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Research progress of spiro-compounds as pesticides
YUAN Ting', WU Sikai?, WU Zhibing®

(1. Shizhen College of Guizhou University of Traditional Chinese Medicine, Guiyang 550200, China; 2. State Key
Laboratory Breeding Base of Green Pesticide and Agricultural Bioengineering, Key Laboratory of Green Pesticide and
Agricultural Bioengineering, Ministry of Education, Guizhou University, Guiyang 550025, China; 3. College of
International Education , Guizhou Normal University, Guiyang 550001, China)

Abstract: Spiro-compounds have a variety of superior pharmacological activities, including insecticidal, antibacterial,
and antiviral properties. These compounds garnered significant attention in the field of medicinal chemistry, emerging as a
prominent area of research. The research progress of the title compounds with pesticide activity and the synthesis of various
spiro-compounds reported in recent years were reviewed. The prospects of these compounds as lead compounds for drug
discovery were also discussed.
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(1) W5 TR 2 i 1R 28 % de () ) WL i L R
W M TR R L X 3R 24 AT A LA Ak 27 2 A R
fE I HLEL, 502 £ Bt 5l 1 A2 A6 i (Acetyl CoA
carboxylase, ACCase) #fill 7], A& izt #1 i ACCase i
PE, TH A 6 5 18 A= 0 6 1 38 B R K57 LI
H TR, R B T il 15 | 058 P g I, 8 El 20 HL AT R
) A IR LR R S A FE R R 3 i AR
PNk

H AR PR 8 SR HUA) 32 2 DL R I R 2R Ak & 1
HRHARTT A . ZhaoSEPIPL3-(2, 4- G IR )-4-Fo 4k
15 ARE (4.5 5% -3 -0 -2- 1 0 JsURH5 BT 214N I8 A
MR AT AEY) (-3, 56 L lEAT T 120 R dis 1
WA MR S5 W], 1% A0 B W) AR b gl e ey
FNRG O HA ARG (0 A Wi 2, IR A1) 10a R
10b, X AR IS I ¥ LD 73 1) 935.12.10.39 pg/mL,

BT B2 W 1S (LDsy A 45.20 wg/mb) , 16 &4 10¢ X} 25
T HF (¥ LDsy 4 21.90 we/mL, 2 A T- #2105 5 (LD b
174.13 wg/mbL) o FJROC FR AT 2 BH = 5 R AT 2 4]
FINBH T RAT AW G, AEE TR AN
P ) A R0 5% HR AR I 0 R A7 1) S S Wi, 0 e S
)00 51 ¥ Ik D 0 5 AR SR R, LR 3~ 4 Tl BN R
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P o | N OOV i, % 1 S S

Zhao 55 PIGk ST 451 AT R A, & — R Y
TLICHR SR AT A 11 (B, 7848 B % PE 3L T
W N T THEWEN RV EWIHAT i
PRI R, TGS A A0 I gl | e ERCRH G H R O
HRAL T A &g F I . (LA 11a 11b A1 1c
PR LU0 S 10 A 0 N L U 11a, )l
ILCsp 4 1.09 pg/mL, P~ 12 H 5 (5.06 pg/mL) o
R3O R R W, 2 AR 3, T o s P 32 4 1) T
R NG PR 1 0, U I BRI I P e 5 o X log P2y
W I, 754.0~6.01X [H] 1 H Artb &4 1) o4k vk
bE/\R e
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Liu <5 DL i s O 56 40 S b 17 4 f
I, AE IR LR 2 5 N XU BE 45 4, vk JF 5
T RGNS AT BEES 5 (1008 BUER A DY SR R
A o A PR E 45 R R W], K2 B H bt &
Py x5 Wi 20 ik %)) ORI A R G S A R 0
TR AR A FERLAL AT A ) 18a (] 6) MTDR IE B

18a R= LQZL)\I/W/ 18b R= ?ZL/IO

BEACAT =0 18b , Xt £1 1R B £ 30 7603 41 20 Dl 2 1l
B2 AR R A 1. AR5 RI2.3 0% . KB H &
Yok 1 RIS AR P o WA REOG R ) A
A 5N i ORI N, i a m s
B or 51N SRR DY S04 HR v] e 7 A BT I AR
ko

19a R=2-Me, Ar=2-chloro-5-thiazolyl
19b R=2-Me, Ar=2-chloro-5-pyridinyl
19¢ R=2.,4-Cl,, Ar=4-fluorophenyl
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Ke %5 PO ] £ DL 2 9 4 Ok i, 3 o ek —
B 2 PR RN kA 3 20 T (5 M 75 Bl — 2R 71 B R 2 W R A1 T
W, IR T IR HUR /N S ) o HE
AR T 5 A AR, K A A ) N S 1)
T PR T MR R R0 1, FLrh A A 192, 19b F119¢
TE125 pg/mLT K B N AT RE OR1IE 100% 1 Bt 2,
T T B2 MR R S (125 pg/mL T &k R E0aE
FAH0~10%) o AR RO R AT, &5 ZN4- 5
REEM A 5 74T 48 H 3 2, 4- — F AR L 1 1k
ERINE — 8 1 R 22 BT 7EAR (R B R
FEOT AR PR V5 1 7T B8 A 75 R AR 11 47 AR Ak
B RO TR 7R DT BRI AR 5 | NEE H ] R A7 AR
EEC IR SRS SN TR AT SR AR St 7 iR
YiE .
1.2 BAFHEEGEIRNES Y

D998 SRR AR ) f T 7™ o, 4 ARk A 7 ok
T ERIREma e, iR B B i T S 1 A= 5 A )
U, 2 BN C 1458 FF LA 1K A 7 e 5 AT Py i
PE, FEROK, 1E R, 3 ARG RV AE
A T2 2RAEDB 6 B B = 8 R
T3 5, A A SR IR BT VR O B A, B
N FH AE 2% B U R B8 R 48 K 2 S 70 R AR =)
(PEEAL FAEAT S BT 1 2 AR AL %R
B ELAT AR 440, HL A 0 TR T 2 R B
RHE A TR Mt L 1 90 461 571 (SDHID 28 5% 1 771 45 J5 A8 HL
Ptk

Evidente 5P\ 5% — 181 J& FL B Ascochyta agropy-

rina var. nanaltJAQ ) 73 & i papyracillic acid, Jf
T b 2 e b A il — & Bl papyracillic acidfi72E4,
W1 MR OGS HHR It 08 1T DS 1 (BRI D o e &5
R LW, papyracillic acid & 3 1 FE AL AT A2 4921 7R
R TR R TR R, 2 B ) R M R
FIMICAE 7351 4 7.5515.2 pg/mL.,
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0 (6] \‘\“ (¢ 0]
padpyracillic acid 21

20
7 Papyracillic acid HIFE 1L B £k
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BT A A B2 F R W 701 e R Tl L BT A 22 93 284, AT
225y RN O S A WL, 26 abrp B A1 i 4y 408
Bai 55 P K B R X AT A S AR A R R
71, MR LX) 48 25 T 8 08 B (Fusarium soland) 3%
IR IH IR B (Colletotrichum gloeosporioides) . - St
JE KA 1 (Cytospora sp) B i -2 93 1 (Alternaria
soland N B K W (Botrytis cinerea) %555 WL
05 Jost AT PR A oS P 25 R B, 22a . 22b Al
22¢ %% 3 R BIE IR 18 B ICs 70 %3 oy (47.25 £ 1.46) |
(49.44 +1.50) Fil (53.63 + 1.74) pg/mL, {IC T HI 2
PR R f1C5 (69.66 + 6.07) wg/mL . Xf JLHEAT ) 3 4
RIS 45 R 5 B AR MR 45 RAHRT o MIROC &R 40 i it
71N 38 R DR AR REURT A7 P I 6 A S S A ) T 84
IR BT 2 AT B s
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CO,Et

HO —
oN LiOH
0 Rz\)\ “HC
N + A Ncop CHCL

\

R!

(Fusarium graminearum) W/EPEVE. 450K H: K
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HROA s [A] VR OR PR A 5 400 23 Y 7o HE O P 1 m 7 1
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Tang P TF G i T — 2887 L (1 A A B R K
WAeAYT A5 4, 308 I3 P A B 12 R S A 05 B
¥ 599 B (Phytophthora capsicd FAT 855 i F0 61
F, Horp 4k 4252 1125b 45 50 wg/mLJi &R R 1)
FHIZR 23 531 496.4%F192.5% , ECso 3 5l 42.45F17.42
pg/mL, T T2 1% R (ECs H77.80 wg/mbL) , F%5% %
I M5 PN TR SZ A R ER 40 R 5 | N A 4 B v
S, HIJ5 B M P R s R W AT A2 )
Uf 70 % R MG DT A b, Yo SR BI[E e Ao
PR IR 1R RN, 3 B35 P e A I 3 e, B e S5k
R A [ HE R R 2R3, wevh T e 026, RIS
PR B B AR R B 26 1 AR IR 4 30t — 20 F 1 %
B LigsBR IR IR 307 A FEAR AL & 427
BRI R B, A I 22 A K
0 FE A B i B A RO B A1 K

KIMEE DK Z N T8 53 1 Fb R A S,
TEAR 2758 T N AN 22, AR LB AR R 1k TS £
L PG AT — e R LIPS T — R HT A
(PR IR BRIE — bk Ak 75 ) 28, I R I /K ARG S0k
o AT — 8 R TR P, AR i YA S 6 ek
AT TS0, K R IR I 53 Bk 25 2% i1 1) A B R
Wk i i 3 1k BH SR AR T, 45 31— &R 51 45 4B B Ak
129 K F B 22 A KR VR s i R Wt 3
IR BE998 R A% AL A K 7 SURIR 1 5 5 ZE A0 1A
IR0 AT S5 SRR 47005 I AT PR 1 o &5 R, R
ZHAAEY BoR H — PR EEN, e Ew
292 F129b X A5 95 s B 2 AT AR 5 d (i dAE L 3L
ECs73 71 0.054410.72 pg/mL, ¥4 T %F 1 24 71
Ji R (EC5o47.19 pg/mD)

1.3 BAHmEERGEIRILESY

HH B A% 5 2 (tobacco mosaic virus, TMV) &
— PP RERNATG 85, & 1 TG Y, JU IR R
LAt B ), 52 G IR B B, A
SR, AR BT AN RUIRAS, I SRR TR, H R A
FEI 0 B 2 T R R R S PURTER, M CIRERR
PO B A0S B, H A DUBIR L & WA b i
YrBoIws R AT

Chen %5 PILL B 1 0 IR & B T — &R 51T 8
(1) MR RG] AT A 00, K T % R A0 A W 1 B
BENBE A HUEYE S MRS AR R EDR T
500 pg/mLIE, 16 & 4130 (1D R B H B4 10 Pt
TMViE M, 697 B Al Ak 1% 1 4 51 4 58.0% .
49.7%H1155.2%, YT 0F BE24 750905 25 4 R T OR3P
BEALTEE 23 5 436.4%.36.4%F137.5%) . B Hr

FH, ZRFRAL G5 v 7 AR R 2% VRT3 KT T
AR o 38 Tk ) B0 o 2 PR A8 i, IS 40 11 5
NAF TP mPURsEE . B, vk, BEE T
SUBE AR 2 AR T DA B 5R H ARy T 5 TMV A2
P TR A ELAE T, AN 3 s i o 2 ) > Chen 51
PR AR B SR FH 4 1) 48 R A M| DR 1) 5 S S s
A3 — RIMA DI, FEUPA LT TMV P05 TG
PE g5 LW, XL EYRILH BRI P TMVIE
PE, JUH 2 31a . 31bF131c, EL P00 B 790 1 M S A
B RO R, B B MR AT AE I, SBR[ K/
FHEF LA B A TR G (0 52 i A K, 1T B e A7 A
B T DL GE E A TP TMVEE I, DLk 21 54
PR ERRR

H 0
R » _R!
N p N
=N \ \ S N/s\\
NH ~ N O
@fio 0
N 31a R=H, R'=4-phenyl
2 H 31b R=H, R'=4-r-butylphenyl

31c¢ R=H, R'=4-bromophenyl
B 1l HHBARBEROFER 30~31 514

Zhu5 B85 B T — R H15,556¢ = IR B N TG A7 4R
W), TEIE A 2T MGG W) 5 18 i QSAR AT & B
YR, A R33N A A LT T
TMV 53 35 75 A1 g s PRI . 25 R0« 76
WRE 100 pg/mLI, K 2 %0 H A5 65 206 TMV i
BEA R I P TE PE, b A S W AL TR TR
KF90%, F il Z A A 132aR132b (K12, BlALTEYE
53 A 93% FH98Y , 376 g 1% HEL 24 715 B M4 (50%) Al
T B 2 (64%) o WA FHALE 38 A0, A
Y)32b 5 TMV CPAZ I I BH 1R XL B 5% , A ILAEAR 4L Al
W3 R R NS S I — A (AR AL o 5] B, %
HIERETE I 45 R, S W AE2.73 ng/ik
i, % RO A E T B B, (S 32 T RN
BB RV )

0 0
i/f)j 3--014 CII%OH
fi HO i
32a 32p

B 12 ZIRBEAEETEY 2044

Zhang?FPIE I AEFTAL S R I 2 R) BEAT
A D321 BB N, T T8 REOBUR 28 34 (1 ]
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G BOE (BN, FFERT —RIMLE. LT
B 7 N R SR bR B, 08 0 B A S )
FE R IE 500 weg/mLE HTTMVIE . W 5E &5
REW AT ERE T, K2 HUEYH LI
—EMPURTEEYE, Kb, A5 33af133b LI H R

0}

H
@5%:0 + _N._COOH +
N

R!

U P TMVIR 2535 M 5 33aiA )7 AR P B35 1 20
A H44.6% 45.5%F152.1%; 33b 4351 24 52.3%.50.9%
F57.1%, EBEAR T X0 24500 T B 85 R (55.9%.57.1%
F158.8%) , (H—HA AL VA IR HA T Ak T4k &5 4 (1) )
TR, AIRIME AP )25 e it 78R S %

N\ R?
7 ~
_ N o
O MeOH
_ _eR o
reflux N

R!
33a R'=CH;, R>=4'-OCH,
33b R'=benzyl, R>=H

13 WBRRUEY I3 MEMEL

1.4 BAFEREHGEBIRLESY

b/ R R eV S e VR 3 MM SN IE N
H 1T 3 v 5 R W B 5 AT R B 2 0 1) R A R 2k
R, (BRI S5 R AE B v R ) B AR 2 R I AE S A
CAWAT T8 2k R,

Wang %5 W5 BT — RABT TR IA1,2,3- 8K 9F =

We-4-Wifir 234 (D , IR AT Y- . 3
PRI e 45 RAR B, & B K 2 B A W AE i =ik
010.0 wg/mLE, % R 7 AR 45 e d B AT v 45 2 1 A
IR va 2R . Hord, th A5 934af134b/E 1K [ T R
I 100% v 1, 1K R e S ()
AL BAI R EY) .

0

o™y

ST o s gt oy
! | 1

Z NH, AN AN N0

34a R=7-OCH; n=2
34b R=7-NO, n=2

B4 SBIR123-FHZIR-4-MRITEYIN G BB L

Zou SR BRI S5 KL 5 N HT IR AR A A HUFR &5 A4
4 T R PE WD 28RBS AT A 4 (&
19, HPFM HOR 2 duig v . K24k S AR R L
TS A R R 2k TR M, RO R R, IR E
Hr35afE i B 20 we/mLA1S pg/mL 4 5
HA766.4%F121. 7% 5/ HI o 40K bk 2R 425 46
TG A3 B A 435b, Foih it KO . EE AR
IR0 A ) GO e 35 S B4k A M35 v T iR
WFE R 20 wg/mLISf (3% P, (RS 15 wg/mLI (1)
TR o T HT MR 23 (1 A8 35000 R A ST, BN S
e 5 P 5 ] S 0T P R 88 o s W R T R A R
o5 ML IR R I 5N S EUE R I S Teie &
Y)35eF135g 1 INET TLe & Y)35d 1358, %K
I5535a135b-2 [A] (R 3800 R A — 20,

Banothu S5 & 1 — R i FAG 280 1) 7 vk, L=

LA AT, 75 L it 1, 3- Bl — ., 5 g
T - TRAR -4- SR LRI I 1) 22 41 43245 H Ik IR
A 1S AR IR T e AT A= 36 (B 16) 5 I e T o)
AR UG 4 S 136aRi36bst i A7 il 1 4n
WAL AR A . A A 36art ik oA
250 pg/mLIN AT g /7 R 54k BRI T RAFIEE

Avula %5 UV I R I R N £ T — RS
T T 55 P WA PR R L PR 212 40, 12% 3R B AN 10 0 T
SRR RN F5 N BRAT 2 R B — 2 (0 M o b &4
37 (B X251 2 LD 5373 42191220 pug/mL,
T 959 1) I 24 7] 2 T ok 14 (LD 23 1) 24 160 #1180
wg/mb)

Chepkirui %M 15 JE I 1) S5 AR S A 4
(I4k ) 38T 55 W e AT 2 2R It R e 1yt e, 3G
LDs 24 12.5 wg/mL,
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Hao %5 1) I UK 30k 4 5% 181 (Streptomyces bing-
chenggensis) fRIW)H 73 85 Hi I Milbemycin R (fb &
Y39 Xt Kb i (Tetranychus cinnabarinus) F1F
K 2% B (Bursaphelenchus xylophilus) F. A7 [ 4 1) 4=
WiE T

2 #Hit5RE

2.1 %Z®

T, o4% ORI BIF 7847 O B 2 W) 10 3 3R R34

=R R R (D 77004 32, RILEAT — R B Sk
AT AEREAL G 60 A0 L TiT AR MR U, &5
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