ug/mlL,
100 ug/mL &, 25 -T2 & ZIITIFmEE R L 72,
—7J5, —a2—% /1 3o OFLX T 0.05ug/mL &
EDLOTHVWEZMEZ R L7zo M. catarrhalis 67 #RIC
3$9 % TEL ® MICs 1 0.1 ug/mL, MICs, Tid 0.2 ug/

mL % 7~ L, EM, CAM, RXM, AZM B X UF OFLX
@ MICs @ 0.05~0.39 ug/mL £ £ UF MICy @ 0.1~
0.78 ug/mL & FFEE DY) %R L7z, —75, ABPC
B X UCCL ® MICy lZZNZh 6.25, 12.5 ug/mL T
o720

5) P.anaerobius

BEEMED 7 5 LR T 5 P. anaerobius 9 FRIZH
3 % TEL ® MIC @ & 1% 0.013~0.05 ug/mL T & -
726 Z® MICy 1% 0.05 ug/mL %7K L, FTXTOEIE
#1 3.13~>100 ug/mL (b ~_EN - PRIIE 2 R L
72

K RER AR OHAR R & % 100 F512 B 7354 (10°CFU/
mL) IZBWTd TEL B X UEM, CAM, AZM, RXM,
OFLX OHLE G HIT 4 BN DO EE) TH V), 10°CFU/
mLIZBIFAHEREIT LA LHEMKOEIEZ R L0 — T,
MSSA B LU S. epidermidis (X9 % ABPC OHUE
PEiZ, 10°CFU/mL HMIZH R, 16~64 f555 <, #HAE
WEOEEZ 2172, S. pneumoniae \Zxf L Tix, JM
D MICso B & U MICy 23ZNEN 8 HEEB L V32 K &
o7 261Z, H. influenzae 3 XU M. catarrhalis
I2k3 % ABPC B X U CCL OGS II MR &0 %
B2 RKE LR, H. influenzae ® MICs 12 & %12 100
ug/mL PL 1 Tdh -7 (HAfR = 10° CFU/mL ® MICs:

ABPC=0.78 ug/mL, CCL=6.25 ug/mL). M. catarr-
halis ® MICy i3 ABPC %%>100 ug/mL, CCL Tit 100
ug/mL & 10°CFU/mL #MiE 12N, £hEh 32 15
BLUO6ARERERMEERLT,

Im. = =

<7074 FRIUHEIT BRI 7 I 2BEBREL YD 7
T AR ICBWTRWIIEIEE 2R L, 77 ABHTRE
Wk LT, BISMWIZ, H. influenzae 3B X Y M. catarr-
halis \20f L CHIRMEWIGEZ H T 5,

KRB OPH AR b, TELIfERD~ 7 1
FA FRILHE L FRRIC, SN 2BBRID B
77 AETERIZB W TROWIIRIEE 2”3 2 & 0] 5%
i olzo TELD Y F ABHERICH S 23 M, RIS
AR THETH Y, SRV 7074 FRIH
DA% HYT ABPC, CCLB LU OFLX &KL T
F&EzWLZN ETHh o7 T2, 7T KBRS
T A PR TEEIL ABPC, CCL B X UFOFLX X 1 3 555
o725, X7 0T FRWHED L0 TT 7 ABERIC
X BRI T & 2R E LTS S 7z AZM?
LIZIZFETH Y, Tofo~r a4 FRIEELD
bR o 72s ¥EIZ, H. influenzae \2X9 % TEL Ok
X CAM OZN X 0 b8 <, H. influenzae \ZHENT %
PR R IEASE IC BT 2 AR I S % MR E %
10° 70 5 10°CFU/mL (2 Hi il & & TH, TEL OHLHE
HRIEFEAEEL L Eh o722 h b, HEOREIID
TWbDEHREI NG,
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W PR 53 HER %2 N 72 3B S, OTEL 37 7 & Btk
RIS LTHERDY 705 4 FRIUEH X D diRVILE
HEE2AET L2 L, RIS, WREHERAYED FE 2R KR
TH5 S. pneumoniae, S.pyogenes B LU S. agalac-
tiae X L C TEL (X M %~2, 000 f5 Ll L wHiiEh %
Rl @ MIII 7 T4 FREHEB L7 =
LRI BRI Z R T E. faecalis B L VE. faecium
\2% L C TEL 13 6.25 ug/mL D& T 90% OWHED 5
BEMIELZZ. @3 512, 7 F ABMRH O EKGSE
O KEW E L TH SN % H. influenzae B X ' M.
catarrhalis \2%F9 % TEL OPIW L, S HWHICE
RIS 2 H S 5 CAM 2, H. influenzae TIiE 2 %
BWHLHIETEZ /R L, M. catarrhalis TIXFSETH - 72,
@F 7, #5077 LMK TS 5 P. anaerobius 12
X9 5 TEL OFLW I, WKL 723 XTOEAIZH
ELOTENTPIRTEEZ R L7,

WAE, T EEEE LToR=2 ) Vit S. pneu-
moniae (PRSP) S#FRMICHMEICL > T3 L
b, PRSP I~ 27 174 FREHER lincosamide 12
bEZRT I EBWEINTWE™, SElobhb
NORRIZBWTYH, S. pneumoniae ® MICy, T, EE
ffo=7u 74 FRPEEHEL, 100 ug/mL Y Lo HH
TH Y, ENIZH~RTEL ® MICs 1 0.05 ug/mL &,
Iho~xzud4 FigtE®EICH L TH TEL IZEN 2
WHERTZEPHL L2572,
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In vitro antibacterial activities of telithromycin

Susumu Arai, Hiroki Okamoto, Keiko Noguchi,
Kaori Ushiba and Masafumi Yaguchi

Pharmacology, Lead Optimization, Drug Innovation & Approval Division, Aventis Pharma Ltd.,

1-3-2 Minamidai, Kawagoe, Saitama, Japan

In vitro antibacterial activity of telithromycin (TEL) against standard strains and freshly clinical isolates
was examined in comparison with erythromycin A (EM), clarithromycin (CAM), azithromycin (AZM),
roxithromycin (RXM) and josamycin (JM), as existing macrolides, ampicillin (ABPC), as a penicillin
antibiotic, cefaclor (CCL), as a cephem antibiotic and ofloxacin (OFLX), as a new quinolone. Standard
strains: TEL showed broad antibacterial spectrum against aerobic gram—positive bacteria (MIC: 0.006-0.1
ug/mL). The potency was equal to or more potent than those of EM, CAM, AZM, RXM and ABPC, and
more potent than those of JM, CCL and OFLX. Against gram—negative bacteria, TEL was less potent than
OFLX, ABPC and CCL but nearly comparable to AZM. TEL showed broad antibacterial spectrum against
anaerobic gram—positive bacteria, whose MIC values ranged 0.006 to 1.56 ug/mL and were not less than
those in all compounds tested. Clinical isolates: The MICys of TEL for Streptococcus pneumoniae,
Streptococcus pyogens and Streptococcus agalactiae were 0.05 ug/mL, which was equal to or more than
2,000 times smaller than those of existing macrolides. Against methicillin—susceptible Staphylococcus
aureus the activity of TEL with MICs of 0.1 ug/mL was 4 to 16 times more potent than those of existing
macrolides. However, TEL was inactive against methicillin—resistant S. aureus (MIC5=100 ug/mL). The
MICy (1.56—6.25 ug/mL) of TEL for Enterococcus faecalis and Enterococcus faecium was markedly
superior to those of other macrolides. The MICs, of TEL against Haemophilus influenzae was 3.13 ug/mlL,
which was 2 to 16 times smaller than those of EM, CAM, RXM and JM, but twice larger than that of AZM.
The MICy, of TEL for Moraxella catarrhalis was 0.2 ug/mL to be similar activity to EM, CAM, AZM, RXM
and OFLX. The MICy, of TEL for Peptostreptococcus anaerobius was 0.05 ug/mL. The activity was superior
to all reference compounds.



