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1. e
(1) B4 : ©vY~A v (pirlimycin)
(BN~ A 2 HEREEKFIY) (pirlimycin hydrochloride hydrate))

(2) M : WHMOFHFERDOIER

BN~ A AR vav A Y URTEME T D, L LT, 7T LBMEREICK L
THMTH Y AT SEMIEOT0S U AR Y —AD50 S Y7 = MIFES LT
TFREIT AT 2T —PEHAETHZLICLY ERAEEREHET I LDOEEZDL
NTWB, — Y72 FLER DI E T & 5 Staphylococcus & (S. aureus) 2 UStreptococcus
J& (S.agalactiae, S.uberis, S.dysgalactiae) D77 AGHEREIZKR L TAEZITH D, K
ESCE Ui EFHIZB W IO FLUER OIELE By & LT HEFEAA & LTHEH
STV,

(3) fb54
(2S-cis)-methyl 7-chloro-6,7,8-trideoxy-6-[[(4-ethyl-2-piperidinyl)carbonylJamino]-1-thio-L-
threo-a-D-galactooctopyranoside (CAS)
methyl (25-cis)- 7-chloro-6,7,8-trideoxy-6-[ [ (4-ethyl-2-piperidinyl)carbonylJamino]-1-thio-L-
threo-o-D-galactooctopyranoside (IUPAC)

(4) fEEASL O
H CHs

N I
\\ H_(|:_CI
‘C-NH-C—H
HeC—CHy ~ N, O HoJj—q "HCI"H:0
OH
SCH,
OH
ﬁ % Et . C17H31C1N205S HCIHzo
4y o B 146543
FARIZBT AR - AOREETER R
il M 1210.5~212.5C

KW R OE:70gL(pH4.5). 3g/L(pH 13)

(5) WHFELOHE
BV~ A 2 OERXEEN O LR EC BT D FIERE R ORI 2 LA
W RIS,
7o, AMROFRBEEHIER EIZHOW TR, AR EMWHESEN & U CHLERTE DGR




HEEN e S ige 2 LIt WRIF R 2 BRI C BV CRanfE RSBl 7o &
Nl EIZEDbDTHD,

FENZRIT D, BN ~A DR RS

STEE I O A1 fEFE IR

KIE 9H
1H 1E15EH-Y 50 mg DfELE | BTH 14 H
4 24 RN C 2 ERLERNEAR: | —o—o—35 0 10 B
AX 208
1 H1E15ESHZY 50 ng D&% - 93 |

24 BHEIRERE C 8 [AIFLEPTEARS:
KE 36 MR
W 1H1EILESHZY 50 ng OfEE | VT4 48
?L 24 BRI C 2 MIAENEARS | —o—o— 5 60 FE5f
+ BE 60 ]
1 H1[E145FEH-Y 50 ng DfES . .

24 BSHIRNE T 8 [AIFLEPIEAL S

2. MGEMCIT DA, 1
(1) BIGEER

WA (12 30) (M CEERR e L) ~ A U AFENERL (192472 0 200 mgx 4 5y
. 24WERNE 210) U7, MiisEH IR 1 e 55061 ] (55 2 M 5447205 ) =
TR S RIS N, IR G- SN BV U < A 3 TR D 542 1251 LA
MICHEE S 4L, 2 BT A TE IR SN b D LB 2 Hi7zhd, — LR
[HFREN U CRE OFFIEERIZAY . 2 F8MEOSIENEE) TR DT, fem g
FERIERR] (Tmax) (355 1 [EHE GRS~ 12050, 45 2 A GHN6~ 1205, Fes
HEPJRRE (Cmax) 1355 1 [ 5-REDNT440.083 1 g/mL, 55 2 [A1% 5503 440,131 11 g/mL
Tholz, 56200 GRHIE 1 MR GROMENRH Y | 15ETH T, RIS

(T12) (o FH) 13°F22.89 B, T12 (BHH) 1337.605HI T o7z, MLHHMRE —
IRFETRRAR N RS (AUCO-120) 132.269~7.114 pg-hr/mL TéH -7z,

WL 388 IHCREBRE LY <A L U ELERRS (1 455472950 mg, 24 1
R B) U, b2 6. 10, 14, 18H £ CTEAVEISIH(14 H DA 8 FH)IZ DU
TIIZ 12 WREIRRE, PR 224 EIRRE CERE L, i, R M OErR A~ [El R
DNHIE STz, e GBI AR DRI, HitH23550.7%, JREAN2.7%, #
H7327.6% CThH -7,

(2) RaftER
WA (1280 1ICYCERRE LY ~A 2 U 2IERRS (14527- 1200 mgx 4 43
B 4R 2m) Lz, F2hxb%4, 6. 14, 28 HIZ4S 3 EHA IV V2,
B, A OB R DT B S HERTEMEIC X 0 JIE T4, Rk R A
SNV TNORERIZBW T BB TR b E <. DWW TEE, B, fIROIRETH -7
DMERRFR T LT,
WA (12880) (IMCEERE LY ~ A 2 AHENRY (14554729200 mgx 44y



BB 24FFHIERR T 2m]) L7z, H2ixb%4, 6. 14, 28 HIZAS 38HZ WGz
BH LTz, F£72. TE COMFLH & 12050, 3EIR 2240 HHNE CEREL L 7=, £
SNTRRY TNV DPR, #, Ft B SO O, IR T,

VY <A U REAGIERD80.6%, BV Y A T AR F Y RD38.0%, AlRIEDRRNE
WY& 17533.8%, 2 23%6.7%., ZTOM04% ThH o7, EFTIIE L) <A 2 U R AN
44.6%, N <A U AVIRF Y RINLS%, REEOWMEE 1 7332.2%, KEED
MMEE 2 317.8%, Z DA12.6% T o 7=, IliEH TIIE VY ~ 1 o U REUE)321.9%,
LY = A 2 ZIVIRF Y RINT6.5% T o1 HITTIXE LY = A o U REbARD

90.0%LA % KTz,

3. TR
(1) Zfrofz
O S Roee - er <A (g W TIE V) v 1 Vo KOZEOR
W CTHAENY v A T ANLKRF T R)
@ HHrEOME

NAFT A ELOHPLCMS (K7 o~ N7 Z 7 ¢ —E&5HT) 1, LKk
USHFRIZB W THOW BTV,

RGOS, TIEEESE T L AT L 0 RSS2 2 AN = 0
ENY A T RVRF Y RSN Y <A U BRI~ & PR Z 5
EMD, 37°C T 24 FFEIE T DB EEITV, LU ~A LV AVRF Y RE L
~A AU, Tt LT,

(2) Mk BT D78

O el ~A e LT1HENTZY 50mg % 4 73 5EA T 24 FHEE T 2 [F
FENEE L, mi&fbiz 7 BOmW, T8, I BiE&k OHEICBIT L e
U~A T URE (HPLC/MSIEIZZ W lllE) LA FITRT,

BN~ A e LT, 50 mghyRg 40 EECUZHENE S Lo BT O e/ ) <1 v U RE

(ppm)
545 10 A =] i B fisk A
7 <0.025(3),0.070 <0.025 0.6081=0.188 0.058+0.010 0.148*=0.114

BB xR, s, SEIEHFREREAE TR L, RIS A~
EEFRA : 0.025 ppm

@ Ficenr <A LTI HESRTY 50mg % 4 5374 24 BN T 2 1]
FURENEL LT, BG4 7 BIZRT 25, BBA. K. BiRk OvNGo eL
VA DV ARE O T v ECEVE) 2L FIRT,




B~ LT, 50 mg/nBa 4 EETCUIHENE S LIZREOBRAMEHO LY < o1 o R

(ppm)
i 50 e I o N
7 <0.05 <0.02 0784041 <0'0%’01'87(2)’ <0.02,0.03(3)

Biid, OWTIESUE, PHE AR RE TR L, ol a7~
TERBRA - AL ITE R O 0.05 ppm, & OVIMES 0.02 ppm

(3) FLzkBIT 25
O WHAT IS0 BV <A 22 50mg % 4 5354 T 24 HEEIREIRE C 2 (A9
NG UTe, Fofdie54% 36 RO DN Y ~ A 2 ARE (KA T vEAiE
S OYHPLC/MS ) Z LA NIRRT,
BN =A 2l LT, 50 mgnag 450 EE UCHBENES LICROIF OV Y <A

IR (ppm)
R H S FT A HPLC/MS 1
(P54 H5H)
36 022+023 021031

B, AR E TR
E SRS 0 0.02 ppm

@ WHAT IS0 BV <A 22 50mg % 4 4354 CIT 24 FRREIREIRG C 2 (A9
NG LT, Bk 5% 12 725 96 FEEOFLH DO E /LU <A L ARE (N4 4T v
AL ZLUTIORT,

B~ A e LT, 50 mgEa 4 R4 CUZHEBENES LT-RFOF,

OB <A VPR (ppm)
A o
(51 5) 4
36 0.13=0.03

BfEix, SPIE AR R TR,
TEEFRST : 0.04 ppm

it S T FRRABRBGR O ROFEANZ OV T, Bk 1 22

4. FR—BERE (AD1) FHf
B EHARE CER L SAEEER 4 85) 2 4550 1 HE 1 5ORUEICE D=,
Rk 2 042 H 1 2 AT EAG B A2 0212006 12XV . BnZeZEBRER
BHTERZROIZENY v A ¥ ANURDRAMEHECESHIIZ OVWT, BLTFD LB
i Cuns,

LY = A L DO OV T, ADIE U CIRODIEA RT3 2 &2
WY EEz b,

LY ~A3 v 0.008me/ke (AH/ H




5. FAMENZIIT DR

KE, EU, 8, ¥, =a—U—TF 0 RERELEZA, KE, EUS T
HOFUA A I A AGE é%VOﬂé

7235, FAO/WHO & RIEMISIIEZF 2 JECFA) IZBW GHI S TERY . ADI
& LT 0.008 mg/kg {RHE/ H ASRE STV 5D,

6. FRRHMHE
(1) BEOHNIS : el ~<A vy (FHIBZOWTIE VY <A o0 RO
WTHHE N <AL ZILRF U R)

(2) FREHMENE
PRSI IR 2 D L BV TH 5,
AENZONTIE, Bdh, IIIEOBKIEE F1 & A B —Ropsy
B O 6 [ZB W THHEERRE SN TND L ZATH D,

(3) ADI}h

BRI W THIEED _ER F TR LTz SIE LTE. ERCE RS
RITESEHE SN S, 1 BY= W EBET A% OE @i/ B RE (TMD 1))
DAD 1IZx3 5%, UFDERBH TH D,

TMD I/AD 1T (%)
[E R 10.6
SR (1~675%) 47.6
b 12.9
mling (6 5hkLL L) * 10. 4

*  EEE IOV TITEKPEROEIET — 2 37202, ERVPHOBEREELSE L L,

B, FHORBEIMHIC OV T, B3 D LB ThH D,

(4) BHNZHOUNTIE, FREFEEE OB ZFEE O 72 VB M OSFERRIZ W ESRIZEI L T
Blih, WIEEORIKSENE (R0 34 FFEARERE 370 5) B1ENOE A &

s DR RIOIE 1R 3 [R5, SUAEWE UHMbFRIE R T2 A PTE MY
Baafh L TUIR bR, | NEfShns,



(BIE 1)
KIBEWNZIBIT HE N ~ A L DL RER

O Hen <A LT1ENST2Y 50mg & 45354 CL 24 R C 2 [F
HENKE LT, k&% 2., 7. 14, 21 RO 28 HOfBAL, RElA. ATliE. Blsi
DHAEIZBITHEN T ~A VU BE (HPLCMS HEIC L VHIE) 2L FIORT,

BRI~ A e LT, 50 mgaEax 45 EAETCUTHENE S LIZREOBAMEMTRO LY < o1 o L REE

(ppm)
R H o b - — -
(545 10 G lilEi] Jii B fik =
2 <0'023 (55)3)040, <0.025 1.69010.206 0.455=+0.071 1.035*=0.356
7 <0.025(3),0.070 <0.025 0.608+0.188 0.058+0.010 0.148+0.114
14 <0.025 <0.025 0.205+0.115 <0.025 <0.025(3),0.040
<0.025(1),0.030,
21 <0.025 <0.025 0.070,0.150 <0.025 <0.025
28 <0.025 <0.025 <0.025(3),0.140 <0.025 <0.025

BlElE, SR, SEE R REA TR L, FEPIsR A =,
TEERRSY : 0.025 ppm

@ Flcen <A LT10EHTY 50mg & 45354 CLT 24 REREIREIRE C 2 (1]
FUENEE LT, btk 1, 2. 7O0N14 B2 2, IBA, FHE, e
FOVMGDE N ~ A L ARE (NA AT A ECEVE) 2L FORT,

ELUwA e LT, 50 mg/aEax 45 EAETCUIIENE S LIZREOBAMEMTRO LY <A1 o L REE

(ppm)
SR " _ N o -
(542 A5 G iS5 JiR3i Bl /NG
20052)005, | <0.02(2),0.03, N N N
| @ o 2152034 1.1520.50 0300.13
2 <0.05 <0.02(3),0.08 1.7820.17 04620.11 0.1820.05
7 <0.05 <0.02 0.78+041 <0'0%01‘87(2)> <0.02,0.03(3)
14 <0.05 <002 0282007 <0.05 <002

FAElE, AT, PE SR OR L, NN A 7~ T,
TERPRA - A, Il O 0.05 ppm., JENAR OVINIG 0.02 ppm

@ WIHAFIZ1HENST-V BN <A 2 50mg & 4 4354 T 24 IR C 2 [B13L
BRI LT, B 54412 5 96 REfEIOFHF O U <A 2 AR (N4 4T v
YA =N OVHPLCMS #5) LI FIORT,




LY~ E LT, 50 mgimEE 4 0EE CUIHBENE S LTEROILF O /LU <A

R (ppm)
PR SAFT oA HPLC/MS i
(B AR
12 13.6£7.18 10.4+4.99
24 0.77£0.86 0.821+0.76
36 022+0.23 0.210.31
48 0.10+0.06 0.110.07
60 0.05£0.02 0.07£0.02
7 <0.02(5),0.02(3)0.03,0.04(5)0.05,0.06 0.05-0.02
84 <0.02(2),0.02(4),0.03(7)0.04(3) <0.02(2),0.02(3),0.03(6),0.04(4),0.05
% <0.02(6),0.02(7).0.03(2).0.04 <0.02(4),0.02(8).0.03(2).0.04(2)
BEix, OB, SEECAERZE TR L, fFEINIERAESE R,
ERPRA : 0.02 ppm

@ WHAT 1LY BN ~A 22 50mg % 4 5354 Tl 24 FFEIREINE C 2 (A%l
ENEG-UTe, B 54% 12 705 96 FEIOFAF O <A 2 ARE O AT >
A1) ELUFIORT,

B~ A e LT, 50 mginEa 4 R4 CUIZHENRS LT3,

DY <A LR (ppm)
g A 2l
(% GARER) ”
12 8.021+1.89
24 0.63£0.19
36 0.132£0.03
48 0.08£0.02
60 <0.04(3),0.04(4),0.05(7),0.06(2),0.07,0.08,0.09(2)
7 <0.04(13),0.04(2),0.05(3),0.06,0.07
84 <0.04(16),0.05(3),0.06
96 <0.04(18),0.04(2)
BEIx, AL, EEEEERE TR L, NI E =~ T,
EEFRS  0.04 ppm




(Bl 2)

= A

ey FEUEEBT | [ERREE K[H EU it Nz *
ppm ppm ppm ppm ppm ppm
DA 0.1 0.1 0.3 0.1 0.3 0. 05
EDREN 0.1 0.1 0.1 0.05
EO 1 1 0.5 1 0.5 0.5
B R gk 0.4 0.4 0.4 0.1

EOREG ™ 0. 4

A 0.3 0.2 0.4 0.1 0.4 0.1

T AFNCOWTIE, BHRIZAROESIZBE LT, &t NSO ENE (R 34 (FEAE 7R 370 75)

EB1IARNOE A Al WROBHRRIOE 11 ORT TR, FUEWE UM E R T- D PTE M E %
SHELTUIR SRV | DNEH SN,

*1: BN~y BN~ U ZVR RV A S VR ROFnE LT
*2 B &1, BRICHLENBE O S B AL JBA. FHBME OB O3 E N D,




(BIA% 3)

e~ A v UHEERTIE (BN ug/ AVH)

) wer | mErey | PR e R

bt (ppm) TMDI (16 7%) TMDI WL L)

TMDI TMDI

FOBA 01 2.0%! 0.9 1.9% 2.0%!
EDRERE 0.1

=D 1 0.1 0.1 0.1*2 0.1

DR 04 02 0.1 0.3 02

ORI 0.4 02 0.02 0.1 0.2

FL 0.3 59.1 59.1 549 59.1

&t 452 60.2 574 452

ADI k(%) 10.6 476 129 10.4

1 2 JRIODHERE T M ONEN O R

X2 ¢ HHOBEET — 2 )32\, [EESEOBREAZSEIC L,
X3 Al C OV TS KEE OB — 2 37202, EREOEERESSE L L,




k1 6412H 3 H
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H18H
H 3 H
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