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Research progress of novel botanical insecticides
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Abstract: Natural product-derived botanical insecticides have the advantages of strong target
specificity, easy degradation, pesticide residue free and no pollution to the environment compared to the
traditional chemical insecticides. They meet the development requirements of green agriculture and are
one of the important research and development fields of insecticides. In this paper, the current status of
the research and development of botanical natural product insecticides as lead compounds for structural
modification since 2015 were reviewed. Finally, the trends of future development, current challenges
and the subsequent research strategy of botanical insecticides were analyzed and prospected.
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Fig. 1 Approaches to the discovery of new botanical insecticides

TR % R SRR 5 K2 M 2 R,
AIERE A IKEE, HE. AHAEKKES. HEY
Yo R ) LRl AS [ 7R R LA i 25 e 1 —
ANEE A EDEE, BRI . IR
DUWRGE . 7T AT AR 2GR BoE
AR T B R A0 A S G D AT A
T RGIGE 518 (IR E I 105 B
A7 BTG, 4l A AN S ) BRH b A= P A

AR AR R S PR il an e i H gl durr, il
W5 J A0 A W e BELIT B s 1 2840 5 SRR B 52 A4 0] 7 5
JSy BRI AR R il F L LR SR A
G (DATEM . &M AR imEE . D7 EE A ]
AT TR 55 ) U A 808 A T g Ik i Al 5 1 A 4
MAF/IEDT . /TN SR A AR S
YEFI ML EEAT T VPRI IR IR, A SR A 7 25 41
-i/}‘é EE [19-20] R



No. 5 E

AR R AR o8 ERRIE T e

971

2 EWIRREFARIEER S

EMAERKN S B R el e B 54k
— RINETEAH YR B B R E, X
AR P2 B ATAUR R & R ia i R b B W
TR0 FH 5% A0 2 o B . BRIt ARl
X AN [l (R D T FE IR A, USRS AN I 3 A )
MR 25, 6. W ARSI 2 B8 B AT %

HE R H 5

B PRI AT % AU E AR 5
3 EMREREFFTED

3.1 £

AV IRSRAE DI T — SR A

J

R 1A TILERNEY H 5y

DR EXE]

P&, KREZHARRRPREN, AAMHRME
®1 AEYPLAOHERREEU MR AEWES

Table 1 Novel insecticide compounds and their biological activities discovered from plants

. : Z%
Lt LERIR K A S
Compound Structural formula Plants Insecticidal activity Re f\
LI Alkaloids
e N 5
TSI LR AR b T 4 hivfgae 21
Matrine analogues Seeds of Sophora tonkinensis Gagnep LC50p: 3 §.29 mg/L (21]
o
(0] e .
o - O
Plﬁf@‘ NM Zanth jtmw&.t bark Culex pipiens pallens [22]
ellitorine YH 3 anthoxylum piperitum bar] LCso=1.12 mg/L
i 4% Terpenes
. N AN
wEY-1 . E%mﬁ’]%% . Plutella xylostella [23]
Compound-1 Fruits of Carpesium abrotanoides ECsy = 19.84 mg/L
) SR I
1 8 N
R oA A o ESETRS Bradysia odoriphaga [23]
Granilin A Fruits of C. abrotanoides LDy =31.18 me/L
HO" 50 . g
# i Flavonoids
o AN
i ﬁ%%? EF‘ME% P. xylostella [24]
Kumatakenin Buddlej aalbiflora Hemsl LCso = 0.3361 mg/mL
. P S
l,}—;%\ﬁﬂﬁ E/J‘MEE P. xylostella [24]
1,3-Dihydroxanthones B. aalbiflora LCso = 0.7011 mg/mL
O OH
B Anthraquinones
OH O OH
e G
g(ﬁf O‘O Rh j(lﬁ L Nilaparvata lugens [25]
modin OH eum palmatum L. LCs = 84.30 pg/mL
(6]
AHEZ Lignans
NP ! PRI
()-HERFE TEMUR BZ C. pipiens pallens [22]

(—)-Asarinin

Z. piperitum bark

LCs, = 38.90 mg/L
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Table 1 (Continued)
2 y S E R ks Z%
e 7 ABaN SFEAE Y A% s it
Compound Structural formula Plants Insecticidal activity Re f\
BRIy - P TR . e
Xanthoxylol-y,y- 7 e ium bark C. pipiens pallens [22]
dimethylallylether - piperiium bar LCso=0.27 mg/L
HAth others
N it
TR T 24578 A1 Brevicoryne brassicae 26
Spinasterol Citrullus colocynthis leaves LCso=32.36 mg/L (26]
(FehhBEE)
J 7l o A, = 7N
§ g;miﬁfﬁnv?i%ﬂ Mikania micrantha Bunge; Buddlej aalbiflora P. xylostella [24]
eoxymikanolide Hemsl LCsp=1.532 mg/mL
el
2,3- 7 U T SRR = Ik (RERAR) Fumigant 27
2,3-Dimethylmaleic anhydride o Colocasia esculenta var. esculenta (L.) Schott %+ &: Rhyzopertha dominica [27]
o) LCs = 3.60 pg/L
(0]
(o}
s Y FHSRA I,
G PR y A OH Pive ”"EH *ﬁ% (‘Eﬂp*fﬂ H :] Eﬁgﬁﬂ) Spodoptera exigua [28]
innamic aci iper ribesioides (Piperales: Piperaceae) LDsy = 0.17 pg/larva
o
ot g Br . % i
2-JR-1,4-%5 ESilEvyy) ions .
2-Bromo-1,4-naphthadione Cercis chinensis heartwood C. pipiens pallens (29]
4-nap LCs = 1.12 pg/mL
(e}
SN Y B, (L EE A )
JrEa i T
f-Asarone ’ Acorus calamus L. Bemisia t:fl;:gtzsgsublethal (301
e (LCys = 4.70 mg/L)
' T ELH SRR
| . g DAY
8%_(}%nﬁe?g] © 6 Zingiber offi %%*Eicoe rhizomes Spodoptera frugiperda (311
S mngiber ojjicinate LDs, = 3.96 pg/larva
HO
FO
O,
) . % \
N A SRR 1 O T 55 RRFR
N-Hydroxyaristolactam I (0] Fruits of Aristolochia contorta Bunge Aedes aegypli (32]
ydroxy orta bung LCso = 3.54 pg/mL
N
\
OH
O\

M. H AT A A SR ORI A il A
12 000 2445, ZoAmfEmRHEY KR 7. R
Sy B ZERAEEAL. HR IR AT DLy MR AR
Powsi. WREESS. MERESS. WIS, WEMS M 14

HKAE, R ZBUEYIEAE R R I R B BEAR %
HUETE . ALERA HEF N 2015 4FE A PFrikiE L
YISB T Y B 25

3.1.1

ok K A& Mk =M (camptothecin, CPT)
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(F 1) 22— MNEW Camptotheca acuminata
Decne 178 B B S BA MG, ZERA
P — R R R A E T, RA R HE
P£. 2019 4F, Yang %55 i [l CPT EEALAT
AR RAT G 2- A 2 K M bk A B R AN AT A
CA-1, 5 CPT MIELIZRAL W)W R HE I 1 3] FH 3
Wk Spodoptera exigua %) Rl R FE 1%, [FIRK
BZ AL G YR $h 1 7 F 1§ T (DNA-topoisomease
I, Topl) HUHMHITEME R KK, CPT 19 A 5] A
1-50-2- 7 IR e 15 B0 = RHRAT A4 CA-2,
T HE [ ] Topl XT S, exigua ELA B SRR ESE
M. Wu SEPUE IR E L B IRORH P9 5 it DR 55 25k (4]
FINE] CPT I B ¥, SRAFHIFTA AT AV H 5 F
M Brevicoryne brassicae $3 7~ H R U5 19G4£,

CA-1

CA-3 CA+4
B. brassicae
CA-3: LC,,=0.059 mmol/L
CPT: LC,,=0.145 93 mmol/L

/)
S. exigua  O:N—N

CA-1: LD4;=3.24x103 mg
CPT: LD,,>10%x107° mg

S. exigua at 10 mg/mL
CA-4: mortality=76.7%
CPT: mortality=53.3%

CA-3 X H g% ) LCso fE°5 0.059 mmol/L, i
=T CPT (LCsy = 0.146 mmol/L). Wang %5} =
PR C-20 f7 5] N t-Boc & IEFRTG 2] — RHIATE
Y, CA-4 %} S. exigua WIHfi#PES T CPT. Li
000 MR 4 2K (] B BRI 45 M i ek, A
CPT M) C-7 AL AT & MMM, 152 78 7-(1-1%
LR R -4-58) I B RATAEY) CA-5, XAAM 2R
H Bursaphelenchus xylophilus 1] LCs, {H 7] 1A 3]
6.34 mg/L, & T CPT (LCso = 18.84 mg/L). i
— BRI, Ed 4R h 41)L T A2 CPT
J AT EDE By 7R, R HEE S A
VIR o S5 KA B b i R R A DA O, X L
RINIFRIET CPT R BFRA T H 2K

SRR,

0]

o b

NH CA-2
S. exigua
CA-2: LD4,=5.68x1073 mg
CPT: LD;,>10x107° mg

CA-5

B. xylophilus
CA-5: LC4,=6.34 mg/L
CPT: LC,,=18.84 mg/L

B 1 SWEEHETEMRERAEL

Scheme 1 Novel camptothecin derivatives and their insecticidal activities

257 (quinine, 3 2) & & XSGR B HEEL
) EAEYII, R H RO B A O I
2277 (quinidine). £ 7] J& (cinchonine) H 7] J&
JE (cinchonidine) 2 ZE T KLY, BRAEETHMH
AR PG PE . Che BRI M2, 7T
SERJEM R JBE C-9 MR/ 5 R T4
Mlste 3RS T miEE R VML S . H QU-1,
QU-2. QU-3 Al QU-4 £ 1 mg/mL KR EWKE T
X 4R 5 4 L Mythimna separata Walker F il % 3050

RO 571% 75.0% 75.0% 1 75.0%.
I, BTGP BRSO R AT LU :
@ C-9 fr¥rFE R ARm b FH R E, BRI‘ELFEKE
BrifE, RHEEERERS: © C-8/9 fifgix 5
dOG MR EE, Hd Cc-9fr S, @ C-
10,11 AL AUBRE MBI A2 o] A2 1), U I I8 )5 AT
AR T R BIE s @ BT RIS TR,
I ZE T ETEERK; © 6'-OCH; &R &
A, BBz SR AT LR EE .
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QU-1

M. separata at 1 mg/mL
QU-1: Mortality=57.1%
Quinine: Mortality=32.1%

M. separata at 1 mg/mL
QU-2: Mortality=75.0%
Quinine: Mortality=32.1%

M. separata at 1 mg/mL
QU-3: Mortality=75.0%
Quinine: Mortality=32.1%

M. separata at 1 mg/mL
QU-3: Mortality=75.0%
Quinine: Mortality=32.1%

EX 2 ETEEVEHETEYRERREMS

Scheme 2 Novel quinine alkaloid derivatives and their insecticidal activities

3.1.2 XA S0 (matrine, B3 3) 2
M2 @Y (LRHEYD) 7 Btk i) — K44
Bk, AHIEMELDMOR N, BEAM, WA
BAK, ZH5HMARAEAEMSEH. BT, 530
&M B R TE C-11. C-12, C-13. C-14
A C-15 fi7. MRIERBAE XTSI T — &5
U AT T . B S0 N BRI T O, &
BT R BE - Z AR YD, LAY MA-1 X M.
separata [ 7% HOE 1 3 ) 52 RH [ B R0 5 2 6 1)
3.0 570 2.6 fi5; LA MA-2 7E 20 pg/nymph 1]
FIE TNX P. xylostella AR EF 443 7] A2 H [ B A0
SR 2.8 f5 A1 2.0 £54; b4k, R H A - 20
IR LR b, 5L N-ZREERRTEAL, MA-3 X
M. separata TN AT RAF )4 RIE L 85 205
PN BRI FT I Ja, 5l NMEME . ERRE A R 5 A
[ A B, MA-4 XF M. separata W5 HUE 255
T 2.4 £5%), MA-5 X} M. separata H17% UG M2
T2 2.6 54, LAY MA-6 /£ 1 mg/mL
XI M. separataBILFEFIEF] 65.5%, ZIREH
2% 10 ) — RV S0 15-5-18- 5 2Bk AT AW,
AW MA-T X M. separata 7 1 mg/mL f)EFE
EAE R 70%, Wtm TS g e C-15 5l
ANBR-1,2,4-08 M0k B, LS ) MA-8 X M.
separata WA EIEVER S S P EY; 78 C-15
RE gl N RIAEE, &Y MA-9 X M. separata

EEVETE RS S 3.9 519 £ C-14 M1 C-15 fiz
SENWEMRIR, 21- SO 26 MA-10 X M.
separata I H R UF 2 HUS M 1E C-14 F1
C-15 £ 43 5l 51 N H I A0 55 S 0/ AR S, (&
MA-11 2 I B 25 5 A 1) A A 0 o 3 1O
Cheng 5 K s ARRE ML [4] 5] N5 201 C-13 4L,
AP IR ] (MA-12) 1 51N AT 825 0 v 7 ST
Xt M. separata~ P. xylostella F1 ¥ 77 7 ik
Spodoptera frugiperda 1)7% HUiEVE. Ni 551 5 A
T 1415 R ACE SN BERAT A, K2
BARTHEYINT M. separata 1 P. xylostella FRILH R U
HIR HiEPE, MA-13 78 600 ug/mL X} M. separata
KIBIEE N 65%, MA-14 7£ 0.1 mg/mL KX} P.
xylostella FIEHLHE N 40%. He F5I G T & R
FRBR R I AR 155 Z 08 AT £ ) MA-15 A MA-16,
52 (1ICso = 5.336 mmol/L) AL, XFFh#iL
EXT ST ALY ICs, 735 % 2 0.648 mmol/L AN
1.130 mmol/L, 4R R~ 1 15 5 40 i 17
T DT 0 ] B2 E 00 i 6 5 P RE 2 v S B A 4R R L
EF ML . Huang %559 i F§ Pd(OAc),/NiXantphos
AL TS0 C-14 fLEHTT AL, 3,5- TRFER
FAUY) MA-17 I H 55 A7 R4 A% it S B0 7 1
(ECso = 0.019 mmol/L), 2750 25 f%. Cheng
S U0-5OT g Mg W RN PR L2 2 5] N S8 13 £,
MA-18 X§ 2 N Lipaphis erysimi 1175 BG V2
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5T 2, MA-19 F1 MA-20 X 5 b 07 7 ik
S19 B A R I T 20, RS &I
FUTE 7 00 51 N ] 6k 2 4 v v S ) AR TR .
Ni 255 G 17 N-BUR-11-T 235 S0 A4 MA-
21, ZALEWTE 600 ug/mL N XF M. separata F(Ht
Rk 85%, ke TS,

BB, (piperine, 53X 4) & SIUEHE YR A 11

MA-1: R'=OMe, R*=H
MA-2: R'=Cl, R?=F

M. separata at 1 mg/mL
MA-1: Mortality=62.0%
Matrine: Mortality=24.1%

MA-2: Mortality=51.2%

MA-4 MA-5

M. separata at 1 mg/mL
MA-4: Mortality=65.5%
Matrine: Mortality=27.6%

MA-7 MA-8
M. separata at 1 mg/mL
MA-7: Mortality=70.0%
Matrine: Mortality=26.7%

M. separata at 1 mg/mL
MA-8: Antifeedant
rate=44.6%

Matrine: Antifeedant
rate=22.6%

O,

N
MA-12

MA-11

P. xylostella
M. separata at 1 mg/mL
MA-11: Mortality=62.1%
Matrine: Mortality=24.2%

M. separata at 0.020 mg/nymph

Matrine: Mortality=21.6%
F

M. separata at 1 mg/mL
MA-5: Mortality=55.2%
Matrine: Mortality=20.7%

MA-12: LC,,<0.01 mg/mL
Matrine: LC4,=0.052 mg/mL

— P, BAA RFPIE . RERRREM.
Tantawy 508 & 113G R T — R 51 FE T HAREE T
TIETEEAT AR, BNtk A4 PI-1 (LCso = 0.094
mg/mL) FILH EL R (LCso = 0.357 mg/mL) 1
TRE G (LCso = 1.457 mg/mL) 5 & i 5% 1 (0 )%
I Culex pipiens iG1E. Yang 55 & B 1 & Fnkmk
W / L WA AR 000 5% () B AR AL, Hod, B

M. separata at 1 mg/mL

MA-3: Mortality=58.6%

Matrine: Mortality=24.1%
Br.

ZT

17 Ma6

M. separata at 1 mg/mL
MA-6: Mortality=65.5%
Matrine: Mortality=24.1%

MA-9 MA-10

M. separata at 1 mg/mL
MA-9: Antifeedant
rate=84.2%

Matrine: Antifeedant
rate=21.4%

M. separata at 1 mg/mL
MA-10: Mortality=69.0%
Matrine: Mortality=24.2%

MA-13: R=Me

MA-14: R=t-Bu
M. separata at 0.6 mg/mL P. xylostella at 0.1 mg/mL
MA-13: Mortality=65.0% MA-14: Mortality=40.0%
Matrine: Mortality=10%  Matrine: Mortality=0
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N S
N
N MA-16
MA-15
MA-17
Sf9 cell of S. frugiperda Sf9 cell of S. frugiperda S. exigua L. erysimi at 1 mg/mL
MA-15: 1C,,=0.648 mmol/L MA-16: 1C,,=1.130 mmol/L MA-17: EC;=0.019 mmol/L MA-18: Mortality=50.0%
Matrine: 1C;,=5.336 mmol/L Matrine: 1C;,=5.336 mmol/L Matrine: EC;,=4.8 mmol/L ~ Matrine: Mortality=40.0%
- H
N\fo
Ty
H
N
MA-19 MA-20 MA-21
Sf9 cell of S. frugiperda Sf9 cell of S. frugiperda M. separata at 0.6 mg/mL
MA-19:1C4,=0.07 mmol/L MA-20: 15,=3.28 mmol/L MA-21: Mortality=85.0%
Matrine: 1C,,=6.40 mmol/L Matrine: 15,=6.40 mmol/L Matrine: Mortality=35.0%

EX3 HEWEITED
Scheme 3 Structures of matrine and its derivatives
PI-2 %f M. separata 230 H b )1 R 2R 58 i 1) A2 KA JIBRZ AR EL B B 42 7. Huang 2500 45 17 — &R 5
HINENE, LAY PI-3 %} P. xylostella 1 ARFEME S BN - EARR R AR &5 G, FEFT A AT

HO OAc j

R AcO,, ~OAc O

O C
N~ O (0]
| PI-2: R=Cl
PI-3: R=F |
M. separata at 1 mg/mL
PI-2: Mortality=65.5%
PI-1 Piperine: Mortality=41.4% Pl-4 PI-5

Culex pipiens P. xylostella at 0.02 mg M. separata at 1 mg/mL E. lanigerum at 200 mg/L

PI-1: LC;,=0.094 mg/mL PI-3: Mortality=72.4% PI-4: Mortality=51.7% PI-5: Mortality=44.3%

Piperine: LC4,=0.357 mg/mL Matrine: Mortality=27.6% Piperine: Mortality=44.8%  Piperine: Mortality=24.5%

PI-6 PI-7 PI-8 PI-9 PI-10
E. lanigerum at 200 mg/L M. separata O. furnacalis at 200 mg/L  O. furnacalis at 500 mg/L O. furnacalis at 500 mg/L
PI-6: Mortality=38.1% PI-7: ND5,=0.0074 ymmol/larvae PI-8: Mortality=65% PI-9: Mortality=57.69% PI-10: Mortality=69.23%

Piperine: Mortality=24.5%  Wilfortrine: ND,,=0.0207 ummol/larvae Piperine: Mortality=0 Piperine: Mortality=7.69% Piperine: Mortality=32.69%
EX 4 SHRBEETEY

Scheme 4 Structures of piperine and its derivatives
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i, PI-4 X} M. separata I H B I HI% BE . Li
Zglo62) i A Vilsmeier-Haack-Arnold (VHA) x W 15
B 7 EA RSB ) OSBRI, AT At — R A
AR, L&Y PI-5 X3 R 47T Eriosoma
lanigerum W75 HUE M2 SHARBRT) 1.8 f%, PI-6 X
E. lanigerum 3% B35 P & $HARILE) 1.6 5. Qu
SO Bl T — R T E AR 0 A R Ik AT AR
Yy, Hrp, PI-7 X M. separata &I H 55 ROREF TG
P, FEEURRIE AR (NDso) B H 43 0.0074 pmol,
g Mz & T A RO B A . A,
PI1-7 B x X M. separata T BT GRS (AchE)
TEFEVEINGTE T . 7 PR 00 e B, A AUAR
%t 3 F LT FEF OfChtl. OfChtII Al OfChi-h ¥4
NS VE (K, = 43.78~83.03 umol/L), %5 G4 3
TIX 3 Mg EE, Al T E T AN, B
FF 7 B % 55 B S5 AN [R] 2 80 0 3T 24 H BB AT A
Y, PI-8. PI-9 Al PI-10 Xf W91 £ KUE Ostrinia
Surnacalis 1) 5% HOE M B 55 T SHARR .
3.2 iWEm3E

i J RGP 2 RN it e % . Fh2k
wEEREY, FIRYE = R, B E
W S 2 RS W AT B MEHES, TR A R
I B G B Sk BAHE ) e I IR R Ak, D
o3 KA G Y2 L& S S AT AR T A
TE. R 90 SR B 2L A % HOE T s A AL S )
BAREIRMG . R R . ZHEE. =ihE
&, REFJZHFMEA TN FEAIKE., Fa. M
fIAEKKE, BIAFHDE BB, A i
AABEFERH . B2 IFENA I (azadirachtin)
JIBKZ (toosendanin) 1757 JZ BE & (celangulin) 25,
& TF R NN AEYIE R ). 21 DOk, 3
]t % b 7R B R AN ] B B B BB B L TR
B o R A BB T4 A S
KUK FETRAWIG M, TFERIEZH KR
A ARSI IE R G RIE, e (B
B, HEF ). f5Fnh (FRER. 35 SER) 1 =5
(FLENDR) 5.
3.2.1 ##E  FER (fraxinellone, X 5) & —Fhfr
BER, B Melia azedaach F1)1|1BR M. toosendan
Bk, A TR R R 2,
DLy il 548 H B R . Dong 5517 7545 i 1
C 3 Bt AT RARUB M I RT A% M. separata ()5
RGBSR, JUHAE C2' (L E MR, M
5 ZEWyi34T Suzuki-Miyaura 185 Bk [ B A B FR-1,

XT M. separata FEIH TSR HUE R . B5ER 1)K
R (C 30) X TR R S R R EE, B CH
1 C-5" gl 2.t J5 (FR-2, 57.1%) X} M. separata
B T = T s BRI, Yang S50 7EK IR
W C2 R AT A B, SR T — RAIEERATA
Y1, FR-3 X M. separata 7% HIGEVE = T )RR .
Guo Z507 43 HIHE C BRE) C-2" fr A C-5" AT 4514
B4, RILLE C-2' Al C-5" 43 ZE A HH— A N-
(1,3-MEmg-2-J5) HIEAL (FR-4) 37705 — s FL A7
(FR-5). N-ZEFLntme (FR-6) Flfi5HE (FR-7 1 FR-8)
BE B BT NE M. separata 1 P. xylostella /7% B,
WG, FR-5 7EFT A 474 10 45 W R R T M.
separata WEFCHE I (75.9%), FR-4 F1 FR-6 X
P. xylostella {1 7% HUEE R L PR R EH 2. Guo
SN & T — AP A N-IRER MM AR S,
WAY) FR-9 78 1 mg/mL WIRIERS, XF M. separata
HI LR AL F] 75.9%. Yang & 7E C 3R K C-
4' 5" FIXCEE EHEAT Rh (D) LA A kEfL, &
T HIR IR FR-10 (37.5%), HERHE
NI ZE (33.3%) W& =114 M. separata BAEEE . Li 40
TEASHR C-4 8L C-10 £ 5] NI I TS, i
¥ FR-11 Fl FR-12 X} M. separat &7~ H LI BR R
B R ) % O 1

Ha ¥ 1 (cerbinal) FHE T (geniposide) & —
KR WEE S RAR Y, BA B AU
BRvm e, Li ST M HE 1A R b PR S I 4
N-BAR T3 [c] memE, &I CE-1 X P. xylostella
A 5 Ha 1 10 R R A 4 ) 2% VS . Xia S50
TENG 1 C-1 ALBEHEER 4 8 C-10 A AT 451012
i, GE-1%} P. xylostella B 5 fa eI AH 24 1) 5%
g
322 fFHE fAEwmE—MEEFEENRA
Y, B AFE T ARSI A . 78 REH (nootkatone,
KI5 6) A& —Fh B+ B35 25 ¥4 Chamaecyparis
nootkatensis 53 B MG, BAE D
B ARHL PURSZ M EEME, XS R E R
Ik, MR, SEAEENE . M. separata 1 P. xylostella
GRBARRET AR, W RE Z8BEH
TR S EF (acetylcholinesterase, AChE) #I#il] % 4 %5
55, HZ&—F GABA B & F@ERE R, P
FAAT R 2= 17 A5 P R I GABA 24K LU
S, Galisteo Pretel 55! 7517 < HH 1 C-3 L
5L (NO-1), X M. separata W17 HiEHHE &
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FR-1

M. separata at 1 mg/mL
FR-1: Mortality=45.5%
Toosendanin: Mortality=39.0%

o
Q:%D FR-5

M. separata at 1 mg/mL
FR-5: Mortality=75.9%
Toosendanin: Mortality=51.7%

Br

OFR(S

P. xylostella
FR-6: LC5=0.310 mg/mL

\_o
>/ 0

FR-11: R=O
FR-12: R=N-OH
M. separata at 1 mg/mL
FR-11: Mortality=73.3%
FR-12: Mortality=73.3%
Toosendanin: Mortality=56.7%

B 5

o
O FR-10

M. separata at 1 mg/mL
FR-10: Mortality=37.5%
Toosendanin: Mortality=33.3%

o
;OE FR-2

M. separata at 1 mg/mL
FR-2: Mortality=57.1%
Toosendanin: Mortality=46.4%

B Cz‘“@
A o R

M. separata at 1 mg/mL
FR-7: Mortality=57.1%
Toosendanin: LC5=0.430 mg/mL  Toosendanin: Mortality=39.0%

P ! o !

o X_ | @ | CI
. R OHC !
— o . Cerbinal |

P. xylostella at 100 mg/kg
CE-1: Mortality=72.0%
Rotenone: Mortality=77.0%

B RESAEYNIR R R R BT E Y

/~0 - /0
_%O = _?/ — S
N X Ne

oo, 0 Gy 5

NH

0

o) 0 j

FR-3

C
FR-4
M. separata at 1 mg/mL P. xylostella
FR-3: Mortality=64.3%

FR-4: LC4=0.430 mg/mL
Toosendanin: Mortality=46.4% Toosendanin: LC5=0.610 mg/mL

O

M. separata at 1 mg/mL M. separata at 1 mg/mL
FR-8: Mortality=57.1% FR-9: Mortality=75.9%
Toosendanin: Mortality=39.0% Toosendanin: Mortality=51.7%

)

FR-7 FR-8

y CO.Me

CO, Me
CO,Me
1 o ; F.C
H OH l
N So

'H H o OH
OCF HO | ° on

3 \ Geniposide ! HO

CE-1 oo ’ GE-1

P. xylostella at 100 mg/kg
GE-1: Mortality=70.0%
Rotenone: Mortality=80.0%

Scheme S Structures of monoterpene botanical insecticides and their novel derivatives

7 40% UL b Yang SEM FEVERER K] C-13 25 A
A R ARTEIE N 1,3,4-08 I /E T IR EBE, AR
TiEREAT S, &R EYMRILE X M.
separata 1 P. xylostella 5 =[P4 UG, NO-2 %
WX M. separata w6 WA K H0 ) 35 P
(71.4%), NO-3 XF P. xylostella )% BUiFE 1 2 )14k
£ 3.37 £ (LCso = 0.270 mg/mL vs 0.910 mg/mL),
W 7 T M (LCs = 0.280 mg/mL). flifi1iEid 5
1,3-MEMEBEAT 73T 28 2% 1 N-(1,3-MEME-2-3E) H
Tk Jie fih 5 () 6 R B, & R T U B R AR
fiTAE A HF], H NO-4 X M. separata WIEFEZH
FEENBRER ) 1.87 15, NO-5 I LLEIH R =
1.37 511 3 #& P. xylostella 7% BiGHE, tbak, 1E
WREAE C-11 AL B 5 AR N-F2 5% e S0
T [3+ 2] IR, A B — P e Mk 4
HE REATAEY), o NO-6 A NO-7 %} M. separata
M A KA EE P N 73.3%, LB & 23% LA
Lo NO-8 B/ BRI P. xylostella %) L% HUTE

£ (LCso = 0.230 umol/mL), 4z T BH X R 2
I (LC5o = 0.080 pmol/mL) 4, K& i 1< i {1 45
R AEM RS B R tHf”/zEl’JéE%?ﬁ‘@, KA
T HE— IR RIRAT AR R, R RA
A% BS54 51 5 558 (germacrone, KI5X 6)
& MK REEIE Geranium macrorhyzum FIRE 1 H 43
BEARAF 1) H A B A B A A S
Galisteo Pretel 55 L35 5yl 2 46 JFORH3EAT S5 44
B, WEY GE-1 X R4 E W Rhopalosiphum
padi AR B TE LI S T3 S W BHE
2 Celastrus angulatus V0 B KER V
(Celangulin V, E5X 6) 52 — P 22l 28 7% 2550,
Bt 9 3 B FL 30 o 40 o) B2 e i R 4 i R 2 i
{1 V-ATPase T K FEAE M,

323 Z#E%X  ZFOMEABE (andrographolide, Bl 7)
F& NG 0N SE Andrographis paniculata W73 25 H R

TR E Y, RATTZED R,
B PR PUMRAIR JUBR LS, T A E 2 2k



No. 5 BN HT R IE R SR 7 o BRI Tk P 979
3 Y113, : 3
‘ 1 1 X
;072 e : NO-1 i : GE1
- ,(, 7)ir1c7)(7)7 @one \___ Germacrone | R. padi !
M. separata at 50 pg/cm? =~~~ ""T T T An . EC,,=0.006 mg/mL

NO-1: Mortality=92.1%
Nootkatone: Mortality=50.7%

O J/iV;tj\,IJVS,\h\EoN/ @ R@QZ{, ]\/BO\\\JL

Germacrone: EC4,<5 mg/mL;

NO-4: R=3-Br o
NO-2: R=3-F NO-5: R=4-CHO
NO-3: R=2-Cl, 4-F M. separata M. separata at 1 mg/mL

M. separata at 1 mg/mL
NO-2: Mortality=71.4%
Toosendanin: Mortality=50.0%

P. xylostella
NO-3: LC;=0.270 mg/mL

Etoxazole: LC;,=0.280 mg/mL

NO-6: Mortality=73.3%
NO-7: Mortality=73.3%
Toosendanin: Mortality=50.0%

P. xylostella
NO-8: LC;,=0.230 pmol/mL
Etoxazole: LC;,=0.080 umol/mL

EX 6 HHEUFFIELBERERRFRETEY

Scheme 6 Structures of sesquiterpene-derived insecticides and their new derivatives

NO-4: LC4=0.550 mg/mL

Azadirachtin: LC;,=1.030 mg/mL
P. xylostella

NO-5: LC4,=0.620 mg/mL

Azadirachtin: LC;,=0.850 mg/mL

T RERF=WI R A, AR EUAH T R 2% T
— RHNGFOENEREAATED, FHWE T HXT M.
separata FEAOFHF B A BUEE, SR ERF 0%
PR AT AP 0T e B A 1E A ok BRI 0 R 9 0,
AN-1 255 T F 3 3 PR AL AT AE P Bt SEms &
() —Ff 14-J 8- 11,12- A 28 0 N BRATAEY),
JAE C-19 frfiEft, HAEZER M. separata £
MHEETE (69.0%) PVo FEHHH 120-(HUR) FE
He-14-E F DIENBERTAEY T, AN-2 RILH LE
JIBRZR B 3 M. separata A KANHITE M (62.1%) P2,
AL, Hao S5 FE 28 0 FE N BRI C-7 £ A A
T IB-FREE T CENBRATEN G, M P ERA A R
YT, Hh AN-3 B RIFH M. separata

Cl
AN-1
M. separata at 1 mg/mL
AN-1: Mortality=69.0%

Toosendanin: Mortality=44.8% Toosendanin: Mortality=44.8%
FILERNBRETEY

E= 7

A RKANHENE (57.1%).
3.3 FEpAK

YRR FE, BAZMAEBENE,
— LRy SRR AR P AR R I AR B B
AHVEM . PR (paeconol, F 8) & MAL ST
Paeonia suffruticosa & 5 4B 2 Iy R0,
BAEPRLK. P LR MHEEY IR &
P DU 37 A e e DL ORI B s A Al 1 %
ORGP ARV 2 BRAE A AEE I, TR T
CERRTR RS (AChE), 50 35 520 % figk rh e 28 38
JR IR H ALY, IT4ER, Chen 580 FEJF K HH 5
WK 2y AT AR fe v, & 7 —32K 3/5
(3,5) -THAEBRHIAL 57, KB 5-FHEEHUCT PA-1

AN-2
M. separata at 1 mg/mL
AN-2: Mortality=62.1%

AN-3
M. separata at 1 mg/mL
AN-3: Mortality=57.1%
Toosendanin: Mortality=50.0%

Scheme 7 Structures of andrographolide and its derivatives
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AABEFEWRL RS (LCsy = 32.331 mg/mL),
i 1B G AT AR IR RAL R P K By (LCso = 50.804
mg/mL). AT B A 8T — 285 B M B 2R AT AR
Yy, H PA-2 RILH HA KK M. separata 75 1,
T, OISR T 18.5%, ST 2.19 15
IRTHIE RAB A6 (0 71 B2 By AT AE I M. separata ()
RHGEHENA RIS, PA-3 fl PA4 X} M. separata
()% BB PE N 53.6%, LT REMR T 21.5%.
A E N (honokiol, K3 8) /& —Fh M AL St h

2 JE b Magnolza oﬁ"cmahs oo B H RO 2 Ty Y
&y, XH SERE I LIRS B A2
TEE E’]{j’}:lﬁ?%jﬁﬂ% AT AT #IE . Yang Z57
B R TAE RNy T R R IR AT A, R
H 8- LA IE RN HO-1 Xf M. separata 7% B
ROR B . Zhi S0V 1% 7 A RIUP) 8/8"-ki Kk
o EE - 2 I A AR V- o /i T i 2 i e ] ¢
JEANRATEER, FHIRK T X} M. separata F1 P. xylostella
YR BTG . HO-2 X M. separataR I & A

-------------- PA-1
H. glycines PA-2
PA-1: LC,,=32.33 mg/mL M. separata at 1 mg/mL
: = 2: ity= 9 PA-3: Mortality=53.6%PA-
Paeonol: LC4,=50.80 mg/mL PA-2: Mortality=70.4% PAZ: Mortallty 23 6/°PA 4
Avermectin: LC4,=7.354 mg/mL Toosendanin: Mortality=51.9% Toosendanin: Mortality=50.0%

M. separata at 1 mg/mL

=N

X

HO-1 % HO-2 HO-3 HO-4 HO-9
HO-8

M. separata at 1 mg/mL M. separata at 1 mg/mL P. xylostella
HO-1: Mortality=62.1%  HO-2: Mortality=58.6% HO-3: Mortality=65.3%
Toosendanin: Mortality=" Toosendanin: Mortality=" HO-4: Mortality=65.3%

M. separata at 1 mg/mL M. separata at 1 mg/mL
HO-8: Mortality=63.3%  HO-9: Mortality=63.3%
Toosendanin: Mortality= Toosendanin: Mortality=

48.3% 44.8% Igosssndanini Mortality= " 53 39 53.3%
. 0
ToEoon T HOgP0~
/- Cl {HO7 S P
A JI0C
OH EHO E (0]
‘ 5___He_"_'igf’_s_s_yz’9!_,5 HE-1
O M. separata at 600 mg/kg
OH 0 HE-1: Mortality=70.0%

Rotenone: Mortality=100.0%

structure simplification

HO-5 HO-6 \é
M. separata at 1 mg/mL

. - M. separata at 1 mg/mL
HO-5: Mortality=72.7% . S M. separata at 1 mg/mL
Toosendanin: Mortality= ~ HO-6: Mortality=72.7% HO-7: Mortality=58.6%

48.5% Igogsndanin: Mortality= Toosendanin: Mortality=
o7 48.3%

EX 8 FESZAEMIRRBFIREITEY

Scheme 8 Structures of phenolic compounds-derived insecticides and their derivatives

P. xylostella at 100 mg/L
HE-2: Mortality=90.0%
Rotenone: Mortality=40.0%
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R A BIENE, BAITHN 58.6%, [FNS, HO-
3 1 HO-4 (¥4 65.3%) Eon H ELAE IR A S5
PR (40.5%) X P. xylostella ¥ & ) 7% V& P o
Ren &5 ¥ 2 AFAE T RR WA 254 (£
i, EoKRE ) o RPR I AR AZ O 2R 5N
JEANG AR E h, iA% T — FR ST A JE AN
Moy g/ —BEATAEY), HoP HO-5 A HO-6 (¥4
72.7%) ‘W tH AN (33.4%) 1 2.1 f5 1) M.
separata 7 HUEVE. MO, AR AR T —KAE
NIy 75 3 H L AT AE W), HO-T XF M. separata W 7%
HE P IR AT AT IE 58.6%", Yang 26U &
BT — RBVHE AN JE AN AR B AT, A ED
HO-8 1 HO-9 (344 63.3%) X} M. separata 7 Hi%
PE T FHPEXT R B ER (53.3%).

F- MM (hemigossypol, K 8) & i My
(gossypol) MW & BHTA, [FIRS & —Fh % b
KRIRT=Y), MIEFhE B ZER R Verticillium albo-
atrum MAEZER L AL P E R, BAHAER
W, HEREATPHREEMEZE, ROKHR
il 7 K — BRI R R Li 55000 S5 Ay gk 4T
SERATAE, TR AL £ R T EAL 1) 77 ) HE-
1 A REP ARG, X M. separata W) 7% HUiE
PN 70%. [FINF, “EHREYER N B R A RIAFH R
FasE Ve AT EE— B T A T Y R A IR 1 45
¥y, BT RS T — RIS E
] B ) AR KA LR AT A, 6 R A 0 75
s R RE PEL . KRBT AE Y HE-2 X P
xylostella H7% AR 2, 1E 100 mg/L KX P,
xylostella 1) BUAE 3 5 T 7 ML AE 4 4% 57 Rk i
40%, T HZAE Y0 2 Aol 3 Ry 2R A
F R R
34 BEHRXK

IEPK T2 (osthole, &30 9) /& —Ff RIRAFAER]
FEERLEY, TR AA TR ZEERHEY
i, TEMEPRT Cnidium monnieri (L.) Cusson H 52+

JEEMRE WIKTREAZ AT,
ERE I R 2, X5 K dedes aegypti
FR B FEIL Culex pipiens pallens 552 Pt %)) B
R R HEVE S, sk, WK T R4
Y& BT AE Juont B S R AR 1) 55 e 2% He fige e
Ao FWHEWEANTE 0-1 (7 AT O-BE I 72 ek
i, ffikth OS-1XF P. xylostella W17 HiE 1 L )|
PR B 3% (LCsy = 0.64 umol/mL vs 0.94 pmol/mL),
HAEFEIKRE N 1 mg/mLE, P. xylostella %] HL [

PET-Z (89.7%) LLEEIR ¥ 3 (51.7%) A1 )1 Bk 2=
(51.7%) $&1m 7 38%. B JafE C-2',3"fr XU |5
N SR PRI A i 1 e PR 1 2% 110 e W PR R T A2 4
HrAr OS-2 X M. separata [NEFCEN 96.4%, &
IR R ET 1.8 5, {HX] P. xplostella %)
B EICERIFBA NS, 1 OS-3 s H b ki
(rotenone) S 5E 1 P. xylostella 7 HiGVE (LCsy =
0.220 mg/mL vs 0.410 mg/mL) ', {EHEIRF & C-3'
A5l N-ZR ALK, OS-4 I A 9 1 M.
separata "EKINHIEH (82.1%), [FK OS-5 F
08S-6 B EH R P. xylostella 7% B M FE K
FIEFMENS AATTFE C-8 SrATAE & i B B It
BRI IR T 2= AT DRI T X M. separata
FIAERIMEIES, Hd 0S-7 Brn B REK
HE (70.4%) U, 5 —DMRTAEY OS-8 X M.
separata W7 HIGHEHLIEIR T2 (34.5%) $E
1.6 f51M0, PRIEREHAE C-4'frdbAT et igim, 5l
S AR bk BB Y B, AR BN 1 mg/mL
i, OS-9 X} M. separata ) HFIEICHE N 62.0%1Y,
OS-10 X3 RGELL 3R WF Aphis citricola Van der Goot
M HIE R R T 2K 1.9 512, Ak, 4RI
WA R F RN BRI AT I, Wik& T
B /B AT £ Y, &Y 0S-11 A1 0S-12 XF M.
separata ‘.7~ H B R AN, 75 1 mg/mL
FIRZFETIEST 5N 68.9% I 64.3%115114, Li 45119
TE o — Bl B 7 v 806 e R+ R AT AR
BT, A 0S-13 Bon R B C. pipiens
pallens HIE PR 2 B 5R A HUE T (LCso=1.14 mg/L
vs 6.60 mg/L).
35 AKREEZRZE
RIGE 2 TR R e R R B R
AR 2. Horb, RETERAZMA R —H
ARG ZRIFSEMIE R ). REEEZR (podophyllotoxin,
K0 10) B MM EHEY > BB B AT 2 g
PERIRIRF=H), & —Fh AIME R DI A ZEANE =
T iR R R R BE T, BEFCN SR
A-E AT T R igit: O A SN EBM. C-
6 KL C-7 ALAIE H S o TR S M 2 0
¥, @ B XML C-5 A5 N JE 1] LA
HnE AR HENE . RIERBA G R T — RS 2/-5-5-
IREL 2,5- TR da-BHA I RA T RATEY, G
Y PO-1 %f M. separata I H )5 HiGHE T R
F#ER. @ CIHMLEmEM: C-4 f2BMMm
FEALE, 4467 p A RSE S HIE M A
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0S8-2: R=3-F

0S-3: R=2-F, 5-Br

M. separata at 1 mg/mL
0S-2: Mortality=96.4%

P. xylostella Toosendanin: Mortality=53.6%
OS-1: L050 =0.64 pmol/mL P. xylostella

Toosendanin: LC4,=0.94 pmol/mL 08-3: LC,,=0.220 mg/mL
Rotenone: LC;,=0.410 mg/mL

M. separata at 1 mg/mL
0S-4: Mortality=82.1%
Toosendanin: Mortality=53.6%
P. xylostella
0S-5: LC4,=0.220 mg/mL
08-6: LC;,=0.150 mg/mL
Rotenone: LC;,=0.370 mg/mL

A

o~ O

| o.__0O

Q
\—

"L 0
0s-7 cl Me

0S-8 0S-9 NO
M. separata at 1 mg/mL M. separata at 1 mg/mL ’
08-8: Mortality=55.2% 08-9: Mortality=62.0%
Toosendanin: Mortality=44.8%  Togsendanin: Mortality=44.8%

M. separata at 1 mg/mL
0S-7: Mortality=70.4%
Toosendanin: Mortality=44.4%

(0] (6]
o
N
“(CH,),sCH, |
(@)
0S-10 0OS-11 0S-12
Aphis citricola M. separata at 1 mg/mL M. separata at 1 mg/mL

08-10: LD5, =0.038 ug/nymph  g.11: Mortality=68.9% 0S-12: Mortality=64.3%
Osthole: LD5,=0.073 pg/nymph  Toosendanin: Mortality=44.8% Toosendanin: Mortality=46.4%

0S-13

M. separata

0S8-13: LC,,=1.14 mg/L

Osthole: LC,,=6.60 mg/L
ERX9 R FREREGTED

Scheme 9 Structures of osthole and its derivatives

B, 7E C-2 £ 5] N % R T AT LUA R s
Che 25U &k T — 18 4o/p-B A FE R AT R T4
M, KRB AB-T LI o x T RIS A S &
BABEEZE L, &Y PO-2 Rl RASFRE
EARHOENE . BRI AE C-4 B, K
TGN RFAF R 40 25 2LEY PO-3, LI

HH B BR 2R B m R RGOS e Ah, Al AR
C H g N FrE ek 5 5 e e, 0 1 X iy
HEWITE 1 mg/mL R X M. separata W7 HiG . 45
BRI, tLEY PO-4 Xt M. separata WIEFEHR N
62.0%, PO-5 [JEILHRIA 65.2%""", PO-6 [{1EIE
K 65.5%20, fk PO-7 [IBIEZH Ny 72.4%121,
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D WO o
\<

O

N—O
[e] o |
S < o
WA et
cl = o

(¢} < O \
~ < cl
(0] 7370 ~
(0] o -
@)
N
PO-1 o o >~ O3 .
Podophyllotoxin - PO-2 - .
M. separata at 1 mg/mL M. separata at 1 mg/mL M. separata at 1 mg/mL M. separata at 1 mg/mL

PO-1: Mortality = 53.3%
Toosendanin: Mortality = 46.7%

PO-2: Mortality = 64.3%
Toosendanin: Mortality = 53.6% Toosendanin: Mortality = 44.8%

PO-4: Mortality = 62.0%
Toosendanin: Mortality = 44.8%

PO-3: Mortality = 65.5%

o) E Cl Cl
)
Lo @
| & PN e
o NTTS @)
< 0 Brg ‘ 2 N—
o «< < o
H 0 i)
o _A__C ° : '\< E
cl = o o 0
- P al - < 0
o} o o) o] o) ,<
) ~o o~ < o < o) H \0
~ ) o «< 0 '<
Y \ K \ cl
PO-6 c > ° ~ ° ~ -
PO-5 a cl o 0
~o o~ ~o o~ ~
- Po-7 ~ PO-8 PO-9
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Scheme 10 Structures of podophyllotoxin and its derivatives
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Scheme 11 Structures of pyrethrins and its new derivatives
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