W2 248 A1 8 H

g - g R RS R RS
A - B ERG SR RE R/

HE - AR NWEESRS
3k - B RS WA IOV T

WK 2 247 H 2 3 AMREAETBERRLO 7T 23%5 520> Gkfsh
o, BanfErAls (B2 29 E/AE 2 3 3%5) B 1 1KH 1 HOBEICHEKS A
BN T LR D RS (Rdhh ORSRORRILAE) OFREICHONT, S
THBEAT TR EINRO LBV £ LOTZDT, ZNaHmET D,



GIS
AR KT A

AR DR FEEDREHT DN TR, R 1512 355 < FEYEERE KAH DS MK PER
LIRS & RUBEARREN D TESTHH Sh D R3EITR 5 R EEORRE M O
EIZRT 2 HEHI W T IS EREEOH R ORELE (v FR—b LT AH
iR NeESnlEZ Y, RmZeER BRIV RSB A sl L
B E AL R - B HERLTRICEOTRELZTV, UTOREZRY L0500 T
b5,

1. e

(1) ShB4 : A% b7 A[ Spinetoram (IS0)]
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ZEI 58 1%L LR N8 4% L E (2 i DEFFT83. 0% L) EFEnsd,)

(2) Mgk ZBHl
TEHRE  (Saccharopolyspora spinosa) MNEEAT HIEMEWE (AE /2 2) ITH
KT H~vraT74 REFRBAITHD, AR FTL-JEOAE R NT AL-LOIREWMT
b5, HEAH, BAE KROBHEZEOERN R RIEEZ/RT, T 7 ARBEICAHAET
D27 FNY UREEE y =T X VB (GABA) RO A A F % R IVITHEH]
L. HREEINCR Y 25T Ik R L ~RT b EEZOND,

(3) fb54 -
AR NT L]

(1S, 2R, 5R, 7K, 9R, 10S, 14K, 15S, 195) -7 (6-deoxy—3—-0-ethyl-2, 4-di—-O-methyl-a-L
—mannopyranosyloxy) —15-[ (2R, 5S, 6K) —5- (dimethylamino) tetrahydro—6-methylpy
ran—2-yloxy]-19-ethyl-14-methyl-20-oxatetracyclo[10. 10. 0. 0*'. 0>“]docos—11
—ene—13, 21-dione  (IUPAC)
1 /#as-indaceno[3, 2-d]oxacyclododecin—=7, 15-dione, 2—[ (6-deoxy—3—-0-ethyl-
2, 4~di-0O-methyl- a ~L-mannopyranosyl) oxy]-13-[[ (28, 55, 6K) -5~
(dimethylamino) tetrahydro—6-methyl-2/pyran—2-y1]oxy]-9-ethyl-
2,3, 3a,4,5,b5a, 5b,6,9, 10, 11, 12, 13, 14, 16a, 16b—hexadecahydro—14-methyl—
(2R, 3aR bak 5bsS, 95, 135, 14k, 16aS, 16bK)  (CAS)

AE R NT AL
(1S, 2S, bR, 7S, 9S, 10S, 14K, 15S, 195) -7 (6—-deoxy—3—-0-ethyl-2, 4-di—-O-methyl-a-L
—mannopyranosyloxy) —15-[ (2R, 5S, 6K) —5— (dimethylamino) tetrahydro—6-methylpy
ran—-2-yloxy]-19-ethyl—4, 14-dimethyl-20-oxatetracyclo[10. 10. 0. 0. 0] doco
sa—3, 11-diene—13, 21-dione (IUPAC)



1 /#as-indaceno[3, 2-d]oxacyclododecin-7, 15-dione, 2-[(6-deoxy-3-0-ethyl-
2, 4~di—-0-methyl- o ~L-mannopyranosyl) oxy]-13-[[ (2%, 55, 6/) —5—
(dimethylamino) tetrahydro—6-methyl-2/pyran—2-y1l]oxy]-9-ethyl-2, 3, 3a, 5a,
5b, 6,9, 10, 11, 12, 13, 14, 16a, 16b—tetradecahydro—4, 14-dimethyl-(2S, 3aZk, 5as,
5bS, 9, 135, 14K, 16aS, 16bS)  (CAS)

(4) HEA KO
AERFT L] AR FT AL

CORS RV CoHeoNOy C,5HeoNOy

ot 748. 02 760. 03

TR R P 10.0 mg/L (20°C) 31.9 mg/L (20°C)

iR log,Pow =2.44+0.10 (pH 5) log,,Pow = 2.94+0.05 (pH 5)
log,,Pow =4.09+0.16 (pH 7) log,,Pow = 4.49740.09 (pH 7)
log,,Pow =4.22 (pH 9) log,,Pow = 4.82 (pH 9)
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3. TEMFRE AR
(1) AT
1) AR NT LD50HT
Ot oibaw

s AR NT L]

- AR FT A-L

- (2R 3aR bak, 5bS, 95, 135, 14K, 16aS, 16bK) —9-ethyl-14-methyl-13—

{[ (28,58, 6K —-6-methyl-5-(methylamino) tetrahydro-2/#pyran-2-yl]oxy} -

7, 15—-dioxo—2, 3, 3a, 4, b, ba, bb, 6, 7,9, 10, 11, 12, 13, 14, 15, 16a, 16b—
octadecahydro—1/#as—indaceno[3, 2-d]oxacyclododecin—2-y1 6-deoxy—3-
O-ethyl-2, 4-di-0-methyl-B-L-mannopyranoside ({X&## B)

- (28, 3ak, 5a8,5bS, 98, 138, 14K, 16asS, 16bS) —9-ethyl—4, 14-dimethyl-13—

{[(2S, 58, 6K —6-methyl-5—(methylamino) tetrahydro-2/#pyran—-2-ylJoxy} -

7, 15—-dioxo—2, 3, 3a, ba, bb, 6, 7,9, 10, 11, 12, 13, 14, 15, 16a, 16b—hexadecahydro—
1 /#as—indaceno[3, 2-d]oxacyclododecin—2-yl 6-deoxy—3-0-ethyl-2, 4-
di-0-methyl-B-L-mannopyranoside ({X&# C)

- (2R 35,65 —6-({(2R 3ak, 5ak, 5bS, 9S, 138, 14K, 16asS, 16bA) —2-[ (6-deoxy—-3-0-
ethyl-2, 4-di-0-methyl-B-L-mannopyranosyl) oxy]-9-ethyl-14-methyl-7, 15—
dioxo—2, 3, 3a, 4, 5, ba, bb, 6, 7,9, 10, 11, 12, 13, 14, 15, 16a, 16b—octadecahydro—
1/#as—indaceno[3, 2-d]oxacyclododecin—-13-y1}oxy)-2-methyltetrahydro—2/#
pyran—-3-y1 (methyl) formamide ({XEH#D)

< (2R 35S, 65 —6-({(2S, 3ak, 5as, 5bS, 95, 13S, 148 16aS, 16bS) —2-[ (6-deoxy—3-0-
ethyl-2, 4-di—0-methyl-B-L-mannopyranosyl) oxy]-9-ethyl-4, 14-dimethyl-
7, 15—-dioxo—2, 3, 3a, ba, bb, 6, 7,9, 10, 11, 12, 13, 14, 15, 16a, 16b—hexadecahydro—
1/#as—indacenol[3, 2-d]oxacyclododecin—-13-y1}oxy)-2-methyltetrahydro—2/#
pyran-3-y1 (methyl) formamide ({XHIE)
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@ IHriEOME
AR T A W B, G C, D KOG E Dotk

BB EAKRTE F= MU AV THIHE, RV ~v—RI=AT7LKLNN,I=7
FALATHRL, ik a~ 7o 7 /%07 2RERESHTEE (LC/MS/MS) Z
TEET D,

LT, BB, S C., REWmD L UCHEY E O E &R K OFFE EIZOW
Tik, ROBFELREZ O TREW B KOG DITAE R R T A= JITHBRE L
% B CLRUOEMEIZA Y R N T A-LICHE U= la ~T,

R B : 1.02
REC :1.02
KD 2 0.98
REHE :0.98

E RS

AR BRI L (AR R TL-JHOAERNT AL DOEE) : 0.02 ppm
AR FT7A5-] :0.01 ppm

A% FZ7A5-1L :0.01 ppm

B 1 0.011 ppm

RE C 2 0.011 ppm

RED 2 0.010 ppm

RHWE :0.010 ppm

2) AE Y RO

DA, ALy, JL—7T7N0—=YKRNLFENIDONT, AR N7 A UM
ErRo~vr a7 4 RRZERBAAE % ROEWEREREBRA RN S vz,

A Y ROEMREABRAE R Z A2 N7 DOEMEE OFIIZFIHAT 25 2 &7
WY ZRRETT D700, FelaRs Tt SAv. KA 2R, KA L 72% 0
DAT, TAEW, ZB, V=T VLHA ALV R~ MIBITAAER T A,
AE Y REOZEN S OREM O B HIE S,

IIRIROEY) ., SITEOMEIT, AR M T AIZHOWTEERL) 0O, @D
LBV, A Y RIZOWTIEHUTOO, @D LB Th s,

Ot R OILEY)
A )Y RIZAE )AL AE ) U DOIREWTH Y LU E S5HT
MERIEME LT,

A TUA
(2R, 3aS, 5ak, 5bS, 95, 135, 14k, 16aS, 16bR) ~2-(6-T A F-2,3,4-F UV -0- A F



N—a-L-~r /)BT )N FF)-13- UG- AFNVT I )-2,3,4,60-7 bTT
FxT-B-D-mY AT ) LA FT)-9-=F)L-2, 3, 3a, ba, 5b, 6, 7, 9, 10,
11,12, 13, 14, 15, 16a, 16b—~F ¥ F H bt Ru-14-RA F)L-1F8FF P 71 R
FHhblasA o Hxvo-1,16-VF

AE 2D
(28, 3ak, 5ak, 5bS, 95, 135, 14%, 16aS, 16bR) —2- (6-F A F 2,3, 4- F V-0- A F
N~ /T )N FFX)-13-G T AFNT I /-2,3,4,6-7T 7T
FTF-B-D-=Y AT )N FFL)-9-F1-2, 3, 3a, 5a, bb, 6, 7, 9, 10,
11,12, 13, 14, 15, 16a, 16b—-~FHFH b Ru-4, 14~ A FL-1H8-FF ¥
0 RFA[blasA X v -T,15-UF

R 2 )~ B
(2R, 3aS, bak, 5bS, 95, 135, 14k, 16aS, 16bR) —2-(6-T A ¥ -2,3,4- b UV -0- A F
N—a-L-~> /) ET )N FFI) 13U AFNVT 2 )-2,3,4,607 b TT A
¥o-B-D-= V) A t’T ) A F)-9-=FL-2, 3, 3a, ba, 5b, 6, 7, 9, 10, 11,
12,13, 14, 15, 16a, 16b-~FHF H b R -14- A FI-1F8-F X ¥ 7o N5
[blas—A " H o -7,15-VF

R#@m 2 ) K
(2R, 3aS, 5ak, 5bS, 98, 135, 14R, 16aS8, 16bR) —2- (6—F A F -2, 3--0- A F/L—«
L= BT UNAFU)13- (AT ATFAT R )-2,3,4,6-T T T X
-B-D-m Y AT ) AFL)-9-=F)L-2, 3, 3a, ba, 5b, 6, 7,9, 10, 11, 12,
13, 14, 15, 16a, 16b—~FHF & Rua-14- X F)-1/F8-A4FHV 7 1 K5 [blas
A U EB T, 15T F

#HDemethyl D

(28, 3ak, 5aS, 5bS, 95, 135, 14R, 16aS, 16bR) —2- (6-F A4 F -2,3,4- F U -0- XA F )L
—a L~ T )N X)) UV ATFINT R ) -2,3,4,60T 8T T AF
P-B-D-= Y At T )N AFL)-9-=FL-2, 3, 3a, ba, 5b, 6, 7,9, 10, 13, 14,
15, 16a, 16b—~F VT H b R4, 14-V A F V-8 FF 7 ua KT [blas
A BT, 16-TF
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AR BEAKTE h= MU L THIE®R, 7 re A2 TR L., BT —
N UTHRL, @Rk s v~ 727 HPLO) Z HWTERT 5,
EEMEA © 0.010~0.020 ppm

AL T oA (LY, TL—=TFTN—Y LEV)

BB EAKTE h= MU VTR, BEHEI— Y v PETHRL, 1A
)T vEAXy hEHAWTEET D,

EEES : 0.016 ppm
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