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D ANEUARFEZZ U, 723% 1 —F . —C1 «—Br.—I1.CN.—R".—OR".— (CH2) -OR".—SR".— (CHz) +SR"E{~
NR®,, Herbr, AEANROAR M3 37 3 16 1 H 5 AR A B Ci—Crakie 36+ R A B A CoCrolis JE 5 B
HUARH Co—Craft 8, Horpr /2 1.2, 3844,

#ERSﬁ H .
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— R B A Ca—CroFf i

~HUAR) 75 FE B AR A HAR ) Co 75 2L , e rp B 75 3 /2 35D
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ERLE R S YR H IR RS HERERME, LHE
R IIE T HY IR

ARG
[0001] I B Je— SAR DA A VU i 2 15 e 4 55 400 ) 7 £ e s e Il A4 A= 2 LA
AT RS A B 22 g AT JOAE , JEHR A JORE P 1 3

RAE=R

[0002]  PNIEMERIFR R 40 (ECS) 2 AdE W IR M R IK 2= (EC) MR BG5S R4, Frid T
KRR A AT B A6 A VY I BR 1 i ot Gl 1 AR IR 1) KRR 2= 52 AR CB L MICB2 L Ao M HoAth H iy
FE A A2 BEREAR IS L ECH) & B~ 18 H FHF% A o 32 BRI ECHE 20 A= VUM Tk H- 3 (2-AG) FIN-
A VUM 2 eI (AEA) , Foid it 2 CB1 2 AR AT W AT {5 5 A5 SR R R %8, H&
1 CB1 AICB252 44 & 35 45 %50 1t 4 3 I 15 16 FH - ECS 5 A8 303 9 M1 B9 A= B 5 4 % , G4 8
i PTG AP G ARG B 4 A2 (metabolic reprogramming) ECSTEMN HTrh X HiZE R4t
(CNS) H 2PN ME R VI B 4% 75 R P R Bt . MarsicanoZs A ,2003,Science, 302,84~
8.) .

[0003]  ECSWN IR ¥R YT SR M Gl F5 A FH KRR 22 32 AR B sl i) A B 51, BELAS 7K e i (lan s 97 1 e
K fAt it (FAAH) A1 EA TR H i AR (MAGL) ) F&A#EC, LA K I HIECH) 41 i i iz 4 . AR H BT A%
I T ECIa a1 BB 1 5 22 Tk 488 150 B {2 2 1) 12 a8 S A i S BE AR (Chicca®E N,
2012,J Biol Chem.287,36944-67;Fowler CJ.,2013,FEBS J.,280:1895-904) . AEAZE it 4]
0 FR) 325 2511 52 VA JEE 056 B2 S ), T 3R U4 B2 6 B2 e FAAHHE AL, P AR A PR RS8P /K A T 2 v o DRI
I R A AEAT) PN TV BE A B , FAAHTE AEAH B£8R SC B T A FH , BT I AEATA) A 1094 E A P
e H AR M) EE R B T

[0004]  FRifrFEA 1A A RSk v I AEASR U AT ) FRIUCM707 . OMDM-2 FILY 218324 041E B T
AEARN2-AG % 3 4 BRI (1) XU ) 12 6, UA S B A 5k T A6 A DU 45 T2 B () EC ) 44 Pt s i 3 [R) L
HIfRFRIE (ChiccaZ$ N ,2012,] Biol Chem.287,36944-67) oK A4 AT FH 14 A &
— WA R, I HLE s ARG %490 1) B FAAH Y 1) i JHL Al Pt 5 0 A 1 SR 6, &3E T A
(R 8k Z BHASG T AEAFI2-AGHI ML I B 78 o G I B8 (Nicolussi®¥ A, Pharmacol Res.,
2014,80:52-65) It 45 H T, A IR DR JRR 2R 20 Ae 4100 1) 7711 R PR 905 KRR 2= s 3 i 4100 1) 771 T CN'S
2y 2 2 B AR, FAAHFNAEAZH BB g # i) vl DL 9 S ST T4 e i o A HR R
V¥ 28, 45— M Bk i B VR R 5 0 AR A ST AR B B 1) R0 R R Bk BT 7 (WO
2010136221 A1) o ¥R 77 CNSAH IS5 945 7 P AR AZHH it B0 B 00 1) 751) F) B E Y8 97 AN B A SR 2 3
WA FIHT o 7 22 R PR ARRE (14 /I BROBE SR eb 3 3 gk 2 Al 1o 48 e o s » AE AT i i 3 i A
FAAHFIHIFIUCM707 B7m A 25 I /E B (Ortega—GutierrezZ A\ ,2005,FASEB J.,19,1338-
40) oAf FHUCM707 , &7~ H G K T AEASICRAE AR SN RITE 22 5 A R A R ABS 250 b PR o) 0 oy A B 1
(Loria% A\ ,2010,Neurobiol Dis.,37,166-76) . JE4F 5 1t AEAZH o 45 HUFIE AAHF i) 551
AM404 % 7~ H kD KB AR B AZ e SR e T R el T3 30 2 BT E A 25 AE A
(ShermaZ$ A\ ,Br J Pharmacol.,2012,165,2539-48) . JE4% 5 1t AEAZH i JI5532 % 490 1) 771 VDM~
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1155 7~ HE 8 =7 B IR AN K B K ik P c—Fos R 1A (Murillo—RodriguezZ$ A\ ,Neuroscience,
2008, 157, 1-11) o it FHAEAZH i 15 3 i 4100 #1] 77 OMDM -2 B VDM—1 1 8 735 HH i i e R AR IR K
H g AR A 22 B % (Murillo—RodriguezZ¥ A\ ,Physiol Behav.2013,109,88-95) ,UCM707 &7
HH A B T D B R A 22 A Rl A o A 2R R DR R s 1 ) 5 AL A AN BB IR /FH 1B AR
B EAS R BEE (de Lago®E N ,Eur Neuropsychopharmacol.,2006,16,7-18) . {if# H
UCM707 FIAMA04 1) A 72 Fr 7~ 1Y), AEATS Har 400 | 71U CE VB 97 P IR M0 PR st 2 g 28 b m] e LA T
77 (HasaneinfSoltani,2009,Clin Exp Pharmacol Physiol.36,1127-31) . ir 3% A0 #E )
NE Wi tR 45 & B2 1 (FABP) B N AEAZR AR A2 7= A BT %8 25 FIVEE 24 1) 3% (BergerdE A, 2012,
PLoS One.,7(12) :e50968.) o &M , AEAZH i 53 4 3 V00 F1) 260 S 8 A Py 410 1) 2 1] £ 24 7 2
WA R AT ) 5 3% 40 R S5 S2BAIF : FABPS 1 771 BH 35 A I 7 W 82 21 5545 2% 1K) AR A 248 g Ji
iz B A0 1)L A 2 A ARUSE 2 (guineensine) AH A R FE B UK BRAE H (cannabimimetic
effects) »

[0005] S FRY SR Ui , A7 7 X 38T ) AEAZH A JI52 328 i 410 31 741) 040 75 2K 5 BT 3R 3B T AEA 2 fif J5 410
i) 771 5 A DA A ) A S A R A B R S A R DR JRR 3R G vy 118 CNS AR 8 SR AH 5% 3 T3 1) e
YL ) AEAZT AR B8 AT ) T LR [ 9 3 A P 0 o 5 T AEARN At P Y1 KRR 2590 S 1) 3
I WATAE 5 A% Tt AT 10 O fipkoc A2 R0 G 8 1A 19 I FE A F 52, AEAZH BRIz 1) R SR 1 00 1 55
B IHEBAE VS S 4R JERE (1) Bh 20K P95 3 v R HE VR ITAE F o 249 G @ 1 FAAHR) SL A0 #0a) , i
AT AN EL Ay A Y5 KRR 2% A B A B LA IS, SRS A AEA R A A R (Chicca® N, 2012, ]
Biol Chem.,287,36944-67) HUY i AEH B AT (e RAT L, Fridfie 28 /5 Al L AEART AT fiE 1
Ay YU R R 2R B RS AE FHREAT , ik A - B AR IS8 -2 30517 (NP T-Chicca®g N,
2014,ACS Chem Biol,http://pubs.acs.org/doi/abs/10.1021/cb500177¢) . [A 1, AEAK)
56 A28 7 110 1) R 4 B I3 o 1) U0 61 A DX 25 0 N o R Ak AN [R] - FAAHER A 2% 48 A 11 4100
il , AEAZIT] P J5532 % 114 45 S A 00 skt 00300 X ) b 18 15 AEA T 13 10 AN 2 51 k2 B Bl Y AEAR BT 3
7 TRPVL# IS

[0006] DRIt FRATTA V3 2= J 4R v -0 3 8 40— 1 5 ), B ik 3 284 4 1 RE 8 e e b 41 ] AEA
2T A 55 BT AN 2 W 7K R T 22 B0 T 7K e B AAH  FRAT T J 7n ik B4k, A W i e 0 R RRA T A
It EHLANHFEORE , JEIH A PHE R AE

[0007] A% BH D S Mk e B 1T A 0 LA S FLAE VR I A% PR B 8 [ g AN JORE , JUH A p e 5
i HH I IS A2 TR R P E A B AG 1 T7E R, AR BH A A P RIS I AEART
Al PR KRR 25 A1 T ) 48 98 0E U 58 A AR 22 TR AT B 5 % F o AE s 9, SRR 2
BLFE 2 R R ALSE T BT 2R R T BR S B AR E (bipolar diseases) K& fifi7 2L0E | FEAIR
BRI BER17 (AshtonfMoore,Acta Psychiatr Scand.2011,124,250-61.;AsofFerrer
I,Front Pharmacol.,2014,5,37;Correa® AVitam Horm.2009,81,207-30;Hofmann#
Frazier,Exp Neurol.2013,244,43-50;PacherZs A\ ,Pharmacol Rev.,2006,58,389-462) .

REANE
[0008]  Z A5 — 7 P K @ LRI &4 -

13



CN 106660976 B ﬁﬁ HH :I:!’ 3/88 T

Ry
N\,
Ry
[0009] >: 4
N
0 N
\ ,
Rs (X 1)

[0010] Hr,R'%EH:

[0011]  —HUARH BRA B AR P, 0 H A BRI B AR AR Ca—CroZ 3, 5L
[0012]  —HARH BRA K AR Ze 55 2 , IO H 2 BRI R A BRI Cs—CroZie 75 25, IF H.
[0013]  R¥FIR®HH ) R A L S a7 1 3ok 1

[0014]  —HUARH BA AR be JE , JGH A2 DU B A A Ci—Cro kit 2
[0015]  —HARHY BRA R AR b A 2 , 0 2 B R BRI C-Crabi 4 2
[0016]  —HUAR ) BA AR A 2 , JGH A2 BRI B A A Co—Cro i 22
[0017]  —HARH BA AR B , JGH A2 U B A A Co—Crofe diE
[0018]  —HARHY BRA K AR EA e 2 , 0 H 2 B R AR Ca—Crof i b 2
[0019]  —HARH BA AR 75 25 , J0H A2 U B A A Co—Cro 75 2
[0020]  —HARH BRA B BRI P, 0 H A B B AR AR Ca—CroZ 3 , 5L
[0021]  —HARH BRA AR 55 2 , 0 H A2 BRI R A BRI Cs—Cro 2 75 2
[0022] AR EHREE 07 T J B UL R AR AL &4 -

Ry

Ro
[0023] )_\\‘ #
N
N

\ ,
Rs (X 1)

[0024] 1, RPEH

[0025]  —HUARH B A AR b2t , I 372 R B AR 3 B Ci—Crabe 2t
[0026]  —HUARH B A DA b U2 , 0 H 2 BRI SR B BRI C1-Crofe S8 0
[0027]  —HUARH) B AR DR A7 3L , 0372 U BER A A Co—Crals 22t
[0028]  —HUARH B A DA Bt , JU 372 U B AR B Co—Crabit dit
[0029]  —HUARH BRA Y A ERLE 2 , 0 H 2 BRI BUAR B BRI Ca—CroPi b 2t
[0030]  —HUARH B A A 75 3k , I3 72 U B AR B Co—Cro 75 2 »
[0031]  —HUARH B A A 2234 , J0 372 U B AR B Ca—Cro 4 Bh , 5L
[0032]  —HUARH BAAE IR 205 55 , JUH 2 B B AR AR Cs—Cro 2 05 2% , I HL
[0033]  RYFHR® o [ S AN S b ST H 3 1

[0034]  —HUARH B A DA b3t , I3 72 B BEAR A B Ci—Crabe 2t
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[0035]  —HUARH BRI e A, , e HZ BRI ORI CL-Crofe A 2
[0036]  —HUARH AR AR M 22, JE R B BRI Co-Crali 2 5
(00371 —HUARH BRI b2 , JE R B BRI Co-Crabie d:
[0038]  —HUARH BAR G IAe5E L e HAZ B ORI Co—CroPpbe 2k ,
(00391 —HUARH BRI 77 2 , JEHFE B AR AR Co—Cro757 2 5
(00401 —HUARA BAR AR 2834 , JEH R BRI R PRI Co—CroZ 34 , BX
(00411 —HUARRY BRI 2557 5, JEH A2 BRI BUR AR Cs—Cro it 07 2
[0042]  Z A 55 =7 0 K i@ LRI &4 -

Ry
N\ . .
[0043] )Q 4
N
0 N
\ ,
Ry (X 1)

[0044] e, R*iEH -

(00451 —HUARH BRI e 2 , JEH R B BRI Co-Crakie d:
[0046]  —HUARH BARHLIAR be AL , JEHZ R BOR BRI CL-Croft A 2
(00471 —HUAQ R BRI M 22, JE R B BRI Co-Cralii 2 5
[0048]  —HUARH BRI BRI , JEH R B BRI Co-Crabie I
(00491 —HUARH BAR AR PR 8, L e HAZ UK ORI Co—CroPp et ,
(00501 —HUARA AR AR 77 22 , JEH R B BRI Co—Cro75 2 5
(00511 —HUARR BRI 2838 , JEH R U R PRI Co—CroZ3h , BX
[0052]  —HUARAY BRI 257 5 L o HZ BRI ORI Cs—Crodt 07 2, 7T H
[0053]  R'FNRrf i) MBS IR 1

(00541 —HUAQH BRI e 2 , JEH R B BRI Co-Crakie
(00551 —HUAR A BOAR AR e AL , e HZ BRI ORI CL-Crofe A 2
(00561 —HUAR A AR AR A M 22, JE R B BRI Co-Crali 2 5
(00571 —HUARH BRI b2 , JE R B BRI Co-Crabie d
(00581 —HUARH BAR AR PR e 8, L e HAZ R ORI Co-CroPpbe 2 ,
(00591 —HUAR A BRI 75 2 , JEHFE B BRI Co—Cro757 2 5
(00601 —HUARHY BAR AR 2834 , JCHFE BRI R PRI Co—CroZ3h , BX
(00611 —HUARHY BRI 2557 5, JEH A2 BRI BUR AR Cs—Crodt 07 2
[0062] 77 WA S5 DY J5 T8 K b an R a8 s R AR AL &) -
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R,
N\ . .
[0063] >:~\“ / 2
N
O N
\ ,
Rs (X 1)

[0064] v, RUiLH -

[0065]  —HUAR BRI e 2 , JEHFE U BRI Co-Crakie

(00661 —HUARH BAR PR e AL , JEHZ BRI ORI CL-Croft A 2

(00671 —HUAR A AR AR A M 22, JE R B BRI Co-Crali 2 5

[0068]  —HUAR A AR AR BRI , JEHFE B BRI Co-Crabie I

(00691 —HUARH BRI IR 8E L e HAZ B ORI Co-CroPpbedi ,

(00701 —HUARY BRI 77 22, JEH R U BRI Co—Cro75 2, IF H.

[0071]  R*FNR’ e i) MBS IR 1

[0072]  —HUARH BRI be 2 , JEH R B BRI Co-Crakie d:

[0073]  —HUARH BRI e 8 A, , e HZ R ORI CL-Crofit A 2

(00741 —HUAQ Y BRI M 22, JE R B BRI Co-C ozl 2

(00751 —HUARH BRI b2 , JEH R B BRI Co-Crabie d:

[0076]  —HUAH BRI PR e 8, , e HAZ B BOR U Ca-CroPpbed ,

(00771 —HUAR BRI 75 2 , JEH R B BRI Co—Cro757 2 »

[0078]  —HUARH BAR AR 2834 , JCH R U R PRI Co—CroZ3h , BX

(00791 —HUARY BRI 2557 5, JEH A2 BRI SR AR Cs—Crodt 07 2

(00801 A< B 55 07 T8 BARGEA R I 26— 38 — S = sER MU 5 i A 54, Frid
WEY LY.

(00811 A WK 257N T I8 BARGEA R I 28— 28 — 58 = sER MUy AL &4, i T
AT RS A B 22 i G M SR, JEHGZ AR SOE

[0082] A< WK S5 -E 07 T8 B H VR 7 RS A R e B S AT 5 I H2 e JORE ) 24 5
il 70, F HAL S D RRIEA R IR 55— 58 SR = BRI AL &

[0083] AR WA 20 )\ 8 KA R WA 58— D7 AL &1, TR AR S — B A =1
JT A S B A S R AR N RE KRR 2R AR 58 R 1 7

[0084] A WA 58 L0 8 KA R WA B — D7 AL &1, TR S — B A =1
Ji RIS BTk A &4 FIAE AEA S EU A #1571 o

[0085] A BN AL & Wik AT LR - 2 25 Bt B RIS 36 # 2

[0086] A “HUARH” & F6 R U IR I8 I 22 BEAR 73

(00871 “HUAREE" AT LA 32 PRI BIAR 3 OR3P (1, I HL T AN 22 BEAAR R 73 A ) — >Rl
R B2 A AT AL o OGS 1 n] DL — 20 A UG AR, OF HL AT DL HL & s i it
M Sk AT e e T Y e B T T B 0 A S I “HOAREE” A AR (H AR 5 3K
RGBT BB A R (IR R IR AL IR IR SE e A VBRSO A L T b
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BEVRE VAR EESHEL A,

[0088] G SCAE B AR “e ™ , 2 48 3 A JUH 22 08 124N Ji (1% 1 R ) P B S ik
SAEY Y S IR B T O EARR THE 2 HE. TR BHE O AL,
fot i TR0 M AR5 1 2 291240 SR T (C1—Cuakii 2E) ©

[0089] A SCAE IR TE “FRGE L™ , 48T A AN B AN LR (B35S 70 A A1) 1 R 2 3
CERR R IE , TR AR 2 IR EE M &5 3~ 104, T H A5~ L0 R 1 b L A 5] 1
BFEEARIR TG R BbE PR e B R e TS ZE B S NG (Z3[3.3.1.1]1%%) &,
Ao 3 R A5 5~ L0 SR T (C5—Crodf i) .

[0090] AL 8 FH (1) 4o 02 A o AT A 58 0 — 2D I AR R o PRI 28 1 (1 AR O 0 25 0
B IR B A 5 FE B SE , B B I AT DA JE R PR B I Y — AN R B AN R IR T A
5.

[0091]  GpAS ST A FHI ARG Ui, 48 B BE BN SR BE SR 4 , FITid B IR B B S SR B 40
THINHZIE 120 0R)ET I BB 2D — AN R-iO0UE A5 L0 R AR R AR T 2 0 2
PRI T2 L - -2 T 12 XU IR N 1, 3T &5 o AN SOl 14 04 225 v DAAT 3%
AR — DR .

[0092] YA ST B ARVE “oRIE” , 2 8 BB B S BERER 4y, BTk S BE Bl S B IR
THZIE 2R T It HEA 2D — AR5 =8 BRI R B EARR T 22 1- 14
BRI V1T R I AR ST FH () R ] AT i A 5 3k — 2D 1 B 2

[0093]  GnAR SCAH FHI AR TR “he i k7 , R fe E b i 4, TR e i S A L H 21812
AN R T 3 B A D — AN CHB 20 (1 580350 73« bt SR B 1) 7 (91 A0 3 (AN B - FR A 2
P = B NS =B VS = T = N = S R = ST = T = T .
S AR R e S IR v AT e B F6 3 — 2D B AR IS o e Ab , “Be S 287 B B B S B ik
% (9] 4 —CHa—CHa—0—CHa) Bl 5 Mk 5 , A0 356 50> AH I 1) B4 e S8 2 (481 1 —0—CHa—CHa—0-
CHs) -

[0094]  GpAS SCA FH O AR AT “Z IR J2: 8 T i RN AN T A0 ) B B 22 B 435 A P R P e 3
B iR BBl 2 SR EE ¥ 5 G 3~ 104, JEHSE 5~ LOANBR IR 1, et 28 /b —ANBi JE 11l 28 Rl
Ji 7 BUART T AR 5 7 45 44 o R SC A IR 2 1] DIAT e B B0 45 18— D 9 B2 o Ze 3R 2 BT Y
AR 75 75 5= PR e S B 4 O B AR, i A6 v DLd o e PR 2 1 — AN B AN S 3%
BT 5 GAulmg|vg)

[0095]  GnAR SCASE B AR “0%5 387 2 F8 HLAA 28 B (1) RV AN LB (1) B S A B, BT IR XU A
FBEAE IR R - 8], ik ik S A S 07 TG, L2 67T (Ce) ~ 107038 (Cro) BRZ L
GER ARG “He 05 B AR BAES TG~ 100 IR B 2 R M0 5 458, BT 5 B4 &9, =
Hh 28 /b SRl R R S T« TR RS I, e AT TR R N G~ Cro 4 05 28, Horp &2 /b — AN L7
Bl A SR R B, T TR 5 A 5 W o 9 W Cs 2% 75 SR B G LGRS 4, AR Bl 28 /D — AN
JR P4 A B SR AR o A SO FH 1) 5% 3k 2 55 3 mT DT 3% Hb B0 36 3E — S5 I B 3 4
75 55 E BRI I 5 T B PR IGE L B A PR I, i A R i 2 5 R ) — AN B A i
TR T 05 5 CRLT I X [RIFEE T 05 2.

[0096]  finAs SCA ) “” FORE- SRR B 72— Mg AR 25 g iy oh s, BTk b O T B S R
T
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BASLHEA
[0097] AR EAREE—J7 W e B UL R A AL &4 -
R,
N\,
[0098] >:N/
O N
\
Rs3
(X 1)
[0099]  Hr,R'IEH -
[0100]  —HARH BRA B BRI P, 0 H A B B AR AR Ca—CroZ 3 , 5L
[0101]  —HARH BRAH AR 55 2 , IO H 2 BRI BR A BRI Cs—CroZi 75 25, 3 H.
[0102]  R¥FIR®HH 1) R AMB L S AT 1 3o 1 -
[0103]  —HARH BA AR be JE , JGH A2 B B A AR Ci—Cro it 2
[0104]  —HUARHY BRA K IR b A 2 , 0 H 2 B BOR BRI C-Crabi 4 2
[0105]  —HARH BA AR A 25 , JGH A2 BRI A B Co—Cro i 22
[0106]  —HUARH BA A AR B , JGH A U B A A Co—Crofe diE
[0107]  —HUARH BRA B BRI ER e 2 , 0 H 2 B R BRI Ca—Crof i fii 2k
[0108]  —HUARH BA AR 75 £ , JGH A2 U B A A Co—Cro 05 22
[0109]  —HARH BRA K IR P, U H A B B AR AR Ca—CroZ 3, 5L
[0110]  —HARH BRA AR 55 2 , IO H A2 BRI AR A BRI Cs—CroZ 75 2

[0111]

[0112]

7E— w7 h  RMBFE b 2e 27

. T D/‘% T D/‘%?
iy
e g

z ( z (
- 1

RS /T” 7 i D/‘%
B paaf
T
1 Z;

Z, (2c)

2a’), 2b’),

(2d),
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D
e

TI

Vd

Tll

\

[0113]
Z,
T-- Q/ /, /\Q/
(21') 5, 2J)

[0114]  -D/ECi—Cakidt,

[0115]  —&EASTAR LA 57 3% H —CHa . —NH.—S -0, ~CHCH3 . —C (CHs) 288-NR®, Jt; H: 1% H NH.-S
-0, H.

[0116]  —T % H-CHa ~NH.—S.~0.—-CHCHs.—C (CHs) 2BE-NR®, Jf H.

(01171 AT 43 Al 57 3% H -CHEL =N,

[0118]  —RUFIR 4 b4 57 b 3% H —H.~F .—CHs . ~CH2CH3 . —OCH3 . —~CH2CF3 ~CHFCF3,~CF2CF3.—
CHF2~CHoF 8 ~CFs3, J& L AR RO b 37 b e F H L -Fak~CHs , 3 HL

[0119]  —R%i% [ —OH.—0CHs.—0CH2CHs . —CH3EkH,

[0120] —R"i%& [ =NH.=S{ =0, . HikH0, 3 H

[0121] 7' ffins&0. 1,283, Z uffinJt H20mk 1, LA R AN Z i AT ] Hoth 2 btk 5 -F -
C1.-Br.=T.CN.-R*.-0R*.~- (CHz) -OR*.~SR".~ (CHz) -SR*BY~NR"2 , & Ht /MR 1z b Mt 37 Hh 32 5
H s B A B R A BUAR A Cr—Caloe 3, 0 = Cr—Cai 3 s BUAC A B A A AR A Co—Cokdi 35, T
2 Co—Calfii 2 5 B 1Y SR M AR I Co-Colhe 55, T2 CoCabdt , Hodpr /2 1.2, 3844, JUH:
21,

[0122] -R°s&-CH20H.—-CHs.—-CH2CHs.—CH2CH2CHs—CH (CHs) 2+ —CH2CF3+—CHFCF3.—CF2CF3.—
CHF2.—-CH2F .—CF3,

[0123]  fE—sbsjiiy s, R @ 2a %2,
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[0124]
4 T T T
R 6 6
R R—”
it =4 <
z, (2a), z, (2b), Zl (2¢c)
C
1 \T" 1
Zy (2e), Z, (2f),

/TI
-
\\
i
(2h) Zn () %
-
/9
=
\
-

Zn @)

[0125]  —4EANTA b 7 #h 3% H —CHz . —NH.—S.—0.—CHCHs . —C (CHs) 2B¢—NR®, J&: H: % ENH.-S
-0, H

[0126]  -T" % -CHz —NH.—S.-0.—CHCHs.—C (CHs) 2B{-NR®, 3 H.

[0127] AT 47 E Sk 37 3%k H -CHEl =N,

[0128]  —R'FIR 4 I 37 b % [ —H.—F . —CHs . ~CH2CHs . —~0CH3 . —CH2CF3 . ~CHFCF3 ., ~CF2CF5 .\~
CHF 2 ~CHeF B —~CFs, J&; H AR ANROA st b 37 3t e F HL-FEk —CHs , 3 HL

[0129] RS |4 —OH.—OCHs.—0CH2CHs . —CH3 B} H,

[0130] -R'#%&H =NH.=S8{=0, tHiEkH0,FH

[0131]  ~Z'.Ins&0.1.28%3, 2  FInJt H 2081 1, DA R AN Z kST FAT A o 7 Hhidk 5 -F -
C1.-Br.—I.CN.-R*.-OR".— (CHz) :OR*\—SR*.— (CH2) SR B{~NR"2, H: H &3 >R*8 st b 7 ik 5
H s B A 2 R 4 BUAR AR C1—Clog 3t , 0 2 Co—Calie 5 5 BRUAR ) B0 A A BRAR ) Co—Csfis i, s 3
& Co—Calfis B s BUHUAR T B AR, U Co-Cabi it , JEHAZ Co—Calt i, Hodpr 2 1.2.3844, G Hr
1,

[0132]  —R°s&-CH20H.—-CHs.—CH2CHs—CH2CH2CHs—CH (CHs) 2+ —CH2CF3+—CHFCF3.—CF2CF3.—
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CHF2.—CH2F \—CF.

[0133]  fE—sesjfi 7 R, RV FR @R 2D 221" Bi2bE 21, L H @ 2bE 21, HARe,
Za' Wi ANZa B 5 2 i e SCRI AR 25 S, 90

[0134] AR 2aMI & WINT 16 H -NH.-S.-08E-NR®, Frh JLHT 20, RUFIROAR g 7
Hi13% F —H.—F \—CHs, ROFIRO It H /2 H

[0135]  —AR#EA2bEL2c 4L S WK T 1% ANH.-S.—08-NR®, i T i H 2 SE-NH, I H.
T” 3% F ~CHEL =N, Jf HR®i% H ~CHs8H, R°JC H2ZH

[0136] AR ¥E 0 2d itk & W) AN T B B 37 b 3% ) -NH . —S . —0ZK-NR®, Jg H & /D 14 Tik
[ NHEG-NCHs , 8 fe A2 , % T S5 RHA R E 8, 76 B4 T2 -NH, I HR™% H =NH, =S5} =
0, L HiEHO0, 7 H

[0137]  —4R¥ER2e LA T 3% H ~CHz o -NH.-S8-0, T JtH /&-NHEk-0,

[0138]  —ARHEA 20 I B REAT 45 LA ST M H -CHE =N, AT L H 2 =

[0139]  —HR¥EA2gB2h LAWY T 1% H-NH.—S.—0B-NR®, Frp T JuH 2 -NR°B{-NH,
HHT % H-CHE =N, T" L H &=

[0140]  —4R¥EA 21 B2 AW T 1% H -NHEL-NR®, o T JLHE-NH, H AT 2 =
[0141]1  fF—sbsjti 7 b RVEFE @ 2b & 2h,

[0142] R_< Q}'
Zn  (2b), Zn
| Zn  (2e), z,

Z @, 2 (20)y,

[0143]

Z,  (2h)

[0144]  HAT.T T Za fIn.Z. ROFIR" A5 5 2 1 & AR 25 X o

[0145]  fE—sbsfti 7 X, RMFEE A2 E2h” 5i2bE 2h, U H 2 2b % 2h, R\ Z: [)n
Nz B 5 2w ARR 2 S0, 9F B

[0146]  —AR#EA2bEL2c 4L S WK T 1% ANH.-S.—08-NR®, i T JiH 2 SE-NH, I H.
T” 1% [ -CHEY, =N, 3 H.R%1% [ —CHs B H, ROJG H 2 H

[0147] AR ¥E R 2d 1k & AN THE B B 37 M 3% ) -NH . —-S . —0ZK-NR®, S5 H & /14 Tik
[ NHEG-NCHs , 58 S A2 , 4% T S5 RHA R E S, 76 B4R T2 -NH, I HR™i% H =NH, =S5l =
0, JtHiEHO0, 7 H
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[0148]  —R¥EX2e AWM T 3% H -CH2«-NH.-SE-0, T” JLH -0,

[0149] AR 2L AW EEAT” S A A7 Mk 5 -CHEL =N, AT o H 2 =N,
[0150] —*ETEiEZgEiZhHWcé\%E@ T’ 3% [ -NH.—S.—0m{-NR®, Hidr T~ g H & -NRCBE-NH,
3BT % H-CHE =N, T” Jt. &

[0151]  #F—sLsziE =0, R @% B2b.2¢.2e.2gm2h:

[0152]

T s 7

6
R R
T T
1 1 1
4 2 Zn (2e),

[0153] HAPTT T Za fIn.Za" \RE

Z (20) Zn o (2h),

AR AF %zﬁiﬁxwﬁﬂﬂ*ﬁx

[0154] 7 —sesjiti 77 Ao, RMFEE R 2D J2¢” .2¢” .2¢" Bi2h’ , 5i2b.2¢c . 2e.2gEk2h, T
H #2222 2g82h, RS\ Z HInAIZ, A 5 2 1T 58 UHIARIE & 3, 3 B

[0155] R4 2bEi2c AL SR T 1% FANH.-S—0B-NR®, Hidr T Jo H & SEi-NH, 3 H.
T” % H -CHE{, =N, 3 HR®¥% [ —CHs sk H , ROJ% o 2H,

[0156] —ARIER2eI4L &I T 1% H -CHos-NH.-SEE-0, T  JH &0,

[0157] R4 2g B 2h AL &1 T % [ -NH.—S.—08§-NR®, i T Ji; 3 /& -NRCaEE-NH,
It HT” ik H-CHEL =N, T" JLHZ =N,

[0158]  #F—sbsji 5 b, RMu4E B A 2b . 2¢ . 2g 5 2h :

[0159]

TT T Za' B Zo' ROFIRTEAT 5 2 BT € SRR 25 3

Z:\ (2h),
[0160]  7F—suseifi =0, RMuFE @ 2 <20 28" B2h , B(2b.2¢c . 2gB2h, St 2 i@ =X,
2b.2c.2gE2h, R Z MIn Al Za B 5 2 1 & X AHIE I & X, 3 H.
[0161]  —AR#E2bEL2c AL S T 1% ENH.-S.—088-NR®, Horp T Ju 3 & SEi-NH, 3 H.
T” 1% [ -CHEL =N, 3f: H.R®%k H —CHsa%H, RO G H 2 H,
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[0162] —*E%Eimg@mhﬁ‘]%é\%% T’ % H-NH.-S.—0=-NR®, Hrh T Jg H & -NRCEE-NH,
JFHT” 1% 5 -CHE =N, T” JLH

[0163]  7E— L5 7 =0, R@Tﬁ BI2bE2c

P ™
6 6
/
[0164] ke <‘ . <
T'l Tl
1 1
Zn  (2b), Zn  (2c)

[0165]  HAT 17, Z ffIn.Z.' FIRC AL A %Z%%XB@*HWB@AX

[0166] f—lﬁb%ﬁﬁﬁiﬁth RUYAFEIE 2D 5i2c , Bi2bak2c, o H 2 i 2bEk 2¢ , RC\ Z 1)
nAZ B 5 2 1 e LRI ARTR G 2 3,

[0167]  —#R#EA2bEL2c 4L S W) T 1% ANH.-S.—08-NR®, i T JiH 2 SE-NH, I H.
T” 1% [ —CHEL =N, 3f HR®% [ —CHamkH, RO i H:

[0168]  fF—sbsjifi 7 =0, R 538 iﬁZC

Tu

/4
01691 <T,
Z; (2¢)

[0170]  HAT 17, Z fFIn.Z.' FIRC AL A %Zﬁﬁ%%ﬁ%ﬁlﬂﬁ@@io

[0171] f—iby;m’ﬁﬁiﬁtfj RMUFEIE 20 8i2¢, MH A ER2¢, R Z MInFIZ BA 52
AT & SRR R 2 S

[0172]  —ARAER2c ISP T % A NH.-S—0EE-NR®, Horp T St H2-NH, IF HT” itk 4 -
CHEk =N, Jt & =N, 3£ HRO% [ ~CHamkH, RO It I 21

[0173]  #F b5t 5 28, R°3% H —CH20H . —CHs . —CH2CHs . ~CH2CH2CHs 8% ~CH (CHs) 2, Jt H: 3%
[ —CHs—CH2CH38—~CH (CHs) 2, 8 Jt HR & CHs.

[0174]  {E—sbsjifiJy s, 2 im0, 1882, nJt HZ0mk 1.

[0175]  fE—sbsji S, 2 fn & 1.

[0176]  #F—sb5ji 5 s HF , 2120,

[0177]  {F—2bsjif )y S rp , N2 ST FAT A HoAth 7 Hhik 5 -F . -C1.-Br.—I1.CN.-R*.~
OR", CH20R®, J H BEANRBZ b4t 37 41 30 15 H 5 B ) B AR i AR R Co—Cs e 22 , JG H & Ci—Cait
B BRI B A BRI Co—Cal JE , 0 A2 CoCalfis 3 s Bl A ) B A A BULA R ) Co—Cble 3, T
FH R Co-Cabl I,

[0178]  #F—usuji )5 b, AN Z L TAE (] HoAth 7' ik 5 —F . —C1.-Br.—1.CN.CH20R*
BE-OR®, A BEANRMRZ st At 7. 4 128 1 H s BCRCHY) BAR A AR Cr—Cabi 5 , JUH 2 Cr—Cafit 22 5 B
AR B A AR I Co—Calis 2 , JUFL AR Co—Caliii 225 5 BRI B AR B AR I Co-Cafe 2, L2
Co—Calh it .

[0179] {5 — st )5 2, 4 42 S FAT A HoAh 7 ik H -F.-C1.-Br.~1.CN.OH,
CH20H . CH20R*—OR? , R*#% [ C1—Cafig &  Co—Calfi B Co—Calfi JE , I % H C1—Calig FE o
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[0180]  7F— st Jy Qe , AN Z S AT ] HoAth 7' b 3% 5 CN L OH.~0CH3 ~0CH2CH3 . ~0
(CHz) 2CH3~0 (CHz) CCH~CHz0CH3~CH20CH2CH3 . ~CHz0 (CHz) 2CH38,~CH20 (CHz) CCH, Jt ik H
CN.OH.~0CH3 2% ~CH20CHs , 58 Jt: He e [ —0CHs B —CH20CHs o

[0181]  fE—ubsijfiJy =, RYE H -

[0182]

Ng O Ny N N Ny Nar O
\{EJ \{@ o~ \((D/\/) \((:ENb \{E) \{U
O\ =
VeSS NN N eR N oe
/
LD L oo S Co O OO0

[0183] R HATAEW.
[0184] b 7 b, RIEH -

[0185]
N™ N (0]
Lo o OO oo O
= [ © NJ A ¢ Oj
(0126] /Q; ,@:} /O: > ST,

[0187] f~lﬂﬁ;&ﬁﬁa7iiﬁﬂlﬂ REH :

[0188] Ji:[ ] ﬁ/ /@:) /@ ) BHATE .

f*ﬁbjeﬁﬁaﬁﬁﬂh R Jz*iﬁ
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v X
N NG o
[0189] \ /Oi’/ \(Q:/) /@ ) BHAT A
. N
| ' e
[0190]  f#— it 7 3 R -

01911 /©1) ,@ D I,

[0192] f—lﬂﬁ;eﬁﬁﬁiﬁﬁlj RVEHEH X 3a % 3k :

. T 727
;><j e ]} —~J
(3¢)
"~ I ET E T
; : 2 Y
sl ol
(39), (3h),

(3i),
"
J
T.
i), (3K).

[0193]

[0194]  —FEASTAR IS0 ST 3% [ —CHo v —~NH.—S . —0.—CHCHs.—C (CHs) 2B{~-NR®, Jt: H: & FANH.-S
-0, H.

[0195]  —T % H -CHa ~NH.—S.~0.—-CHCHs.—C (CHs) 2BE-NR®, 3f H.

[0196]  —F/ANT” 4 S S 7 Hh ik B -CHEL =N,

[0197]  —RUFIR 4B b4 57 b 3% H —H.~F .—CHs . ~CH2CH3 . —OCH3 . —~CH2CF3 ~CHFCF3,~CF2CF3.~
CHF2~CHoF 8 ~CFs3, & AR RO b 37 b e F H L -Fak~CHs , 3 HL

[0198]  —R%i% [ —OH.—0CHs.—0CH2CHs—CHsEkH,

[0199] —R"i%&H =NH.=Sk=0, . HikH0, 3 H

[0200]  —R°s&-CH20H.—-CHs.—CH2CHs—CH2CH2CHs—CH (CHs) 2+ —CH2CF3+—CHFCF3.—CF2CF3.—
CHF2.—CH2F \—CF3.

[0201]  7E ks 7 =0 rh , RV A5 @ A 3a %2 3k :

[0202] —ARFE3aIbEPRIT % 3 -NH.-S.—08-NR®, Horp T J5 H 20, RVFIR A st gih <7
Hi13% [ —H.—F \—CHs, ROFIRO It H J2H
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[0203]  —#E 4R 3bE3c AL &M T % FNH.-S . —08-NR®, H b Tt H 2 -NH, 3 HT” i%
H -CHE =N, Jf HR®i%& H ~CHamlH, R*J H 2 H,

[0204] AR ¥E 0 3dM 1L & WK AN THE I B 37 M 3% ) -NH . -S . —0ZK-NR®, S H & /14 Tik
[ NHEG-NCHs , 8 S A2 , % T 5 RN E S, 6 B4 T2 -NH, I HR™% H =NH, =S5} =
0, LHEHO, I H.

[0205]  —4R4ER eI AW T % H ~CHzoo—NH.-SEZ-0, T~ Jt 3 & -NHEk -0,

[0206]  —ARHEASEHIL AP EEAT 47 M A7 Mk 5 -CHEL =N, AT o H 2 =N,

[0207]  —4R¥EA3gEShAIL AW T’ 3% H -NHEG-NR®, HoAh T JLH 2 -NCHs, FF BT ik H -
CHEE =N, T” Jt H. /£ =N,

[0208]  —AR¥EABIELI JHIAEWIN T 1k H -NHEL-NR®, Horp T JUHZ-NH, I HT7 & =N,
[0209] 7w sijiti 77 S H , RYi%E B AR SR A IR 1) Cs 2% PR Bl HUAR 1 38 o 4 HUA R 1) Cs -
CoZk 75 3L , Horp IR BRI Cs 24 IR B EAR I Cs—Co 4% 75 T 36 28 A — AN BRI Z

[0210]  7F— st 75 3, R AR ) i oA 4 A P P PRg PR IR PO P P 5 bt g kg
M MR g | o Ik G TR IR P P SR R R e R e R e R
e st R AN AT A, o C HBUREIL S HE 2 D — AN BURIEEZ

[0211] 7 — st 77 R, R°3%E F —CH20H . —CH3 . —CH2CHs . —~CH2CH2CH3 ¢ ~CH (CH3) 2, Jt Hi 3k
[ —CHs—CH2CH3B~CH (CHs) 2, 8 JtHR & CHs.

[0212]  7E sty b RAE H

[0213]  —HARH BA A AR be JE , JGH A2 U B A AR Ci—Cro it 2

[0214]  —HUARH BA AR A 2 , J0H A2 AR B A A Co—Cro i 22

[0215]  —HARH BA K AR B , JGH A2 AR B A A Co—Crofe di

[0216]  —HUARH BRA K AR ER e 3 , IO H 2 B BRI Ca—Crof i fi 2

[0217]  —HUARH BRA R AR 75 2 , 0 H A B B A AR Co—Cro 75 2

[0218]  7E sty b, RAE H

[0219]  —HARH BAHE AR be JE , J0H A2 DU B A AR Ci—Cro kit 2

[0220]  —HARH BA AR A 2 , JGH A2 AR B A AR Co—Cro i 22

[0221]  —HARH BA AR B | J0H A2 AR B A A Co—Crofe diE

[0222]  —HARH BRA B AR 75 25 , 0 H A2 B B AR Co—Cro 75 2 , 5L

[0223]  —HARH BA AR 55 2 , 0 H A2 B BER A B Cs—Cro 2 75 2 o

[0224]  7E st 7 b RAEH -

[0225]  —HUARABLA IR Ci—Cafii 2

[0226]  —HUARHBLA M HUAR ) CoCali 22 5

[0227]  —HUARH BIAR A HUAR ) Co—Cabl B,

[0228]  —HUARH AR B B Co T 26 , B

[0229]  —HUARH B B HUAR ) Cs—Co— 24 75 55

[0230]  7F— kst 5 20 RAE | -

[0231]  —HUAR et s B sl dit , iR A e 266 s e Bl I e 48 K- LA

[0232] -L&:

[0233]  —fsedi, S AECI-Crolie i, B2 Ci-Cabii 3,
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[0234]  —fdk, SR CoCoolfi s , B I H R Co-Cali B,

[0235]  —hedi, JoH AR Co—CrohJi , B I H IR Co-Cabe I, I H.

[0236]  —Arje HUAR I B A BRI Co—Co— 75 22 B ) B AR A HUAR 1 Cs—Co— 22 0 2 , BX
[0237]  —HUAR Y B AR 4 H AR 11 Co— 77 258 BRCHUAR (1) BAR 7 H AR K Cs—Co— F2 0 225, LA JR LY
FRIA Co—75 B HUAR ) C5—Co— 2% 75 AL 45 28 > — AN HUAR L 2%

[0238]  7F—ksijifi 7 =0 RAE H -

[0239]  —HUARH et , AR B b A 46 2 0-L-Ar,

[0240] -Lf&:

[0241]  —JEdd, JLHZEC1-Ciolit 3, B I HZEC-Cakie 3, PA KL

[0242]  —Arj HUAR I B B BRI Co—Co— 75 2 B ) B AR A HUAR 1 Cs—Co— 22 0 2 , BX
[0243]  —HUAR A B AR 4 HUAR 11 Co— 757 258 BRCHUAR (19 BAR 4 B AR P Cs—Co— F2 0 225, LA JR LY
FRIF Co— 75 LB HUAR ) C5—Co— 2% 75 AL 45 28 > — AN HUAR KL 2%

[0244]  7E syt 75 0, RP 3% H BRI fe s , o BRI B s 55 0 -L-Ar, LA b 5t
JEHARCI-Crofe 5, I HAZCi1-Calit 5t , IF HAr 72 BRI B R 48 IR K Cs—Co— 5 2 BUHUAR )
B AR Cs—Co— A% 75 ik , e rp 0 FEHUAR ) Co— 75 HE B K Co—Co— 2 05 B A0 45 22 /b — A
HUAREEZ?

[0245] {5 — st 7 0, Rk B EUAR AR B30 A A BOAR P Co— 5 2 B BUAR 1) B o g AR )
C5—Co— 22 75 3k , o JUHHUAR A Co— 75 L BREAR I C5—Co 24 75 SE 35 22 /b — AN EURIE 72,
[0246]  7F—sijifi J7 =0 REE H -

[0247]  —HUARH e 2 I B Bl it , P BRI e 22 e 2 Bl e . 46 34

2
Z .
[0248] E_L/G_ o,

. (X 4a)
(02491  —HUARH B AR AR IR Co— 7 22 , Fo A AR Co 7% FE A 5 4 b -

2
[0250] %/@720

[0251] -LA&:

[0252]  —hpde, SR C1-Coobi s, B U R Ci—Cabi 2,

[0253]  —Jsdk , o H R CoCroffs Jit , BB I H R Co-Cali Bt

[0254]  —Hdt, JEHAECo-Crolh i, BE JCHAECo-Calt I, 3 H.

[0255]  ~7%fJoA20. 123,485, JEH 201,283, B H 208k 1, I H

[0256]  —FFANZ2Ph AT T4 A HoAth 72 H3% 4 -F .—C1 .—Br—I1.CN.—R".—OR".— (CHz) -OR".—SR".—
(CHy) +SR°BI-NR", , B ANROHE A 37 s (5 H s BUAR A SR BRI Cr—Crafi i , TR C1-Calit
He L B SRR CoCrali B2, JUH SR Co-Cali 2+ B A B0 R 1 BUAR I Co—Croe i
TR CoCabe e, Horbr 2 1.2.3804, T Hr 21,

[0257]  fE—sesjiti y s, REE H -

[0258]  -HufRf ket , A BRI bt L dE 04a

(X 4b)
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2
[0259] E_L/G_ “ 17

| (X 4a)
[0260]  —HUARHI B A A AR Co— 75 3 , Fo A HUAR A Co 7% 340 45 :04b

2
[0261] §/©72°
(X 4b)

[0262]  —Lj&kedi, JHHARACI—Crokidt , 8 L H R Ci-Calii i, IF H.

[0263]  ~7%fJoAE0. 123,485, JEH 201,283, B H 208k, I H

[0264]  —FFANZ2Ph AT TATRAT] HoAth 72 H3% 4 -F .—C1 .—Br—I1.CN.—R".—OR".— (CHz) -OR".—SR" .~

(CHz) +SRPEK-NR®o , J FpAEANROA b At 7 b ide 15 3 B B AR AR K C1—Crobi 22, JE 2

C1—Cabr 3 s AR A B AR AR Co—Crofis B , JUIHAZ Co—Calii JE 5 B B AR 4 HUAR ) Co-

Ciof L, SR Co-Cape 3, Hpri&1.2.3844, L Hr 21,

[0265]  {F— sy 20, R%%E B U Bedt , HA BRI st 45 204a, L2 ki st , o3

FECi—Ciokidd , B H R CI-Cakie 3t , 7 HZ%M0/£0.1.2.3.48%5, L HZ0.1. 2083, F i H 2

08 1, 3 HAFA 7228 7 T 4T A7 HoAth 24 3% 5 —F .—C1.—Br.—I.CN.—R".—OR".— (CH2) -OR"E{ -

NRP, , e rp A RO b 37 e [ 1 BB B R BRI CL-Crafi B , TG IR Ci-Calie 3 5 BUAR

1) B A AR IR Co—C ool 2 5 JTHL AR ComCalfis 225 5 BLEAR I BOA i AR 1) Co—Crofoe 3 , e L 2

Co-Cal i, Hihr21.2.384, JuHr &1,

[0266]  {F— sy 20, R%%E B BRI Bedt , HA BRI e st 45 204a, L2 ki st JE 3

FECi—Ciokidd , B H R CI-Cakie 3t , 7 HZ%M0/£0.1.2.3.48%5, L HZ0.1. 2883, F i H 2

08 1, 3 HAFA 72207 F 4T A7 HoAth 24 3% 5 —F .—C1.—Br.—I.CN.—R".—OR".— (CH2) -OR"E{ -
NRP, , AR b 37 e [ 1 B B B R A BRI CL-Crabi 3 , TG IR CL-Calie 3 5 BUAR

Elﬁjzfli%ﬁzﬂxﬁﬁﬁcz Croffi i , JUHAE Co-CaJi J5 5 BUHUAHY BER M HUAR ) Co—Crof B, U H 2

Co—Cal i, Hihr21.2.384, JuHr &1,

[0267]  {F— st Jy s, Rk IR A B st , Horp BUR ) S d 35 X da, LA -

[0268]  —fidk, JLH R CI—Crofidit , B L HAZCI—Calii 5L,

[0269]  —J#dk, JuHAECo-Croldi it , B I 2 CoCalfii 3,

[0270]  —fhedi, JuHAECo-Crolh i, B I 2 Co-Cab 3t

[0271]1  3F HZ% o1, 3 HZ%% 1 -F.—C1.—Br.~I.CN.-R".—OR".— (CHz) -OR"E{~NR 2, Hrf

FEANROA Bk ST 1328 19 15 BUAR Bl R BRI Cr—C o 225, JE R Cr—Cali 22 s BUAR I B A

HUAR) Co—Crafdi 3 , JUH R Co—Calfs J25 5 BCHUAR R B Al HUAR ) CoCrab B, U A Co-Calle I

Hrr@1.2.384, THrzEl,

[0272]  {F—usiifi Jy 20, %%k B BUR I Bedt , Hh BRI e st 45 204a, L2 ki st , JE 3

FC1-Croke i, U H R C-Caki 3, 31 HZ% 020,

[0273]  fF—desifiJy =, Rk BRI b, Fodp BUR i e 36 A0 35 204b , 2% i 0 20 1

2.3.48%5, JEH A0, 1. 2883, B HZ0S 1, H BLAFANZ ST FAT o] HoAh 2 Hb i 5 -F . —C1 .~

Br—T.CN.—R"\~OR",~ (CHz) -OR"ZK-NR"2 , F& Hr A AR % sH ik 37 1 328 11 1 5 B Ay A ol BRAR )
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Ci—Cralt ik , JEHAZ Cr—Calie i s BRI AR B AR Co—Crafs 22 , J0H A2 Co—Calfis 22 s BRHUAR )
BRI Co—Crobl it , T HSE Co—CabhJi, Horbrr 2 1.2.3804, Ju Hir & 1.

[0274]  {F—dusjifiJy b, R BRI b, Hodp BUR i e 36 A0 35 204b , 2% i 0 20 1
2.3.48%5, JEH A0, 1,283, B HAZ0D 1, H BLAFANZ ST FAT o] HoAh 7 b 5§ -F . —C1 .~
Br~T.CN.—R"\~OR"\~ (CHz) +OR"Z~NR"2 , & o & R4 b A 37 b e 15 H 5 U ) B8 o 4 AR
Ci—Cralt ik , JEHAZ Cr—Calie i s BRI AR B AR Co—Cafs 22 , JUH A2 Co—Calfis 22 5 BRHUAR )
BRI Co—Crobl i, T HSE Co—CabheJi, Horbrr 2 1.2.3804, o Hir 1.

[0275]  {F—uusjifi 7 S, R%3k BRI B, b BUR i ke 36 55 204b, 2% o2 1, 9
H.7%% 4 -F.-Cl.~Br.~T.CN.-R".~OR".~ (CHy) -OR"B{-NR"2 , H: £ A R 43 1t 37 1 35 5 H 3 Y
AR B A AR C1-Crobi g, JEH R Ci-Cabi J2E s BUAR I B AR B AR Co-Crolfi 525, U H 2
Co—Caldii 2 5 BUHUAR I BUAR A HUAR I ComCrofe 2 , JUH AR Co-Cab I, o2 1.2, 384, L Hr
Zlo

[0276]  {F— sy =H , Rk H BRI Bedis , He P BUR A e e 5 0 4b, 7250 H 0420
[0277]  AE—bsijifi 7, 221020412, 3. 4885, S H 20,1, 2813, 8 HZ 08k, I HL
FEAN 22T FATA HoAh 224 3% B -F .—C1.—Br.—1.CN.—R".—OR". CH20R"E{-NR2 , Jt; Hiidk [ —F .~
C1.-R".~OR",CH2OR E{~NR 2, 5 i, Hidk 4 —F \—C1 \—R”, 3t AR5 bk b 7 1 28 11 H s BUAR
AR U Cr—Crafi 3, JEH A2 Cr—Cabr 32 5 HUAC ) B A AR ) Co—Cro i 55, JEIHAZC2—Ca
L s B Bl AR A BAR R Co—Crolh 6 , T L2 Co—Cabl 25

[0278]  fE—bsijifi 7, 221 0/20.1.2. 3. 4885, S H 20,1, 2883, 8 H 208k, I HL
TN FAT A HoAh 72 b 3% FH -F . -C1.-Br .~ T18-R", o Hk A RY, H AR ik B BRI 5k
B EAR C1—Crabt i , IO H 2 Cr—Cale i s BUAR ) SR AR ComCralfs 22 , JUHAZ CoCalifi 55 5
B ) B A 1 BUAR PRI ComC a3 , JU R CoCae Bk

[0279]  fE—bsijifi 7, 221020412, 3. 4885, S H 20,1, 2883, B8 HZ 08k, I HL
FEAZPNST TATAT] HoAZ2 3% 5 —F .—C1—Br.—T8E-R®, I H %6 A R®, RP3E [ H AR i 3l oK 4t B
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B B A BRI C1—C ol i , JC R Ci—Cal i B R A AR R Co-Cooli 2, 0 3
& Co—Caffis 22 ; BN BER A AP CoCrabt It , JEH 2 Co-Cable It

[0431]  7E—ulsififi 7 =0rp, RS — T 51 25020,

[0432]  {F— sy 20, SR S — T O T, R 3%k BUAR A s R g B e 3, JE L 2
AR 1 B 2 HAR 1 C—Croe 25 5 AR (49 B0 AR At EDA 90 s 225 5 0 L 2 OO P BB A AR
Ci—Cuofs 22 s BRI B A A AR I e 25 , 0 2 AR I SR i AR I C1—Crob 22 s BRI B AR
B AR IR A ot 22 5 0 FL R B 1 B A A B 1 Ca—Cro PR e 52 5 AR I sl oA o B AR I 05 28, e
FLA B 1 SR A BRI Co—Cro s 225 5 AR I BSAR e AR 1) 0 268 , I L2 AR P B AR A B
AR Cs—CroZ4 75 3 .

[0433]  {F— sty 0, SRR S — T O T, R ik B s R g B i e 3, JEH 2
AR 1 B 2 HAR 1 C - ot 25 5 AR (149 B0 AR At EDA 40 s 225 5 0 L 2 OO P B AR A AR
Cr—Cuofs 22 s BRI B A A AR I e 25 , 0 2 HUAR I SR M AR I C—Crob 22 s BRI B AR
WA I 55 5, e e S BUA A oA A BUA P Co—Cao 75 5 5 B BB 1) B AR A B AR ) % 55 388, G
Ho BRI BRI Cs—CroZk 75 2k

[0434]  7E st 7 S, SRR S — T 51 R 3% H U I sl A U K - Caot 525 s X
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AT AR Co—Cadds 225 5 HUAR B B A BRI Cr—Cabfe 366 s HCA PR BSR4l AR ) Co 5 26 5
HAR ) BRR A AR I Co— B 2 5 5 B P AR 4 B %) Cs—Co— 2% 75 2%, I HR B B R
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[0438]  —Joedk, SR CI-Crokiedis , I H R C1-Cabi 2,

[0439]  —Jddk, o R CI-Cooldi s, U HRCI-Calfi 2,

[0440]  —edd, LI RCI-Croh s, I 2 CI-Cablt I, I H.

[0441]  —ArJE HUAR I B B BRI Co—Co— 75 2 B ) B AR A HUAR 1 Cs—Co— 22 0 2 , BX
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AR Co— 75 FE B HUARIY C5—Co— % 05 FE AL B2 /b — AN HUAREEZC
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3
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(CHz) rSRUBE-NRy, F& At A AR I b 37 Hh 3 1 H s B A 3R 4 IR Co—Crafi B, T FL 2
C1—Ca5t 3 5 BUAR ) B AR 3 HUAR 1 Co—Crofii 3 , JU IR CoCaddii 32 5 BHUAR ) B A A AR T Co-
Ciof L, SR Co-Cape 3, Hpri&1.2.3844, L Hr 21,

[0454]  7E—sijifi 5 30, RSB —F 71, 2% MIps& 0. 1.2, 3.48k5, B 201,283,
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[0455]  7F—ubsi it 5 30, AR BB —F U7 1T, 20 M ps2 0. 1.2+ 3. 48k5, TBHZ0.1.2813,
IR 0E L, 3 A 7T T AT 2 3% [ -F . ~C1.-Br.—Tak-RY, Lk R, R%
9 HUAC A B R A B Cr—Caof 3 5 I8 R Cr—Calii 3 B B AR A B AR Co—C ol 2 ,
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78 Co—Cal 22 5 BRI B A 7 BUAR I Co—Crobh 3, JEHZ Co-Calh I
[0456]  7E—bsififi 7 R, B HE — T 5, 22 M pr20,
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[0485]  —7%fJoAE0.1.2.3.48K5, JEH 201,283, B H 208k, I H

[0486]  —FFANZ2Ph AT T4 AT HoAth 72 H3% [ -F .—C1 .—Br—I.CN.—R".—OR".— (CHz) -OR".—SR".-
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Ci—Craki ik , JEHAZ Cr—Calie s s BRI AR B AR Co—Crafs 22 , J0H A2 Co—Calfis 22 s BRI
BRI CoCrab e, JUH AR Co-Calbh e, 5K

[0488] 7% fJ0S20.1.2.3. 4845, JEHZ0.1. 2803, BB S 20801, I HAFA 2200 7 TAF A
HAhZ M3k H -F~C1-Br—T-R", JuH ik F R, F AR 3% B BUR A 5K B BRI Ci-Ciabt
Fe, IGHAEC1—Caloi 3 3 BUAC 10 BE AR 4 BUAR R Co—Corodds 2 5 JT L& Co—Caddi 22 5 B B AR
HUARH Co—Craf 8, JUH 2 Co—Cali i,

(04891  -7%.[J0#20, B,

[0490] R%*%&H -
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[0499]

ETI-T 4t&4 | IUPAC % #k
24 QB (2Z,5Z)-2-(4-'F FF R L2 IK)-3-(4- R HK)-5-((2,3- = 8K FF[b][1.4]
2o Sh-6-FR) I W R ek b -4 B

24 Q1 (2Z,52)-2-(4-F 8F A L EH)3-7 TH-54(23- = AFH[bI[14] =%
3-6- 1) I F ) K7 -4

24 P L (2Z,5Z)-2-(4- B F A T RIK)-3-(4- R K H)-5-((2,3- = & F S [b][1.4] =
7% 3 -6-35) T F A R e b -4- )

24 Q L (2Z,5Z)-2-(4-F £ F 3K L A )-3-(4-F K H)-5-((2,3- = &K [b][L4] =
7% F-6-H5) I A Y el b -4- R

24 P 1 (2Z,5Z)-2-(4- AF A L HIH)-3-3F TH-5-((2,3- = AFKFF[b][1,4] =& %
-6-35) T W AR )R vk b -4- B

24 Q X (2Z,5Z)-2-(4-F 85 & T 2H)-5-((2,3- = AR HF[b][1,4] =& 3%-6-3) T
F3R)-3-5% T Ao b4

24 A B (2Z,52)-5-(2,3- = £-1,4- 3K F =& 3-6- 3K L F )-3-(4- RRH)-2-(4F F
FA I B YR e b -4 - B

24 B 1 (2Z,5Z)-2-(4- AA A T Z)-3- 30 TH-5-((2,3- = AFKIFF[b][1.4] =& &
-6-35) I2 F A Y v b -4 - B
24 B X (2Z,5Z)-2-(4- BRI T B H)-5-((2,3- = 8K F[b][1,4] =% %-6- )L F

AR)-3- 54 T Agedobe-4- 1)

24 QA (22,52)-2-(4-F B I T 2H)-5-((2,3- = AF I [b][1,4] =& #£-6-F) T
B A)-3-%F TR A e b7 -4- B
BB (22.52)-2-(4- B A B BHE)-3-(4- RFL)5(3- = AR PIIA=

% 3 -6-30) L F I ) e b -4

24 C N (2Z.,57)-2-(F £ T £ I )-5-((2,3- = &K H [b][1,4] =°& £ -6- 1) F
AR)-3-FR IR e b -4- T

24 N X (2Z,52)-5-((2,3- = & FF[b][1,4] =& 3 -6- ) T F 3 )-3-F T HK-2-(CK
K I F UK R ek A -4 -

24 B A (22,57)-2-(4- A T BI)-5-((2,3-= A F S [b][1,4] =% F-6-F) T F
A)-3-3 T R AT -4-T7)
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[0500]

24 P A (22,52)-2-(4- A R L RH)-5-((2,3- = EFIF[b][1,4] =& % -6-2K) 2 F
F)-3-3F R e e b -4 - BF)

24 A A (2Z,5Z)-2-(3F T F A 2H)-5-((2,3-= 2RI [b][L4] =& % -6- ) T
FHR)-3-5F T KA E e -4-T7

24 A 1 (2Z2,57)-3-FR & -5-2,3- A1 4-F H 8 F-6- £ T F H)2-(3F TR
R ZUR R k4T

24 N A (2Z,57)-5-((2,3- = &K 3 [b][1,4] =& 3£ -6-F) T F H)2-(R A E &
A )-3-3F R AR b -4- B

24 QN (2Z,5Z)-2-(4-F £F K L 2 IK)-5-((2,3- = AR [b][L,4] =& %-7- )T
F HK)-3- R e ek b -4 BF)

24 B N (2Z,5Z)-2-(4- AFE T RH)-5-((2,3- = A K H [b][L4] =& F-6- )L F
AR)-3-FF AR b -4- )

24 N 1 (22,5Z)-3-3F T #-5-((2,3- = AR F[b][L4] =& 3 -6-35) T F 5K )-2-(CR
R T R )RR -4 -

24 P X (2Z,5Z)-2-(4- A F K T RI)-5-((2,3- = A K H[b][L,4] =& F-6-F) L F
A)-3-54 T A b -4- )

24 P N (2Z,5Z)-2-(4- 7 F 2 T B H)-5-((2,3- = A& F[b][L 4] =& FE-6-2) L F
HR)-3- AR AT -4-

24 A L (2Z,57)-2-(3F F R T R8I )-3-(4-RAFKH)-5-((2,3- = &K [b][L4]=
v F-6-38) T ARy b -4- B

24 B L (22,57)-2-(4- AR H T 2K )-3-(4- AR HK)-5-((2,3- = AR [b][L4] =
o -6~ T F I )R v -4

24 N B (2Z,57)-3-(4- # K K )-5-(2,3- Z A& KR H [b][l4] =& £ -6- K )L F
F)2-CRAR T 2R R e Az -4- B

24 A X (2Z,57)-2-(3F F 3R T 2IK)-5-((2,3- = &K H[b][1,4] ="& % -6-3)
FA)-3-5 T AR -4-FR

24 (2Z,57)-5-((2,3- = &% - [b][1,4] =& 3£ -6- )T F K )-3- K K -2-CR &
DIZE ) LY N

24 F N (2Z,57)-2-(4-F FIFIK T BUK)-5-((2,3- = AR H[b][L4] =& 3£-6-2)
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[0501]

I AK)-3- 5K AR e b -4- )

24 P B (2Z,5Z)-2-(4- #F K T B IK)-3-(4- AR K )-5-((2,3- = &K FF [b][L,4] =
v% 3-6-20) I F I )R e by -4 -

24 S N (2Z,5Z)-2-((72-3-3) F 2 T 8 I)-5-((2,3- = &K FF[b][1,4]="& #%-7-
AT F)-3- IR -4 -

24 AN (2Z,57)-2-(3F F R A T R H)-5-((2,3- = A K [b][1,4] ="& % -6-3) T
AR )-3- R A e b -4- )

24 K N (2Z,52)-2-(3-F A I T 8I)-5-((2,3- = A F F[b][1,4] =°& #&-7- )2 F
AR)-3-FK AR b -4-

24 C G (2Z,57)-2-(F £ T HI5)-3-T £-5-((2,3- = A& K H[b][L4]="& %£-7-)
I F Ay e b -4- B

24 C O (2Z,5Z)-2-(F & T B H)-5-((2,3- = A K F[b][l4] =& E£-7- )2 F
H)-3-K LA b -4-

25 (2Z,5Z)-5-((RFF[d][1,3] =R RM-5-2) T F H)-3- KL 2-CRA T
BRI EA R4

24 C B (2Z,5Z)-2-(FF 3 T 2K )-3-(4- B HR)-5-((2,3- = &K HF [b][L4] =& 3%
-7-38) I T AR R ek b -4 - B

24 AV (27.,57)-2-(3F ¥ R A T R H)-3-+ 28 B -5-((2,3- = A K [b][L4] =&
Fo-6-35) T P AR vk 474

24 C_K (2Z,5Z)-2-(F % T £ )-5-((2,3- = &R F [b][LA] =& £ -7- ) & F
H)-3-(3-F A AR )R e b -4- )

24 BV (2Z,57)-2-(4- BRI T RIK)-3-+ b 2 -5-((2,3- = AR [b][1,4] =%
Fr-6-2) T F A )Rk -4

24 C C (2Z,5Z)-3-F A-2-(F A L 2H)-5-((2,3- = 2K [b][L4] =& %-7-4)
I F AR R e -4 - B

24 CF (2Z,52)-2-(F & T B H)-5-((2,3- = A& K H[b][L,4] =& £ -7- X)L F
F)-3-(4-F BRI R v bR -4 -

24 UN (2Z,57)-5-((2,3- =& K F[b][1,4] =& 3#£-7-F) 2 F H)2-(R A T &
HR)-3-FK AR k% -4-

[0502] iR A 4 A= BH 1) 55— 5 THI B R BR® A AT AT S5 i 77 5 mT DA -5 R AR 0 A i WA 1) 5
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—J5 TR 55— 105 T IR PR AT AT Sz it 5 2045 & o

[0503]  fF &5 — 5 I 55 7 J T 1) — L8 st 5 s, RYE

[0504]  —HWARIP e 3 , T AR BRI e 3 s 2 Bl o 5, G A B ) e 32 s 228 Bl o I 0
6a:
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[0505] E_M/Gi 4 o

(X 6a)
[0506]  —HUAR Y B A A BUAR ) 2434 , I H 2 BRI SR AR Ca—Cro 2434 , B}
[0507]  —HAR A B AR A AR ) 4% 55 35 , 0 H 2 BRI B R 4 BUAR R C5—Cro 4 05 3
[0508]  —HUARHI B A A HUAR I Co— 75 3 , oA HUAR ) Co 7% 340 45 206b :

Je i
[0509] E

[0510] —JLHpMA

[0511]  —fedi, S HAECI-Crolie i, 2 Ci-Cabi 3t

[0512]  —J@dk, S HAECI-Croldi it , 2 Ci-Calfis 3,

[0513]  —Jed, SR Ci—Crol B, B LR CI-Cab 2, 3F HL

[0514] 7' fT/20.1.2.3.4885, 20,1 2883, BB H 208k, I HAAD 21 S T4
HAh 74 3% H -F .—C1.-Br.—I.CN.-R°.—OR°.— (CHz) rOR®.—~SR°.~ (CHz) »SREE-NR®s , &4 RAH
L ST b 3% T H s A 1 B3R 4 EUAR K C—Cat 225 5 JE I A& Co—Cafor 22 5 AR 1 B R o HAR
Co—Croffi i , JUHIE Co—Cals 3 5 BUHUAR) BB HUAR ) Co—Crafe I, JEHAZ Co—Cabli I, Horir
FE1.2.3804, U Hr 1.

[0515]  Jf HR*¥EH -

[0516]  —HUARH BB HUAR M) b ks , T2 BRI SR 3 U Ci—Coabi 5

[0517]  —HUARA B B AR ) e S i, TG 2 B B B AR C—Crofot S 2

[0518]  —HUARH BB HUAR A M JE , T2 BRI SR A B Ci-Cooli 55

[0519]  —HUARH BIAR B AR A B E , 2 BRI R g B Co—Cooble B

[0520]  —HWARA B B AR B At 25k, JG 2 BRI B B AR B Ca—CroFRJie 2

[0521]  —HUARH BIAR B HUAR ) 75 55 , T 32 B R A B Co—Cao 75 5

[0522]  —HUARIBA M AR LRI 24 28, JC 2 HUAR B SR A AR K Ca—Cro 428, B

[0523]  —HUARH BB HUAR ) J 05 2%, J0H 2 BRI B B AR Cs—CroZe 05 2%, 3F AL
[0524]  R%3%k H HUAR ) sl A AR (K PR 25, 0 2 AR B R A HUA R IR Ca—Cro PR i 5 , B
PR S S7 N

[0525]  shRuib B AR ) BRR A AR ) 22 38 , J0 R B BA 1 A Ca—CroZ 4 B
AT B AR 22 05 5, JU R BRI B A AR B Cs—C o2 5 B2 St i il &, &%
AR W ) 55— 7 T LA R B — AN = D5 THI ) B s it 7 2K

[0526]  7E—ulsififi 7 =0k, SRR S =T 5 1H L RE A -

(X 6b)
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[0527]  —HUARA A A IR Co— 75 2 , HorbrCoT S L4 6D -

10
[0528] §/©7 “
(X 6b)

[0529]  —HirhMJEJedit, o R Ci—Crolie i, S U HR Ci—Cale 3t , 3 HL

[0530]  —Z'OyfIT,20.1.2.3. 4855, U HZ0.1.2803, 0 H 20881, I HAFANZIO%h S T4F
fi] HoAth 7 oMbk (4 —F .—C1.—Br.—I.CN.-R®.—OR®.— (CHz) tOR®.~SR®.~ (CHs) -SR°E{ -NR®, , Her1 45
ANREAR JH ST 3% L H s B ) B R A BRI C1—Cro 5, 0 L2 Cr—Cadby 5 5 EUA R 11 B A g B
FRIR) Co—Cralfi 5 , JUH AR Co—Califi B s BUHUAR ) BEARAE AR Co—Cralh B, JUH A2 Co-Cafe It , H
Hrig1.2.384, THr &1,

[0531]  fE—uesj =, U2 = T, 2 9 T2 0.1.2.3. 4855, L& 0. 1,28,
3, L2081, 72"k S T HAf AT A 2 O M 3% [ -F . ~C1 . —Br.—1.CN.—R°,~SR°®,~CH2SR°*.—~OR®
CH20R®E{—NR®2, J&: Hi% [ -F .—C1 .CN.—R°.—OR®.—CH20R®B{,~NR®2 , 5 Ji: H: %k [ CN . —OR° B}
CH20R® , . FR A SRR b Ak 37 #1326 1 H s AR BRAR B BRI Cr—Caali 2, JEHRC1-Calie 2 5 X
AR B A IR CoCroli it , J0HSE CoCalfi I 5 BRHUAR I B AR B EAR A Co-Crob i, Jo H 2
Co—Calh Bt .

[0532]  fF—uusijifi =, SRR F O, 2 TR0, 1.2.3.4885, B H 20,1283,
B HARE 1, H HAFAZ L T HARAT A Z° H ik 5 -F . ~C1 . -Br—~1.CN.~OR°BE~CH20R®, St
Fk FR®, RO H BRI BAR P BRI Cr—Crakt 22 , JEILIECr—Calie 225 5 U1 B 1 HUAR
Co—Crolfi B, JUHIZ CoCaldfis B s BUUAR I B AR Co—Crofedik , JUH & Co-Cabli I
[0533]  fE—sbsiji =X, SRS oy, 2 i TR0, 18k2, JEH 208k 1 .

[0534]  7E—ulsififi =0, SR =y L RE A -

CN o /@\'
L O A O 0
| oo
. |
NogiN e aN oo giyes

[0536]  fF—ubsiifi 20, SR B POy, R%% AR B Al BAR ) Joe 3, T8 L Y
AR BEARAE AR C1—Croke 55 + UK A e B B0 0 25 , D0 o BRA R ) sl oA e BARC ) €=
CroMs 2t s BUAR I B B BUAR I B3t , I L2 BAR I BR A BUAR K Co—Corodhe 225 5 AR B 9
AR PR e L , J0 A2 BRI B R 4 BUAR R Ca—CroP A fe 55 s HUA ) B 4 AR ) 05 22, IR 3
72 B B BAR I Co—Cro 7 31 s B BA A A ) 2 05 %, I 72 A BlR A A A
[R)Cs—CroZs 75 s o

[0537]  fF—ubsiifi 20, SR B POy i, RE% AR Bl BOAR F e 3, T8 L Y
AR BEARAE AR C1—Croke 55 + UK A e B B0 0 25 , D0 o BRUA R ) sl oA e BARC R -

[0535]
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Crofdi 22 s BURCHR) BOR A U AR b2, T 2 AR BOAR AR AR Cr-Crob 2k 5 AR B0
AR 5 3 , I 2 BRI AR Bl AR ) Co—Cro 75 8 s BRI B A BUAR I 2% 05 ik, J0
7 URH) BEAR PRI C5—Crozs 77 2 -

[0538]  7E— s )y =, JUH 58 7O A, Rk B B BOR B C1-Calyi e VL
AR AR AR C—-Ca 22 B BRI Co—Cae I U BOR 45 AR Co 75 2
B BRI Co—Co— 214 77 2

[0539]  7E— sy X, JUHGZ 8 7w R R 2

-
[0540] [
T 1

Zn  (2e),

[0541] AT 20, 3F HZ.'BInZ0, 3 A

[0542]  R%3k H HUAR ) sl A AR K PR d 25, 0 R AR W B R A AR I Ca—Cro PR i 5 , B
TRk, 2. RFIR B A 5 22 1 e HARF & 3, 38 B

[0543] R%%&H -

[0544]  —HUARH) BAH B be E , JGH A2 DU B AR A Ci—Cr kit 2

[0545]  —HUARH BRA R IR be A 2 , 0 2 B R BRI C-Crabi 4 2

[0546]  —HUAR I BA AR A 2 , JGH A2 AR B A A Ci—Co i 22

[0547]  —HARH BA AR B , JGH A2 U B A A Ci—Cro e di

[0548]  —HUARHY BRA K BRI ER e 2 , 0 H 2 B R BRI Ca—Crof i fii 2

[0549]  —HUARH BA A 75 25 , JGH A2 BRI B A A Co—Cro 75 22

[0550]  —HUARHY B A DA AN 434 , J0 372 R B AR A AR Ca—Cro A A , 5.
[0551]  —HARH BRA K AR Z 55 2 , 0 H A2 BRI BER A BRI Cs—Cro 2 75 25, BX
[0552] R%*%&H -

[0553]  —HARHY BRA K BRI EA e 2 , 0 2 B R BRI Ca—Crof i fii 2

[0554]  —HARH BA AR 75 25 , J0H A2 B B A A Co—Cro 75 2

[0555]  —HUAR I B A HUCACH AN 430 , 0 372 HURCHY B AR A AR Ca—Cro A A , 5.
[0556]  —HARH BA AR e 55 2 , 0 H A2 BRI BER A BRI Cs—CroZ 75 25, BX
[0557] R*%&EH:

[0558]  —HYAX A A AR Ca—CoFA e ik , AR B i A 1) Co 75 31k BICH AR ) B
B Cs—Co— 24 75 3 , Bl

[0559] R*%H

[0560]  —HARH e I A mle gt , Hr BOAR R e s L 0 ik Bl e 0 45 2 0-L-Arr,

[0561] —HrphLE&

[0562]  —Joedk, Ju R CI-Crokiedis , I H R C1-Cabi 2,

[0563] ), SR CI-Coolfi s, U HRC1-Calfi 2,

[0564] ek, SR CI-Crol B, B LR CI-Cab e, IF HL

[0565]  —Arse HUARH) B AR B Cs—Co— 7 J8 B AR B A HUAR I Cs—Co— 22 5 % , B
[0566]  —HYAX ) B A A HU AR Co— 77 5 B 1 A A BUAR K Cs—Co— 2% 75 35 , HoH JE H X
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AR Co—75 F B HUAR 1 C5—Co— 24 75 A5 2 /b — AN 72, 5]
[0567] R*%EH:

[0568]  —HUARMI K  Jois Bk R Bt , HL A AR e 2 s Bt e I i 34

-+
[0569] E_L 57

. (X 4a)
[0570]  —HUARHI B AR A AR Co— 75 3 , Fo A HUAR A Co 7% 340 452 04b

2
[0571] %/@7 %

[0572] -—HrhLRE

[0573]  —fsedi, JuHAECI-Crolie i, 2 Ci-Cabii 3,

[0574]  —J@dk, S HAECI-Croldi it , 2 Ci-Calfis 3,

[0575]  —edd, LI R CI-Crolh i, 2 Ci-Cablt I, I H.

[0576]  ~7%fJoAE0. 123,485, JEH 201,283, B H 208k, I H

[0577]  —FFANZ2Ph AT TARAT] HoAth 72 H3% 4 -F .—C1 .—Br—I1.CN.—R".—OR".— (CHz) -OR".—SR".~
(CHz) +SRPEK~NR®s , J FHAEANROA M A 7 b ide (5 3 B B AR A AR K C1—Crohi 2, JE L 2
C1—Cabr 3 s AR A B AR AR Co—Crofis B, JUIHAZ Co—CaJii JE 5 BHUAHY B AR M HUAR ) Co-
Crohht it , TR Co-Cabie e, Horpri&1.2.3844, T Hr&1, 8

[0578]  —72.[f10f&0.1.2.3.48%5, JEH 20, 1. 2883, I H 20881, I H A7~ FATfd]
HAhZ?H#h 3% F -F.—C1.-Br.—I.CN.-R".—0OR". CH20R" B} —NR"2, Jt: %6 -F.-C1.-R".-OR".
CH2ORBE~NR"2, Bt Fe 3% [ -F \~C1—R®, F A ARANROHE e N7 1 32 11 H 5 BROA B B8 4 B
Ci—Crakt ik , JEHAZ Cr—Calie i s BRI AR M AR Co—Crafs 22 , J0H A2 Co—Calfis 22 s BRI
AR AR CoCrabi e, T AR Co-Cabh B, 5K

[0579]  —7%,ffJ0F20.1.2.3 4845, L HZ0. 1. 2843, B H 20801, 3 HAAD 2200 T4
HAhZ M3k F -F~C1-Br—T3-R", JuH ik F R, H AR 3% B BUR A 5K B BRI Ci—Ciabt
B, o HARECI-Calie JE s B B R A BAR I Co—Crolfis 3 , J0 A2 Co—Calfis i 5 B AR I 1l A %
HUARH Co—Craf 8, JUH 2 Co—Cali i,

[0580]  —Z%*fJor20,HL

[0581] R%%&H :

(X 4b)

[0582] < gttt

[0583]  H.A1ASZ— (CH) (CHs) 3+~ (CH2) CN.— (CHz) C (=0) ONHz2+— (CH2) N (CH2CH3) 2.~ (CHz)
CH20H.— (CHz) C (=0) NHz.
[0584] DL 45 H H ARt 2
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F o\
¢!

3

[0585] Ny Sv=
N

O 0
[0586]  FER* M1t — B SLiE 7 &, S HEARRMAME— T, RHESHEREHME—
DT S — T )7 T
[0587]  FtZ o RIZ ik — B I St 77 ST &, B AR R A S — T, T HSH AR R B
)58 — 7 T 3 — 1 7 T -
[0588] 1 55— 5 I 5 = F J T 1) — L8 it 5 AP, B RPFIR A M b 37 ik 1
[0589]  —HARH BA AR be JE , JGH A2 B B A AR Ci—Cro it 2
[0590]  —HARHY BRA K AR b A 2 , 0 2 B R BRI C-Crabi 4 2
(05911 —HUARH B AR IR A7 3L , 0372 U BRI Ci—Coofs 22t
[0592]  —HUARH B A IR Bt , J0 372 R BRI Ci—Crabii gt
[0593]  —HARHY BRA K AR EA e 2 , 0 H 2 B R BRI Ca—Crof i i 2
[0594]  —HUARH B A AR 75 3 , J0 32 U B AR B Co—Cro 75 2 »
[0595]  —HARH BRA K AR LRI 228, J6 2 BUAR ) R A AR R Co—Cro R A, B
[0596]  —HUARHY BRA K AR J 55 2 , 0 o B BOR A BRI Cs—Cro i 05 2,
[0597] R“YUFE:
[0598] a.i@z(2b F2d F2rF27 ,
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T D 2 -
R6_<\ tQ/ R6_</ Q/
™ 1K
4 2 1

(2b'), Zy (2¢)
T D/a = D/
= Iif C Q
¥ 1 s 1
Z, (2d), Z, (2f),
[0599]
(29) =%, (2h’)
T\\ Q/ T" Q/
-
1 1
@20 @)

[0600] anEcEcum%,jzR @%ﬁfﬁzb@dumf@ s

T T
R R
T T
(2b),
[0601] ( :Q} [ Q}/
1 (2d), 1 (2f),
T
/
T
N

(2h)
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T ™
7 %
[0602] L T\
T 1 Tl 1
Zn @) % Zn ()

[0603]  —AEASTAR LA 57 3% H —CHa . —NH.—S—~0.~CHCH3.—C (CHs) 28%-NR®, Jt; H 1% H NH.-S
-0, H.

[0604]  -T" i% H—-CHz2+~NH.—S.—0.—CHCH3.—C (CH3) 28%-NR®, Jf H.

[0605]  —&EANT” 43 Al 57 #h 3%k H -CHEL =N,

[0606]  —R*FIR A b 37 b 3% H —H.~F .—CHs . ~CH2CH3 . —OCH3 . —~CH2CF3.~CHFCF3.~CF2CF3.—
CHF2~CHzF B ~CFs, Jt FRPFIROH b b 37 h 3% [ H.-FEk~CHs, 7 H.

[0607]  —R%i% [ —OH.—0CHs.—0CH2CHs . —CH3EkH,

[0608] —R"i%[H =NH.=Suk=0, . HikH0, 3 H

[0609]  ~7'.fIns&0. 12883, JLHZ W in 20881, 3¢ HAEANZ S FATR A Az Hhik 5 -F .-
C1.-Br.=T.CN.-R*.-0R*.~- (CHz) -OR*.~SR".~ (CHz) rSR*BY~NR"2 , T >R bt 37 #h 1% 5 H 5 HY
AR EARAE AR Cr—Calii i , JUIH AR Cr—Calr 22 s BRI AR A A Co—Calfi 225, JUH 2 Cam
Cafis 21 5 B R AR Co-Cabfe i, JEH 2 Co-Calih e, Horprrad 1.2, 3804, JuHr 21,
[0610]  H R -CH20H.—CH3+—CH2CHs3.—CH2CH2CHs+—CH (CHs3) 2~ —CH2CF3+—CHFCF3+—CF2CF3.—
CHF2. —CHzF ~CFao fE— 265 77 X, o H 58 =75, RV HE I8 2b % 2h, S H A5 502b.
2¢.2g82h, FILHAFE R 2b. 2¢. 2g842h.

[0611]  FE—usiii 5 =0, LA = 75, RV @ 2bs2c , L H AFE@E2c .

[0612]  #F—sesiji 77 =, UHE =F 7+,

[0613]  —fR¥EA2bE 2L EMIHIT £ H m«scﬂﬁ%m%,fﬁt LTRSE-NH, Jf HT”
% [ -CHEE, =N, 3£ HLR%% F ~CHa 5k, JEHR &

[0614] —W%&Eﬁ%ﬂ%ﬂ%%tfﬁﬁﬂﬁkUﬁﬁﬁ ~NH.-S.—08§-NR®, Jt H: & /b — Tk
[ NHEG-NCHs , 58 S A2 , 4% T S5 RHA R E S, 76 B4R T2 -NH, I HR™i% H =NH, =S5l =
0, JtHiEHO0, 7 H

[0615]  —AR4E 2 Itb S EEANT 5 L7 H ik 5 -CHE =N, BT L2 =N,
[0616]  —#R4E N 2gBi2h AL G T %k H -NH. S, —08-NR®, Herpr T JtH 2 -NR°E{-NH,
I HT” % H-CHE =N, T" Jt H & =

[0617]  —#R#EX 21802 jHML-EWH T i B -NHE-NR®, Horp T7 JUHZ-NH, 7F HT” & =N.
[0618]  7E—sbsjfiJr 2%, I H 55 =1 J5 v , R°%E [ —~CH20H . —CH3 . —CH2CH3 . —~CH2CH2CH3 B —
CH (CH3) 2, It H:i% H —CHs . —CH2CH3 8% —CH (CHs) 2, 58 JT HiRC#2& CHs .

[0619]  FkZ ANz it — B st 7 M =, B AR R MM E T, RS E AR
B 58— 7 T 56— F 7 1M .

[0620]  FER* [t — I SLiE 7 R & , S HEARRMAMEE— T, RHESHEREHNE—
J7 B 28 —FJ7 1 -

[0621]  HRZ*HIoFIZ%H it — st i 5, S H AR KPS — 5, THSHEAR R
B S8 —J7 T 36 —FJ71f o
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[0622]  GERHE— IS T NS, B ARRMAME— T, RHESHEREHMNE—
D7 IS T T .

[0623]  7E—6sifif /7 3, S HEE = F 7 i RPEH -

[0624]  —HUARH) BRA Y HUAH Ci—Caki 5,

[0625]  —HARH) BRA M AR C1—Calfi 2

[0626]  —HUARH) B A A Ci—Ca 5,

[0627]  —HUAHBLA M HUAR I Co 5 22

[0628]  —HUARH) BEA A HUARH) Co— A i 2 5K

[0629]  HUAR ) S A HUAR I Cs—CoF4 75 55 , T2 HUAR 1 BRA AR 1) Co— PR Jot HE B AR
Y B A 4 A R Cs—Co— 24 75 2

[0630]  FERM¥ 30— 0 F B AR 7 i 5, S5 AR RIS —J7 T, BHSH AR KT
B T,

[0631]  FkZ° MpFIZ° (i — 2B S 7 UM =, B AR R MM E— T, RS E AR
BRI 28— 7 T ) 5 — T 5 Tl

[0632] DL RZAH T 1% 5 T AR st 77 =X -
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[0633]

ETI-T #4444 | IUPAC % Ak
04 AN (2Z,5Z)-5-((1H-3 S [d]2k ek -5-2) I F 30)-2-(%F F R AR L A HL)-3- 84

Kl J57.-4-

04 B_I (2Z,5Z)-5-(1H-FF [d]zk ok -5-30) 2 F 3K)-2-(4- AR R L2 H)-3- 50 T
ARl J -4

04 A X (2Z,57)-5-((1H-FFF[d]2kme-5-2) T F 3)-2-(0 F R AP £ IH)-3- 7T
F o o fr 4 BF)

04 F N (2Z,5Z)-5-(1H-3 3t [d]ok b -5-2) T F 5)-2-(4-F A KA T R H)-3-

KA R ek b2 4R

04 (22,52)-5-(1H-FFF [d]2k e -5-30) 3 F 35)-3-F A -2-(R AR I Rk kv
-4~

03 T N (2Z,5Z)-5-((1H-"3]"&-5-2) T F 3)-2-Q-FF A T R IH)-3-F ke bz,
-4~

32 (2Z,5Z)-5-((GR FF [d]E -6-2) T F 35)-3- K 3 -2-CRAA T ZUK R v b,
-4~

03 A A (2Z,5Z)-5-(1H-"3]"4-5-3) I F 3K )-2-(3F F R 2 2K )-3-3F F 3R

ot k57 -A4- R

32 A X (2Z,5Z)-2-(3F F R K L ZIHK)-5-(CRHF[d]Ek-6-20) L F 4K)-3- 7 T &
PR -4 -]
32 A1 (2Z,5Z)-2-(3F F R I L 2 JR)-5-(CRH[d]E sk -6- 2 ) 2 W 3L)-3- 2R T &

wR e bz AR

28 A X (2Z,5Z)-2-(3F ¥ 3R A T 2K )-3- 574 T A -5-((1- F A -1H-"3] e -5-20) & F
oy e 7,4

28 A1 (2Z,5Z)-2-(3F F R H T RIL)-3-FR T -5-((1-F A -1H-"3] 4 -5- )& F
ek bt -4
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[0634]

04 A A (22,57)-5-((1H-% FF[d]zkmd-5-2) T 9 20)-2-(3F F R AL B R H)-3-2F F
F AR b 4T

03 P N (2Z,5Z)-5-((1H-"3]%-5-2) T F 5 )-2-(4- A F £ T 8 H)-3- R HgE bz
-4

03 B X (2Z,5Z)-5-((1H-"3] % -5- 2 ) T F 3 )-2-(4- AR L T R I)-3-F T Hhoged
-4~

04 C F (2Z,5Z)-5-(1H-R F [d]zknb-5-2) T 7 3)-2-(F AL T 8 H)-3-(4-F Ak
SRR e b -4- TR

03 UN (2Z,5Z)-5-(1H-"31 R -5-3) I F 30)-2-(CR T A T 2R )-3- K B vkt -4
i

28 (2Z,5Z)-5-((1-F F-1H-"3] = -5-3) . F 30)-3- K A 2- (R A BRI g4
-4~

04 B A (2Z,5Z)-5-(1H-3K - [d]k e -5- 2 ) B F 3 )-2-(4- BRI A T H S )-3-3F F
A -4 TR

03 N G (2Z,5Z)-5-(1H-3 F[d] 2k me-5-3) T F H)-3-T 2 2-CRA T R )E =
.- 4- B

03 C K (2Z,57)-5-(1H-"31"%-5-20) I F 2)-2-(F 2L TR I)-3-3-3K A 2 )bz,
-4

03 N K (2Z,5Z)-5-((1H-"3]"-5-2) I F 3)-2-CGR A T R IK)-3-3-FK A 2 v bz
-4

04 B X (22,57)-5-(1H-F I [d]2ko-5-2) 2 F 3)-2-(4- AR A R RHA)-3-F T
FoE e b, -4

03 N C (2Z,5Z)-5-(1H-F F[d] 2k me-5-30) T § HK)-3-F 2 2-CRA T RIL g
-4~

32 B A (2Z,5Z)-5-(1H-3K - [d]k e -5- ) . F 3 )-2-(4- RIK A T H JL)-3-3F F
AR -4 TR

03 N G (2Z,5Z)-5-(1H-F F[d] 2k =e-5-30) T 9 H)-3-T 2 2-CRA T R g
*2-4

03 CO (2Z,57Z)-5-((1H-731%-5- ) T F 5)-2-(F A L AHK)-3- R THEd br-4-
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[0635]

i

04 N_K (22,52)-5-(1H- FF[d] 2k e -5- ) 2 F 3)-2-(R A 2 R4 )-3-3-F A
R ek b 4R

03 (2Z,5Z)-5-((1H-"51%&-5-3) I F 5 )-3- K 3 -2-CR A T R & el b -4-FR)

03 B A (2Z,5Z)-5-(1H-31 " -5- ) & F 35 )-2-(4- AR A B K )-3-2F F R
o Jo%.-4- B

04_.C_B (22,52)-5-(1H-3R 3 [d] ok e -5- ) T F 4)2-(F £ & R H)3-(4- AF
R ek b 4B

04 S N (2Z,5Z)-2~((Pe "2 -3-35) F A& T K )-5-(1H- R FF[d] sk -5- )& F

)3 R S 4
03 N M (27.,5Z)-5-(1H-"31-5- ) I ¥ 2£)-3-((choh-2-30) T 2R)-2-CR A B &)

Kol 7.-4-

AL (2Z,52)-2-(4- R T FIR)-5-(CRIF[APE-6-2) T T 4)-3-5% T K
-4
H_EN (2Z,5Z)-5-(1H-R F[d]okrk-5-20) T F 2)-2-(4- AF A 2 £H)-3- K4

k-4

04CG (2Z,5Z)-5-(1H-3F (AR -5 ) F 2)-2-(F AT HUR)-3- T Ao
*-4- B

03 F N (2Z,5Z)-5-(1H-"3|&-5-45) 2. 7 J5)-2-(4-'F RIAFRA T HIL)-3-F AR
b -4 )

04 CO (2Z,52)-5-(1H-R F[d]2k e -5-3) T F 350)-2-(F L T R I)-3- R THE
e -4

04_C_K (2Z,5Z)-5-(1H-IF [d] 2k e -5- ) T F 30)-2-(F A B 2HK)-3-3-F R

oy e b7 -4

04 UN (22,52)-5-((1H-3R FF[d] 2k -5-3) T F 3K )-2-CR LA T R H)-3- K HE
w74 BR)
04 D_N (2Z,5Z)-5-(1H- 3R 5f [d] 2k e -5- 2 ) & F 4K )-2-(5- F A bz 2- A T &

F)-3- K R e b -4-BF)

28 B I (22,57)-2-(4- RFIL T B H)-3-38 & 3 -5-((1- F A -1H-"3] v -5- 2 ) T F
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[0636]

FyE el b -4-FR)

04 N M (2Z,5Z)-5-((1H-ZRF[d]2K »2-5-2) T F 3)-3-((vA7h-2-20) F 350)-2-CGR &L
T F IR R vk -4 - TR

04 C N (2Z,52)-5-((1H-7 F[d] 2k -5- ) T 7 3K)-2-(5F 2L T R )-3- R vk
-4- )

04 C C (2Z,57)-5-(1H-3k 5 [d]zk ek -5-2) T W 20)-3-3F 2 2-(F AL T Z Ak e
- 4- )

04 N C (2Z,5Z)-5-((1H-F F[d] 2k -5-2) T 9 K)-3-3F 3 -2-CR A T RIL )R
-4

09 (2Z,5Z)-5-((1H-"3|%-6-3) I F 35)-3- 3R H-2-CR T A wb b -4-FR

03 C B (2Z,57)-5-(1H-"3]"-5-F) I F 3)-2-(F A L A I)-3-(4- FOR A g oz
-4~

03 DN (2Z,5Z)-5-(1H-"31%-5-2) T F 2£)-2-(5- F shobrnz 2- 2 B R H)-3-7 4

o £, 4

04 C N (2Z,57)-5-(1H-FR F[d] 2k = -5-2) T2 9 H)-2-(CF A& T R 3R )-3-F Hogk
Y%-4-BF)
28 B A (27.,57)-2-(4- BRI T B )-5-((1-F 2 -1H-73) e -5- 35 ) T F )3 F

R e el b AR

26 (2Z,5Z)-5-((FRFFek v -5- ) T2 W HR)-3- K HK-2-CR Ak 2 AR ) vk bt -4-
A
28 A A (2Z,5Z)-2-(4- BRI T B H)-5-((1- F 2-1H-"3] e -5- ) T F 3)-3-3F §F

AL e e b AR

30 (2Z,5Z)-5-((RFF [ -5-20) . F A )-3- 3K 2-CR AR T U vk g
-4-TFF)

03 C G (2Z,57)-5-(1H-"3]%&-5-3) I F 3)-2-(F A L A IL)-3-T Hog v bz -4-FR)

20 6-(132)-((Z)-4- £.-3-F L -2-(R A T £ g b -5- 3 3 F 3O R 5

[d]°% =& 2(3H)-FR

11 (2Z,57)-3-FH-2-CGR A T B I )-5-((B B HM-6-25) I F 3 ) v bt -4- R
04 R N (2Z,57)-5-(1H- R F[d]PRe-5- ) T F 3)-2-(4-# T 2 F K B R HK)-3-
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[0637]

A R -4 )

31 (2Z,52)-5-((FH[d]E ke -5-30) T F 35)-3- K 3L 2-CR AR T 2R vk b
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[0773]  —HUARH B ARG AR BA e , J0H 2 B H SR B BUAR I Ca—CroPA b 2t
[0774]  —HUARHY BOA AR 75 25 , 0 H A BRI B AR AR Co—Cro 75 2, 3 B
[0775]  R*FAR? o (BN S b ST 3k 1

[0776]  —HUARH B AR A b gk , I 372 B BER A B Ci—Crabe 2t

[0777]  —HUARH BRA A BUARIR) b A 2 , 0 I B R A AR C—Crabt S 2
[0778]  —HARH BOA A AR A 2 , JG A2 AR B AR A AR Ci—Cro s 22
[0779]  —HUARHY B AR B it , U372 B BER A B Ci—Crobii dit

[0780]  —HUARHY B AP B BALE 0 H 2 B H SR BRI Ca—CroPi b Jit
[0781]  —HUARH BUAA AR 75 £ , JGH A2 BRI B AR A AR Co—Cro 75 2
[0782]  —HARH BOAA AR MR 228, 02 AR R AR R Ca—Cro 2 BA, B
[0783]  —HUARHY BRA A IUARIR) J 55 2 , 0 2 B R A AR Cs—Cro i 05 2
[0784]  FirpRi RoMIRsH ) 2D — AN FE B A -

[0785]  FERHIIHHL T e B W F HY LA

[0786]  —HUARH bedik M B alohe it , o rp BRI bt B I S Bl I A0 45 X -M-Ar
(07871 -H. M2

[0788]  —hidk, JUHAECI—Crofidi , B IUH 2 CI-Cafii i,

(07891  —J&3L, JLHIZCI—Cioldi 2t , B I HZCi-Calfi B,

[0790]  —fhIE, JLHZECI-Ciolh It , B I HZECI-Cabe S, IF H.

[0791]  —Arf&Ce—75 %, Horh S L HUR K Co- 75 SE A8 &2 /b — MU K210,

[0792]  FER[UIHHL T e H W F B9 LA

[0793]  —HUARH bedik M B aliie it , Horp BRI b B s el I (0 45 X -L-Ar,
[0794] -HALZ
[0795]  —kidk, LI
[0796]  —dk, LI

~Cuokedk , EICHAECI-Cabii st
Clzi%% s B HAECi-Cali 2,

H.C
#&C
H.C
#&C
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[0797]  —Jedd, LI R CI-Crolh 2, I 2 Ci-Cablt I, I H.

[0798]  —ArJ& HUAR I BIAR A AR Co—Co— 75 2 BUHUAR 1) B AR A HUAR 1 C5—Co— 22 0 2 , BX
[0799]  —HWAR A Bl Bl B Y Co— 75 JE B HIUAR 1) B Al AR P Cs—Co— 2% 5 2%, LA G HEHL
AR Co— 75 FE B HUARIYI C5—Co— 2 05 T 048 &2 /b — AN HUARSEZ, 9F HL

[0800]  FERsHIIELL T, B 4 R M

[0801]  —HUARH et M Bk sl dit , R B e 266 s Bk Bl I .48 X -D-Arr

[0802] —ﬁEPD;%

[0803]  —fsedi, Ju L AECI-Crolie i, B2 Ci—Cabii 3,

[0804]  —Jdk, JuHAECI-Croldi ik, 2 Ci-Calfis 3,

[0805]  —edi, LI R CI-Crolh s, 2 CI-Cablt I, I H.

[0806]  —Arje HUAR I BIA A AR Co—Co— 75 22 BUHUAR 1) B AR A HUAR 1 Cs—Co— 22 0 2 , BX
[0807]  —HUARI B A HUAR K Co— 7 2 , B A 1 AR 1) Cs—Co— 2% 75 22k, Fo A JL FHLHUAR
{1 Co— 75 3L B HUAR 1 C5—Co— 2 5 FL AL 45 2 /b — AU IEZ

[0808] 7 uksififi =, LIV R R S — 7 L RYEH

[0809]  —HWARH et M Bk Bl it , I A e 22 s 2 Bl i . 36 3 6a -

Il
[0810] }Z_ g%

(X 6a)
(08111  -MA&&
[0812]  —fsedi, JuHAECI-Crolie i, B R Ci-Cabii 3t
[0813]  —Jdik, S HAECI-Croldi it , R Ci-Calfis 3,
[0814]  —Jedk, SR CI-Crol B, B L H AR CI-Cab e, 3F HL

[0815]  Z!%fT20.1.2.3.4885, 20,1 2883, BB H 208k, I HAAD 21 S T4
HAhZHi% B -F.-C1.-Br.~1.CN.-R°.~OR®.~ (CHz) :OR®~SR®.~ (CH2) -SR®BK-NR®2, H:H1 &A™
R st b 37 0 26 1 H s AR ) B AR A B A Cr—Coi 32, 0 R Ci—Cali 35 5 BUA A m oA ol B AR,
] CoCroffii 2 , JTH I Co-Calfi 2 5 BUHUAR ) B AR BUAR I Co-Crofh 3 , JEHZ Co-Cabe I, Horp
rie1.2.384, T Hr 21,

[0816]  7F—ulsizjii 5 =0, LBV R A 56— J51H 1 RE A -

[0817]  —HUARA ke s , A AR b et 46 6a -

M/©72(1o
[0818] 32— ay

(X 6a)
[0819]1  HMZ
[0820]  —Jedk, JLIHAECi—Croli it , L HAZCi-Cali it , IF HL
[0821]  -7Z'1fJT/20.1.2.3.48%5, JEH 201,283, BIH 208k 1, I H
[0822]  —AEANZ ML AT AR HoAth 7' OHhi%k [ ~F . ~C1.—-Br.~1.CN.~R°.~OR®.~ (CHz) -OR® .\~
SR®.— (CHz2) ~SR®B-NR® , o 4 ANROR (b 37 b 336 1 H 5 BUAR ) B8 A 9 AR R Co—Cao e 25, T
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HEC1-Calot 3 s B AT BUR B AR Co—Croffi Bt , JE I Z Co—Cadis 22 5 B A B AR 48 AR 1
Co—Crofht Ik, JEH A Co-Cofht It , Horbrig 1.2. 3814, T Hr 21,

[0823]  #tz 'Ot TAIZ ik — B I St 77 ST &, S5 AR RIS — I, Rk S E AR R
BRI 28— 7 T ) 5 — T 5 Tl

[0824]  FER*HE—BHISLiE T N E , S HE AR E T, RSB AR RN EE
D7 I T T .

[0825] 77 (Mo FIZo i — 2B S 7 s & , B AR R MM — T, RS E AR
BRI 28— 7 T ) 5 — T 5 Tl

[0826]  FERMIHE—HISLiE 7 NS, SHEARRMAME— T, LHESHEREHME—
JTHRIEE =777

[0827]  7E—ubsiifi X, RIS =7 RPIEH -

[0828]  —HUARM A B BRI Ci-Cabii 5,

[0829]  —HUARM Bl A B BRI Ci-Calis 522,

[0830]  —HUARM A B HUARICi-Cabl i,

[0831]  —HUARM B A HUAR I Co 5 5,

[0832]  —HWARM B A HUAR I CoFRKESE , B

[0833]  —HUAR A Sl AR A HUAR 1) Cs—Co— 22 75 35 , I A2 HUAR P B0 oA Al AR ) Co— A Jo 25 B Y
AR B A A BXAR ) C5—Co= 2275 L

[0834]  whROM it B AR Lty i =, SH AR — I, LS AR KW
28— J7 T 26 — 7 5 1
[0835]  whZ°(KIpFNZ° oMyt — M Seiti T i =, S H AR M E T, RS EER

AR 26— D5 TR A 5 1 U7 T
[0836] AT &5 i HARSE it 5 3K

[0837]
ETT-TH &) | TUPACKFR
23 C N (27,57) =54V FA FE 2~ (I 3V = J) — 3~ S g M e — 4~ il
23 T N (27,57) =2 Q-5 T & FE) —5- T P H Je—3- TR FE e Ak e — 4 il
23 QN (27.,57) —2— (4-F A BE A JE 0 S 2) —5— R 0 F k-3 2R D g s e —4— il
23 C G (27,57) 52KV H F—2— (R IE L ZHL) —3- T S nge s A —4— il
23 N K (22,57) -5—R M. H F-2- CRILZ L) —3— (32K A 4k) ML e —4—ifd
23 B X (27,57) —2— (4—FE WA L) —5-F8 W H F—3— 5 T FL e M e —4— i
23 C 0 (27,57) 52KV H—2— (R IL L Z L) —3- 2K £, FEME MR fe — 4~ il
23 N M (22,57) =54V H -3 (R —2—-J%) H ) —2- ORI 20 Mk e —4 -
23 F N (27,57) =2~ (4—H A FE R F R L) —5— 4% WV F k-3~ 2 JE Mg e 54— il
23 A A (22,57) =2~ O A 2R 37 22 2) 52K I F 23— FR 2R S g A e — 4 — il
23 (27,57) =5—R MV F J -3~ IR -2~ (R 2 2 e W Ayt —4— T
23 K N (27,57) —2- (3-ZK A FE V& FE) —5- K V. FF FE—3 4% L IE Mt Jie— 4 il
23 AN (2Z,57) —2— O HI 2R 8 7. 22 J) —5- 2K 7 Y J— 3R Sk g e e — 4 — i
23 N G (27,57) —5— 2V 3 —3- T Hh—2— CH W o k) et g —4— il
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23 N C (27,57) —3—"FF 52K V. -2~ CR V.2 FE) MEME Jot—4— il

23 P N (27,57) —2- (44 %I W & FL) —5-TK WV F -3 -4 FLIGE M Je— 4 il

23 C B (22,57) =5V H i —-2— (R IE L2 J8) —3— (4—Fi R ) EME Jo—4— il

23 E N (22,57) 5= V. F J—2— (FF 2 3P G ) —3— IR S g WA e — 4~ il

23 C K (27.,57) =5 F J-2— (R & 2) —3— (3K P 22) Mo MA J—4— i

23 BV (27,57) —2— (4= IR W Fk) -5 2K W H -3 fre FEME M e — 4

23 D N (2Z,57) —2— (5—H &k g —2- B W S Jik) —5— 2 VI Y 3T SR Ig e At — 4 — i
23 N L (22,57) =5V 1 k-3 (4-F R k) —2— CR WP 28 Jk) M e Je—4— il

[0838]  7E—dbsijfs y U, AR A R B 26— 58 — ER = AR Y AL S s (27,
57) « (27,5E)  (2E,57) 8¢ (2E, 5E) Sk, JLHALHE (27,57) 5k (27, 5E) FAgfk e, &
TeHALFE (27,57) FRIEIE A, ik a3 i 01 RAE -

R1
S—#
2 *
[0839] R—N= f
NT~0
l
(X la)

[0840] £¢Lkév®%ﬁ#mW%uwR%Wﬂﬁ%zmﬁXMMHMAxuﬁj
AR B A A P B A B 4l 2000w T A B A AR R RPAIRY B 5 2 A1 s SR ARTA]
[ X

[0841] A SCAd I ARE “FEA L2l 48 =90% FI 4l B, JU 2 =95 % 4l .

[0842]  fE—sbsiyti 77 A rh , AR BRI A P84 (22,57) « (2Z,5E) « (2E,57) 8% (2E, 5E)
T AR %jﬁﬁﬂﬂ5mﬂ@z%mmﬁ4@%L*%ﬁﬁ%£

[0843] TR ERTHHEHMLE

R\ :< I‘ R\N:<:f\R1
/ 0

(2Z,52) ; R’ (22, 5E)
[0844]
S
~~ “\R'
g, :<f /N:<I\
R’ /N o
(2E, 52), R’ (2E, 5E)

[0845] £¢WR%WEH52%%XWNEWQXO
[0846] Xk BH R HAAK S jit 7y 202
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[0850] Q Q Q

NS> N S\= N\ =
X X NS
N

QNO b Qo

@ﬁ@ 25 Q¢

O

(@]
/ O
=

(08511 AR 5 WY A 58 10y T80 R MR AR A i W 010 28— L 55— 35 = B D O i 1 Ak & ) AR

2530 i o
[0852] A K W EA BR /N T8 SR AS S BT A0 28— 5 — B = B DUy i AL &Y T

AT R A B 22 5 A RE , JEH A2 JORE R HTI& o
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[0853] A W IR &5 -G 77 THI VA S 24 2 11l 50 FH TV 7RG w0 p 2 B A A OAE , TG HL R P R
i R FH 3, BT I 24 2 1 5500 25 28 /b — PR 4 AR R W B — VB8 = SR = U 7 T A &
Mo

[0854] A W) 4k & W) /2 W8 AE 1) AEAZ I JE 3 B 400 1) 711) L 5 AN R AEAAC I BEFAAH . A
RGP R T RBRAT 9V AT R AR, G R A& 5t R AR H , i SE565 75 o B
HBIE .

[0855] L I HIAEATR L , AT LA LASURR 1) 7 U T ECS , 51 & Fh 24 34 F 4n ehr DY 23 2H 2%
N AFIIE FRTEER BT 28 FHCNS R R (Nicolussi&Gertsch,2015,Vitam Horm.98:441-85.)
[0856] Ak BH (R Ak & WO AEI6E 7 R A BlM 22 B A 1R 7 4 TR 1 R V0 S 48 9% 3 4] ik 55 AN
T I AR R R R AR AEAS N A TOAT 5 T A% T X FE IR T AR R AR E A P o) 2R
iE < BEE FI B 05 L 22 M B8 A4 i R R 7R K BR (AshtonMIMoore Acta Psychiatr
Scand.2011,124,250-61. ;AsoflFerrer I,Front Pharmacol.2014,5:37.;CorreaZs A\
Vitam Horm.2009,81,207-30.) .

[0857]  fE—uusiti /7 s, W LARLER I 2, JU M DA 2425 b mT ez 1) #h i 2 20 0 0
20 (D) A& o 3 T LN T P i 4 A i) SE it 77 2o A8 — 285t 77 A0, AT RA DL B AR
FeraA K G EE SR R A B (D BAE ).

[0858]  HHaly A B AR T IIE N (D) K&, ik 5E VIR G HLER , B IX AL £R
i, BNk, Ot 2 LA A 7 S0 g 5 b a2 1 #h & A 1 LR 2 AE AR T~ & e
M (A SRR IR IR S & & A AR R (EA R TR 1R  BEIR iR el 2 2R & &
AR EAR T LR OBEER LR IR R W A TR BT R IR « R ] L & oA IR 1k
LETHRE T RE 1) RSP ER , 10 56 HUARECCAUBEIE BOr) £ . 18 5 1 FH
TR B RABANER T4 80 85 B8R BH B8 1 s B AL R BH B -, i, B AL B (- %%
L) g Q¥ L) B = Q- L H) ik

[0859] % T LN E Y 5 BRI TE X TR 25 D15 &, 6 B SCRR SCH il 4k
A PNEATAT 51 PR 185 1 HLod 4 B A D o F8 A R 6 R AR, 25 T =X (D) gk
G5 R E A Rk 2 B % D) 58 & @ (D) AL SV BAEAT 5] FH N4 B AE Sy 72 45 A1
JE PR AR S KA o TR AT AR T 7K M s a4

[0860]  7E— S /7 2, 2457 il 71 A A8 A v 1 o () 22 20— MR A R B AL & 1)
AEE 2 — Pl o b AT e 52 R B o AE — B St 72U, 24 S R 2 D — Bl B R U
R A B B A A AR s P o0 o AE — e St 77 20, 24 2% 1500 A0 4 2 20— i 5 1 X
[RAR 4 AR BH A S W A 28 /b — Fh 252 b mT 52 (R 2

[0861]  7F—uusiji 77 =UHh , 25 % R 36 2 /b — P DL 3h VB AR e M4 L 245 BT 352 1
#h K E W S P ARG A R WA E W) o 72— Lo St 7 20, 242 1 70 4 22 /D
—FHLLER L ELAR AR A AT RS2 1 SR AL S T AR 38 A K BT A S P A A b — 2l
AIRERZ IR B

[0862] b Ak, A B Je 25 2 5], AFE 28 /b —Fh b SCHE R E WAE s 1 gy, i
Gy aT e s e B T3 SRR R IR ST o 24 5 1500 AT LG H RS B R I8 97 7%
[0863]  7E et 77 U, 24525 0 Tl A Tt FH » e L 11 s B SR i Y, E00 3
1Rkt FH s LA R 9T 1 ATt S s ik oA JUL A B8Rz T it FH 2 DI ade 1) o ) 57160 975 S e
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PRy » OG0 537 1 RS 70 () 24 5 b v 32 R B AR o 3 P s ) R R R T R T
(K17 » I ELBGR TP e I e R FATAMACIRDL , A 2543h 7o 2 At At FAR X O
Fot, A o3 R AR A e )

[0864]  7E— L8t 77 3, 24 5 il I ELAE 291 % ~95 %6 WG R Rl 73, SR A7 Y, 9 4, LA
JrFRUANTCA 77 2200 30 A R R 7)o Bk — 2D B RV RL A, 490 4m, R ) L 7R R
HLIRTR S BT 770 S IS 8 700 T 77 58 5 791 20 BSORI S5 o o 81l 5 47 290 005 ~ £ 1. 0y 1 A 731
JR ] o

[0865] 2Lty A, LA B LRI 5 3, B, 3 IR TR & Rk B T A
SR T I 532 #9484 e W IR 245 24U 37

[0866] £ — b Siji Jy X, 245 5 il 712 Vi A B 70 RO VL, A W 20 SO R T 2K o )
MBI 73 O S T B s A Bt B 35 37 1 e 70 B B 953 1 e 73 R) 384 (41
A R ) IR T BT TS BT, PR S8 7K 73 O S o VAT LA AE A FH AT A1)l o
(08671 2Lty A, W LURE 24 S 8l 7025k 11, A1/ B 28 22 A5l e I 7710, ) i
JEE TR0 R 0 I RN/ BEL A TR ST R RS R ) s AN/ B v I HLAA B
R 5925 A 4% 24 2 110 791, A8 36 5 DR D 9 PR AT R T 0 T ) D75 925 o P R YR B e R T
DU F75 ERG 71, AR NE s R A5 R P B 2 28 2040 PR L 27 4 3R A0 THERE T 56 2 0 mEL s e
ol 2, SR R AR E A, 1 et iR 80 CRALL N (20) 27K L ALHERE B IR TR)

[0868] £ &b /5 2 A, 24 “ Al 77 A4 i v (0 B, P i T AR AR Dl A TS
A b 273 B R A0 < B S B B o 7 — B S 7 2, 24 5 1 77160, 455 IR MU R I
Yt (¥ 98 500 » B SR AR sk DA 49 n AELAN TR AR i A5 A 3 RO e B R L 2 PR K
LRI AR T o R SRS £ 7R 1 ) 26 3 AR TT TR 2 AF T EAT ST B SR TE N 2 BB L, LA
LA s 1) B A TE B AR R 3T

(08691 & & (A AAIC F AL EORE , Aol (i) 4, L  REBRE L H R I B AL | 21 4 3K 5
AN/ BB R ES (90, Bl = F5 BRBE IR EAS) « ARG & 7 anvety (B an oK M2 KRB =
TERD) P L ETYEZR R T L T SE 2T 48 38 FR P B2 4k 3 AR/ BT L AR L e B A/ s 2
IS B 70 R 311) L SR R BT R » 3 A R Y R Ay S IR SR U ML et e P s 9 1 L 4
PR BE TR0 o 7 AR RS 00 JC A Wi 0 8 7R 7 451 2, e IR L T A A IR R L £ (A
Fef i 1 B B R T R A AN/ B 4 — I s AT AR

(08701 it iaf A5 FH fE JHL o R A BV A B P 5 PR A ALV 57 B 7R 5 0 v (R AR T
B, AT RO S SR S T A R, AR b i (1 A, P i W 0 A AT i AR B A
OGS el T A LM AN/ B SRR s B X T i A 3 Al Y £ 4
B TRV VR, Qe TR 2T 4 2R AT R T R IR B P P e 2 4 3R AT R R T R 1) 2% o T LA
R GUBh Bl o Z AN A R 0B TR AR, B, 400 B AR BRI M A 3 R AR ] 57 6
[0871]  fE— b )y 2, 3& & 1 ARt FH 8 28 2 1 7703 B 475 vy B R AL s ) AR I 5, A
F R 57) (ol 50 L e 52 L ol 1 2 s 9 o S o 88 ] A0 35 RO AR 3 ) 3 2 e
a3, 4N, 7E 53 7R ) (A0 B KVERD RGE AN/ S B ) (ndE A B IR R B8) LA S ATk i
Rt 2 TR VR 5 0 v 55 SORE T X R0 P B 20 o FE I T b V5 P 8 A 2 2 Y A ) v
Tl A BRI 7R e, AR RS 70 G R 0 9 A s o B A 2R £ B L R R
)R 7 R T, 2 5 700 FH R 4% 771 8] 4 50 48 £ 4 1L bR e i 7 IR et ] DA I - e
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[0872]  7E— st 77 x0Hh L & FH T B M it P 140 24 2 1) 350 A2 A9 2 9 P 20 R 7] 326
(1) 40 25 2H R AR 7R o 3 B O A 7110 258 TR 9 2, RAREA B H i = IR e A i iR VR 2 —
it B v 2 T B M T

[0873] 7 —uesij A, 252 500 H T W B Ah it A, v T /K 2 3 14 B 2 1R 7K
VIR A A BRI A9 R FR R A o A 1L BURE I AN/ B R T A 2K S R, BA R b
T ) i 58 AR R A A o PR R 2, AT 3 b R IR R T DL LG T E R, 9
HRT DAL B8 A1t FH R e s 28 045 36 10 8 70 o] SO A & 38w AR L FE 491 i 18 4/ it
(B VAR R T o P SEE FRT B 3 7002 48] dann e A e 790 A e A ot g 2% Al 26 40 7)o L 4 R
RHR .,

[0874]  —Mg ik AIA L

[0875] L& AIAL 2 i e AT RE B B 2 2 A A DU % L BER% (AEA) » (R) -N- (1- (4-F88
) —2-F2 £ 3) IR % (OMDM-2) \N— (3-Pk g HH 58) — (57,87, 117, 147) — &A= Y I I i
(UCM707) , [ L% —1-3H] -AEA (60Ci /mmo1) W4 3K H & [ U AR i Ak 2% 5 A &) (American
Radiolabeled Chemicals) 4 IMif A 85 &2 A AR TER I (BSA) (A7030) , i 4 i
(F7524) \RPMI-16400) 3K [ 1 [ o A% 35 B4 B 25 A =] (Sigma—Aldrich) -AquaSilTMAEALAL
PR S H SRR K /R A &) (Thermo Scientific) o

[0876]  [H*]-AEAZH 45 Hx

[0877] DA H B 5 vE AT AEALH Hu 6L A ] (1) 57 12 - 38 1 Biomek 300052 58 % T AR b AT
PO ANPEBD IR 7 B U3 TN ML /E 100 X g I BS0abmin, FFAERPMI (37°C) H &
T 2 R 2 X 10542 /mL o SR 5 15 250u L 40 i B2 (M RE 0.5 X 10N ) #4F8 A
96 FLTE 1 AquaSi 1 ™MrEAL 3 B i (Chromacol 1.1-MTV) o ZE¥SIN5uLA 5T (DMSO) BR AL &4
Ja s K AMIAE3T C N B 1590 FE RIS 47 H LA 10w M g FJOMDM-2 FIUCMT7 07 4% 9 [ 14 X
B AEEIBTMRET, — N =4 i AE100pM~ 1000 M I EETI-TH &Y. TRIE & )5 , Vs I
0.5nM[ Z EE - 1-"H] -AEA. (60Ci/mmol) F199.5nMIKI¥AAEA (243 B2 100nM) IR &4, SR JE 1E
37°C TR EREM B A5 %t 383 ZEPBS 0.25%BSATRIZHIUniFilter-96GF/Cid JE 7%
(PerkinElmer) b PR i 845 16 S 87 o 4 40 g FH 100uL 2545 1 % o i 117 BRBS AR UK ¥4 PBS 2% i
WL = IR AE T8 )5, 450l MicroScint 20N HRVE &R (PerkinElmer,Waltham,MA,US)
ININEFLAN , I 2 F il ZEPerkinElmer Wallac Trilux MicroBeta 1450 _FfE2474%4
A B4 AR DR e 00 B S o [PHT AEA (10OnM) T3 B i i R4S B 45 A WA S T
10% - 3833 GraphPad ™ 5 l: 2 1 1] U9 8 FH 7 B8 19 Log Gl 70) o B e B A B o (44> 2
0 BB R ICs0fH -

[0878]  FAAHIE 4

[08791  YEU93 TN 40 £I 3K (0. 18mg R [ J57) H L i 1 434 A [°H] —AEAE 1k FAAHTY)
IKfR (OmeirZE A ,1999,Biochem Biophys Res Commun,264,316-20;MorZE A ,2004,] Med
Chem,47,4998-5008) - 4 it £J 3¢ 1) 8% 4 B0 B T-0. 5 X 10941 (U937) 5 LARF 5 1 CoofEL B i
(R A FR ARABAYE: , LA T AEAZH A 35 B <2 - URB5 97 FH A A 4 3k HE o 4 FHBCA N 8 (F2 2R K
IR ] (Thermo Scientific)) BEAT 2R A B2 & o K 7E 10ul. DMSOH [ A R 84k & s
JAZEF10mM Tris HCT.1mM EDTA.0.1% (w/v) JoARMTERBSA HpH=8M490uL2)2¢ , F1E37°C
TR A 15708 ARG K 2R BE100nMAYAEA BN [ £ B2 % —"H] (0. 5nM) FR-S IV INZ 505K, JF
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FE37°C NI B 157 8o 3B ¥R I ImL YK ¥ CHC 15 : MeOH (1 : 1) Jim JI Z0Ig e , 12 15 S v o 38 i 7E 4
‘CRAE10000 X g B0 105 Bh5E B AH 40 85« EUR I3 . 5mL Ultima Gold[ARRVE &4 (FAE 1R /K
R4 dr Bl (PerkinElmer Life Sciences)) Jo, i ETri—Carb 2100TRE A [N 4R HriX
VAR R B S - 2B ) B CPH-H 0 43 25 A VR (5B AR) B 1 o 5 5 LA
TR TR P 7 AR o7 A S5 b B P 0 B 94 1 43 b SR 3K L 38 i GraphPad ™ v 52 1 Csofi B3R A —
A BIn=3H AL SEEG R R

[0880]  JUSF EFCARCBZ AR L &

[0881] 4 Hi7E [*H]-CP55, 940HUAR M52 (GertschZ N ,2008,Proc Natl Acad Sci
105,9099-104) H 4 35 1, REATETI-T4 A ) 5 hCB1 8L hCB2 52 AR 1) 45 & 45 1 . WIN 55,212-2
FHAE A A % R 7 B R0t , 44 20mg CHO-K1 hCBi BRhCB B il 7)) i A2 VK s, IF B T
Fe A B 3 A O P AR AR 500l 45 & 22 i (50mM Tris—HC1,2.5mM EDTA,5mM MgCle,
0.5% JCJEWTEEBSA, pH 7.4) Hh 4% [PH]-CP55, 940 (168C1/mmol) (3 [ 3G i 25 VK /K B 48 117 (1)
41 JRER A 7] (PerkinElmer,Waltham,MA,US)) ¥ N ZE &K E N0 . 5nM, 2R JG ¥ INT-51L
DMSOH ) 52 4+ a1 Joit o 7E 23 (25°C) TP IS & 2/ o 3850 196 28 &0 Wk TR 1)
UniFilter®-96GF /Bt (F14:2 /R B\ 7] (PerkinElmer) ) ¥4 £E i it i FE FH 16 Tul vk A 1) I 58
% PP GRS 120K B AR T8, ICHR /K &, 9 HLAR 45uL MicroScint 20N HRIE AW G
fEPerkinElmer 1450 Microbeta TRILUXEAA AR EHS L& JEIEWIN 55,212-2,10u
M€ JERr et 45 6, FE T A LB AER R4S A - 1Cs00

[0882] —f&& AL

[0883] R4 7 R1a iy R2Hh b i B8 A2, A P2 A R BH AL AW o A] DA SE SR 4 STk 7
EAE R R

[0884]

O

R1
R2 S R 2
N N R S R2 S~~~
ﬁ—< + O—f a \N:< l b \N:< r
NH
N
3/ / o /N (o]
R R

= LG

[0885] T Z1:a) VAR, A1 2 b) R'-CH=0, "R’ , EtOH, 18hE2eq . NaOH, AcOH,60~110
“C,3~24h GEfLTFJ . Med.Chem. ;2010353 (10) ,41988% ] .Med.Chem. ;2008;51,1242) ,RJ&H.
B al 2, 08, I HLGR B £ H A unclelBr.

R1
cl o R\ 2 s >
\_< p— R R% S~
[0886] T = a_>\N:< l —b> \N:< f

| N o N

R Rz/ R3/ o
[0887]  J5%2:a) V& 55, B ; b) R'-CH=0, Wk iE ,EtOH, 18hE2eq . NaOH, AcOH,60~110°C , 3~
24h CEALL T T .Med. Chem. ;201053 (10) ,41988% ] .Med .Chem. ;2008;51,1242) ,
[0888]  F4:

[0889] £ 1-ARALREL I
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[0890]

w B P 70/88
fe bt AEA IR %)
IC50 (uM)
/~NH 0.731
N~ S —
hY
o3
N//\NH 0.194
N\ S —
3
o N
— 2.3
Q NH
N~ S —
!
<
N 7.1
; N
NYS =
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[0891]

Yo

() ~ N
N/
NYS/
N
o

15.6

|
(0]
() ~N
N
N§(S/
N

@ o)

6.7

\O
Q N\//
NYS =
N
<

6.6

/
o}

-

NN
N\S/
j !

1.6

5.5
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[0892]

w B P 72/88
\O 1.0
NYS =
N ﬁ
o
Q 2.78
NYS —
N
o3
//\O 0.817
; o
N~ S =
N
o
o/\O 3.36
NYS —
N
o3
HO, 0.729
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[0893]
212
NYS
N
o
~(O 5.56
; O
N\(s =
C} )
3.26
; S
N§( =
N
o3
\S 9.94
NYS —
N
&
N~n” 0.515
y N
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CN 106660976 B 74/88 T1
463
N\(S =
@ )
11.77
N\(s =
C} )
0.291
N\(S —
C} )
©\\ 0.180
N\ S —
O
3.24

Qﬁ
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[0895]

O/ 2.34
N= S —
N
<
e 0.170
(e}
N= S —
N
o3
? o 5.10
N= S —
N
o5
o~ 0.440
N= S —
N
N
o~ 2.80
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[0896]
o~ 6.92
N Saz
N
oN
o o— 1.74
NxS\=
N
&
o~ 1.69
N~ S —
N
&
& OH 0.135
; S
N§( =
N
o
0.111
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i

B B

[0897]

77/88 Ti
OH 0.257
NYS —
N
o N
OH 1.45
7
~_N
N§(S ==
N
&
HN~\\ 0.107
)\\( N
N~ S —
N
o3
HN—\\ 2.14
PN N
N\ S —
N
G
1.59
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[0898]
/ 0.164
O HN~\\
; N
N= S —
N
o
HN ) 2.73
7\
- N
S
Nk( =
N
o
HN 16.6
\
}\]\ S —_
N
o5
o/ HN \ 1.07
N§(S —
@]
0.610
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[0899]

0.677

0.879

\‘\ 0.557

HN~\\ 1.84

0.657
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HO, 1.31
N>~ S —
N
(0]
Y O
—
OH 1.09
N= S —
N
DI
Q 542
S
NY ==
N
be
Q 415
NYS =
N
DI
Q 1.81
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81/88 Tl
2.29
NYS —
N
O~ %
o~ 7.18
N\(s —
S O
~0
o~ 2.27
N\(S =
B
o~ 3.18

>

N\(S —

(@]
/ (@]
=

[0902]

T2t — AL E VDI AEASEHL ]
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ETI-T- AEA#IE | ETI-T- AEAARIR
a4 IC,(S0pM)|  tba-4h IC,(50nM)

24_Q B 0.033 24_N_A 0.334
24 _Q_1 0.035 24_Q_N 0.373
24 P L 0.051 24 B N 0.419
2191, 0.085 24 _N_1I 0.462 10
24 _P_1 0.087 24 _P_X 0.509
24 Q X 0.137 24 P N 0.53
24 A B 0.138 24_A_L 0.616

[0903] 24 B_1 0.141 24 B _L 0.663
24 B X 0.162 24 N B 0.667
24 Q A 0.164 24 _A_X 0. 721
24 B B 0.170 24 0.817
24 C_N 0.170 24 F N 0.939
24 N_X D172 24 P B 1.043
24_B_A 0.176 24_S_N 1.43
24 P_A 0.176 24_A N 1.510
24 A A 0.286 24 _K_N 1.620
24 Al 0.301

[0904]  K3-3E— DL EWIIIFAAHFN 1]
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ETI-T- FAAH#7 4| ETI-T- FAAH#7 4|
et | IC, (SouM) | Aedh | IC, (50uM)

24_Q_B 1.288 24 N_A > 100
24_Q_1 0.037 24_Q_N 0.437
24 P_L 0.617 24 N_1I > 100
24 Q L 0.813 24 P X 2.63
24 P 1 0.170 24 P N 0.912
24 Q X 0.427 24 N_B > 100

[0905] 24 B 1 > 100 24 > 100
24 B X > 100 24 F N > 100
24 Q A > 100 24 P B 11.22
24 B B > 100 24 C B > 100
24 C N 1.585 24 C C > 100
24 N X > 100 24 C_F > 100
24 P A 1.514 22 B 1 > 100
24 A A > 100
24 A1 > 100

[0906]  FA-F—D LA PIMICBLSZ RS &
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[0907]

[0908]

10 pMF 10 pM
BTIT- d ETL-T- M
#CB1% #CB1%
Tt ftadh =
HEEE% HLEE%
5
24 QB 45 24 A1 58
24_Q_1 47 24_N_A 80
24 _P_L 41 24_Q_N 26
24 Q L 44 24_B_N 53
10
24 _P_1 61 24 _N_1I 82
24 A B 29 24 P X 78
24 B 1 42 24 P_N 52
24 B_X 78 24_A L 67
15
24 _Q A 74 24 B L 63
24 B B 3 24 N_B 86
24 C_N 68 24 A X 54
24 N X 43 24 1
20
24 B A 32 24 P_B 50
24 _P_A 83 24 S N 56
24_A A 30 24_K_N 78
22B_1 42
25

Kot — I E VI AEA S HU A ]
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ETI-T- AEAFZIR ETI-T- AEA#ZIX
e IC, (50upM) | #&H | IC, (50uM)

04_A_N 0.107 03_C_K 0.564
04_B_1I 0.132 03_N_K 0.564
04 K N 0.142 04 B X 0.578
04 A X 0.155 03 N C 0.610
04 F N 0.164 32 B A 0.632
04 0.194 03_N_G 0.677
03_. T N 0.262 03 C 0O 0.727
32 0.291 04 N K 0.727
03_A A 0.315 03 0.731

[0909] 32 A X 0.327 03_B A 0.760
32 A1 0.341 04 CB 0.861
28 A X 0.351 04_S N 0.878
28 A1 0.389 03_N_M 0.879
04 A A 0.390 32. B X 0.993
03_P_N 0.403 04_P_N 1.020
03_B X 0.479 04_C_G 1.060
04 _C_F 0.484 03_F_N 1.070
03_U_N 0.509 04_C_O 1.120
28 0.515 04_C_K 1.140
04_B_A 0.527 04_U_N 1.4
04_N_G 0.557 04_D_N 1.590

[0910]  K6-1E— DL & WIIFAAHFN 1]
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[0911]

ETI-T- |FAAH#7#|| ETI-T- |FAAH#7#|| ETI-T- |FAAH¥7%]
et |IC, (SouM) |t |IC, (SopM) | Aad  |IC, (50uM)
04 A N > 100 03_T_N > 100 28 A1 > 100
04 B I 22.909 32 > 100 04 A A > 100
04 _K_N > 100 03_A_A > 100 03_P_N <10
04_A X 14.454 32 A X > 100 03_B_X > 100
04_F_N > 100 32_A1 > 100 04 C_F > 10
04 > 100 28 A X > 100

[0912]  R7-Ht— DL EVIRICBI 2R &

[0913]
10 uM 10 uM
ETI-T- L ETL-T- iLF ETI-T- 10 pM7F
#9CB1% #CB1% . &
odh AEBLE ot i e ICBI%
AR EE 5% REEL% ARk A,
04 AN 71 03 T N 36 28 A 1 31
04 B I 43 32 37 04 A A 49
04 K N 80 03 A A 57 03_P_N 71
04 A X 27 32 A X 55 03_ B X 46
04_F_N 55 32 A1 43 04 C_F 27
04 43 28 A X 51

[0914]  £8-Ht— L L & YR ABASEHL A il
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ETI-T- AEAFZRIR ETI-T- AEAFRIR ETI-T- AEAZIX
ety | IC, (50uM) | fesdn | IC, (SopM) | edh | IC, (50uM)

22 K N 0.097 22 U_N 0.812 22 R_N 5.180
22 AN 0.111 22 _N_K 0.861 22 C C 10.420
22. B X 0.127 15 1.030 23_A_V 10.500
22 F_N 0.135 22 N_G 1.090 22 BV 12.540
22 A X 0.150 22 C 0O 1.200 15 U_N 15.550
22 A A 0.341 22 . G 1.280 34 > 10

[0915] 15 Q_N 0.368 22 N_M 1.310 04 _ AV > 10
22 B A 0.386 22 C K 1.430 15 R_N > 10
22 P_N 0.500 22_ D_N 1.450 22 AV > 10
22 CF 0.592 15 C O 1.560 22 _ E_N > 10
22 N_C 0.657 22 C N 1.660 22_N_F > 10
15_C K 0.692 15 € N 1.690 22_T_N > 10
22_Q_N 0.713 22 IC' B 2.170
22 0.729 15 T_N 2.640

[0916]  ZRIAN10-1 — B )4k & Py FAAHF 1| FICB1 52 14
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[0917]
ETI-T- | FAAH#74 ETLT- 10 pMF
#CB1%
et | 1IC,, (50pM) o4
L%
22 K N 6.607 22 K N 63
22 AN 19.498 22 AN 71
22 B X 19.055 22 B X 70
22 F N > 100 22 F N 33
22 AKX > 100 72 A X 41
22 AA > 100 22 A_A 50
15 Q N <10 15 Q N 5.7
22 B A > 100 22 B A 24
[0918]  FT11-3H— 4L BRI AEATZ B ]  FAAHF 1 FICB1 5244 45 &
[0919]
10 yMF
ETI-T- AEAZRIX ETI-T- FAAH#7 | ETI-T- 2
#4CB1%
e IC,, (50uM) e IC,, (50pM) e ] P
23 C_N 0.180 23 C N > 10 23 C_N 75
23.T_N 0.556
23_Q_N 0.598
e 6 0.753
23 N_K 1.120
23 B X 1.132
23.C 0O 1.190
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