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wruSA FEFEWHTHS VT Ao~y 220 T, SRR E RN
TR RREEN S 5 L.

PR B e BT L. R (PR UNR) . RERE 0F) . AdEERE (T o

FERUS R), TAMEMHRE (v MRUM X)), BHEEEERER (X)), SRR
B (T v PEOUYE), BERERR, SEDFNREERCETHRBREOETH 4,

W5 2awA AT ONTIL BEEMICET A EFED in vitro BT in vivo BB CHB 0
TWFRLEBETHAE D L, WICEMAMRBIIITDR TRV, AR TS
HEOWTHORBRICEO T L ATEERE SRR ERED bh TN L b,
VS AL L, BEEERNAMEERESRVEEZ BN, ADI OBRERECHS

LR ERnT, -

ETEEIC B AR ORBER, EHENADL L. 7 v bo 2 BRI R U
BHEMARRIC BT A HRBREROBD EUREEFEOETIZESL LOAEL 15 mg(h
fi)/kg A8/ A I 2Rk L LT 1082 10, BMOESME 10 25 E L7 0.015
mgkg FE/A £EZ6hiz,

—J5. BUEMEHERICI WL, BIRFATRIA R T — 4 M bk, FEEEOET
IR B R R AHEIZEE TH D LOD, in vitro D MICs Ok bIEVVEA SIS
T A ADI ORFHENL, & FOBENICET BHETEEOE T2 EET 5 & 0.04
mghkg FEREELEL LN,

EES ADL @ 0.015 me/kg (RH/ B, WA Fa ADI OFEED 0.04 mgike (AE
/B EEE L TR VENETH Y, HEDFOREIT SN ThHHRAESEFRHREL TS
LEZLRAZ LG, ADIEICSm- T, BRI ADI © 0.015 mgke /5 %
WHTAZENEYTHLEELLNIL,

kLY, YFRovA L ORSEFEREFMIC VLTI, ADI & LT 0.015meg/ke
{RE/ B 2RRE LT,
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VFAnwA LA
CAS (No0.217500-96-4)

o

T4

: (2R,38,4R,5R,8R, 10R, 11R,128,138,14R)-13-[2,6- 7 # % 2-3-C- A F/1-3-

O-AFNACUFEELT 2 2)AFA) a-Lribo~F Y BT ) L) d%
)92 F-3,4,10- b U B Fo¥i-3,58,10,12,14-~F % A F4-11-[[3,4,6- b
UFFF (S AFNT I ) f-Dxylo~F VBT ) ldF 1A
G- T W r aS BT 15 A

(2R,3S,4R,5R, 8R, 10R, 11R, 128,138, 14R)-13-[(2,6-Dideoxy-3-C-methyl-3-0-
methyl-4-C-[(propylamino)methyl]- « -L-ribo-hexopyranosyloxyl-2-ethyl-
3,4,10-trihydroxy-3,5,8,10,12,14-hexamethyl-11-[[3,4,6-trideoxy-3-
(dimethylamino)- § -D-xylo-hexopyanosylloxyl-1-oxa-6-azacyclo-
Pentadecan-15-one

YZAuwA B

CAS
s -

¥4

(No0.280755-12-6)

(9R,3R,6R,8R,9R, 108,118,12R)-11-((2,6- /7 A% 1-3-C- A F/1-3-0- A F /1~
40 [(Fo T I ) AFAL a-Lribo~F Y BT J WA % ]-2- (IR,
9R)-1,2- ¥k Fa¥i-1-A FLTFFA)8- & Fo%-36810,12, -5 AF
A-9[3,4,6 b VFAF-3-(DAFAT I /) B-Dxylo~F YT )M
F 1A Y4 Ty 0 NUFH18F

(2R,3R,6R,8R,9R, 108,118,12R)-11-[[2,6-Dideoxy-3-C-methyl-3-O-methyl-4-
C-[(prppylamino)methyll- « -L-ribo-hexopyranosyDoxyl-2-[(1R,2R)-1,2-
dihydroxy-1-methylbutyll-8-hydroxy-3,6,8,10,12-pentamethyl-9-[[3,4,6-tride
oxy-3-(dimethylamino)- § -D-xylo-hexopyranosylloxyl-1-oxa-4-
azacyclotridecan-13-one

N

Ca1H79N3012

. BFE

806.08
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7. BREOBSRUERAKRESE 81 _

VFAuwA YATEEROY I 0T A FRANME T2 EOMERMEE (V7o
v ARV T AL B) OEHESHTHS., ?&ﬁqﬂ‘fﬂlﬁ‘llu%ld”m
AEHEORMEILITNG : 1 L Zh T,

Vv AuvA L UOERBTL, hovs o T4 FREESE L R, MEsao
YR —ADBS Y Fa=y MIES LT 7 B EMETALOTHY B
MICERT 5 B2 TS

*&U‘Hﬁwﬁﬁﬁmﬁ_méhii Be ﬁs‘&:ﬁ:&‘aﬂb LATWAZ bbb, FRUBEGIHEE
PR S B R U TR B & T 2B AESRES L L TR Sh,

V5 AmeS UL, b MREERE LT, BRA L BERSATORY, VIR
avA Lo FEMS LT OMMIRERESIT, BAICETAARITRV, EU ROk

. BETHEAIhTWS, BU RUSKEICRIT 2k - ARL, VI Ane L LT
2.5 mgUhil)keg (FEORBEEHFITIZET. HICHEEBSJP’?'\@H%&%?%%D GRER
REU T4 749 H, BK:33 8, XETIHH: 180, K:58Tha, i, ¥Y72
B X EMEA (2002 %) RUFDA (2005 %) IBWTT TIGEHBS VTR D,
FHE 0011 KU 0.015 me/kg {KF/H O ADI ARESA TS,
£E, BERIZHNOT, H‘iwﬂlr&iiﬂfp&&@*ﬁ& Lz A0SR TbL b
DTHB,

0. RERIZHRIANROBE
1. EEERs
(1) ZEMEMESEE (- iR (BfE2~d)

4 (¥ 6~8 » Alh, MR UESHE 42 57 {_/77\::7»( R HEBIETRY (25
wg(Hfif)ke RE) L, PSRBTSOV TR L, MBS WTH, SRIES 360 B
it s TRERICER L. £, BRLEBEOREMEESA TV Az, &
512, 24, 72, 144, 240 RU 360 FEH#ICE 6 BH HHAGEARTL 7=,

HYEPD Tinax 13 0.5~1.8 B, Cmaxid 0.36~1.3 pg/mL., Tie it 58~99 Bt H -

(9 5~6 4 A MR USRS 1BEADIZY T R v A Y ZBER T (2.5 mg(h
kg KE) RUMRAHRS (25 mgUf)/ke (AE) L, FHBERC OV TRELIEL,

' mﬁﬁi:ob\ﬂi FAREHTRERD 144 FRU 336 FERGE E TREFATICERIL L T2,

. BLERECREMEINTVAMMCON T, SR TES 168 ;&U 360
S#Fﬁﬁﬂ_% 4 A DA L,

BT H5RFOMEET Tmax 13 0.25 FEM Crmax 1 0.41 pg/ml, Tin 1 92 B T o7z,
BRI 5O MIETP Toax 133% 5B, Caoadid 2.0 pg/mL, Tield 66 B Th -T2,
—J5, FREETREE TS 168 BRI TRE T 2.4 ngfe. FHIRMNIRST 2.2 pgfe.
15 360 BERNAIC K T4 5T 1.2 pglg. FRURNIEET 0.7 pglg ThoTo, (B 3)

4 (19 4~7 Bl HHEGT 18ERY 10V T Aovo LUREEIRT (25 mg(hif)/kg
E) RURIRNES (2.5 mgUhil)ke (A5 L., EWEIEIC OV THE Lo, mifc
DOUVTiE, SRS TRERY 168 W RUS 336 MEE F CRIFEICIRR Uiz, E72.
BLEBREORESEEISNTWARIZOWTIL, £858TivE 168 R 1X 336 M
(IERES 2 A DR AR L,

BT GO MED Trax i1 0.25 B, Coax b 0.41 pg/mL, Thp 13 8T B Tl -z,
ERPIR SR MEE P Tray 1238 5B, Crnar®id 5.98 pg/mL, Tue i% 96 B TH -7,
—77, AR R I 5 168 BRI 1T TG T 17 pefe, BRARAMENS-T 1.5 nglg.
#5360 BFEAICILE THRE T 0.9 pgle. FARMIESG T 0.8 ng/lg Thotz, (BHR4)

(2) E=HHERE (4 - 9% (B5)

4 W 5~T » A, HERUESHERE 26 515 2 MCIRMY 7 An~A L2 HEIR
T#45 (2.5 mgkg (k&) L. 425 36 1048 HiEE CofA, AR, FflE. BERO
AT DV THER 2 R L . 2RSS, RELERUVRE~—I—T2lEL =,

FREPRE T AN A RERE LV hoRac B THIFRTRLE <. |
CElE, 5L, GACIETHARNMNICEL L, $i5 36 BHOMATER, &5
48 BB A TIEND BB RAR & o, 5 48 B OIFE UE I 274
REIT 1.2 RU0.25 pg eqlg Thoto, 5050548 B E TORIZHEH Lok
POFRIE( LR & BB FHOLROYIDIIAHES 040, Bl 0.62, BEIALN 077,
HAA8 0.71, B~ —h — Lo L IIATHES 0.61, BIHAI 0.78, k525 0.46.
BN 0.79 Th oo, HHEMLIZ W TIHERSER (1505 HEE) ORESTIERLH
VIREAES b s, S 5 ALIRITATEL IR AR D . TOHBRBEMICED Lz,

(3) EHESR (4 - K3 (SRe)
FHERERER (4 - o) TREShoEER. BB RRURTOMRMORER

Teo =75, BIAEHET O Trax i3 24 B, Com i 4.1 pglg. TintH 184 R TH 1, (B ) é“";,“*ﬁ"ﬁ et
fR2) 4 gﬂ%‘-ﬁﬂaﬁ 2EAE AL
o S RO B U RS 1 A S,
1 SRR SRR 6 TR AL, ;ﬁﬁ?@ﬁ’ 2 E T 5 A 074 S RUE DERRBIN 4 L5 IGEDT T 7 A2 | Blw—
' 8
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Eifi Lz, WThoBHIBW T O EELREASERIREECE A L0 THY
5, HFRETH 66 %, BEETH 77 %, JENFTILA 36 %% Sz, FERMWIL Y T A
nwA VDR TTF 4 ) —ABRETHoTN, FOESHRILRKTERON 876 %T
o, R TEROLREY TRl VUOBTOEME (11168 %) #liks, *
DDA OES TV TR LIER ST,

(4) EMBERB - (BR7)

A (F 5~T r A, MERUERSEST 1058 C UWCERY T An~A 2 HiEE
Fi#E (25 mgkg 5E) L. 45 1~4, 14, 24, 35 RU 47 BCRBEUER LT L
T, BHHTESFRIE L. '

BRI ORBHTEEIIO T L EE 24 BELRNICE—2 Lo, Fo, #55
AU RSB EROK 24.1 %, 4 5# 23.7 %, RTS8 whbHt SN, &5
%35 A TR L ERHETH 628 %, HE5H% 47 B THH 68.7 %hsBR Sk,

(5) EpEhaERE (K- k) (2 8~10)

W (79 2~3 & A, MR 21 B00) (2 7 RO <A o2 BEIFENERS (2.5 melh
kg (RE) L. BWBREIC OV TR Lz, IHco0 T, RiEks 360 Bt s
TR LT, £, b BB EOBREIVEES L T Az 20Tt 45 12,
24, 72, 144, 240 KU 360 WReii# o MiEE- 3 B0 bR EIR Ui, MYER OisE

. FELC-MS/MS iz & b 4347 Lz,

MBEH Toae b4 0.5 B, Conac bt 0,58 pg/mL. Tueid 91 B2 TH-7z. —J5. B

SBEE 0D Tinax 12 24 WA, Cunac 11 3.47 pgle, Tinil 142 B TH-T, (BRSE)

B (5 2~8 » Al A 11 BN ICY 5 R o4 o2 BEIFREN (2.5 mg(h il ke
EE) BRURMRIES (2.6 mgChike F8) L, EMEMREICSWTRE Lic, mific
DWW, R TRRIR S 168 IFHME R T 360 Frlelih F THREFICER L=, 3/,
B b MR OREHBE STV ARICOWTI, LR THRYE 168 BRNE I CifEs
2§, 360 IRFHIF IS 3 D LI A TR L, MEER UBHEUEHE LC-MS/MS {2
Lagtr L,

BRIV SO MR Tua 13 0.25 B, Crax 1t 0.616 pg/mL, Tie (UEHRULHAN

A3 860 BEOR) 1 75.6 BEI T o 7o, FMIRPIIRSBFO MIED Toan 133 5EE, Cradt
11 9.68 pg/mL, Ty GUEHREUIRRAS 360 MO 11675 Bl Thoto, — 5. Hli
R OIS 168 BERIEIZAFAIPIR ST 1.8 nglg. WMIRFTEEES T 144 pplg,
5. 360 MEREITFEAIAR ST 0.78 pglg. FARPHEE T 0.77 pg/lg Tho7z. (B 9)

8 SN ERITAE R USSR 1 A ST,
9 MHEENT 35 A ETILEE, 47 AT AEEIC-oV T, wBELHERS 1 50 2 Bl TR
0 SRR 3 ERA ST

4 2 SOANE (W 4STE R UNRE 12 B AR LCEE
2 RRETUNIR LR RSB NE,
s BRSNS R,

10

% (ZSHERL, (RS 36.0keg. FH14 84 HEHE 6 A, AEBHE2E TV 7 A=A
LA HERSHIED (2.5 mghke BE) RUWAPMKES (2.5 mgke £E) L. EHEiE
2oV Lz, Mo TR, Bk s 168 FERAE  TEMMICEI L 7o, £z,
B EREORESEESRTOARIC-oOV T, 168 BRf®ICIE#ESZ FE Lz,

APPSR S RFO MAEP Tmax 12 0.917 FEH, Cmax i3 0.711 pg/ml. Tie b 61.5 FFH,
AUC iX 14.0 pg/h/mL Thoie, BOEGFROF T A —F IRHFRENEC, EBLX
EVWVEDRIETE R -Tod ERTWAD, BIE Ltk hREo LB bIEED
PULEIE 10 %A TF LR Shi, —7. MHSPRELYS 168 MBI HANRS
T 1.58 pglg THY, HBOBETIE A (38) HHEBRHEN0.13 pglgi Tholz, (&
B 10)

MR (ZE4E, (K 36.0 kg, 565 - 5 AR, W2 k. YT AavA(
CEAHBEREHIE NS (2.5 mgke FE) L, RERE 336 Rt E TORRURELZER
ML, FEfo, #5336 WEHEICIER D SREOEREIEE SR TV A MOV TR
EHEER LIz,

RPOHEEIR S % 24 B E TOOENRL B  ERIEIL 0.45 pg/mL Th Y . 3
D HEH IR S 24~48 BRI E TOOEN S L # { THREIL 68.7 pglg Thoto, RE
TR D b OFRELERNEITR 30~50 % Th-oi, Wit OmE 1% 5 336 Rl
#weias (24) HhlEEh. 0.09 pglgdThotz, (B 10)

(6) EmEEeaE (K- 2% (381D

HR (89 2~8 » At HERUEBER 18517) (2 MC LY 7 A oA o2 HREH
EPES (2.5 mgke G8) L, REHRS 36 A% E COMA, BEMEN. I B
BUEHSMIIZ 2O CHE A R L, #BHaHEE, RECERUBRE ~—H —182E
| P i

CRAEE R B A A B E R LT o Ir W T OB TR LE L, kW
CHE, FBMER. HROMETH-TM, WTFhoBES LRSIy Lz, BER/ME
BER USRSV TS 36 B OB TRIBREN & 2o/, BREUITHT
FEFN AT RS 0.255 RUF0.210 pelg HEEE LT (R 1.

5 3 SEOER TIMAL T Ollix 0 & LTHE,

89 ﬂiDEE‘FﬁEEL}TD H4 0 & LTEH,

7 EEil 5 R 0 SR A

s minsfﬁtg.;o-c) FAnTA //&U%UDH:{WM LAELDIEDT 77 A MR~
AY .

11





