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IR, MZRE R, MA0.8-1. 2N7ﬁ@§'43,75—85°CJiﬁjfaé,éwc,ﬁ—u@m—l?—%m
=, K74/t @) Fos, i 28 E & R HEH y: 1g710-20mL;

IR, BC-1T-Z R 2=, A S FEiE i, TN T ZIRIEF \4- — H Z B b , iR X
RE5E4s, AL, 13 B ZR LA ) 2 R = B UR, i, C-17-2 R R VT IREFAI4-
RS RN E I & L A :600mg : 100-750mg 5 12. 2-122mg ,
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SCCPVIVH RN LR

3.—%‘11%71“\*.“?3%7\,%%@?“? BRI EER 1 id E’J%Ti%’aﬂéhr R EA A
A, o745 A0n

4. — Rl & QBRI R 3PTIR Y 22 A R TUB I U5, AR IEAE T, BB AP IR
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A BRa, BRI ZER TR Z2 R E & PR A Te K R R B IR &) 55, I 30
O e — I fr RN 2 S R H B I fie » SRR R Bk 44, Hob, 2 R B el . R O R i —
TV Ji FIN-$2 L B I iz () FH & EE 9 :0.09mmo1:0.09-0. 18mmo1:0.09-0. 18mmol ;

A URD, B, BT, T T 2 1 NN SR B VB B P A £ 1 1 = 4 R B
Sk Ea K E/REE15-40: 17t

e, RN TG, BT R 2 RERIUR.

5. —FhZ R R, HAFRIEAE T, BRI EL R 3PTId [1) 22 2% B 2 P e 0% s il 4643
ES/

6. FHAUCHIZE R FITIA () 22 75 B 2R PR il 4 1 22 53% B 2 B IEK S 5 il ) e

T BRI ESR LT IR 2 250 25 DU BOBCRI ZER 3P (1) 2 A T R PURAE il 4 2 R
EX7R IV

8. PR S FT IR 2 25 T 28 DUAR BUBUR 2 3R 6 BT IR 1) 22 2% A 2 9 6 4 038 il R & A0 A
ISP £ vt v 22 SR R R B I A
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—MEZREFRFMELEBIZ AN

B GuE
[0001] A B Be—Fhl R S & TR R Y U8 e — R 2 R R PR S
K SyTRr SIINAER

BRREAR

[0002] £ A Z (Spinosad) F& M 550 2% TE %) #E 22 0 E (Saccharopolyspora spinosa)
A3 B HRE— A IE R R, B R R YRR S B 0 AR B AR SR A, AR
YO Az BT 2 B AR B IR, T 22 R 1 2R VR B B AR A] BE 2 RO B i 22 A DA
FIE 4, I VI S8 L R U e e e i, fRIE AT I 2 R E w2 R R .

[0003] 22 R 2R I g v A0 v OB EE T s | I K A 0 I Vo 1R AR R VR
AL REUZ & R AR ATiE 200 01ug/g , AHAET AL TP 3R %2, [ ZRAmAIG o B IR S 7% I 2 2
A R VR e TR RS B N SR ER S SRAIR DA A it iy Ak 28 il B S50 L, i T3
iy WA AR A & 0732

HPAPIE
(00041 AR I 0 Rk i 2 T 0B By S
(0008 A I 55—y AL 2 AT FCK U, L FEE IR

s\s{‘} % 1:‘\"‘\\ SN
e N N
3 A

[0006]

[0007] AU BH I8 AN T D A R At — A AR R B S8 — DN T BT A I 2 R &= B PR K
il &% AR LA N AP BR A IR L B R R N0, 8-1. 2NERER (H2S04) H, 75-85C S M. 58
24, BRIC-1T-Z2 R E R, Ko el @) B, Kb 2 X E R RRM HE
:1g110-20mL; PR, BLC-17T-Z R R, IMA S P FRia i, I T ZRREF 4- &
MEIE , 20 SN 58 4, 24k, A3 BIBCRIER LT IR B 2 R B &= s, o, C-17-2 R &
T FREF Fia-—FF gL e Y A &= L A :600mg 1 100-750mg 12, 2-122mg,
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[0008]

$oc8

[0009]  fukth, AR (D) o, BRERETIKE NN,
[0010]  fRikth, BRI (D), REE R HEL ~:1g:12-18nL, BLIE N 1g:
15mLo PRI, FIRDER (2) H,C-17T-Z R E &= T ZRE M4-—F & EutE g HE N
600mg : 400-750mg : 80—122mg , A% A : 600mg  750mg  122mg .

0111 ARKKE =TI 2RE P2 RERVUR, HARWE DI mIrA K 2 5%
H & PR SEaE R AEa R, o408

Sy

[0012]

[0013] AU BH I B8 DY AN 77 T A2 B2 f— ol ol 48 i A i B B8 =N 5 T BTk ) 22 3% B 2 it
(7535, AFE LR D3R 2D e, BUBURI ZER LATIR 0 2 R 8 R P s, N TE /K — 7 2 Bk
fié (DMF) V& 23 J » N 3R 3k — P iz (DCC) FIN-F2 JEBEHTHE W i% (NHS) , =38 e Wit 4%
Hb, Z R E PR IO FE AR i RIN-F8 JE B8 B 0 e () &b 92 0. 09mmo ] :
0.09-0.18mmo1:0.09-0.18mmol s s HRb, BGCo , B FHE S I BUR B A T, B
FHEA R A I 24 B 5 53R & A 1 BERLE 1540 1 135 26 Be , RN SE 2, B 6T, 15
B2 RE R

[0014]  fiLihh, FikDBarh, 2 R B2 PR L 3R O R T fre FIN- 2 L B O Ik I i
(¥ & 4:0.09mmol:0. 12mmo1:0. 12mmol .

[0015] AU B 58 HAN I A2 SR A — Fh 2 R B B A, AR BH B8 = AN J5 T ik 1) 2 5%
W R PR RIS &1 2

[0016] A BH I B8 7S AN 77 T A2 Fe (it FH AR R BH 5 1 5 T PR 1) 2 R B R A il & 1) 2
ENEAE NSRS il

[0017] A BRI BB -LAN 5 T A2 $R A R B 88— AN 07 T AT (9 2 R 18 21 P b Jel Bk % B
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S =TT PTIR  2 R T AR TURAE Bl 2 R T R PUAR T IR AL

[0018] A5 WY AA) 55 /AT T A2 £ (3 AR T 1) 5 AU T P IR 1) 20 2% TR R DUAR B R ] 5
N3 PR 1) 2 3% T 2 i BB S 18 R S A A T Sl R I £ i b 22 AR TR R BB IR R
(00191 Ak M HRULH) 2 R B = P IURRE B KT EHU R B T 2R R A4, SOl
A i 51N T AT RS B R AB IR —COOH , & 77 v A1 B0, B P 2R 8 s FHZ 1L
JEUAE DN SRR, il 08 T S0 S i DU AR ARSI sl I A DUAR B 2 SRe Sk 1R 77 #
P ABLUT s P AS RO SUAA T i IBC S Y2 4R &, A58 D/ 88 000 R ARAER s 0 75 2 v 28 T L PR
3 AT (A P R KAt B R A & T S M £ v o 2 R TR B B I IR AR AR B AR
RO 2 o AN ) 22 AR TR R A URE 2 A8 T R B I P A1 AR A

B [E135E BA

[0020] K 1AZ AR R -FIUR G R LR
[0021] {2 8 2 AR & P PRI IR TE K -
[0022] P30 % AR TH AR ELISAbRHERN 2K .

BASESR

[0023] "R IS A AR A S 451 ok 13— 20 19 AR AR R B o R EE i, 36 L S it 49 AN FH T U B AR
R T AS FH SR PR A R B 1 3

[0024] S f1 : 22 2R T 2 P PR E A AR

[0025] ﬁg}%l:

[0026]  FREL1gRA1.37mmol £ 5B % T50m1 Ah AL BEiE Hh , VA f# T-30m1 INBRER - , In# %80
C, Bk S 3 FE OB, TLOHR M ) B2 56 % (AR B < B - ik =72 3) 5 F50m LA it %
e UTIE , NN 30m] &0 Beva i, 5648 2 i =) » R AT AL BN A TR e i P Ik, IS
BUR s FI TS K AR R AN T8 I » 3o e A 771, 2200300 B Bk B A 2 A 4l A0 45 3] 2 35 5 o 17)
s, PR AR 8 T8 - S (AR L RT3, 13 23R 71 . 4%

[0027]  3ETR2.

[0028]  FREX600mg -4 it v ()4 T AR i b, NN 750mg T —FR T 5122, 2mg 4- —FF &
MEne , 7 T 20ml &R Gerp, FEMH:, TLOR I 2 RN T4 (BAFA R & F
B BEFR=T:3:0. 1) s B TG, F50m1 2R LBV fRDTVE » FE I A A A v T ik i
R, - H20m] .18 2 B 3R KA , & FE A VLA, TS KBR BR B 15 f ik e e TV 7, &4
200-300 B FE AT JZ AT A4 A5 BB B Be A O R R T &R e BRI, AR AR L RT3t
0.1,734%H80% .

[0029]  SEjfafs]2: 2 3% T 2 PP ) 4 e

[0030]  HW L3R st () P M R AL R e BRSO 5 , A AL IR R R, UL e B
JR A R -

[0031]  1H NMR (500MHz,CD30D) 67.09 (s, 1H) ,5.93 (d,J=9.8Hz,1H) ,5.86 (dt,]J=9.8,
2.8Hz,1H) ,5.03-4.95(m, 1H) ,4.87 (d,J=1.7Hz,2H) ,4.70-4.61 (m, 1H) ,4.34 (dd,]J=
12.7,7.1Hz,1H) ,3.60-3.52 (m,3H) ,3.52 (s, 3H) ,3.48-3.44 (m,9H) ,3.43 (t,J=3.3Hz,
1H) ,3.35(s,6H) ,3.08(dt,J=18.8,7.2Hz,2H) ,2.98-2.96 (m, 1H) ,2.91-2.83 (m, 1H) ,
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2.64-2.58 (m,4H) ,2.47(dd,J=13.4,3.2Hz,1H) ,2.41-2.30 (m,1H) ,2.22-2.12 (m, LH) ,
2.04-1.93(m,1H) ,1.66-1.27 (m,11H) ,1.24(d,J=6.2Hz,3H) ,1.09 (d,J=6.7Hz,3H) ,
0.99-0.88 (m,1H) ,0.83 (t,J=7.5Hz,3H) .

[0032]  13C NMR (126MHz ,MeOD) 6203.44,175.96,173.93,173.92,150.37,145.06,
130.66,129.74,97.06,83.55,82.52,78.63,77.96,77.91,76.29,69.10,61.14,59.15,
57.72,51.06,49.85,47.46,46.72,42.87,42.55,38.54,37.44,35.01,33.58,31.11,
30.27,29.84,29.28,22.34,18.13,16.45,9.62.

[0033]  sLjifafs3: Z A B R LR

[0034] 4]0 09mmo 1 /r i B FFT M Ak 22 2% B 25 P PU s R N0 . 6m 1 (¥ G /K DMF , TR &) J& , A
0. 12mmo1 f¥IDCCAHNO0 . 1 2mmo 1 FINHSYE A= 40 Ji_b i R I A, Wik I RIS > B0 25 UT0E
W3 50 R = A s 3 BBE RN BIAS R R ik g 1 R, BTl B4R 22 1 BSA, OVA,
KLHZE , FIT I ¥ i 2 11 B0 22 PPN DR IR 36 22 pP R B ER £ 22 pRRL, P P 88 1 11 &% B R
HEAMBE/RI15-40 LiF & ARSI E R S EA 4+ EE B AR AT G,
W I LR L RS B BB, 48 FH 10mMIK pHT . 2/ PBSZE il T-4 CiEMT3-5K , 13 B B4 5L, &
EANE T, Z R R L UUR S8R S AR R B S B I v TR BB P B R Y
= HPBSH B Img /m1

[0035]  sijif 54 - AL i il &

[0036] % Img/m1f) 2 % 22 —KLHEK 2 7% T 2% -BSAE 9 IR 5 S AR AR ) ol IR VR &
PEFEFLAL, B IR S IR I e A2 791 DA S S 8 A0 FH o IR AS 58 A 1), A () B 10 22 15 K 6 /)
SR A5 — I, B = IR 9% i /A B HI HEE SR MG 3000 0L 375 28 A R A e S P o

[0037] St 45 « H0L375 AR B oA S A I

[0038] K Img/m1 ) 2 7% TRl 22 —OVAFD 48 Ji {5 A IR 6 22 i A B A & I A5 255, I N 21196
FLEGFRAR 1 T-37 CALAE 3 /NI S K 22 3% T A v ot A FHASE & W R (PBSH 570 1 %6 it
20F0 B D) FRRE ST, BEAL NGB0 L, LARE S B RLAE AR S LGS R, B 5 I N 22 e A9 o5 A
BB FR B E AU LT, T37 CHR iR 30min & , Wl , BN CEST R B bR — 31 M. 30min,
BeMRBEAT 305, TIN5 A7 OPDE TMB I JER A 2% i i .51 0min , T AR AR BIIODAE

[0039] AR BH LA 2 B 2 -OVALE A4 i, 22 2% B 2 —KLHAE D 59 iR BT 3R A5 1 P AL i
T4 ST IELT AR it 28 i 3BT 7 , $I i e R 28 Tng /m1

[0040] DL [ kAR B ) HAA S it 49 3R AT T PEAHEIA AR R R AR a4, Ak B 9F AR
il T DA b A 1 EL AR SE A5 o 0 T AR SR RN R S AR AR AR R B R AT () 4 R A 2o
B AR AL AR R B ) S 2 Hh o DRI 76 A B 125 AR R BH FCDRS R ORT 0 [ i £ (0 5 46 A 8 A
ABTA , # LI 55 7E AR R BH (R G A
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