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EHEBRAEZ#H VIR L THRET S, ZOWRLHI#E L TWD OB RLVE - & FER
HAT A RKRNLESTHY, 20-hydroxyecdysone (20E) NEDEKTH 5. 20E 1IN
BARTH DL R NE K (ecdysone receptor, EcR) (ZHEA L, iR B HEE (L 1 DR E
EIEMHALT D 2 TR A EE 9. 20X 9 B O TR I HEEN ) ZIXFE L
RN, AR AEH ERELT 2 AT Z e om VWA RAI L LTRITE 5 &
FEENTE 72, EBRIZ, 1980 UL HITH L S 4172 diacylhydrazine (DAH) FRIZMIS AL
VERIEPE A RS D Z LI X DV ER IR BRI EZ R L, ZHVETIT 5 SOEBRESEZER

BoiAlE LTERENTWSD. LaL, DAH REBANTT o v H R RITRRICERT 5
H DT, ORBBICHERBEFRLE LT T=X MIERICE S TRV, LR T
DAH # & 13572 L8R 2 Ff O 12 e FEHI DR S LT 5.

AFHL T, imidazothiadiazole (ITD) A& tetrahydroquinoline (THQ) ¥8& V9 2 FHDIE
AT aA PRI ARLVE ST T= A MZOWT, EEFEEIEMHFERS (quantitative structure—
activity relationship, QSAR) D F-{E % BRE(Z L 0 IHIERIEIC & > TRERMLA M OB L
FIMELZHONCL, SiEHEbEmEaltl+2 2 L2 S L.

1. ITD DA HL

ITD $iZ in vitro DFHIRIZIE W TEWBLE R /VE CERIEME A 7T L @E ST o ks
WMo 5HH, € OMETEHAREC R BFERIEIIEIC O W TIIIT L A ERER R I TV
V. ZITINOLOMHEBEEL, ETIITD HOAHRETT 7.

5-iE #i-1,3,4-thiadiazole A% JiUk} & L, Z 4% 2-chlorophenacyl bromide & #fia S5 Z &
W&V, ITD B Z#EE L 7. KIZ Vilsmeier-Haack <512 LV formyl &2 E A L,
Knoevenagel i 512 L0 7 7 U VB G ZHEE LT, RBICT IVEEDHEZITO 2 LT
ITD A G LT, 2oz, 727 VAT 2 RiEEER LI bEwi EbEYD, G5t 28
O ITD HHix ik 2 Ak L7z,

2. ITD D IETE AR B

ERL L7 ITD O R AGHE EBUAE [pICso (M) ] %, ELASFRMILZ V72 ) 7 R
ARBRIC L VA L7, ITD B3 F 2 v H 3 b YA O BeR 1SR L TrRWRESBIFIMEZ = L
=T, "NTHE FATYIYHOD ER IZH L TIHRERE, avFavHanT ALY
D EcR (TIFHERIIOFEABMMEZ R TIC L EE o, WITIEMEFEIC & > TUHD(LY
Wi EORTERET D720, ~7 ni EOBHILE B L 7L EY OB RSBt



[ZBAL T QSAR fRMT 24T 72 & 2 A, BUKYE L FHEA 2R ARG O @O E RN EME A
M ESE5—7, MaiGmicRWVERLITIEEZIR T IED 2 RN R o,

I THBMNE R TEFRMIEENT-T 7 VA u TR VLR OEZARIT aM A—F—&Wn
D O EBAIE AR LTz,

FINAE I MUICKT ORATEZH 2L 2A, B X L LT VAT L%
WEE T R ORERIR N B R R IR A2 R L2 b DD, Z O OE T A < B g2 oR
SR otz ZHUFEFBRG% 0 B AN T ORI ENSER T 5 /TR r H 5 &
Z b,

3. THQ D R A

THQ I HEH, T THEUI U OERAYRB AR /VE SRR RS ST D

{EEWTHDH. ZIETOYRIEETORITHEN G, THQ D 4 DDOSNAREMERD 5 5

(2RAS) RPFFITEWVEMIEIEZ R Z E NP LMNICSNTWD. L7zd> T (2RAS) 1K
DGR AT 9 2 & T, THQ D MMEE L IHEHOBREZH LN T L L BIT, TE
Pexm ESEHZ ENTEL LD EHfFEINT. LL, 2THE TICHRE STV AR
K ClX, (1) 7 /VHPLC I LA HFHHDLEE, (2) MATE HZEBILICHIERH D, &
WO LRIBEERH Y, MERMAZITO DIZREETH 7. £2T, QRAS) DILIKRELE Z£F
> THQ JHDfEE 22 & iR B Oz 2 B4 L7z,

I TCRETRNAEZED ST —Z BBEA O THQ FEf% A% A ER) & L7z, Octahydro-
BINOL H3ED X 7 /v U > Bl % F\ 7= R5F Povarov SSIZ K ¥, 2-methyl-4-amino-1,2,3,4-
tetrahydroquinoline ‘B4 & Fi 2L & ¥ % IR 81% T157=. % 7 /L HPLC I L B MR E DRk
R, eelT89% L RoToid, HfiMmAEIT) 2 & Tee & 98%E TR LEEH T ENTE. &
ZR_ AL EATO, (RER A FRE L721%, 7V —/AR e 2L O Chan-Evans-Lam 7 1
AH TV T EToTHRLEMEST. FfERICE VBT 2 &R b s
Y (>99%ee) DfFoIT. AMEBMDOBRFEANRY LT — 5 3 L ORI E DR 51354 T
HRICBNTHFRENC LB b0 KLzl end, HINETD QRAS) HH1HES
NTVWDZ L EMER L. REFRKEZFHL, 7=V 7B IO Y A I~ O
WA L7 THQ BRIA (>98-99% ee) % Adt 41 G L7z,

4. THQ A D& & TE MR RY

BE LTz THQ O HRIRFE A B LZ, © AV~ I HkEEMEE AWz T R
ERBICEVFME L7z, EFRU YA VEHOEMRLY 4-CLICEEL, 7=U /HOE#
T LT ALAEIZONT QSAR T 21T o2& 2 A, AXBIONRII~OEHaILE
MNINAEBNCAFITH Y, BRI A XL CTIEBUKMEERESEEZ KT S5 2 L850
Llpolo, FEEE, EEHAD RS mOEGBIFMEZ R L7 (pICso=7.20).

ZOMRAEL LD, T2V EERELLE L, XY AV OB A2 B LT
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REIWFETHZERHLNE T, ZOWRT, B hAYL~H BeR I LTE
FEEBIRWEZ AT 5 THQ FHEIL (pICso=8.04) Z437=. Z OIEMEEIZILEZ RLE L TH
20E DK 2%, Fa v BICHT AFFEBEAIE L TEHIEZILTUV S tebufenozide D 8 35T

> 7.

e ih

~7T ok EoE#HEL, 7 FEZEOBERL BIXOT 27 IVAT I MEEEZEHB LA
&+ 28 FHO ITD JEigiA 2 ARk L7-.

ITD 6135 2 7 HE B EcR IZH L TRINBIEME 2R3 2 L 252 L2, QSAR fi#
MrofER, ~7 ik OB L U CQIBUkNE & FRE TS TEO R O BRI G £
LW, A IR VEREIIIEEZ IR TS5 2 L2 o MnIc L. ITD #Ho%
BB BURIME & B IS PE O BNZIFARBIBILR S A e hr o 72

EEe o FF~—Ths (QRAS) A0 THQ Mz 4 THE CIARFIRANC BT 2 ik
FAETENL UT-. ZOAMIEEZRA L, AT (598-99% ce) THQ HHikiA%
At 41 AR LT

T =V JEICERE A E N LT THQ IOV T QSAR fifffT 21T o7 L 2 A, AXE
K OVRT AL ~OEHILE NIRRT AFTH Y, FEIC A Z AL CTIEBUKIME O BRI DE
PR T EEDZERHALMNE ol NV A L& Z5H 7= THQ 1B L T QSAR
R AT 72 L 25, BIRBIENFEMEICE > TIHFE LW &, ARINEHREICITRE
DEIVBHFETHZ EEHLMMT L.



