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Lo Fp R R PR, AR T, Hor T 50N -

2. — P UnBCRIEE SR LTI 1) 22 28 1 25 o B )28 0732, HURRIEAE T, (R DL T AP 3R

IR, EUZ AW R, IIN0.8-1 . 2NBRER ' , 75-85°C e I 58 4%, 4lifk , 15 BIC-17- 2 R B
=, et @) P, Hh 285 &= iR HE L Y : 1g:10-20mL;

WIR2,C-1T-Z R W E, I A B, N T BB 4-— F & kg , iR R
R 5E4s, AL, 15 BRI LRI TR 2 R W& PR, Horb, C-17T-Z2 /R W& T SRR 4
P B R A P B D 600mg  100-750mg i 12.2-122mg ,
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OCH;
I’

HO
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3.~ MZ R RS, HAFEAE T, BRI EOR TR 1 2 2% 1 3 F HU el 5 B B 4
S EEI PSR Y AFWAR
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4. bl QBRI ZER 3FTIR I 22 A% W AR PUR K 53, HURFIEAE T A BL R 2B R
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W WRa, BRI ZER1FTR I 2 A E R LPUR, IMAJC/K Z ISR BLZIR 2 5 I =3
O 2 At — U i RN 5 R B Tt S i, = 0 I Bt 48, Fepr , Z2 R R 2 e i s IR L R i —
IV i RIN—32 5 5% AR e (1) FH & EE 92 0. 09mmo1:0.09-0. 18mmo1 :0.09-0. 18mmol ;

HURD, B, MU, R IS IR 2 18 o NSk a IV, i FH 3R B B I 24 IR PR
Sk B EER 1540 10t

e, RN TR ENT AR Z R ERPUR.

5. —MZRERPUE, HEFEE T, HBURE R 3FTIA I 2 2% B &R DU S sh W ) % 15
#,

6. FHASUR]ZE R 5T IR (1) 22 7% TR 2R D4R i 46 1 22 1% B 2= Bl 10K e 5 kR &

T AR ZER LT IR 2 38 0 2= PP BRI ZE R 3T IR I 2 R R = PR AE 61 & 2 R
EX7R:Na NIV

8 . AL ZLR 5 AT IR ) 22 % TR 2= DU A4 BRI 23K 6 BT IR 1) 22 3% TR 2= B B0G o 2 1k 7R S AE A
ISPt £ i v 22 % R R Ak B I N




CN 106967140 B W OB P 1/4 T

—MEZRERFMELESIE AN

BRARGUE
[0001] R BB Ko — =it Ji B el 46 T i S L, S J— M 2 R 3R PR SR
8 7 I AR H o

EREA

[0002] £ & (Spinosad) F& M 1 i 2 1 #I ¥ 22 f B (Saccharopolyspora spinosa)
3B R B — )T IE R R, B R RE YRR, 5 R Rt A YRR IR SR L A, FE TSR
T N B2 N T 2 MR AR E B BT TG, T 2 A% B 2 Bk B RE bR 1T e 2 520 £l 2 4 DA
SIS A, R I IA V) 77 B R B = e e 1o, TR S AT 2 R E R T

[0003] 22 R BT 2 A N g ¥ A0 v 258 A €80 1 v T K 4 928 U e 2 o v REGHR A 8 1 2 6 1
Al EE . R R B ATk 200 01ng /g, (HETALEE D IR 2, (RIS 2R A A1 o B IDG O 2 I e 2L
A R R VR PR R O A N DR 3R SR AR A A it 17 A B ] R S P A, i T30
3 M5 358 AN AGEAE (it 97 126

RAAE

[0004] A B B R SR —Fh 2 5% B 2 U B L il 26 D7 i AR o
[0005] AR WK 5 — AN Iy TSR — P 2 R I FF U, Hoor T 40N -

[0006]

[0007] A BH 1) 28 AN 7 T A& $2 i — Pt A S BH 28 — AN J7 T BT I 1Y) 22 % TR 2= 1 DL 1)
fil# T, AR UL I AR P IR, I R R, IIA0.8-1 . 2N R (H2S04) H1, 75-85°C [ M. 58
2L, A R BIC-1T-Z2 /W R, Ha 740 @) s, Kb Z2 R/ E R RRKHER
H:1gi10-20mL; 2P ER2, PUC-17-Z R 2, AN & P eiafile, N T ZREF 4- &3
MR , 253 I B 5E 4, 4lidh, 15 BRI ZE R LT IR B 2 R E R PP, H, C-17-Z R % .
T R A4 FR R e Y B LE 1 600mg 1 100-750mg 1 12.2-122mg,
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[0008]

[0009]  flidkHh, Bk BHR (1) H, BRERIMIK L AN,

[0010] i, RS IR (1) 1, R B R BRERI FHEL N 1g12-18mL, BALIE MN1g:
15mL. PRIk, FiRBIR (2) H,C-17T-Z R E & T ZRREF 14— H &Lt 1) HE b oA
600mg : 400~750mg : 80-122mg , B fJLi% A : 600mg : 750mg : 122mg

[0011] AR BRI EE =N TR —Fh 2 R E R PR, A 58— T FTIR 1 2 4%
W R PR SRR A RBE 2, Ko T g

H

B 1 —t—c

[0012]

[0013] A< BH 119 28 DU AN 5 T A& $ fk— i il 4% an A i BH B8 = AN 5 T T IR 1 2 R i = P
(07532, BAE UL AP IR 20 WRa, BUBUR) LR AT IR 1 22 R B R P PUE , IIN TE 7K - F 25 A ik
i (DMF) Y& 21 J& » IR\ A 2 35 — T % (DCC) FIN-F2 JE 38 FAME W fize (NHS) , Z il e WL 77
Hr, ZRE R PR 3 O R ik e RIN- 52 5 B B e 1 &L 9 : 0. 09mmol
0.09-0.18mmo1:0.09-0.18mmo1 ; 25 Hb , B , BT, VBTSN N B AR R A VE TR , BT
F#AREE A SRR SEAAE A BB R 15-40 11t 25 e, N 5E4 G, B4, 15
B ZREEPUS

[0014]  fRidkth, Fk P TRark, 2 8B 2 PR B O R B O L FIN- 2 R % Tk 0 i
&L N :0.09mmol:0. 12mmol 0. 12mmol .

[0015] A BAMIEE AT AR — P 2 RE R DA, AR = AT TR R 2 5%
[GEXNC S Yeemiky LR ECESR

[0016] A BH 1) 56 75 AN J7 THI A& 4 it b A i BH 28 AN O T i I (1) 22 2% B = PR il 4 1) 2
oA B 2R BRI A 2 1 B

[0017] A B 1) 56 BN J7 TH 2 4 B AR A B 55— AN J7 TH B 16 22 2R 11 3R P Pt B4 K B

5
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S5 = A5 TH TR 14 22 O R PUBAE 4 2 R AR DU R

[0018] AR 5 WY A 55 )\ AT THI A2 B AR e B 58 1A T T IR 1) 20 28% TR R pL AR A 5 I 5
N3 T P IR 1) 22 3% T 2R B S B 1k 7 e A AG T Sh I 1 B et 22 8 TR R R (1 B
(00191 AR IR PR 22 28 B 3R PU R R i K RE IR B 1 2 R B s AL 2 454, SOE i
WA BSOS 51N T AT LS 8 A TR -COOH , A i 77 v2: 187 B, 40 5 = 2R 45 v s Tt
JEAE D SRR i 5 0 T S S B K DU AR ZR G e sh W), B A5 DU AR ) 2804 R S SRR 78
EU AL 5 B A5 A DA - i IBC S e R 3 A5 P (68 AR 00 A AR A 00 7 3 v 20 A ify  BR
M A [ B A R St B AR A 3 T R T 2 R B R AR R DL I P AR AR
PR 7 2 o A i WY ) 28 3% 1 30 - DU 22 2% T 3R AR o 4 B A

B (E135¢ BR

[0020] [ 192 % B P DU 6 R 20
[0021] 208 2 R R AR F PR A BRI 1
[0022] &34 % % I ZRELTSARRHEH £k .

B A

[0023] " i) & & FLAA IR S itk 5] Sk 32— 25 ) iR AR i B o 8 B, X A S i A5 AN A T R AR
B T AN FH A PR 1 4% % BH (1) 95

[0024]  SEftafill : 2 R R LPURI A R

[0025] 1.

[0026]  FREX1gHEN1.37mmol £ A% 1 & T-50m1 A L Bl A , A R T-30m1  INBRER H , In# £ 80
C, WG S I40FE SN, TLOAR M Wl S B 52 1 (e 7R S IR L Wi - A K =72 3) s FH50m 1 #3i iit FR
VR UTUE , I 30ml — G e Vs A , 7 7% 22 0 e >, PR A BN VA DR B PR U AR
HUAH s T K B BN 18 5 , L B i T8 7], 42200-300 H ek J AT J2 B 4l Ak 75 31) 2 371 i v 1]
A, BRI TR B e R AR L RT3, 18 3 NT1.4% .

[0027] 2.

[0028]  FRHEL600mg Pt )5 A& TR i , IIAN750mg | BRI 5122 . 2mg 4 — H & 2
MEE , ¥ T-20m] — & b, IR A HE , TLOBUR 12 2 ) B 584 (BIF RN SR Sl - — &
FeOBEIR=7:3:0.1) s AT )5, H50m1 LR L BR ¥ fRUTIE » I VAN &AL B v W v s e
K, B H20ml O8O 27K A, & FEE N, FJCKIRER AT 1% 5, ik JE e T8 A, & 4
200-300 H it AE AT 4415 2EHUR , BEi RN O R Ol - & e IR AR L 703
0.1,192°H80% .

[0029]  sEjfil2: 2 R R IR & E

[0030] B ok S it ] 1 10 7= ) 8 A% i L iR A 0% A U I 5 , A LR AR, BB 4t
Jii - R

[0031]  IH NMR (500MHz,CD30D) 67.09 (s, 1H) ,5.93(d,J=9.8Hz,1H) ,5.86 (dt,]=9.8,
2.8Hz,1H) ,5.03-4.95 (n,1H) ,4.87(d,J=1.7Hz,2H) ,4.70-4.61 (n,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, 1H) ,
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]  SEjifi3: 2 R K P E

[0034]  [A]0.09mmol BT IR 3% FAME 5 22 2% B 25 B N0 . 6m 1 JE/KDMF , R 2 J5 » A
0.12mmo1 [FJDCCHNO0. 12mmo | [INHSYEH AL - Uit b IR I FE M , B b I Nk %2 S5 5 B0 LU0
VT3 50 2 = A 5 43 T8 N BUAS [R] (1) A B I, BT IR 3R 85 1 9BSA, OVA,
KLHES , B i v i 2 11 100 G2 BN B R 6 2 P i BRI R R 22 vp il » Bt FHER 1 I e 4 R B R
HEEMEE/RE15-40: LI AR EE MR EPUR S E A 90 7 LR &R AR ME R G,
W S S RS BB IR, A FH1OmMEAI pHT . 2[00 PBSZE i T-4 CiE T 3-5K , A Bl 5l , &
FHNE T, Z R E L PUR 5 AR O AR ) K B AT 76 BRI BT AR B B )
= FHPBSHi B 1mg /m1

[0035]  sEjiafsil4 : B L ids il 2%

[0036]  ¥f1mg/ml 1) 2 A4 B K -KLHEL 2 2% 8 3 -BSAE N e 9% Ji 5 S5 AR R 36 IRV FFR &
PFEFLAL T IR S FH 9 IR S8 A A8 571, DL G S e A FH o IR S8 e 711, B AT B LO B 15 R %60 /)
BR800, 5 = IR G 38 I /N B IR HIE SR I G 3000 1 35 20 AN A e S ek

[0037]  SEta 55 « L& R S BU AR S P A

[0038]  “Kf1mg/ml )2 A4 B 25 —OVA LA i A5 FH R IR Sk 2% PPl As B A5 18 1 A5 50U » I\ 3196
FLBEAR AR AR 37 C AL 37N, K 22 2% B 2 Ao ofe ot o8 FHRE A W R (PBSH B0 1 %6 ki
20F0BH Jio) AR 5, BEFLADNG0uL , DARE b B B A S A F ) FLE L, B J N 28 3o 4t
BB A& R E IS, T37 CIRIB30min/a , Yt , B SEHi iR AR — 41 % 30min,
Ve BEAR — B 5, I 746 OPDEL TMBI I 2% i 2 £45—1 0mi n, T AR ASCAS JIODAA
[0039] A BHLL £ 2R = -OVAYE A B I, 2 2% iR 3 -KLHAE R 598 J5 B 3R 15 I L M3
Fr e NI ELTSARE i 2% an P& 3F 7 , 3] ik B R 28Tng /ml

[0040] DA b A B ) B AR SETt 49133047 1 PEARHEIA , (0 RO AR Va1, 4k B 9 AN PR
1l T DA b 483 1 LA S 48] o 6 T AR RN BT 5 AT AT AR i B AT 1) 45 R A& R
B AR AT 7L AR B B Y 2 Hp o TR IG, E AN B B8 A i B PR RS #R R L B4R 1Y) 38 55 738 46 A
B4, P RLIRR 5 7E A R B (R Y L A



CN 106967140 B

% BB B M 1/2 3t

Mle}

H,C s
\:‘%\ 2 n Ho /S OCH:
H,C/ H; :
¢ . | OCH,

1N B
a30°C, Zh

DIVLFP
—a R
T8, Sh
(o]
HO .
0
= 24 HJCO » OCHB
CH, B
OCH,

k7
C-17 BB RS A EE A

K1



CN 106967140 B W OB B M

2/2 71

Intensity, cps

6.0e6

5.0e6 -

4.0e6

3.0e6 -

2.0e6

489.4
689.2
461.4 529 3
557.2
|
433.4

' 487.3

6. Jz?l"' l L 558.3

a3y kg0 5132

1549% 5632 625.2 692.2. N |

800

ONJI l-i b“-l Lf" ! ) e "I ”.“ ). ”I_’ ‘." i, Il ..... S TTILTPUTU NPT SR, OVSS TPTRON | YL [ WP ._A.Jln.u..; J-'ww"-.._.zlu_._.u -
400 450 500 550 600 650 700 750
m/z, Da
K2

B/B,

10 100 1000

Concentration, ng/mL

K3



patsnap

TRAFROE) —MZREERENEREFE S EFNMA
DN (E)S CN106967140B N (E)H 2019-07-09
HiES CN201710158823.0 HiEH 2017-03-17

FRIRE(TFR)A(E) BEKZE
RF(EFR)AGE) BRKRE
HAREEAIR)AGER) BEKRE

IR I A i
R
= IR58
B
I

EHA B iR
RS
=E5
SERK AR
IR

IPCH S C07H17/08 CO7H1/00 CO7K14/765 CO7K14/77 CO7K14/795 CO7K16/44 GO1N33/535 GO1N33/52

CPCH¥%S CO07H1/00 CO7H17/08 CO7K14/765 CO7K14/77 CO7K14/795 C07K16/44 CO7K19/00 GO1N33/52
GO1N33/535

R AE) =¥
H N FF sk CN106967140A

S\EBEEE Espacenet  SIPO

BWE(R)

REAXNTFT —HERRREHRTENNA , PR —HSRER
$HRE. AEARLTF THRSRERFNENHE LR ERAINA. &
RARENSRERFIERBRARERRE T SRERNLZEN
XBEIFERBESIA T TAEEBRBIKA-COOH , &R AR

B FUAE. BERS . AZ¥RRENRRSEETHIRENT
BE#ER , REHWERESHERN. BFME, ZNHERYE , TATH
EWHARENE  ZEANSREGE, RURFE, RUGTESHK.

HEHE, RE | ARNENARENER  ETHIVREERPSRER
KRENINGERMABRANTE, FRANSREZFIRESRE
ZENRANFRIEERER,

C—17 BRIAMELZ SRR A


https://share-analytics.zhihuiya.com/view/7680068d-4961-4845-b6c9-e34bd20d23ce
https://worldwide.espacenet.com/patent/search/family/059328938/publication/CN106967140B?q=CN106967140B
http://epub.sipo.gov.cn/tdcdesc.action?strWhere=CN106967140B

