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Hwogg [[HEER] 0ESHE]
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[FRIZE (ROBZCEHEELEVI EEERETHH, 1S
DEETHIBAICREECHEETEE)]
WRANFEEDD 2 B [IEERRENS A L, IFEEIE LT
BBENN DL, 1215l RLEETRST AT, BT
BB R 4T o LEIS UG EEE 1 H 3 E25 2 [

WP AL LTG5 & ((3EWERE] omEBE)]

(#ER% - 141K]

1.48m%
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sn Jes BAS F vk
FXTN)AF v 150mg
RS VAR T ) AF Y 350mg
(XFRATYVAF Y - FNKT) AF & LT500mg)

. ALY ANVKYEE 672mg
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A o PHHEA]

2. MR

AANIWEE~FEEOIR T, EHMAK, 5% 7 FURERIZERL
7oL SOpHEVURELILIITROLEBN TH 5,

R AT pH RiB I
50mg/mL PEENEVIN 45~50 -
24mg/mL 5% 7 7 B #4.8 #1
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(ECHEE)
FXTNVAF Y - FWKRT) AF I
YTHAVAA T VT A
(EIGAE)

A EGAE
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(A% - AE]

HHE, BANIEFXTIAF Y - VR TYAF LT, 1A
75mg/kg. 1 H 3\, 605375 THIEHFET 50 AHNOEMRIZIZE %
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5L,

(BHE G-I, RO, FAERE . BEOMIRE S ER/ L. ﬁw
fﬁ%h\$ﬂ@ﬂF&%#M£ﬁ#¢L\%r®(%LME:

| BEREHEOMM OS5I L Ev b L, |
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AV ECHEM S M2 5 TAHER R RAERIZ BV OO iR 1,09961 %
Gt AERI2.20861 1. 1,06261 (462%) (ZEIMEM (AR HA 2
FrEt) PROLNTz, BRI X ARG SS (45426
PR P41, RIEL7AM. TERR2404:-55) 1376861 (334%) 7R
DO, FOMOEIER & L CHE% D OIEBEIKFIONE (44%).
961 (42%). MT751F (33%). WEHS01E (22%). %%
4615 (20%). THISTHE (16%). &HE30ME (1.3%). % 9 FE231F
(1.0%). HFE201F (09%) FTh o7z,

EIPNC BV TIE, & THERRHER 6 6. BERIMEE 261 (WFh
S I NI VREFEGE Tld e 22 o 72) 12 L TR &

nTwb, A#% 1 E75mg/kg.

1 H 2 1™ 303 3 [y sE L

7o 7T BN EITER 322SR EO H vz, £ OWNFRIZ. AST (GOT) Lk
A BRE TR, »-GTPLAVE 2O N, 72, o

WCAPERESE - BERIC X BRREEA Lo A, FE, BUN LA, #LHE.

LS, ERAEAE 1 R0 b7z, ORFRIE @ 20024E 1 H)
BRI B\ C e R SUEFI1061H, 161 (10.0%)
WZEWER 2 2SR b iz, 2oL, RS, b L7 5
YR AR F S — BWINAK 1 - ThH o 7o (FHRAK TH)

o AF KB I N2 HEIE L E75mg/kg, 1 H3EITH S,
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I, TFT74T7F =BT IEDVHLOT, BEE T
ATV, BEPRO SNGE 3G 2R L, @) 2
BEITH) T &,

2 AMERHAEE (0.1%Ki) . I (0.22%) . M/ MREDE (38
EARER) MBS AE, IR L, AR A 5 o £ i
M/NGRAED B S b b Z L2d 50T, EMMIHEE
119 % SIS % 01TV, BEVPRD SN E 123Kk 5
Aokl @Y RLERIT) 2L,

3)FFR. FF#EEEE (801%KE). HE (HEAREA) @ JF%,
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Mg, IRESEGE, MUMEZEOBKIENDH bbb Z E2H
HDT, TO LX) YA KRG 2RIk 5 % &Y 2 LE %
192 &,

7 PRAL, EER, EBRK. BBRRE (WThHEERER)
WP A 4, IR, IR, IRIRFBESH O bNDL L H
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DR EESEREL LR 2 LU SN EHEICORESTTH
o [HERF DG T 2 LRI L T2\, ]
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B ARFOHHMBAETIE TN EBEETH o720 YT A =Ty
b2 AW 72R BRI B W CIgESUAD AT A S N5 72,

ez 0ty
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(27 v by 42 BV ERWTERL - —EERREBIZB VT,
LAY I VIEHICL A EEZONBMERT - IR 51
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BVEFIC T THEOMFTIZBWT, v b, v7 ATIHFERIC
BEZRD LN o720, 7 F AW RIEERETERIHE
HREIZB VT, BME#EA~OEE) S 4 U8 o8
B, FRERTEICL L EHRSIND, GiE. R AEEOKAHE,
JEROILERIEDFED STz, BB, INHDTER IR
BEIE, —RICECHMON TV A Y F2 Ve E 0%
BRI GREBICBWTALNL, BB ORGP 20
TAHEMICE B EHEEEND,

(EmEE
1. MEFFRE
(IfERE A
1) Hifal$ 5
BHREBAT T (n=6) \IAHI75mg/kgx 1 B A1 CRUEHHE L 72
& EOREGMAETREZIX710ug/mLE /R Ly 5 AR L L1 T

35) 272,
(ug/mL)
8r —A— FXTVRFV  FNVERT) AT~
——= FXTYAF
0= FNEKT) AT
o
i
=3
i3
1 1 J
8 10 12(h)
¥ 514 W5
Cmax AUC(0-) tizp
(ug/mL) (ug - h/mL) (h)
FXT)VAF -
Yk Ty AT 710+0.72 9.08+1.39 1.11+0.09
FRXTY)RAF 233%0.21 319+0.31 1.31+0.32
WK T) AT 414+056 502+092 090+0.13

Mean*S.D. n=6

2) R 52
HEHM AT (n=6) |<AH75me/ke% 8 FEMIMIRET 3 HI, 1 WM
MV CHIMEHE L7z & & BRI S- 2 B BICIITEHIKEEICE
L7z 5 3 HHIZBI % CraxdF101ug/mL % 7R L {HJH 13 131.70
T o 720

QIFEEEE GHEAT—5)Y
JEEZE B (2 ARK) 75 me/kg® 1 RERT A0 T RUERE L 72 & &, BRI
AT IR O LA AR S 7z,

NAFT v AiE)

(ug/mL)
10 —— ¥ X 7Y AF v (PP EE)
O F XS Y AF (RN
—A— YRS AT (FFREZEEE)
gl <A VKR T AT v (IR A)
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Crnas AUC(0-) t2s 3. 1FRIEFF
(ug/mL) (ug - h/mL) (h) RENOENRT THHF XTI AF Y ROT VAT ZAF id, WInbil
F¥XTVAFY | WEEEE | 4332090 1139+353 303101 BYURY —AIEH LEAERAHET 25, VRV — A FOVEHLBAIE
EHERA 297+0.66 400%0.96 1.08+0.30 BB, FVKRT)AFEF A7) AF Y OME D) RV — A NO#EEH
FWKRTAF > | LB 946+1.90 1367+347 191+0.57 MMEZED, WRGPIAE T2 2 LI X VMW ZRin vitroPUE ) 277319,
[ 59N 786%1.72 933+205 1.00=026 RENOVERFE L7 ) aRTF FRVAEME L 135875 > CTH Y. VREFIZR
Mean+S. D. WFMIZ#EE in=9. fHEKA n=14 (N AT &A1) LTHREERT. 720 FXTVAF Y REVIVET) AF > OFEERBHW
2. 5% LHALEY & AR DTEE R RS 2 & D%n vitro CREA S N TW 519,
(DRURATE (MEIAT— %) 4.MtE
BERART (n=12) ICAHI75mg/kg% 8 BERIHIFAT 3 1. 1 KR A T (DHATI7~199E ICHR SNy Faay B A - 7274 (57
CHMEE L7 & &, SR AMERTAUCI M4 AUC & T #25~ ) @9 HLARKIOMICH 4 i3 8 ug/mLTH B HE#kH710.5313:35% 7%
08 TH Y. LWEHMBBF~OBITIRIFTH > 729, T72, WHERA b7z,
BT (n=12) \AHT5ma/kgd 1 WA CRIBHE L7 & 5, KT (2T OARFN A B EERIT & LT X770 AF 2 LE VAT A
FHADORATHERD 5N, T Y OBFIZ L DRGSO, VAT ) AT 2 OWAEIANOPEL RS |
(2EEMG A3 F X7 AF v OVEFIRAL OIS D335 ST B,

FX 7)) AF > (1~15ug/mL) KOFNVKRT) ZAF > (02~15ug/mL)
Din vitroTCHOE MG S ¥ 37 L OFEGHIE, T2 N879~938% K1 (B35 CRE 3 2 IR{L AN R )

LL0~60%TH o7 (RIS HBIE). 144 1 % 2 71) AF ¥ Quinupristin (JAN)
3. % 75 : QPR (WHO recommended INN : Quinupristin)

JEWEFEIC, PURIE A AT 2 AW ER B |_ S N0, F/2, &K (L2324, RP6SSSS : (% X 71 AF ¥ DEHA)
FNICYP3AADIE DR FH # IHES 21EH %2R L7z (in vitro)¥o (-)-N- {(6R9S.10R 13S,15aS.18R 225.24aS) 22~

4.8kt (HARNT =5 RUSHEAT =) (4-Dimethylaminobenzyl) -6-ethyl-docosahydro-10,23-dimethyl-
e _ - e N Sl 93 -
B AR T (n=6) [AHK75mg/kg% 1 B 27 CTHRERE L2 & &, 58,12,15,17,21,24-heptaoxo-13-phenyl-18-[ [ (3S) -

R CRZALME, WSEEREY) & L Co 0 ~2415R o R kI3 3% 5
D192%. 0 ~48K5H O FEFE P PRI 5 ED1I8% TH 72 XA 4T v
A E)Y, —h, HAMCB W TRERART (h=6) I[JUCIER L 72 A%

(3-quinuclidinyl) thiolmethyl]-12H-pyrido[2,1-f1pyrrolo[2,1-7]
[14,7,10,13,16] -oxapentaazacyclononadecin-9-ylf -3-
hydroxypyridine-2-carboxamide

500mg& #5- Lz & A, EICHMPIIHRIES L, %54 7 H £ ToOHRIE SR CasHerNoOwS
IZHT5~TT% TH o729 T v MZBWTIEEE LT PICHEE NS 2 SR 109222
ERHLMNIZRSTENIO, b MIBWTHRH RS T ERETH D & (L4, RPEORM ; (% X 77V AF ¥ O &k o)
HH D (=)-N-{(6R9S,10R,135,15aS,18R,22S,24aS) -22~-
(4-Methylaminobenzyl) -6-ethyl-docosahydro-10,23-dimethyl-
(:429% )| 58,12.15,17.21 24-heptaoxo-13-phenyl-18-[ [ (35) -

1. VREFEZLE T D026 % xf RAZ AL CHEM & 7z B TMAHRER I B U 2 5% (3-quinuclidinyl) thio] methyl]-12H-pyrido[2,1-f]pyrrolo[2,1-/]
PEEFATG S B11335861 T V) . BREEBIZBIT B AR GAIE + /86150 [14,7,10,13,16]-oxapentaazacyclononadecin-9-yl} -3-
DEFNET40% (265/35861) Tdr o721V, hydroxypyridine-2-carboxamide

B HAE (%) 5 F3 - CseHesNoO10S
T RS 89/124 (71.8) 43 & 1008.19
e 78/106 (736) L2244 1 RP67648 5 (F X 7)) AT ¥ OEAHBST)
JR I e 35/40 (875) (-)-N-{(6R9S,10R,13S,15aS,18 R 225 24aS) -22-
Rz [ T ORI e | 31/39 (795) (4-Dimethylaminobenzyl) -6-methyl-docosahydro-
BT OB e 12/15 (80.0) 10,23-dimethyl-5,8,12,15,17,21,24-heptaoxo-13-phenyl-18-[ [ (3S) -
TG S e 9,10 (90.0) (3-quinuclidinyl) thio]methyl]-12H-pyrido[2,1-fIpyrrolo[2,1-1]
P 2 1/6 (16.7) [147.10,13,16]-oxapentaazacyclononadecin-9-ylf -3-
R LIS o> A 15 5/6 (833) hydroxypyridine-2-carboxamide
AP B 1/5 (200) 53 F3 1 CozHesNoO1oS
Zofth 10/16 (625) 4= 1 100819

b4 : RP57886 ; (¥ X 7'V AF » OEH KT
(=)-N-1{(6R9S,10R,135,15aS,18R,225,24aS) 22~
(4-Dimethylaminobenzyl) -6-ethyl-docosahydro-

2. VREFIZH§ 2 Ml 5 100 H1369.4% (197/284f1) DHEIHEIFTTH - 7210,

(FxhzeE] 10,23-dimethyl-5,8,12,15,17,21 24-heptaoxo-13-phenyl-18-[[ (3R) -
1. EfERY (3-quinuclidinyl) thio]l methyl]-12H-pyrido[2,1-f]pyrrolo[2,1-1]
AHIVanA K VanB% 4 7OVREFIZx L CTHIH N2 E T %0 HARTHEIR [14,7,10,13,16]-oxapentaazacyclononadecin-9-yl} -3-
IrHES N VREFISH T % AF OMICIZ05~ 2 ug/mLTH o 72 T72, /N hydroxypyridine-2-carboxamide
YARA Y VESRI T ay A - T 2Ty AR AMICIZ05~ ST CssHerNoO10S
8ug/mLThote KADIYFOIY HA - 72 IS SHEE T 102222

B TH o7 B, AFOZyFOayHA - 72 AHT S
WRIZFEL, Ty Faay AR - 72 h) ALEEIHTH B
BERHREZRUHERE
NCCLS (National Committee for Clinical Laboratory Standards) 12
(ZHE U7 MICHIE R R O T 4 A 7 3k Fv . IRER D 2 B0 | 2 e ARl
2% % VREFOIESZ M2 FHI T % o
JEAE ) o Al

N

T MIC (ug/mL) FA AL WEEGE £ A HIEF O’ (mm)
S I R S 1 R
VREF =1 2 =4 =19 16-18 =15

S BN T RIS B IS AR, R ¢
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Wi

LI N

2.~k
[
: RP54476 ; (VAT ) AF )

BTR
5T

Mg

CERXTY) AT

RP68888 : Ri=CHzCHs. Rz=N(CH3)2
RP60844 : Ri=CH2CHs. R:=NHCH3
RP67648 : Ri=CHs, Ro=N(CHs)2

R2

RP57886 : Ri=CH:CHs. R2=N(CHs)>

FXT)AF VIAG~BHEBOR R TH L, A=), Y
2= (995) WZEIFRT L, TP ICRREITICL L, KIS
DTHEITIZ v,

%)V 7)) AF ~ Dalfopristin (JAN)

DPR (WHO recommended INN : Dalfopristin)

(-)-(BR4ARS5E10E,12E 145,26 R 26aS) -26-[ 2- (Diethylamino)
ethylsulfonyl]-8,9,14,15,24,25,26,26a-octahydro-14-hydroxy-3-
isopropyl-4,12-dimethyl-3H-21,18-nitrilo-1H,22H-pyrrolo[2,1-c]
[1,84,19]dioxadiazacyclotetracosine-1,7,1622 (4H,17H) -tetrone
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