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WELACRY 1-( ZHRE ) AYme -4- B - 8 HF & A ERHE
EABREFIFEY E AR T IR

[0001] AN BHWH B 5 B30 S Ay A= 15 S0 e A4 s, 491 G T B v A s i A VE b il
I 4 B R R AR % H (1) B B0 BRT FH T 52 M VR DA A0 2B K B ) AR T 5

[0002]  {EEATIRIHEA Y, &4 A TIE B R i A s i W EY) A SR A ED) IR
P3RS T B AN A A A BT A A A N — 2e R, B (a) X R e HEY

HRRE SR SRR AL, (b) W HVEHEAL SR A A FEREE A TE, (o) XA fifl

YIED B KA B I B B 2% AR (profile) o RIAENAEM KA
T 2H B emEA G Y T EA I E R AN EA S a8 & 5 EYE

WIAAZR, B T ARG o s SRS AL A9, (R ik SRR LR AT B8 HiAb
SRR TEA L, IS ARREHAT L Gr e DN A 7= At PEAL A W B35 Tk ek T A B 4%
1, = f Je 384 A

[0003] HABREIEMEMI-(F) FEE-4-[(0y) FREBREI WAL EDE T

EP-A-0822187 LR 5| FH I SCHR -

[0004]  US 4146721 2 T VRN BUR 2 A BBt R 25K ek £ s SR A o AR 24
5 A BRI @ AR AT R

[0005]  US 4,095,025 2~ 7 H T25% (Flndisg ) HEI 1, 3— ZJ 73kt me —4- PG
F AT ED

[0006] WO 2004/089931 A JF T 523 5HT 52 (K45 & Iy 45 iy A 13697 AR 59 ) 4 X
AR IEE e, LA M ) 1 A7 R b A AR B BRI 2R Bt g —3- AR T .

[0007]  H T RTIR R A, 575 £ TR AR b de 8 1tk it A B T BB i i PR AR

BREF, 8T ER & A MmN SR ey, B—un R A51E ] A A R AR RR
F S A KT T
[oo08] A BHERAE T (D) Mtk &9 I
[0009]

., R R’ O0—R'

R,

(1
N{ \ Rso ,
I-Iiet(Re)n

[0010] Hrp

[0011]  Het A &HMANIIR FENIR 7178005 BREE AT, Horh b 20 R 7 A BUR 7
I HER T 2D — AN EUR AL T S IR IE AR IR 19 1, 3- £,

[0012] R AEBk AT K AR A, Pk S s AT U R JE BT I AR I 2 A 256, Hoh i
PE R TP A S B A A FE BUAREEAE N B8 1 2 30 Mk IR 1 Lk 1 2 24 MR 1 Ry
B2 1A 20 MK RT, B



CN 102083818 B OB B 2/170 T

[0013] = SiR°R°R°. -NR°R" 8{ -N = CRR" f{J3L [,

[0014] oo, FEHUA $2 &0 =AU, ZE 7T R RO RE LU RY 4% B B 37 i S s T
IR EIE ;8 R R SRR F—8H—A 3 2 9 U, Tk 205 T TR &R 7
A8, AL E AN BN E NGO M S I E AR R 1, F HH A R BRI SR B
RO R SRR F—A—A 3 8 9 Ul EES S 1 2 3 EA N, 0 & S LR T
(R ZR IR, T B il i PR B A 35 A AR A ) BRUA R T

[0015] AR FTIRFE R, R°. RC B R AR EURIEAE N & B & ik 30 MR 1 bk
M A 24 ANk JE VRS B s 20 Mk T

[0016] R* b &, & 2, 8 K B B 80 dk — AN sl 2 A0k A & 3. (C-C) - Bt A5
(C,=C,) - Fehi B (C,-C,) — AL IR IR B T BRI (C,—Cy) — BE 2

[0017]  R* &L K, 8H KB K 8id — AN sl 2 A0 A &L (C-C) - Bt
(C,=C,) - fhi ik e (C,-C,) — A UbE A IE IR A BT EUARI (C,—Cy) — HEdiE, 8K

[0018] R’ FIR® HEAIATIERIIRIR T— R 5H 3 2 6 Mk IR T H A sl > ARk
I, il 3 A R ECAR R B 3 — N2 NIk B ki3 A (C—C,) — e 2B 12 A i BUAR, FF AL
[0019]  R* H& K EHEE (C-Co) — Bt (C,-Co) — Mk ok (C,-Cp) - Sk, Horh g jm 2
F B =R % B A AR BRI 8CE B — a2 A1k B U IS BTEUR i 2= VU RS
(C,=C) — FEAEE. (C=Cp - s fUbE e EE. (C,-C) — BdEE —(C,-C) — . (C-C) - Hihn
TV SRR ki3 i3 (C—C) — Fedel (C,—C) — mBEIRIARIT (C—Cy) — FRBEdE ;B
P i A AR BRI 80 #— ek 2 ANk B LU BRI U - i3 Vi 2E . (C-Cp) — bt
(C,=C,) - AUBEA L (C,—C,) — Je%aldE — (C,—-C,) — fefal k. (C-C,) — bifi ik LA AR IR 1 32
I (C=C) - FEdkuk (C,—-Cp — KARREIEEUR (C,-Cy) — Fipids, Bl

[0020]  (C,—C,) — BREEIE (C5—Co) — BRMRIEEN (Co—Cy) — FAHRIE, I f J5 2 S 1) — I [ 25
H KRB BE #— a2 ME A (C-C) - Fidk. (C,-Cp - miflledk. (C,-C) -
HEn (CCp) — BREE (C—C) — Fedi & (C,—C) — miAe s s 2 (C,—C,) — Bl 55 i 2 [ iy B A
B

[0021]  ZR3E, HOGREURIEF B — B Z ANk B x5 V3 I R EE . (C-C) — ik
(C,—Cp — I (C,-C)— Mk, (C,-C) - rIE. (C,-C)— Fed 2k, (C,—C) - mifAbTsZES
(C,—Cy — JEda 2t — (C,—C,) — Fda . (C,—Cp — Fehi & (C,—Cy) — el | (C,—Cp) — A bEBEZE
[(C,=C,) - Frda 2t 1 BRI K [(C-Cy) — mifUbt st 1 BRIEIIE [ Py BUAR, Bl

[0022]  (C,—Cy) — JEBLdE, Ho RBURHI B B — ek Z A1k A K& 32k (C-C) — Fis
e (CC) - KRR (C-C) - FE5 2t — (C,—C) — Ji5 . (C—Cp — b2 DL S ARk 4
K2R (C=Cp) — FEdkak (C,—C,) - pifRURE IR (C,—Cy) — FRGESE L A Fr A, Bl
[(C=C,) —Feda 2k 1 B, HO KRB 4 — 2 A1k B ik &= V5L (C-Cy) —kesl k.
(C,=Cp) — mfRBE S ZE . (C=C) — FefalFE —(C=Cp Ffdk. (C,—C,) - fefndk LLA AT L4 b 55
I (C-C) - ke 8L (C,-Cp) — mARLEREHURI (Co—Cy) — FRPEIE I B TR, Bl
[0023] [ (Cy=Cy) —HBelE ] s, HON KRB B — e 2N A iz (C-C) - %t
HeL(C-Cp - mfULEEE . (C-C)— s, (C,-Cp— Bk, (C-C)— FedEE. (C,—C)— piflbes
5K (C—Cy) — Bt ZE 1 255 1 B A,

[0024]  R* 40575, HoW KRB U, H HAFERRIEAE N & 6 2 30 Mk a1 i

6
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M 6 22 24 NIRRT VREIZ 6 & 20 MiRIE T, BR

[0025]  —AEA 124 DEA NS0 A S I IRIR 1028 07 55 B, HOA AR B B
(17, 3F HARREBURIEEN A | 2 30 MRIE T UEH 1 2 24 MR 7 REe 1 2 20 4
IR, IF H.

[0026] (R, A n NMHUREER, i R——4En = | FIE 0N — 28 8045 N HUR S R
WA ——FE n KT 1B F— AR R RE AR R AL A " AT
BEEE, (C,—Co)— BEdE. (C—Co)— MfALEHE. (C—C) - A —(C-C) - Bk, (C,—C) - Lt
B - (C=Cy) — gk sl = [(C-Cy) — Hidk ] A pidk TR HE - (C-Cp) Fidk. (C,Co) — ik
(C,=Co) = MARIAETE L (Cy=Co) — BRIE . (C,=Cy) — HIARIRIE . (C,=Cy) — HELRTE (C,=Co) — HIARRES
FEL (C=Cy) — Bk - (C,=Cy) — Bra k. (C—Co) — JEMiZE . (C,=Co) — mifChEmiIE [ (C,—Co) — %t
R ] ISR, [(C—Co) — mIfRESZE 1 BiRIE . (C,—Co) — HEBEIE . (C,—Cp) — mIARLEBEZE \ FRak —
[(C=Cp - kedk T 2 Fh Pt Hml = [(C,—Co) - Witk ] 255 sk — [(C,—C) - % st ]zl k.
N=-[ (C,=Cg) — BEFE 1-N-[(C,=Cy) — KE3E 1 I (C=Cy) — HEIEWRAMEIL | (C,—Cy) — HARBEIEE
MATESE . (C,=Cy) — e MRS . (C—Cy) — AR . (Co—Co) — FRKEEER (C—C) — M4
55, Hoh s Ja 48 AR T % B O REUR BB B — B E AN H K2 (C—C) — kit &
(C,=C,) — AR B PR, 7 H

[0027] n A 0.1.2 8% 3,

[0028] 18 it A 1 I T ML IR B MLER —— 11 40 HC1. HBr H,S0, B HNO, LA Kz ¥ 1% 55 fih
M—— BRI A (s S skke a5 ) b, X (D Wb &Ytk DUBR 710
AR AIERACE (BFINEEREIR R) W SRS R LiZEHE (BIinsEE ) Bk
P ER e Bt AR R A IE BREE (FI U RRBOR R ) B A A 3E i B & AU e
o FTIAER MBI, 48 &k, RE a4 e th okl + 4 g 4k, JU Rl dh SR Eh s ekiedh, 5
A WU B 2h s 26

[0020]  7EX (1) Kbl a X7, A8 HARe 2 R B o) 1t B i LAk 2= 28 A
AR

[0030]  WI/KAEZEF (WL R' (55 ) ST 6 il 4 0 T K A 0 2 2, 490 a4 7 1 2534
SRR SR AERE A AR B A T AT KR I BE T, oAb A R IR R L ] -CO-OR' (R' N2 4) 1
(1) BRI E A RIRIER -Co-0H (1= (D) 4b&4 (B, Hh R = HL &Y (D).
AR 2, AT KRS 2 SO B R b R = R SE sl R PR BE 10 5 [, L o i 4 R 1 T o 56
A AR B BB, B A A — S n 048 K fid

[0031]  J&JE M FE F oo B A IR IR R PR ol 0% B ik M k. (AT IR IR ZE 1
UL ) IR 2 A WL A, SLARR ) Qe I 4G 2k e S8 IR BE I R A 3 | 05 3
WIEVZEEE 2,3 AR B AR A XN HUE A TAER A& L GRS, B iRt
(hydrocarbonoxyradical) st E 48 YR FIEFER I R,

[0032]  BRAEF HAkHE X, ridi@ e RE &A1 2 20 MR T BRI | & 16 Mk
JR R L E 12 DRIE T,

[0033] PR SE——t4e BRI e S e A B i AbE 2« pii Ao AU L ot 2 B ot
DL K AH B AN ANZE ]/ sl BRI 28 [ b R 2 —— 2% B BB B 42 n] Oy B el S s
iR
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[0034] LR (C,—C) - BERE"RATEH 1 & 4 MR TR R kR, R . 2
FE1-TNEE2- TR 1 TR 2- TR 2- RN EURUT . B SRR E i R T
TV e (I« (C=Co) — BEFE" ) AH N Mt AL 55 58 2 05 SR 1 1) BBl B S e e 56, YD
FRAE Tk S5, 36 & 5 16 DMRRIE T ket

[0035]  BRAERE M Ui B, PR B EARHR B 4L, Bl A& A 1 & 6 MR IR 1 18 BRAE AR AR T
THOL R AR (BN sE St ) s ol F—— g G A RN —Ff 2
F 6 MR T etk RS A S (BInkeaEE . mREREZE ) A fkedt, et 3k,
LHEVEBCE NI IE T ek 2- TE L RE . O (BlnECE . F ek 1,3- ZFET
B JBERE (BIANERERE - MIECR K 1,4- T HIERIL ) L S dk g xR T BTk
BFE )R] Be AR A R IE N, B0 2062k RN 2 1- 2 —2- INR2E . 2- 2k -2-
WE 22— TR AR 2- AL G Bk O 28, DI 26 1- AR 2R TN —2- 4% —1- 22,
2= FUREPY —2- 0 —1- 26T 2= - 1= J6. T -3 M - 1- 2 - T -3 4 —1- Jkak 1-
BT 2- 4 -1

[0036] JEZEICELFRFE RS A 2 T — AWM BRSO BRI, il 1,3- T Z 465
K1, 4- RSG5 A SH — SN 2R (cumulateddouble bond) [N — 44
(allenyl) BREMZ M (cumulenyl) , BN 4528 (1, 2- W MG2E) 1, 2- T 2. 1,
2,3~ N =%k

[0037]  BREEGBIANBRNEET 2= e —1- BT 3- bR —1-J . 1- AT -3-f -1- 2,
HIFER RS AZ T A8 ShH DA =8B U B R B
SRS BN 1, 3— T ZFE B 3- ok —1- B —1- 3 (3-penten—1-yn-1-y1),

[0038] 3 & 9 JTlRIF A (C,—Co) — BRLEREEL (C—Co)— MM@dt. (C,—Co) — BRGEE N A ik
3-9 AN R T BRI R R, BIANPR T I IR T 3k VIR PR O3 IR B IR BR
FIk o FEEHURBI BRI B 00T A BRI PR A R B S 7E iy, 2orh R B2
AT X A B RS b, BN cbi g (alkylidene) , BIHIVK 3L (methylidene) .
[0030]  (C,~Cy) — FNIEHE M TRINII & 5-9 ANBR R 7 RT3E 55 75 1k 1T 0 43 AN M R ER AR A
B 000 1= BR TR 2 IR TS 1 M ROA IR 2 BRI IR 3 BRI SE B 1- ORI
2- R OUFE 3- IR OGRS 1, 3- B R ER 1, 4- SR s . EEUR IR R R 1
T AR PRGSO AR A VI

[0040]  IRpEFE—W AR (C,—C,o) — IWEdETE AR BIIReEE— 0 i i U B 1 B
B BRI A, B A A B I E AR E . ESCRERE RIS OL R, 48R, R ERAER T
] 4 SUEEAC R (AL B R AT BERY =B = CH,. = CH-CH,.= C(CH,)—CH,. = C(CH,) —C,H,
8{= C(C,H,) —C,H;»

[0041] 122 A G 3 S VR B . p AR 2 AR 2 R i AR IR A5 B A A R BN
[ ) i J T —— LI G R0 SRR, R iR 18 AR A A BUE A U b
FERBREE, ) B g AR R LA i AR kR 3L CF,. CHF,. CHLF. CF.CF,. CH,FCHC1. CCl,\ CHCI,.
CH,CH,C1 ; i A4 48 55 A 46 1 OCF .+ OCHE,« OCH,F CF,CF,0. OCH,CF, 2 OCH,CH,C1 ; 3R Py 25 [F]
FEIE FH T i AU JE AL e i AR EE T

[0042]  J5HEEN . BRI IR OR R, A AL AR A DY A 2RI e AR 2, 3- AUk
FEVIFM I AL (pentalenyl) 5656, Pl 2k

8
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[0043] R 57 ZEIE G 2 IR R0 an DU A 2R 2k VB G L 2, 3- 2R3k I Ak Ik
ARk, Hh R ff TR b

[0044]  ZREAGLP (J03AZE) B F i&'w R (=HA 2Dk R — D AR T
ﬁmﬁf@%ﬂzzﬁa N. 0. S\ P.B.Si. Se HIARJR TAUEHIBRIR ), A MRS L AN i) s 07
1), F HALH] g RECR R BT, o2 s TR R B

[0045]  [RAEFI1EE S, AP ARIE AL S — DN EE AN e 1.2 B3 MR, 28R 1
LRI B NLO K S sPidth, Rk 3R 05 3 2 7 MR F IR A B 80 570 5 5.
6 MINEF I T IESE R o PTIRAIRIE T B W — A A 5 IR B EOR (420555 ) , i X
WL HEAERR, P ED 1 PMHREE—ADERENRIA T

[0046] G SR BT IR AR BASE B B A A AR AR, HomT A& 2 OB BRI B o fRIE R
AR R N = o7

[0047]  fEEHURHZL ARG 2 A &R, 140 8- F AW R [3. 2. 1] F3Eak 1- AR
BF[2.2.1] Bk,

[0048]  fEIEHURHIZFMEHLFRIRIFR R, )40 1- %8¢ -5- E % — 1R [2. 3] O,

[0040]  PLIEEA—ANIE H NJO K S 24 IR 1 IR 2 05 MR AL, 491 G T s\ Jo MR [, itk g
oS L AN S S R R

[0050]  hAb, IEARIE & 2.3 BE 4 AR IR T IRAH R 2% 05 R FE [T, 491 an s g 2k | WA MR G L ik
= ANl SNV O 1L AN S B S S o ] B A 1 S N e 1 g
L,

[0051] 7Rk, REEH 1 2 4 DA FI T si/S e 7 B A, B, 1, 2, 3- =3 1,
2, 4— = WJE  PUMeRE | S L 1,2, 3 NE ML 1,2, 4- T Mg 1,3, 4- TR ML 1, 2,
5 IR ML 1,2,3- ME T MRRE 1,2, 4- E TRIE (1,3, 4- METMRIE 1, 2, 5 ME T REL g ms
F1,2,3- ZHEEE1,2,4- =EFE. 1,3,5- =MRFL1,2,3,4- PUREREL1,2,3,5- PUBEEE 1,
2,4,5— DYMRFE  WEMRIL | e W A TP JEE | e IV M L b A (IR A

[0052]  UbALSEARIE S 3 DNER 71 F e AR 2% 0% 3 AT, o 1,2, 3— =i —1- &
1,2,3- =M —4-3£.1,2,3- =M —5-3£.1,2,5- =M —1-3£.1,2,5- =M -3- 5. 1,3,4- =
M —1 - %134 M -2 FE 1, 2,4 S -3- BE L1, 2,4 S 5O

[0053] I EEARIEEAT 3 ADNEUR T WIS TORIIR DT B, B0 1, 3, 5- =k —2- 5.1,
2,4- =M -3- 3. 1,2,4- =ME-5-FE.1,2,4- =1E -6- 5. 1,2,3- = —4-3£.1,2,3- =
g —5- 4 ;

[0054]  ILFEARIE & 2 NEJRFH L ASEUR F I TL oA 2 05 RFE A, il 1, 2, 4- g
T -3- 1,2, 4-TE e 53 1,3, 4- B -0 BE 1,2, 3- Mk —4- JE 1,2,3- @
Mk -5- 3 1,2,5- I ms —3- A,

[0055] 3 BEAJL I & A AN BUE 1 A1 — DL S5 1 1) T e A% BRI 2% 05 AR A el 1, 2,
4—WgE M —3- L 1,2,4-WE M —5-JE 1,3, 4- WE M —2- L 1,2, 3- e —4- 3L 1,2,
3-ME M —5- 3k 1,2,5- ME M -3-

[0056] & SELIE & VA BUR 110 e 4230 I 2% 05 e 1T, i 1, 2, 3, 4- DY Me —1- JE
1,2,3,4- P4 me —5- 3£.1,2,3,5- P4 M -1- F£.1,2,3,5—- P4 M —4- FE 2H-1,2,3,4- J4
M —5- FL 1H-1,2, 3, 4- PUme -5 3,
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[0057] L SEARIE/STCAI I 28 05 R, 040 1, 2, 4, 5— DU -3
[0058] I FEALIE S A AR T — 4%F¥&mf¥mﬂmmﬂﬁmﬁﬁﬁﬁﬁwu
1,2,3,4- W@ =M —5- 3L ;1,2,3,5- = —4- J£ 51, 2,3,4- BE=mp —5- 3L ;1,2,3,5- BE—=
M —4- F
[0059] & BEARIE 7S JCAR IR B 2% O IR BE AL, 4ol 1, 2,4, 6- WE =R —1- 3 51, 2,4, 6- WE—
E —-3- % ;1,2,4,6- BE=E —5- 3L,
[0060] ﬁt% RIEESH—ANIEA N0 K& S BIZR TR > S sk se S I A4 I8 1 1
FeIRFE I BOA, 9 WA AR e 58 SR AR T e 2 VR AR BRI 2 (= DY SR 256 ) (B2
ML bR 2 Mk P e 56 B WR e 256
[0061]  BhAb, IEARIE S A PIAIE A NLO B S 2% R T 1/ S Be S 2y H 9@@@
19 AT WIR M I\ 0 NI ARG 56 | S W AR 6 WA 356 | S AR 56 % R b . 3
THEEUR A 24 A RS DL R 38 S e BURE L A AN (ox0) . F)ﬁzi’fn%
WRAFET AU Z A AR 7 b, WHanfE N & S F.
[0062]  ZYMFEMILIESEHI N A 3 22 6 DNIR T 2% AR, 2 [ ke 5 | mewy 55 Wi
%\HH:”%%\HELZ‘FEJ FONER TR 3 A T e RO I R A (= T R
N L% o SN R S R P 7 e =Wy o S =737 N I B - SN = /3 7 N I 8 5 =37 N3
P sBUE AP A2 R T I AR BRI AT, 9] donis g 56 WA IR L IR I | — R L | WIE L | R
T TR | S I L | MR WRIR I | AR AN S A W MR A | S I A R
I L | SR I e L e N IR
[0063] ik ¥y 2B Ik A I AL HE A TR AR 5 2% 05 B8, 190 20 2 R 255« 28 e PR MR ik 2 g
Wy R JF S Ry L | S5 2R R Ry FE V| WL | SR | WL | ma| ML | R R IR MR L R =
ARIFUEMEEE (1, 2- R B ML 2, 1- AT S WE ML R JF R |1, 2- 2R JF e ML L2,
1- 2RI SpmEmpIE 1,2,3- ZEIEME —mpJE 2,1, 3- ZEIEIE —mpIE 1,2, 3- ZEIFmE L 2,
1, 3— ZE 5 ME Ik Wbk | SRR L PIRRE L2, 3— TN EE L e Rk L L s DR bR L 1,
5 ZRANEREE R IF R A R Ik (e I P ACEIE  ROF -1, 3- TRAE 4 TF 1,
3= AU K AN ZROF -1, 4- AT, IR EL R RE, e N- AL Bk
[0064]  —EERREE I B — A EE AN B — RANEER B2 w LA BURET, %
B AR 2 A AH R/ SOAS R 45 04 1) 25 ] [RD g B AR
[0065]  #REUARHIFE ] () n g AR ) e 3k I 35 3k IR B3k L 5 ik IR SE R L NIk
Jo 2 7 A BE ) A A9 R AR EUAR O ik 25 R A AR 1T SR O U 25 L, b IR A2
WI—ANEREAN—RIE 1.2 803 DN——3% H K5 e i 2 R 5 U I R A
T B AUEE B AR R IR B RO L IR S R L R b R S R B AR
I (IBEER I AN R ), Mk W R E L L e SRR, DL R AE RO I B A o
NI AP | AR B B A | e AR IR e AR I BRI B e B A B e I R R
B s ARTE“BEUR I B —— I i R e S, BRI, B T i i e
DA, A S (R AN AR IR 5 B 0 5 e 6 AT A A SR AR P 25 L 2 L A 2 L B A 2 L R
TSR TR & A R TGE 7 B B BRSBTS A48 A I S ai i X g S 703 |
[RTEAREE I ER ARAR AR, ] A gl IR e 5 P —— 49 gk PR BRIR & —— U .
[oo66]  LASizfs] Jy A4 S EUAREE ( “BR—HURZER”) , A5 e 40 Iy, W] A 220 M g ik
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—BHAR S ZHBURER” ), g — AR — BURZE B 2 SCREBURZE AT AH
M S B ZFR TR o ARTE “HEURRIZE ] DU s A R A — A B AN U Z 22
[0067]  “IELAhEEHE]” $7 5 — N HURZE U B4 1) — AN T B A R A S5 1 o
[o068]  FH T BT EUAR 2 S I DL AR SE Ay 49 dan

[0069]  ZJE. R i 21 A IE HUIE SRAE RIS VIRIENL . SFL. SR RATESL eI B
i FE R IE ORI | PR R R AL L R A I N SR AU L B I I LB ARE BR e
SR IR AR  BE R IR I AR R A R IR IR L D7 SR RS L RS R R IR
FEIREE | J7 FE P IE e I IR SRR A R I PG TR I L P IR I | e B W TR I
B FERRIEIL | PR b L G SRR . e R S LR  N- e L B IR LN, N- e R I
B N- e B SR IREE  N- e B S —N- e B BRI L 05 B8 A R R R
TS T AR MR RS

[0070]  JEF R BURIE — B S — MBAT S A A N i, 808 — AN iR IR 1
CH £ B CH, 55 4% 2% S5 1A RO AH R A B, AT Be— D6 80 AL i 4 25 2
ISR AP e N

[0071] AT ZEEUAR 1) 2R FE A0 16 1 28 2 8l R A BB — AN B Ak B e 5 B
(C,=Cp — Bt FE (C,=C)— i AR FE 2. (C—Cp — e % 2 —(C,—C) — Ft & (C,—C)— Ht 4 2
(C,=Cp) — mfRBE A ZE . (C—=C)) — eda it — (C,=Cp) — sl gk (C,=C,) — e 2k B 2k () B 11
AR 2R 28, R R AT A — D2 N E A KR (C-C) - ki (C—C) - mifAki s &
(C,=C,) — Je A FE 25 A BT AR I 24558

[0072]  FEEA RIS TR FIESUN, RN EA 12 6 NMirJE T ik 1 2 4 4k
AR 1B 2 MR L . — R, DLk BRIk B s aE (B A sl -
(C,=Cp - fedk (RIEFEEB LI ) . (C-C) - ikt (Pt =mHE ). (C,-C) - fd it
(PR R AT ) (C-C) — mARE IS AT RIS B L . AR 3 1) R B 3
RS A4S L R L

[0073]  BEEUARAIZIE (a0 BB B R 2 ) A I A B N- BRI B B (2 2
(¥ 55 1, 0 s Bl — AN B AN I e SE | e ST IR K 75 i 1R AH [R) B A [R) 385 1 BT AR 5 4
e PR R G R N TR R I L B T R N O R U B L N- B N- R
N- BEdE —N- BEEJE 2 N- 29508 ARG 1 2 4 ANRIETI5E5E s 5 3R 0E b A 255k sl il Y
AP RIS 2 L R, LA (C-Cy) - el . ik Py 2 RIAE IS H T B R R R
FEUE .

[0074]  WEIE N IXAE—FrA AR IR, A X H2 i R e b i — N2 5
BB =40, TR R A VI FE T @ — AN R S5 TA R T e85 . BERER
S A R HO—CO-R 1) —CO-R 55 1 B i il SR B A A BRI 2 A1, 49t A RO R AR 1 49 N— B
AR 22 FE 2 TR 1) IS e [ i TR B S 7 N— AR P 2= 256 PR TR TR TR 4 N—- A
LR (sulfonamide acid) JFEREIK BEIL 2= A

[0075]  WEEE A, 0 FRIEIE e gt It (an [(C,—-Cp) — Bidk 1 RIL ) HRILIRIL i BE TR
S AR EE RO R AR R SR R I | e S R R A N e -1 R AR e
NUBR BB o BTl 555 A 75 ot 2 BOAR FE 300 43 v ] 2 A dE— 0 B, 19 A e 5580 b e —
AN AN IE B 3R BRSBTS AR s R L o rh IR 1 S 4 4 B
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BT e SR TR U 2R B EE

[0076]  WEELALLE Hb A B SR mERE JE A, R AE— R HLER I 25 1, Forh ik g 2 5
PR R 7~ BB A e 20 FRE R e 53t (W S8k [(C,—Cp — Je st ] I
B ) VREEIRIL B SRR e SR WIS A e WL IR A

[0077]  SEOLIEHE, BEEE A& 1 &2 6 M1 el 1 2 4 Mk e B A
b, (C=C) - BEBEIEAN A 1 2 4 NIRRT IREGC IR AE B PRIR I 11 OH JE A2 J 2k A,
B0 R IESL  SWEAE  IE A TESE \ S A RS sl 3 1E = AP il T RS

[0078]  FEPAM“— A7 "RRN A B HENRIR T AR (D) EY A K BT
A= (D & (B WREE, L) Wiion “thad () 7.

[0079]  AKRBIAIRHE R (1) PR g SR s Ak R HREY . ik (D Bt
WAL T — A EE DA FRIR R T B R AR (D) ARyl B 0 . i B =4tk
0 72 ST AT RE R ST AR A A (A9 i e S Aa A AT e R A Z SRR L E SRk ) 3R
X () Wz, T H AT i AT IR ST AR S PR IR VR & 38 ok L V3R AR, sl ol S R R
IS 35 54T FH ST R A 2 4 S 2 TR SR ) %

[o080]  AKREHIEHELE T X (D) AWK FTA AR, B a A ) Tk (440
Wi / Wl AR SRR ) o FTid A SRR R AR e (D) tb &, BE R B (D fUE
Hf MR R P4 P i — AN AR R A R B B ) B R AR —

[oog1] X () L&D EREITAYHEIEA, x4 m Lhai vy i sk Tk LA S 3L
EAEYENR G XAFAE Rl 2 LA (D 4 B0 2 b AL R 2 sk 3 2 sl 51l
Y (EwKED ) KE.

[0082] RN T 3RAT BH & B SR A A SE AT (e Bk S/ B AT ) R o) 4 M R O
XA AR I (D 4GP e #h LA R B g, Hoh A5 BT & BL RT3
CERI I 2 Xz —, SOUH R B R S AR B & P i — 2854
{FAEITRLE

[0083] A/ HEE R R RVRNR & R, M FER, Bt T 552 F P12 X
(subdefinition) , LA R ARIE 5 BT 2 A — AN B2 N Lk e A &5 65 e i o [ 4
R E DS EDI Ak B R B H TR B H Lk & X TRLe.

[0084]  PLiiX#FERIA K X (1) 4G ei i, Hrp

[0085]  R1 MELKedd MAds 2k IR P BRI IR EE B 5 28, b B Je 48 S 1) 7 B
F1& B 9 KRB SR, B AL FEEUREEAE N & S s 30 MR 7 MLk & Ak 24
AR R VRE I B R ik 20 MR R T, 5.

[0086] XHE—NEH 3R 9 NHIRTFRIAMEREL, KU 12 44 EH N 0 & S Ik
J5 -, HOM AR B BB, H BAFERREENSA 1 2 30 MRl Lk 1 2 24 4
R TR 1 & 20 NIRRT

[o087]  FEUL, EALEM NG (1) s, H

[oo88] R' N&.

[oo8o]  fEU, BRI H MG (1) siddh, Hp

[0090]  R' 4 H. (C,—C,g) — %I\ (C,Cyg) — MiFE (C,—Cie) — BRIE (C,=Cy) — FRBETE L (C5~Cy) — FR
itk (CCo) — MMRILBICR AL, SOrb & Jr 4 S P 7 PRI B A R BRI SO, 3 A

12
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FEEUARIEAE W & A s i 30 Mk R AR M Ry ik 24 MR R 7 VRe il R e R ik 20 Mk
JR 1.
[0091]  FEU, EALEHE A LG (1) s, Hp
[0092]  R' 4 H. (C,=Cyp) — FEFE (C,Cr) — g\ (C,=Cie) — BREE . (C;-C) — HBESE | (C5—Co) — FF
Mgk (C5—Co) — Mp IR ER L,
[0093] g Jm $8 W 7 RIS B O AR BUR I EBCE B — DB ANk B R R
SEVIHEE GREE DL ORI | (C-Cy) — FEdk. (C,—Cy) — mifRKE3E | (C,—C,) — B It — (C,—C,) — i &S
(C,=Co) — M2 (C,=C) — RIARMAEE L (C,=Co) — BRI (C,—Co) — RIARBRAE I ZE A1 BT AR, 3 12
Sty 7 MR ENAE MR IERRZE 5 DL T A (C,—Cy) — B (C,-Cy) — MARUIE L (CCo) — R
Ak (C-Cy) mREEAEIE (C—Cp — Bef ik — (C,-Cp — Bk (C,-Cy) — Filidk. (C,—Co) —
k. (C,—Cy) — HefidE, XL NR"R™ ™. —CO-NR "R ™™}z —0-CO-NR * R * "HFL [,
[0004] oAb a4t S = A R Y & R™ & A s # 4 Hy (C-Cy) — FESES
(C,=Co) — MiZk (C,=Cy) — FLIE RIE B BAR B 2 AR I B AR - 2 s B S AU+ — &
KA 3 & 8 TTAH, TR AR T B2 4h, I AL — AN BN ML B N0 A S I HE
WoRIR+, 3F HHOW R BEE e — A2 Mk B (C6-C) - ek & (C-C,) — kifRbEsEN)
S5 AT AR
[0095]  DLA [(C,=Cy) — bEdidt 1 BIE. [(C,—Cy) — Wttt 1 mifXidE. [ (C,—Cy) M%idt ] B
Hh [(CCo) — AT ] BIEE [(C,—=Co) — b gk ] BAE [(C,=Co) — Mtk ] FiedE [ (C,—Co) — Bk
Bk ] AL (C,—Co) — ek | [ (C,—Cy) — Mgk ] BiRIL | [ (C,-Cy) AL T FiIE (C,-Cp) — bk V2
5. (C=Cy) — A FE 2 2k | [ (C,=Cy) — etk 1 Frdkad 55 [ (C,-Cy) — Mtk ] BAEZ I [ (C,—Cy)
ek ] BRILZ Ik [(C,—-Cy) — pfdk ] BILa gk, [ (C,-Co) — W%k 1 eAkad gk, [ (C,-Co) — Bk
Uk ] BRILE R [(C—Cy) — pidbz 2t | Bedba gt [(C-Co) — bk ] PeIkia k. [(C,-Co) — M
5] PRIAREE [(C-Cy) ek ] BRAEIE L [ (C—Cy) — et | BRILESEE . [(C,-Cy) — Ml EE
BB R [(C-Cy) — AL ] FRALAAUSE L (C,-Cy) — Hed WRAMEE & (C,-Cy) — St FEMAIEIE,
[0096] b g fim 4 Ko 1y 27 MpIk AT 25 B O AR BRI BCE B — AN B2 AN ik H g9 F L NO,.
(C,=C,) — Fr AU E S AT 18 A B ) 238 25k 1 25 41 P BA R
[0097] DL R R BE R I - (C=Cp) — FrABE R Ik —[(C—Cy) — e di Ik ] Bk R4 2 R4
5 —(C—Co) — Bt fal i R4 UIE [ (C=Cy) — BEAIE | PRI R EIE I R IR A 2 DU SOR
SUIEIRIL AR R IR AL 2 IR Rk - [ (C=Cp) — et 1 FIE 2 e Rk - [ (C=Cp) — bt gk 1 B
FEAEE L DRORTE - [(C—Co) — e gt | BRI I (C-Cp) — Bbedt. (C-Cp) — B2k | LA
S (Cy=Cy) — Mtk — (C,=Cy) — Fidil Ak LA S (C—=C) — ik — [ (C,—Cy) — Bt 1 ek LA K
(Co=Co) — MAEAEE —(C,—Cy) — B AR LA S (C=Cy) — Bibifal 2k — [ (C,—Cy) — Sesil 2k | Fiedk .\ LA
S (Co=Co) — B BE i BE B AL LU S (Co—Co) — MM e BE 48Uk L LU B (Co—Cy) — M TR A
FEVBLR (C=Cy) — BRe2E —[(C,—=C) — pifaldk 1 BRILAIE LUK (C—Co) — FRpEdh AL 2 2k | LA
Jo (Cy=Cy) — Mtk —[(C,=Cy) — Bt 2k 1 Pk 2 BE UL J (C,—Cp) — Mtk —[ (C,—Cy) — Ji 2k 1 Fix
TR,
[o098] M1/ S i) 26 FrAE % HIGEIE S — MR BRI &, Rk S — N HA
3-6 MR R T BRI FE G ok 5 — AN B 5 56 NERJR 7R 1-3 N H NLO FTS 2% R 7/
R E, WIEFITEI G - IF H AL PR 3R 5 2 MR & oy RBUR I 808 4 — D el 2 ik
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B2 (C,=C) — Fidk. (C,-C)— k. (C,-C) — iUk, (C—Cp — pifUbt s 2k A AR HE Y
SR AT,

[0099]  BL Rk —SiR’ ;.—0-SiR’ .. (R”).Si- (C,—Cy) — %4 I . —C0-0-NR” ,.—0-N = CR’ ,.-N
= CR’ ,» —0-NR’ ,» —CH(OR’ ), % —0—(CH,) ,~CH(OR” ), 3L 4],

[0100] A REE R & HAL ST 4 He (C,—C,) — BEREBRIE, Fdk 255 4 R BUR I B
A EAN LA K E. (C-C) - %tk (C,-C) - k. (C,-C) - Kk, (C,-C) - Kift
ot SR J A SE () 55 [ BT AR, BAE AN AHARAL B g — A (C,=Co) — MR I M B BT BUAR, I
HmA—40 % 6 2 a5,

[0101]  BLJZ s R” 0-CHR” ” CH(OR” ) — (C,—Cy) — B4 FE 2L A, H A FEL [ R” % B4 sb k7
Hioh H B8 (C-Cp) — ke dk, B FEHI R” —#2hy (C-Co) — WbtdE, I H R” 7y HEL (C,-C) - %t
5,

[0102]  DL& X Het! (FI3E ], oAt Het! 45 F 40 ol S7 3 A PR35 0 AN K s802% 05 IR 1) &5
H3IRINHIRFRIESA 586 MR F R 2RI, Horh Prk 288 2L B 3 0k A
NVO K SH L &2 4R 0L 1 2 3 MR+ IF Hib (P 5 — A s A R
HFoMEE—NEH 32 6 MRIR T EE M EE 6 MR A1 R 3NIEH
N. O f S AR+ B2 M0 &, ARG 2R FE A5 5 IF HAE TR M 8T i 2 344 R o b R
R B — a2 ANE B R FUIE IS 2L RIS RIS (C-Cy) - Jedk. (C,—Cy) -
REE (C,-C) - FEa2E (C-C) - Frdk. (C,-Co) — Mk, (C,—Co) — MMM (C,—Co) — BREE.
(C,=Ce) — HARBRIEE L (C,=Cy) — FEATE (C,-Co) — MALIE (C,-Co) — BRAEE. (C—Cy) — AR
FEL(C-Cy) — BEAIE - (C,—C) — BEAIE. (C—Cy) — Behidt . (C,—Co) — MM IE . (C,—Co) — b
(C5=Cg) = FRESE . (C=Co) — MBEaSE L [(C,—Cy) — e faldt 1 Pk [ (C,—Cy) — e st ] it
DL e A8 5 ) BE ET ITEUAG

[0103] &%

[0104]  R' AZET (C;=Co) — HABESE. (CCo) — MRMRZE L (C5—Cy) — MRIRIE B IE 1 2 KL
HP TS — MR G, WS —NEH 0 Bi1-3 1L H N 0 R S 4R
T 5 86 MG, LRI G I LI iR S 3R 80Tk 2 300k R AR A KRB
BUE B N IE B KRSV A SR R R IR (C-C) — ik, (C—Cp) — XX
Fidt. (C=Cp) — FEd 2k —(C=Cp — Bt (C,—Co) — Mdt. (C,—Co) — HARMZE (C,-Cy) — BIE
(C,=Co) — HARBREE L (C,=Co) — BEARIE (C,-Co) — M5 (C,-Co) — BRAEE. (C—Co) — HAUREAR
5 (C=Cp — FEFRIE — (C=Cp) — FEFIE | (C=Cy) — Behii g (C,=Co) — M2 | (C,=Cg) — JRARZE
(C5=Cg) — FRBESE (C;=Cy) — MBEaIE [(C,—Cy) — e faldit ] ik [ (C,—Cy) — mIfe 4t ] it
DL K S8 5 () 26 T B BUA, B

[0105] R A — AN AI B o0 ANVLRH R sl 2k 5 IR B & 3 &2 9 NIRRT Lk 5 8k 6 4
R T HIZRA D], S E N0 L SH 1 & 4 MRIE T 0k | & 3 AR T I
e 5 — MR S, LS — D8 H 080 1-3 MEE N, 0 & SRR ¥ 5
8¢ 6 JCH G, LI AR IEAR & s IF BLAEPTIR R BTl 22 B804 25 mp D AR BRI B 4 — 4 Bk
ZANIE A K ER IS RIS IS R I REL . (C-C) — BESE . (C—Cy) — miARKESE . (C,—C) — %t
S - (C=Cy) — Bk (C,—Cy) — Mk (C,Cy) — RIMRIAZE L (C,=Cp) — BREE . (C,—Cy) — AT |
(C,=Co) — FEAIE (C,=Co) — MFIE (C,=Co) — BREEE. (C—Cp) — mfRUBEETE (C-C) — HEs
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—(C,=Cp — B IE (C,=Co) — Fihmidk. (C,—Cy) — Mtk (C,—Cy) — BREEMIZE . (C,—Cy) — ki
J@E\ (Cs—=Co) — Mptfa 2t [(C,—Co) — Sefa 2t ] PIE. [(C,—Co) — mifbraal it 1 Pt SR 2
AT AR
[ot06] 7Rk, EOLEM NG (DD s, Hrp
[0107]  R' A H. (C,=Cyp) — FEFE (C,Cr) — idh \ (C,=Cie) — BREE . (C;-Co) — HBESE | (C5—Co) — B
3k | (Co—Cy) — IRBREEBICREL, Sorb i f 48 S W) 7 AP BE T & B A R B 4 — ek 2 A4
6B I RS IR R IR DLAGRIE (C—-Cy) — Bt (C—Cy) — ifRkEdE (C—Cp — bt
AL - (C-Cp — Bk (C=Cy) — Mk, (C,-Cy) — KifUMAEE . (C,—Cy) — Ik, (C,—Cy) — mifRIE
(255 A B AR, S e 38 A1 7 R IR ETANAE A IRRIEANEE A s 0L R 24 (C—Cy) — B fel
(C,=Cy) — % IE (C,=Cy) — FAIE (C—Cy) RIfUBEEIE . (C,—C) — Befl ik — (C,—Cy) — ek k.
(C,=Cy) — Bl (C,~Cy) — Ml FE | (C,~Cg) — BB, L -NR "R ™ ¥ ~CO-NR " R ™" & ~0-CO-NR
“RTHISEEE,
[0108] oAb Ja 4 A = A R Y R R % A st 4 Hy (C-Cy) — BESE
(C,=Cy) = MiZk (C,=Cy) — FRIE RIE AR BAR I W 2 R IR B AR 2 sl S AR &
KA 3 & 8 TTAH, TR AR T B2 4h, I AL — AN BN ML B N0 A S I HE
WoRIR+ I HHEOW KRB EE 4 — s 2 A e B (C-C) - kdk K (C-C,) — ki RbEAET)
P ATHUR,
[0109]  DLA [(C,=Cy) — bedidt 1 BIE. [(C,—Cy) — Jefaldt 1 mifidE. [ (C,-Co) Mu%idt ] Bk
F [(C C) R 1 REE. [(C C) Rtk 1 FREL [(C C) Jam ik 1 IREL . [(C Cs) e
I ] Bedik | (C,—Co) — BEBLIE [ (C,—Co) — I dE ] Bt [(C,—Cy) IE T k| (C,—Cp) —brFE 2
5. (C=Cp) — e Wz 2k | [ (C,=Cy) — etk 1 Frdkad 55 [ (C,-Cy) — Mtk ] b2 [ (C,—Cy)
Pk ] BrFL gk [(C,—Cy) — Bk ] BrILa gk, [ (C,-Cy) — Mfldk 1 eAkad gk, [ (C,-Co) — Bk
U ] IREEEIE . [(C-Cy) — brdba Ik ] Pedba gt [ (C,—Co) - fidk ] BRI IE . [ (CCo) - M
5] PRAAREE [(C-Cy) ek ] BRAEFIE L [ (C—Cy) — et | FRIELEAEE . [(C,-Cy) — ML EE
IR I [(C,-Cy) — BRAUEE T BRIEAUIE . (C—C) — ek RAMEIE S (C,-Cy) — HEsEmAMEEL,
[o110] iR a4 i 27 I & B o8 R BRI ECE 3 — AN B2 Ak B X2 . NO,.
(C,=C,) — Fr S E S AT A B ) 2 25k 1 25 (41 P BA
[o111] LR RIEE R I - (C=Cy) — Frfa e R 3k —[(C—-Cy) — e di Ik 1 Bk R0 R4
5 = (C=Co) — Bt fal i RS UIE [ (C-Cy) — BEAIE | PRI R IE I R IR 2 D SOR
A IR I LLRORIE - [(C-Cy) — e fal it ] Pedbfel ik R b 2 Ik R0k — [ (C,—Cp) — &t
B ] AR e Rk [ (C-Cy) — fidik | BRIEEEIE . (C-Cp) - Mfidk i (C,—C,) — B2k LA
S (Cy=Co) — BBEar BT AE LA I (Co=Cy) — MR 55\ LR (Cy—Cy) — M IR R A
e BLE (C=Cy) — Bt —[(C,—=Cy) — Bk ] BRAEFAELL J (Co—Cy) — Mt —[ (C,—Cy) — Bt
5 ] BRI,
[o112] s a4 A i) 20 FrE B AR P G REURIBCE B — P2 Mk B k2=
(C,—C,) — Ftdk. (C,—-Cp — Feda k. (C,=C,) — miARLEdE . (C,=C,) — miAe a2k B A 2k 1R 2 (41 i HY
X
[0113] DA -SiR’ ;.-0-SiR’ ;. (R”),Si—(C,—Cy) — Fi% 2L ~CO-0-NR’ ,.—0-N = CR’ ,.-N
= CR’ ,» —0-NR’ ,. —CH(OR’ ), f&% —0—(CH,) ,~CH(OR’ ), fJFL A,
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[o114] A JEH R’ & F 4 ST A H. (C,—C,) — BEdE sl 23, Bk 2858 A R B [l 8
P—PEEANEARKE. (C,-C) - Fidk. (C-Cp - Kt L (C,-C) - mfRkedt. (C,-C,)— xift
BRI S FE () BE [ BT AR, BRAE P S FHAR AT B AR — A (C,=Co) — NIt JE AT B T AR, I
HomA—40 % 6 2 [a) s,

[0115] DL K&K R”0-CHR’ ”CH(OR”) - (C,—Cy) — e E B A, Horh BE [ R” 45 B4 Mk ST 1
A H L (C-C)— Bidk, g 567 R” —Hh (C—-Co) - WhtdEIF H R” 7 A Hik (C-C,) - Hid,
[0116] LK Het' FE ], 2or Het' 4% B 4% b 37 M MO R0 L 35 20 AN AN B 2% 5% e ()
A 5 Bk 6 NIRRT RIZI A, A S AR E 1 2 3 A EE NS 0 S HIHAk
JE 7 s BATERIE 5 — MR SR A, LIk S & 0 83k 1-3 N A NLO K& S (R 2L R 1
(115 56 JTCIAFA &, ARIE ARG s IF HAE TR 82 MR R b 9 R BRI s i — ek 2
MR AR EREE. (C=C) — KidE. (C-Cp - FEf It (C,-Cp - wifChidk J (C-Cp) - HifUBE4
LI TR

[0117] TR, P FAbEY (1) B DL H g, Hop

[0118] R' A H. (C,=Cp)— %t F&. (C,Cp) — i FE. (C,-Cp) — B FE. (C,=Co) — B it JE.
(C5=Co) — MM (C5—Cy) — FRBRAELEICREL,

[0119] b e 42 i 7 Bl 145 B8 R B A 808 3 — A sl 2 AN I 1 el 3L B3
WIS A6 R 2. (C=Co) — HEdE. (C-Co)— ARBEHE (C,—Cy) — FEA I —(C-C) — K %
(C,=Co) = M (CCo) — HIARMEIRE S (CCo) — FIE (C,—Cy) — i ARBRIEE L T BT LA, B i
Je ) 7 P EEENAE MR BRI S LT 2 (C—Cy) — B L (C,—C) — A E (CCo) — 1
. (C-C) mfRBEs L. (C-C) — feddE — (C,—-C) — s ZE . (C,=Cy) — Bt (C,—Co) — 4
g (C=Co) — B, 2L -NR "R ™"\ —CO-NR * R ™" & —0-CO-NR ™ R ™ " [} 3£ 41,

[0120] Pt i = A2 R & R & AR AT Hy (C-C,) - HEdt.
(C,=Cp) — Mg (C,=Cy) — BRIEFEE 2RI, Frid 2508 R BRI 8l 38 i — ek 24N 1k
. (C-C)— pidk. (C-C) - mifRkidk e (C,—C,) — Bt LR EE A BT R s BR S BUR 17— N
RER I BE H— DR ZAE B (C-Cy) —HEEE S (C,-C,) A RBESRE 125 1 BT EUAR Wk E L Wik
2 Lot L IEL PR e  WIRIZR o8 (piperazolidine) BRNEMAIEA,

[0121]  DLK [(C,—Cp) - %e% It 1 Bk, [(C-Cp) — Kedd 1 BRILa L. [(C-C) - ek ] It
FEHE [(C-Cm prad st ] ke, [(C,-C) — Hidk 1 Bedbia it [(C,-C) — ket ] Bt
K (C-C) - kbR,

[0122] A i e 42 i 7 AR 4 B8 R EUAR B B B — AN s AN A =L NO,,
(C,=Cy) — RS B R BE [ 5 A BT AR, BT I 2R 356 49 AR BUAR B sk e — D sl 2 ANk A 5=
(C,=C,) = Btk | (C,=C,) — HEAa It (C,—=Cp) — ARKESE | (C,=C,) — iR S IE S A FE (1) 3 [ BT L
R,

[0123] DL 2R SE IR SE - (C=Cp) — FEA R Ik —[(C,-Cp) — FEda it ] It R4 IE . K4
5 —(C=Cy) — Beda I AR —[(C=Cp) — Bedal It ] IRIE AU IR IRAE RS L A S R
FEEIE RIE -[(C=Cy) — BidE | BRILAIE HIE -[(C,-C) - fidk ] IEAIE. (C-Cy) - ke
S (C=Co) — Hhbtsa ik,

[0124]  Hrpfg o 48 W 13 R LTS BRI P 0 KRB B BGE B — AN B AN B 2
(C,=C,) = BEdE . (C,=C,) — Btk (C,=Cp) — R (C,—C,) — A RIE S S Al 22 1 255 [ T B
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[0125] K X —CO-0-NR’ ,» -0-N = CR’ ,» -N = CR’ ,» -0-NR’ ,» ~CH(OR’ ), &% —0-(CH,)
—CH(OR” ), K&,

[0126] LA BT LA R £ AR SEARA7 G Hy (C,—Cy) — e 2E sk I, BTl 2538 o AR B
RIEF DB N A KR (C-C) - kidk. (C-C)— s, (C,—C)— =i Akt %,
(C,=C,) — AR e AR I S A 1 A I AR, B AE N M AR AL B P — A (C,-Cy) — MEbEsE
PR, FF Hom h—4~ 0 22 6 Z A 34,

[0127] L& R” 0-CHR’ ” CH(OR” ) = (C,~Cy) — AR IEHIFE I, oAb Brk 25 4] R” 25 B
ST A H B (C,—-C) — FedE el ZE B R7—& A — A (C-C) - Wke Bt A, 3+ H R” 728 H 8k
(C,=C,) - Fidk.

[o128]  fEUL, IEFERE M FALE&4) (D) sidldh,

[0120] R' 4 H. (C=Co)— %t 3. (C,=Co) — M FE. (C,-Co) — BRIL B (C;-Co) — FR T 5L, M
I JE B A 4 R A B O RBUR B BCE B — a2 ANk B BUR R BT AR« 2
(C,=Co) — Je 2t (HANAEHMARIEREIE IS 00 T A BURIE ) o (C-Cp — ks k. (C-C) - ibi
e RBUR B — a2 AN E H K2 & (C-C) - BEsE TR (C,-Co) — IRk gt LA KR
BRI ECE 2N E A K& (C,-C,) - %ttt (C,—Cp) — Fefldk X (C,—C,) — ifRBEZE i
5 P AT AR 2

[0130]  FEUL, IR AR W MLEY (1) sidldh, Hdp

[0131]  R' 24 H. (C,=Cp) - HEdE. (C,-C) - MZkuk (C,~Cp) — e, o i S5 32 fu ity 3 Pk A
% B RBAR B — DA H K2 (C—Cy) — B FE. (C-C,) — Bt AL R
IR EE B T B, b i A S PR AR A B O R BRI B e e A R
A1 (C,=Cp) — BEFEHIAE A TR s A SR BRI B i — el Ak H &R (C,-C,) — Bk
(C,=C,) — Befal it Je (C,—Cy) — pai bt Al 2k ) B A P AR IR 2R 2 o

[0132]  FEU, LML

[0133] R' AT (C,Co)— FRpidk. (CoCo) — HMmTE. (CCo) — PRI T AIL ML IR
S, P AN 5 — DR B E, UL S8 0 B 1-3 ML A NS 0 J2 S R 4R
T 5 8 6 JTLHFA A, IEAR I A 5 IF B AL A Brd JE b 3R s AT A 2 B0k F Ak o R BRI
BB WA E N A RS VB SR, (C-Cy) - B, (C,-C) - Bftkdt. (C-C) - #4
5 - (C—C) - BedE. (CC)— MdE. (C,-C)— BrIE. (C,—-C)— s JE. (C,—C,)— pifbe st
(C,=Cy) — BEf L — (C,—C) — FtfadE . (C—Cp - kehmdE. (C,-Co) — Medt. (C-Co) — Mheia it
[(C,=C,)— B2k 1 Biedt e [(C,—Cp — mifke el 1 Bk i Bl T AR

[0134] ML MLEY (1) sidL#h, Hr

[0135]  R' SH—MEAL I AN HRI sk 05 R & 3 2 9 NIRRT Lk 5 5k 6 MR
JE P2 R BRG], S I NVO B S L &2 4 MR 7 ik | & 3 MR T s JF A
NRBARRI B — B AN IE 88 FUIE 2R IS R (C—Cy) — Bt s (C=Cy) -
e (C,—C) — FEda 2k — (C,—Cp) — FtdE (CCo) — Mgt (C=C) — IAUIEZE L (C—Co) — BREE
(C,=Cg) — RIARBRIEE L (C,—Co) — FEAi I (CCo) — Mf2E . (C-Co) — BAREE . (C-Cp) — HARLTAR
. (C-C) - B IE - (C,—Cp — BB FE . (C—Cy) — Bk, (C,—Cy) — MifiFE. (C,—Cy) — PRIEMT
He (C=Co) — Mt (C-Co) — Mipididk ., [(C,—Cy) — b ] I, [(C,—Cy) — e AL |
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B3 DL S AR S I 2 A AR

[0136] ISfLEan FAL&4) (1) s, Hp

[0137]  R' —A L SIRR°R . -NRR" B, -N = CRR* [ 3E A, f ik — 4> -NR*R® 8% -N = CR°R?
tOE-aFiR

[0188] AP 7Ef G2 &I 5 A s B F1 R R RS B R 4% F AR bbb b & (C—Cy) — %t
B\ (CCY — Mk (C,-Cp) — JRIE R IE B HUAR R FE R IS sl AR I 2R 556 s sk R L R
H5RIRT A 3 2 8 JLIIN, iR A b T Frid ZUR 74, i v A5 — A s A ik
BNy 0 & S BB 5 7, 3F BN KRB BSE i — 2 Nk a (C-C) - ik &
(C,—C,) — B EERE AL P B B RE M R S 1 — > 3 & 8 e FR R 5]
A5 1 2 3ANEE N0 B S IR T I A2 BRI A1, Fo A i ik B Bl PR 2 [ Ak S AR AR
BB — B EAE R (C-C - K K (C=Cp) — A kE S 5 Fr AR

[0139]  7ESL, B4 AL I R AL &4 (1) sk, Hp

[0140] R' SHH.FIE. LK IENEERNEEIET I M T 5T BUT 2 RIS
PIdE (P =2= Fe—1= 38 ) T =2 P —1= 6T =3 e —1— 5. 2= SR —2- 45 —1- JE.3- %
FE -2 B —1- K63, 3- HEURIN -2 -1 2.3, 3 AU - RN 2 -1 - R VR
2= —1-2E 2 AL 22— —1- 26 T —2- M@ —1- 28 T -3 M —1- 2. T —2- e -1 2,
T3 - A SART 2 13- T 2 M 13- T -4 -
1=(2B) ~1- BT 2= 4@ —1- 2. (B) - [k -3 4 —2- 3 (D) - [k -3- J —2- 3,

[0141]  ZRJE . 2- FRILHIL  2- SRR SE  3- SIS V4- SR ORIE L 2- SRR IE  3- AR
I AR TE (3 AR NI 4 AR R AR 2- AR R0 (3 AR R 4- AR
FEREE R 2- R O - R L (4- SUREREL ) AL [ R CH, (4-C1-Ph) ], (4- 3
AL ) S [ R CH, (4-F-Ph) ], (4- F4IE2R3E ) 3L [ B CH, (4-OMe-Ph) ].2- 5L L
5.2,2,2- ZHACHEE L, 1- =ZHAH —2- 5.2, 2- ZHFACZEE L 3- R —2- 3.
2,3- “HAINE.2,3- HAEN 2- &2, 2- THEEL 2-H.2-(2,2,2- =Rt
) o 2- ARG EE 2- R G T 2- IR G 2- R & 2. 2, 2, 3, 3, 3— T AR A2
1= AW —2- 55.2- AN —2- 26.2- AN —1- 6.3 F AR N A (3 RN —2- 2,
[0142]  (2- FEEECHERE) T ;2- Q- FEECHE) & Q- CHEAELHEE) P
2-(2- LERFEELHEIE) L,

[0143]  ( LEESEE ) B, (NEEEIE ) FIE. (- FRENBEIL ) FHE. 2,2- —HFRRN
WRAEZE ) 2L 1-( QWAL ) o2 2- (AW AL ) 28 2- (INBRAESE ) &3 1- (B
) CHEEV-Q- BEABER ) & -1-2.2-0- FERBEE) & -1-%.2-(2,2- —F
SENEAIE ) 3 [ R 1-CRUT BB EEE ) & 1.2-(2,2- —HERNBERE) 4% ;
[0144]  1-(2,2- Z—HENEAE )2- FEN -1-FE. -(R T EREARE)-2- FE
w-1- 2,

[o145]  ( FEAEEEIRIL ) L. ( OFAERE) P&, (IERNAEERE) FE. (RNEER
B PR CIETHEEE) A, (T A ) BE. (R THEERE) FE. ()T
FIEIREL ) - FAEEEIREE ) L3 2- ( I ) O 1-( LRI ) 5.
2-( LEFEREL) LF-(IENEREHRE ) 23 2- (I ERNEIEBIL) o3 1-( AR
) CEE2-(RINEERIE ) LB 1-CIE TAHEERE ) C5E.2-(IE THERE ) A,
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L= (P TR ) B8 2- (P TS ) S8 1- (R TARIERES ) 2 2-(RTH
FEIREL ) LI 1I-CRUT SR ) 58 2- ORUT At ) &%,

[o146]  ( FRAEAERRILAIE ) WL, ( LHIEIRAESAE ) AL CIENAUERAE AL ) AL,
(FREIEIRAESEIE ) I, (IR TARIRILAIL ) FEE. (M T ESEEERE) B, (7
TEIESEESE ) I (RUT AL ) FAE . 1- ( PRI A L ) £38.2- (5
FEIRFLEIL ) LFE - (LR IERILAIL) L5 2- (LEIEIRIER) 45 1- (IENEIE IR
FEIL) O 2- (ENEIEBREEIL) 4. - (NSRS IE) o3 2- (R AR IR
FEE) CE-(FTREREERE) & 2-(ETHREREER) o 1-(fTHEKE
WILEIL ) LFE2- (P T EIEIREEESL ) L - (T REIEEREEEL ) 2 2-(FTH
TR ) LI - CRUT E IR AR ) L3 2- CRUT | ARAERERL ) 5. (FER
EIRAEEIL ) A - (R CEERIEEIL ) 4 -1- 2~ (R OE ERIEARL) & -1- %,
[0147] (W) TRI-(ZBE) 2R 2-( W) 2E . 1-(2FRE) HE.2-( &
WEES ) - N2 3-( SBERE ) NS, (NBRZE ) FZE 1-CINBER ) & 2- (B3 ) &%,
1-CBEES ) 2R 2- CIUEEE ) NS 3- CTUIESE ) NS - CIEEE ) —2- AR,
[0148] 2- (WL LFEAFEEIRE) L7 2-(WN —2- BREEFRKE ) £5.2-(T —2- BE5E
FIL) 2F2- (WL -3- REFEEE) 2%,

[0149]  (N,N- " FIEEGIE ) P 2-(N,N- RS ) & -1- 5 1- (N, N- T HI3Ea )
L-1-FE2-(N, N- ZZEFE) 2 -1-FH 1-(,N-ZZ2EFE) o-1-F. N, N-22
Fa ) P,

[0150] (N, N- " FRISEGIERRIL ) FIEE 1- (N, N- LG EEIREL ) 23 .2- (N, N- A
FIREL ) L3 (N, N- ZOAE2U AL ) 3L 1-(N,N- Z LR REE ) 49k 2-(N,N-
LIEFFEIREL ) &P,

[o151]  1-( ZHEEEE) W-2- [ 2-( ZHEEE)-1- FRLE ] 1I-( ZLEA
5 W -2- 5,

[0152] = FAAR FRREESE O - ( = IR R IE ) 23k 2- ( =R AR ) 436 =
AR R - ( ZORTFREEE ) 28 2-( =R E ) &,

[0153]  IAINZE AL I - W E L 2- HMNELEE, (1- FEREIEL) FE,
1-(1- FEMRNE) £52-(1- FERNE) L5, @, 2- Z5RHAE) FE.1-2,2- =
AMRMHNE) £ 2-(2,2- ZaMRHNE) L& (2,2- ZHERNE) FE.1-2,2- =
IS ) £435.2-(2,2- “HIFLIRANSRE ) L3 RTS8 IR A AR 3L IR 3L FR 3L, B
&

[0154]  HERE —2- & MERE —3— JE HbRE —4- 2. 2— EUARHERE —3- 2. 3- &UfRnkeE —2- 2,
[0155]  WEWy —2- JL, MEWy —3- L. 2- RN E Wy —3- JE.3- AR E Wy —2- 64— S AU
Wy —2- 3,

[0156]  (1- &3E —5— FEE —1H-npme —4- %) B 1-(1- &5& —5— I —1H-nipme —4- &)
LFE2-(1- L3 -5 FIFE —1H- nikmg —4- 3% ) 23,

[0157]  (1- &3& -3- I —1H-npme —4- %) B 1-(1- &2% -3— 2 —1H-nipme —4- )
LFE2- (1= &3 -3 FFE —1H- nikmg —4- 3% ) 23,

[o158]  PUS MR —2— J&. PUSIMEAG —3— 5. DU kg —2— S5 AR 26 DY Mg —3— 5 FR

19



CN 102083818 B OB B 16/170 7T

(5= FIJE —2- 50 -1, 3— [A) A3 h el —4- 2k ) AL

[0159] SR Z%IRT -3-2&. (4T -3- %) FE., (HaaMT 2-&) F&, (1,3- =
FORER -2-F) R (1,3- "R 4-K) PRS- PR 2-H A -1,3- A K
Wo-4-38) FIE. (MEk —4- 2 ) FIIE s 1-(Emk —4- 3% ) &6 2- (Emk —4- 3% ) &5, 2,
3- A& —1H- B —2- L A - 1H- B -3- FE L A - TH- B -4- BE L A - 1H- B -5 5,
[0160]  1H- &fi —2— F&.1H- & -3- FE.1H- & —4- FE.1H- i -5- FE. 11 i -6- F& &k
1H-¢fi —7- %,

[o161]  FEUL, IEAERRe AL R &9 (1) siddh, Hp

[o162] R' A H.FEE. LI IENZEE R R RE, - J ARSI ) T LR
CH,(4-C1-Ph) ] (4- # AR AL ) 2k [ BN CH,(4-F-Ph) ]\ (4- WAL 2R 2k ) AT 26 [ Hp
CH, (4-OMe-Ph) ] 2- 42 £ 28 DU R 2- R L 2-( ZHERE) S ARF
T -3-FE, (B- FEANIRT -3-3) FH.2,2,2- =HACLEE2,2- T HACZHE . 2-
REHE2,2,3,3,3- TIRANE HNEFE - HFANRELE, - FEMNE) FE., @,
2- AR L ) A, (2,2- ZHERNE) FEGNE RN (N —2- 4 -1-25) .
2= SR -2 1o FE.3- 30 N 2o B -1- 3603, 3- 2 AU -2 0 -1 B3,
3- AR 2- AR —2- M —1- R AR A -2 b -1 R 2- IR -2- -1 2
T2 1= T 3 - T 2 -1 T 3 - AR 2 -
- E T 2= -1-HE3-FET -1-JF -1- L 1-QE)-1- B T 2 M -1- E
(B) -} =34 —2-FL8k (D) - ] -3- M —2- 2 I T R E MERE R CEFESR (1-&
Hk —5- L —1H- mpme —4- 3% ) 3L,

[0163] UL R (1) thEWetldh, Hp

[0164]  R* A& i3, B8 REURIGEB — s 2 A1k B ki3 (Ban s ) 1935
BURHY (C=Cp — Fedi sARIEE B (C-Cp) — HEdk sHhe a2l A S5 e il oA S Bk
GiE

[o165] btk an R (1) & atldh, Hp

[o166] R* A& %, SHARBRM S — N2 Ak A E (B ) %
U (C-C) - fedk s &L (C,—-Cp — Hidk sHREnl RSB P I 3R R Ry &

[0167] IERIEIXFERIR (D AW dLeh, L R AR K 5T E SR IR F—iiEh
(Cs—Co) — M2 B (Co—Co) — MR ZE, LA (C—C) — MNe s, Hoh S 5 $2 A 1) 3 A1 %% B
AR B PN L AR & (C-C) — LRI R T EU A

[o168]  {EUL, LM, R* AR J 5 HBTIE B IR T — R IR 28 R T 26 R R 5 R
O FEAE PR N2, Horb g o 38 i 4 B E 125 B REURIM B i — e 2 Mt A
O —— R 5 S —— 05 I B EAR

[o169]  EfLEEIXAE (D (LA Ysk LAz, H

[0170] R* K& KFE L (C-C) - ktdk. (C,-C) - MFEEK (C,-C) - Bk,

[0171]  Hrsm a3 S i) =R Ik & B o R BRI BE 3 — A8 2 A1 B s E R
SR AT, DU A AR BRI SCE 4 — DB Z Mk B i & (g Al ) 19255 B A B, B8R
H

[0172]  (C;=Cy) — FhMe s, H RBURHI 8 e — ek 241k B k&A1 (C-C,) — Bk 2k

20




CN 102083818 B OB B 17/170 T2

T BUAR, B

[0173] 2L, HOG KRB BHE AN B2 Nk B 2 Vil 2E . (C-C) - fidk. (C,—C,) -
Rt ey (C—C) — it 2 JE (C=Cp) — i X ot 20 55 (C—Cp) — Ft & 2 —(C—Cp) — Ht &L 2k
(C,=C,) — el [(C,—C,) — ek ] It & [(C-Cp) — mifRkeaIE 1 Ak (B Fr AR, 3¢
=

[0174]  (C,=C,) — FeBtdE, W REUR A BE B — ek 2 A A 3 (B A sl ) JlE .
(C,=Cp) — FEAE (C=Cy) — mARIEAEIE S (C—C,) — R daHE — (C,=C,) — e R ZE A B BULAR,
ik A IS, B

[0175]  [(C,—Cp - Heda 2t 1 RS, HOW KRB B E i — N2 e A i (B
) R TEUR, BiE

[0176]  [(C,Co) - M pE i &8 ] B, oW KRB I — M2 Nk A w 5E K
(C,=C,) — e AL 2 A1 T LA o

[0177] LR T (D Eedlsh, Hh

[0178] R* M&.iF (BIUEEE ) VHEE. (C-C) - kikE (AT (C-C)— Kidb TikHbk
FEEITEUR [ = (C,-C) - FIELEEE 1) | (C,-C) — MU AR T 45, Hoh s Ja 4 &
[P RPEE A& B o KRB BCE AN B2 M B X (g al) BLA (C-C,) — fidk
(25 A BT LA, Bl

[0170] R, HOGRBURHIECE S — a2 E Az (C-C) - Fidk. (C,-C)— miflke
5 (C=CY — Bed S J (C,=Cy) — Pt & 1 SE ] AR, sl

[0180]  (C,—C,)— FeltdE, HOARBURHIBCE #— P EZ ML B i (B ) %k
BT EUAR, AR g FRBESE , Bl

[o181]  [(C,—Cp - HEsa s 1 BEEEk [(C,—C) - mifUleaa st 1 I,

[o182]  fikh

[0183] R* A& HE (FIWFEsE ) I PR O IENEE R AEE. CH,CL. CHCI,.
CCl, CH,F. CHF,. CF, B LS.

[0184]  ZE Ik, BARIE R AIXFE R IR PLIE R sRF AL b &4 (1) sdLsh, Hp R4
TS A R R T HERFBELSNEE iR & .

[0185]  FEARILHE, R* ABRELAMYFTR A T R Mz —.

[0186]  FEfRikHE, R* A& .

[o187] ML R (D) fbaei i, Hp

[0188]  R* R, HOAAREUR A s, H HAFRRIREAN A 6 2 24 MRIE T
FEHE 6 2 20 MR T, sl

[0189] — A& A 12 3MEA N, 0 A& S IMILIR 1 5 8L 6 Ty 7 R, I HHOA K
BRI sRBUR K, IF HAREBURIEEN A 1 £ 24 MRIE T HFH2 1 £ 20 PMRIE 1
[o190]  phAMEIEHE,

[0191] R* A—PREEHAL—NEH 1 23 MEE N, 0 KX SIHARFH 5 5k 6 ok
07 A, ,B:E!Wﬁﬁz*ﬁ%%@ﬁﬁfﬁs/\H%@ﬁﬂiﬁxﬁﬁﬁjﬁ%&z MEEAE B LT %
T EUAR

[0192]  (a) W2 FRIEVRIL VASHE R VEUE M EIE LR,
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[0193]  (b) (C,=Cg) — Kt (C,=Co) — MiidE~ (C,—Cg) — BRI (C,—Cy) — FEARIE (C,—Co) — M5 2E
PLR (C=Cy) — BRAREE, Forb i fr 48 S 1) 6 PRI & H A R BRI B B — e ANk E
. (C—C) — Fed . (C—Co) — mAREEAZE (C,—C) — Jehi s B e — [ (C,-C)) — fidd ] &%
FRERVREE L(C,-C) — B AR ] Bk [(C,—C) — e A ] IeE B e — [(C—=C) — ik ]
RSP DL SR I A BT AR,

[0194]  (c) (C,=Co)— % Bt FE. [(C,—=Co)— bt & 2 ] B 2. [(C—Co) — b AR HE 4 2 ] Bk
JE (C=Co) = BEWEFE . (C—=Co) — AR PEMEZE 2 Je — [(C,—C) - ke dE ] & EEIRIE, 8 K —
[(C=Co)— BEIE ] & 3 & = [(C=Cy) — %t 2k 1 &gk N-[(C,~Cy) - BEZE J-N-[(C,=C) — %t
] JHE (C-Cy) — BERE R MEIE . (C,—Cy) — I AKE 28 W T B 55\ (C,—C) — o J2 Tl I 25
(C,=Co)— HARKEFETEWEFE . (C,—Cy) — e 6 WA WEFE 48 FE . (C,—Co) — 10 AR Jo F25 I Tk I 356 4
Hay (C—Co)— Je ZEma W 2L 43 . (C—Co) — AR LML S 4 2 (C-Cy) — FE IR IR &
(sulfato) v (C,=Cq) — KARFEEEM RN A, DL

[0195]  (d) (C;=Cy) — FRJEdE. (Co—Cy) — FRGEIE I N Ik DL S o 4 0, o i Jm 4 ) 4
FREE A% B KRB B B — A M E A K # L (C-C) - ke (C—-Cp — AR
(C,=Cy) — Feaa 2L (C=Co) — TR ZE L B (C=Cy) — bt 25125 A B EUAR

[0196]  Jf LI b P AN AH AR U EE v] T e — A0 & 16 5 8K 6 JTH, L i B slon AL 5
AT AR 3AEE NS O K S LR T, H HH A KRB B — AN B NIt A XT3
(C,=Cp—FdE. (C-C)— e, (C,—Cp - kst (C—Co) — MBIl (C-C) — Ft
B 22 PR 2k [ BT A

[o197]  UkAMEIEH,

[0198] R® AL,

[0199] MR B 8 — A B2 A1k B B ZE T 5 BT EUR

[0200]  (a) WZ.RFEERIE AEEE RIE UL DL R I R,

[0201]  (b) (C,=Cy) — FEdE (C,—Cy) — MidE (C,—Co) — FRIEFN (C,—Cy) — Bt dik, Hoh i fa 18 I
(1) 4 PR B o R BCE B — B Mk B K5 (C,-C) — Feddk . (C,—Cy) - ikt
Ak (C-C) - emiidk gk REE. [(C-C) — At 1 s AR I ZE T A,

[0202]  (c) (C,=Co)— %t Bt FE. [(C,—Co)— bt & 2k 1 Bk JE. [(C—Co) — b AR HE 4L 2 1 B
HE (C=Co) = BEWE 2L (CCo) — I ARPEMEZE 8 Je — [(C,-C) - ke st ] R AR B K —
[(C=Co)— BEIE ] & B & = [(C=C)— %tk 1 & FE N-[(C,~Cy) — BEZE J-N-[(C,=Cy) — $t
51 @, (C-Co) — FeE Wl Bt Ik, (C,-Co) — Akt 5L WA Wt AL\ (C,—Cp) — e ZE Tt B 2k |
(C,=Cy)— MANKEIE R TR FE . (C,—C)) - Bk WHA TR L S 3L (C—Cy) — e MR L S L LA &
(C,=Cg) — RIARPEEAWE SL A2, LA

[0203]  (d) (C;=Co) — HfEdE. (C,=Cy) - FpAEA Ik N TE DL S R4,

[0204] o i Jm 42 A 4 AP IR A % B O R BRI 8 E B — A~ s 2 A1k B i E&
(C,=C— k. (C-C)— . (C—Cp - kst (C—Co) — BRIl (C-C) — Ft
s 22 1 2 A BT A

[0205]  JF HLIC AR P AN AH AR U IS 7] B lc— N FR A 16 5 8K 6 JTH, L B IR Bl AL
AT R IANTEE NSO S IR 7, 3 H oW REUR B i — DBl A1k B = 5
(C,=Cp - Fidk. (C-C)— mifhedk. (C,—Cp - ket (C—Co) — MBI LL I (C-C) — Ft
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Tt 2 ) 355 A A EULA
[0206] Ei &
[0207] R° H—ADEH 12 3DIEE NGO MK S IR T 5 88 6 Jue 3L, Hoh R

AR B #— B ik B DU B FTITEUR -

[0208]  (a) X3 RIS RIS AHHE REE REE DL J I A,

[0209]  (b) (C,=Cy) — FEdE (C,—Cy) — Mt (C,—Co) — BRIk e (C,—Cy) — Bt deldik, Hoh i fa 18 I
[y 6 P& B O KRB BE B — B Z Dk B K2 (C,-C) — Feddk. (C,-Co) - miftike
I (C-C) —emidk  Bp e = [(C,=C) - e st ] &I R AL, [(C,-C) — Frfadt | I
J A R EE A PR,

[0210]  (c) (C,=Cg)— %t it 25+ [(C,—Co)— ot 4 25 1 e Z&. [(C—Co)— i AKX #5422 ] P
JE (C=Co) = BEWE2E . (C=Co) — I ARPEMEZE 8 Je — [(C,-=C) -kt st ] AR B K —
[(C=Co)— BEIE ] & B K = [(C=C)— %tk 1 & FE N-[(C,~Cy) — BEZE J-N-[(C,=Cy) — $t
51 @, (C-C) — FeEWha Bt Ik, (C,-Co) — Akt 5 AR Wt AL\ (C,—Cp) — e ZE Tt B 2k
(C,=Co)— MANKEFERR TR FE . (C,—C) - HEdb WHATE L S 3L (C—Cy) — e MEIL S L LA &
(C,=Cg) — RIARPEEEWE I AR 2, LA

[0211]  (d) (C;=Cy) — it (Co—Cy) — BB dal s s R BE DL SR 2

[0212] Mg KM 4MER & B I RBARMEE #H— 82 D1k A K E,
(C,=Cp—FdE. (C-C)— e, (C,—Cp - kst (C—Co) — MBIl (C-C) — Ft
L 22 1 22 A BT AR

[0213]  Jf HH AN AH QS AR RT T e — A FH 5 1) 5 8K 6 Juh, HoG B BR slon] £ 7
AT R IANTEE NSO S WA E 1, I3 HoW REUR A B #— DB AN ik B x5
(C,—C) - fe . (C,—Cp)— mifhdk. (C-Cp - FEddt. (C—Co) — bt IELL I (C-C) — Ft
it 22 1 22 A BT ARG

[0214]  FEARIEAE AW F A (D & dtsh, S

[0215] R® el

[0216] G REARHISE LR — a2 N1k B CUF 928 AU : x5 2R 25
fiff 28 R AL B & L. (C-Co) - ket LA B (C,-C) - M 5 LA 2 (C,=C,) — B2
(C,=Co) — ARFESE (C=Cp — BEfSE - (C,=Cp) — HE . (C=Cp - Fe i 5 —(C,-C) - ek
Jo = L(C-C)-HE 2t ] &L - (C-C)-Fr 2. Fr & —(C—Cp — fe 5 R & - (C,-Cp) — Kt %
B - (C-C) - ke 2. (C=C) - ke f 28 (b n[ Rk M 4% x4k, I [ = (C,—Co) — AT
A D (CC)- B - (CC) - L. (C-Co— Fitin 2. [(C,—Co) — a2 ] A,
[(C=Co) — MARBEEIE ] BFE. (C—Cy) — KEliFE . (C,—Co) — mfRBEmESE . 1 K — [(C,-C,) — %t
5] EIEHIE R T [(CCy) — Wi ] &I 8 e = [(C,—C) — HedE ] &(FE N-[(C,~Cy) — Tk
B JN-[(C,=Co) — e 2k 1 & T (C,=Co) — ot 3 I i W 3 (C,—Co) — 1 X ot 2 WP Tl I 2
(C,=Cg) — FEFERABEIL . (C,—Co) — s RUREIERABEIL | LA Je (C,—C,) — BdEMili ka5t (C,—Cp) ¥
Fidk . (Co—Co) MMGEIEaa 2 R AL MR 2,

[0217] M i o 4 K i DY Bl 56 T B 5 R BRI B & 3 — DM E 2 AN 1 B W 2
(C,—C,) — fe ik Jo (C,—Cp) — AR I EE A P AR,

[0218]  JF HILHH P AHAB RIS W TE ple— A 14 5 B 6 oI, HON BRI B ] 75 5
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A1 2R 3AIEE NGO K& S HIFR AR IR 7, IF HIL G KRB R 8E 3 — ek 2 Mk B R KX
(C,=Cq) — HEFEMIZE A FTEUL,

[0219] B

[0220]  R® H— &A1 2 3DEENVO &S HIFRZLE 71 5 5L 6 Jo2% 75 5L 4]

[0221] A REUA B #— DB AN I8 B DU 25 BB - 1 32 R 2 a3
28 RSV PR, (C-Co) - FidE. BL M (C,-C) — M %5 BL & (C,—C,) — B2
(C,=Co) — K ARFEHE (C=Cp — B2 —(C,=Cp) — HE . (C=Cp — ke i 2k —(C,-C) — e k.
Jo = [(C-C) - B2k ] & FE —(C=C) — B R —(C-Cy) — Je 2 R 2 —(C,—Cp) — FidE
5 - (C=Cp — Je 2k (C,—Cy) — fidel I (HIb P E et i 48, H [ = (C,—Cy) — mifUBEEZE D)
(C,=Cy) — BB IE - (C=C,) — FEa I (C,=Co) — it 2t [ (C,—Cy) — Bt &k 1 ik [ (C,—Cy) — AR
Feda s 1 ek | (C—Cy) — eI | (C,—Cy) — IR IESE B 2 — [ (C,—C) — bt ] RS
M= [(C=Co) - B ] BB e — [ (C—C)) — e s 1 28 N-[ (C—Cy) — 2L 1-N-[ (C,—Cy) — %
51 @, (C-C) — FeEWha Bt Ik, (C,-Co) — Akt 5 AR Wt AL\ (C,—Cp) — e ZE Tt B 2k
(C,—Cq) — RARPEIEMWEIE \ LU 2 (C,—Cy) — BEFEMATE LS IE . (C,-Co) MBidE. (C-Co) Fpidt
AUk RO R,

[0222] o i Jm 42 A 4 AP IR % B O R BRI 8 E 8 — A~ sl 2 A1k B &
(C,—Cp — HEdk Jo (C,=C,) — pifRLERE I 2E A1 T HUAR

[0223]  JFf HH rp AN AHAB AR IS T — -5 1) 5 B 6 JT3, HOoM R BR e m] £ 75
FiAb 12 3AEE NS 0 & S MR i+, IF HOW RHUAR I B e — ek 2k B K& X
(C,=Cg) — F 2L A BT HUAR o

[0224]  FEME, EFPLEL R (D (EWsELER,

[0225]  R® sk, HOu AR BRI BE Pk gl — A 302 4N ik A BUR 138 B BT B - i
B REE VAL REE VUL, (C-C,) — Bk, (C-Cy) — ifRkedE | (C,—C) - fiddE - (C,—C) - %t
B (C-Cy) - Bkt - (C,-Cp) — Jedk 23k - (C,-Cp) - fe ik« (C,-Cp) — fedidk (Hb L4
R, 1 [ = (C,—C) - et 1) (C-C,) - Fefa ik - (C,-C) - FEd It (C,—C,) — Bk
[(C,—Cy — FEsadE 1 BIE. [ (C-Cy) — mifE 4RI 1 BREE . (C,—C) — it R EL L L (C,—Cp -
RIS . (C,-C,) — FEEMMEIL . (C,—-Cp) — AL . (C,-Cy) Mkt (C—Cy)
IR AR I R M R

[0226] i Jm 42 A 4 AP IR % B O R EUAR I BE B — A2 A1k B &
(C,—Cp — HEdE o (C,—C,) — pifRLE S5 2 A1 AT HUAR

[0227]  FF HH APy AN AHAB A EE T B B 5 1 5 5L 6 JT3, HOM R PR B m] £ 75
FiAb 1R 3AEE NS 0 & S AR+, 3F H oW KRB B 3 — D e 2 Ak B i 3= &
(C,—Cy) — HEE 2L A i BUAR,

[0228]  E#&

[0229] R® H—NEH 12 3MEENO KSR 1 5 5L 6 o475 ik 7]

[0230]  HOGAREURECE 3 — D2 ANk B BUR IR R « )31 g R I 5
DL f 2 2k (C—C)— He3&. BL & (C,—C) — M 3. BL J& (C,=C) — B &L (C,—Cp — i AR e 2
(C,—=Cp - Fe 5 5 - (C=C) - Bt 2. (C,—C) — Fihm % —(C,-C) - Ht & 2 &5 —(C,—C,) — Ht ZE.
(C,=C) - e 2k (HIEn AR b i A, H [ = (C,-Cp - i ARKE 5 ZE 1)+ (C,-Cp - Hisa
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B - (C,-Cp) — fed Ak (C—=C) - He Btk [(C—Cy) — Braadk ] ik [ (C,—Co) — i fUhtsa st | I
By (C-C) — Bk WAl At | (C-Cp) - i AUEHE WA EL L | (C-C,) - KedbhaBiit . (C,-C) -
FBERERE B LK (C—C)) — BEAERR AL SRS AR & = [(C=C) - Jedik ] 3k s BLRCR
SR (Co=Co) = IBEFERIZE BT, ITIE (C=Co) — FAped A R B — sl A~k
H K3 (C=C) — FEdk [ (C=C) - mif ek HEE I ATHAR,

[0231]  JF H AR AH 4B A BUREE AT TR B — B G 10 5 886 Tk, HOp iR EA slin] 4 &
JiAh 1 & 3AEE N0 K& S R 2R R, IF HOW AR BRI 88 40— el ANk A s M
(C,=Cy) — K 2 A B B

[0232] 7RI, i 2 TS M (D LS e, K

[0233]  R™ AR, MO R EE Lkt — DAL A R 3. (C-C) - ke,
(C,=Cy - i filedk . (C,=C,) - FedadE [ (C=C,) — BEhii 2k 2k A BT U, IF BAELE A A T

Ay
=

[0234] B

[0235] R° AH— &A1& 3MEHENCO K S IERZRE T8 5 58 6 Jo2e % AL,

[0236]  HONREURIIEE #— D EZME B &R R, (C-C) - Btk (C,-C) - =kt
B (C—C) - BEFE I (C—C) — B LA (C,-C) — k. (C,—Cp) — BRI, (C,—C,) — FRkEHE.
FFEIE AR T [(CC) — Kt 1 @I K (C-Cy) — B IR IE 3L A8 3k ik B T AR, 9 HAT:
AR R I G o

[0237]  Hemlfikan N (D &P, Hp

[0238] R® haRJE, HONREUR A sk e — ek 2 A0k A iz (B & A
M) EIE PR CEVERE FRNEE TR TR R TR BT, 5P E, &7
B AR e AR RN ZE A BT U, JF HAT AR 5

[0239]  ffikh

[0240] R A RS, 2- HARERIE  2- SR ARIE  2- JRAR NI 2- AR R 2- A GRS
4-(CRUT 36 ) 3 2- = HACF LRI 20— LR B 2- S IR AL o 2- A e 3k uk
4= BEFERIE 3 AR ZE L 3— SRR EE  3— BRARIRIE ( 3- AR ORIE (3- AR (3- — AR
IR R 3 FARSE R SE A4- R L 4 SRR 4 SRR 4 AR SE 4- K
A REEIRIE A- HARF IR 4 FAEEE R 2, 3- TR 2, 3- TR,
2,4- AR 2, 4- RIS 2,5 ZEAREIE . 2,5 RIS 2,6- ZRUARIESE
8F 2, 4- RACRIEL2, 6- TSR3, 4- AR AR 3, 4- TRARIEIE 3, 4- LK
53,6 ZRURIREL 3, 5 TRIEREL 2- S -3 FEROREL - AU 4 AR 2- |
R —5— IR EE 2 AU —6- RS 3 AU —4- L. 3- 0 -5 A 3-
R —2- FIEEARTE  4- JUK —2- IR AE (4 R -3- ka5 SR —2- 2Rk 4- K
FEREE3- S HRACH I 4 SRR 4 R - R 4 AR 4 SRR
(= 4- PEPEIER) 801, 3- 2 4B s —5— .

[0241]  FEML, AR W F R (D A& eIt b

[0242]  R® 2y 2- Nkme gk 3— Mbme JE 4- MLme I | 2 MEwy I | 3- MEWy 5L | 2- WRIR L 3— PRIR
HE\2— NN Ik 3— nib g L\ 2— WEIE JE  4— WEIE BE 5 WRIE KL 3— WA IR I  4- WATR L 2— nLIE
F5 .3 MHEMEEL L 2— DRI EL (4 DR IARIRREL | 1— nEE IRt | 3— LML (4 mib e 5 MRk (1, 3,
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5— = —2- £ 1,2,4- =M -3- FE.1,2,4- =1E -5- 5L, 2- WEMRIE 1, 3 ZEIFIEME —2— |
4— WEMREE 5 WEMEIL  3— S MEMRSE  4- SRS (5— SR EMEIL 2 BEMRSL (4- BEMRIL 5 B
P 3— SRR 4- SREMEIL 5 SRREME L e Il = L, BY 3- S IRRSE | 2 MRk
FE1, 3- FIFWEME —2- FEEk 1, 3— ZIFNEME —2- KL P 2- ntkmE g L 3— ke L 4- nibmE g
2— WERERL  2— NEMERE  2— WEWYJE . 3— WEWY JE . 2— MR E, 2— MEMe L, BY 3— SpmempkItal 2- v
WIS s L FoR 2% 05 I A %% B o AR B BRI, DLt gl b I O3k () 55 T B AR,
AR AEE ML A KRR (C-C)— fidk. (C-C) - mifbidE. (C,-C) - bR
(C,=Cy) = Pt LA (C,=Cp) — Mgt (C,=C,) — BRI (C,=C)) — Fedka gt — ~[ (C,=C,) — it ]
AN (C—C,) — e AL AL A I 2L A B AR

[0243]  FESL, FrAPUERIEA XN (D LEYs s, L

[0244]  R® “y 2- nibme 5. 3- AR AL mE —2— 53— SUfRnkme —2- JE.3- JRAR I e —2- .
3— FEZLNLRE —2- JE.3— AR ZENLRE —2- 55,3 = AL EENnE —2- 25 4- FARILmE —2- 3,
4= FARMEE —2- FE 4 IRARLIE —2- 26 4- FRARb g —-2- 3 4- RRAR RN —2- KR4 =
FCZENERE —2- FE . 5— HARIERE —2— JE . 5- SUARNERE —2- 6.5 JRARHERE —2- Jk .5 AN
WE —2- 25— FARIEMENE —2- 555 = HAC A EMbnE —2- & .6 Atk —2- 5.6 &R
WE —2- Jk . 6— JRARIERE —2— . 6- FILNLRE —2- JE.6— P4 JRIENE —2- 2E.6— —HAX P 2Ent
e —2- 3.4, 6- FZLLE —2- 3,

[0245]  3—HERESE, 2— FUARHIERE —3- &, 2— SUARNERE —3— 2k, 2- JRAXNMERE —3- J&. 2 2Nt
WE —3- 2. 2- FARZENENE —3- 55, 2— =Rk me —3— 2 4- fflnibne -3- 5. 4- &Rt
WE —3— Jk 4 JRARIERE —3— & 4- FRIEnEng —3- 5E . 4- F4BREng -3- 2E 4 —H A 5Enk
WE —3- 5E.5- ARtnE —3— 2k .5 EARIERE —3- &5 RARMLRE —3- 2k .5 FIAENLIE —3- 2.,
5— M ZENEIE —3— Jk .5 = JACFIZEmERE —3- 55 6- JRufRntbng —3- 2k .6- EfRntbng -3- 2.
6— VRARMEIE —3— 26— FIENERE -3 56, 6- A AENERE —3- 2E . 6- = AT ZEntng -3 5.
6— FRIENMERE -3 %,

[0246]  4- MEmERE 2— FARHERE —4- 55, 2 SUARNLRE —4- 2. 2- YRAXNERE —4- J5. 2 it
WE —4- F&.2- FAEIENENE —4- 5. 2— =R FRNLmE —4- 25 . 3- Atk ne —4- 5.3 &Rk
WE —4- Fk  3— JRARIERE —4- J&.3— FIEnbRE —3- 55, 3— F4dRnttng —4- 553 = A P 25t
WE —4- JEEY 5- MACHERE —2- J& .5 ISR EntnE —2- 25— R a ke —2- 2L 5- /
BRFLNLIE —2- 3k . 5- FAEIEMLE —2- 56.5- " HACFAEIEMENE —2- FE . 5- BRIkt —2- 3
5— LJRFEMERE -2 FE .5 BRI FEMERE —2- JE 5 SR PN L MERE —2- Jk 5 ZRIRNEIE —2- S|
5— M IEMEmE —2- ok 5- SN A LML nE —2- &,

[0247]  2- WEWYTL | 3— GUARIENy —2- J . 3— SRRy —2- I 3- JRAREmy —2- 2, 3- FIJE
WEWy —2- 5£.3— FRARSEWENY) —2- 26 . 3- AR A EmEmy —2- 54— FAREYy —2- 2 4- EUX
WEWy —2- JE 4- JRARENy —2- Sk 4- FIILMENy —2- 34— R EmENy —2- 56 4- AR
WEWy —2— JE.5— B ARMEWy —2- JE . 5- FURHEWy —2- JL.5- ARy —2- Jk 5 AR —2- 1
Wyd 56— FRZEMENy —2- JE 56— FIARAEMEN) —2- 2. 6- —HUAC A AEmEmy —2- B8k 5- MmN &t
WE —2- 25— LRFEMENE —2- F 5 ( FEEAEEAR AL ) Mbng —2- SR8 5- FmiZntng —2- 2,
[0248]  3—WEWyIE . 2— GARIENy —3- 5. 2 SUARHEmy —3— 2L 2- JRARMEWy —3— 2k 2 AT AEmE
Wy —3— 2. 2- FIARJEMENy —3— 56, 2— =R AR 2R mEmy —3— 25 4 JRUfRmEmy —3- k. 4- Sl
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Wy —3— JE 4— JRARMEMY —3— L 4— FJLmEmy —3- 5k 4- A4 JEmEDY —3— 55 4— = F A AP L e
Wy —3— 25— S AIEMy —3— Jk .5 EUACIEWy —3— 2\ 56— JRAXIEWy —3— Jk .5 FIAEMENy —3- 2,
- P4 FEMEMy —3— 5k . 5— = JfC A FEmemy —3- &, o)

[0240] 2 WRMRHE 3— FRARIRIR —2— Ji | 3— GUf Qe —2— 55 3— IRAXIRIR —2— 2k . 3— AL
MR —2— 23— AR —2— 55 3— =R AR 2Ry —2— 22 .4 G —2- 64— ARk
MR —2— 24— YRARIRMG —2— 64— AR —2- JE 4- AR —2- 55 4 — AR R 5k
MR —2— 85— FR AR —2— 5. 5— SUAMEmg —2— 256 5 RARIRIR —2— 25 . 5— AR LG —2- &
5— FARZEMRIR —2— JE Bk 5 — SRR AR ek —2- 2,

[0250]  2- WEMEEL (4— FASE — MEM —2— L 5 FEILMEME —2— 65— JRACIEME —2— 3L . 5- &R
Wy —2— 5L 4, 5— — FIIEMEME —2— 5L 4, 5 —AUARmEME —2— KL 1, 3 ZEFFmEME —2- L. 7- &
R -1, 3— ZRFFMEM: —2- FLmk 2 JRARWEME —4— FL 2 SUACEM: —4— 3L 4- e AL (6- &AX -1,
3= ZRFFMEME —2— FE (T YRAR —1, 3- R IRMEME —2- FL 6 JRAX 1, 3- FTFMEME —2- FE 1, 3- K
FrlEme —2- J 7- FAR -1, 3- ZRIFREmME —2- JE 6 AUAK -1, 3- SR IFRERE —2- T RAR -1,
3= RIFmEMe —2— B 6- JRAR -1, 3- ZRIFREMe —2- 3,

[0251]  2-MbmE3E . 5 FRIRMEER: —2- 3,

[0252]  1,5- —FRZEMLMe -3 BEak 1- FAEnLMe -3 JEEK 1- b M —5- &,

[0253]  2— WEWE L 56— BARMERE —2- JE . 5- SUARMERE —2- S5 .5 JRANMERE —2- JL . 8l 5- fit
fRmEmE —2— Koy 5- FIEMENE —2- 5E.4, 6- — FFELmEne —2- 3L,

[0254]  3- MAMEZL . 6- FZEMARE -3- 4L,

[0255]  1,2,4- —M& —3— JEE 6 AL —1,2,4- —WE —3- Bk 3- FimbhIial 2- mEmhit,
[0256]  flLitih

[0257]  R® & 2- mifmg 56 5- FARMLE —2- 55— AL mE —2- FE.5- iR ARnL e —2- 3,
5— FRFEntmE —2— JE 5- A4 IENLRE —2— JE . 5- = JRAC A Ikt —2— JE | 3— mbmE gL .6 FRARIL
g —3— 3 .6 FUARIEIE —3— 26 6- JRARNMLNE —3- 556 FBEnk e —3- 25 . 6— AR AR 2 mbme —3- 2&
B 6— = HAC AR b e -3- gk 4, 6- RN —2- JE . 2- mEmy 5L 3- AUAREwy —2- S
3— FZEMEWy —2— BE . 4- FURIEYy —2- 554 AR IRmENy —2- JE (5 GUARmEmy —2— 2k (5 JRACIE
Wy —2— 55.5- AR -2 WEW 5L 5 AR MENy —2- 6. 2- WML 5 JRARIMEME —2- JE 5 SR
WEME —2— JE 4, 5— — FIFEMEM: —2— L 4, 5- "G CmEME —2— FL 1, 3— A IFMEME —2— JL 2- it
RS (5~ FIFEMEME —2- 551, 5~ FSEAL M 53— 62— mEmE gL (5 JRACMERE —2- FL 5~ FIEL
WEIE —2— 2k 4, 6 A ELMENE —2- S 3- MAME IR B 6 FRIEmANE -3 2 4- Atk —2- 3
4= GUARNEE —2- 55 4 IRARIE I —2- 24— ALk —2- JR Bk 4- = ARk -2- R 3- &
WEIbR L ol 2 bk

[0258] ML R (D) 4 ek th, L

[0259]  (R%), A n ANHUAREE RS, Horp RP——3% n = 1——24 B0 & A HUARIE R® 48 b gk 57
H—— n KT 11— AR VE5IE (C-C) - Fidk. (C,-C)- mfUbidE. (C,-C)— pf k.
(C,=Cy) — Bt & (C,—C,) — KBRS | (C,—C,) — sfURE 2R LR | (C,—C,) — e LTI
B¢ (C,—C) — pifARke A eI, 3 HL

[0260] n 24 0.1.2 8K 3,401 0.1 8¢ 2,

[0261]  FEk, BAIEWT TR (D & eI,
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[0262] (R, A n DHURE R, H R——3 n = I—— 8 &N HUREE R 1 A7
Hi——3n KF 1——R i3 (I ans. &0 Rekil) 2L, 408 =5 9k 4t L5
AR Sk IR IEIE . 230 W R RS | AP I o ol £ BERA IR , 9F L

[0263] nﬁ0\1\2323,ﬁtﬁi0\1j22

[0264]  PLILIXAE X (D HEP e, Hrp Het 43X (Het-a) . (Het-b) . (Het—c) BX
(Het—d) 3% H]

[0265]

5 3 4 1 6
RG)EZH]“ 6 ‘{sz 5)\1\3 N °
(R9), (R%) (R9), —t R S

N N " I N ", N n N
1V 3 5 1 6 N7 2 2 Ny
2 6 1 3
(Het-a) (Het-b) (Het-c) (Het-d)

[o266]  HHrp (R, BA Bl AR s B EIE R 2o

[0267] Lk T (D) tbEdpekidish, Hp

[0268]  Het AIXFEHIFTIAZEH] (Het-a), H

[0269]  n %y 0( =%F%, RIAAALERURIE R, BIEF BIWATE B B SR ) 51
[0270]  (R"), M 2- &2 #.2- FIE.2- L 2- 4K . 2-CF,.2- 4L 2- 243t .2-
k. 2— FAL WWRE TR  2— FRLRE MRS (4- J4- S0 4- IR 4- B 4- R 4- 25 4-CF,.
4- I 4- L5 FE 4 gL 4- IR PR IERL 4 FRELAIEAL 2, 4- L. 2,4 &
2,4- 54,6 _HHE . 4,6- —HEL 4,6- &,

[0271]  Hrp P4 5 T8 Prid 58 BIAEmEnE —5- JEIEH] EALE, 76 Frihmeng —5- JErh
WAL T2 1= & 3- 4.

[0272]  ZESb, Rtk an N (1) tbEaekdtsh,

[0273]  Het MIXFERIFTRIER] (Het—a), HH n = 0 8%

[0274]  (R®), 4 4= F 4 S 4- I 4- = FANF 56 4- SR IE 4- L mE ot 4- 2%
WAL B 4- FmRE, LIk 4- .

[0275]  §ifLikan T (D) thEWstts:, Hp

[0276] Het MIXFERIFTRIEHF] (Het-b)

[0277] X

[0278]  n k0 ( =%(F%, WIAFERRE R, IR B ATA A B E ) 5
[0279] (R, 4 4- & 4- F.4- R 4- G 4- PR 4- 28 4- —F PR 4- PEE.
4— LR FE A IR FE 4 R P L 4 FFLE 2 6 .6 .6 | L .6- FH.6- &
F6- —HACHFE6- FEIL.6- L5 FE.6- FFL.6- AL W RN FE . 6- FF JEAR L2 . 4,
6- . 4,6- —Fak 4,6- &,

[0280]  H AR SELA K40 5 T8 Frid 56 B Ar mknk —3- FEILH LA S, 4 Fridmk s —3- 5 B
IR TR TN 1= f 2- 7.

[0281]  FEUE, Rl i T () AbApakdth, Hrp

[0282]  Het AXFEHIFTIAZEH] (Het-b), Hn = 0,8k
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[0283]  (R%), 4 4- #4- & 4- FIE4- AR IE 4~ 4 IE 4~ FFRREESE . 4- 3L
VMBS B 4- FmR 2, Uit 4- 3.

[0284]  BifLikan F=X (1) tbEWetlsh, Hp

[0285]  Het AiXFERIFTIAZEH] (Het—c),

[0286] n ky O( =%FZF, WIALAERARE R, BIER LW ATH A BB S ) sk
[0287]  (R®), 4 5- f5— 05— IR.5— HlIE.5- I 5- 2 . 5— = RACHHE 5 P,
5— LA 5- FRiIE . 5— ML WRAMEIL 56— PAEmMEIE .3, 5- —HI3L.3,5- 4 ak 3,5- —
s

[0288]  HAPELFMIGR 5 e ATIAILFLE 4- meEEE LA S, FEFTIR 4- MRS B RIR R 1
PLFAZIR 1= J 2- 4.

lo289]  fEUL, Rk an Rt (1) fb&4paldith, Hd

[0290]  Het AiXFEM Tk ZEH] (Het—c), Hrpn = 0 ;8 H

[0201]  (R%), 24 5- #-5- &5~ &5~ —FACHF .5~ I 5~ PRI .5~ A
TP EESE B 5 ARG 2%, Uik 5- .

[o202]  BEfLikan F=X (1) tbEWa L, H

[0203]  Het AXFEHIFTIAZEH] (Het-d), H

[02904]  nk O( =%(F%, WAFERRE R, IR B ATA A B E ) 58
[0295]  (R®), & 3— &(3- F.3- FIE.3- H3E.3- ZF . 3-CF,.3- 4L 3- 2 & 3-
BiE 3 AL PR TDR L L 3— PR LA IE . 5- 4.5 &(.5- 1R .5 &k . 5- A3k 5- 23k 5-CF,.
5- AL\ 5— L5FE 5 AL .5 AL I he Ik 65— AR IR IEE L 3, 5— — &3, 5— 3.
3,5— &,

[0206]  JLAPJE[A 405 R ATIA L E 6- Mk LA B, £EFTIA 6- ML E AR R T
BEFAZIRH) 1= F 4- £

[0207] ek, Feal ik an N (D) 4G e ik, Hrp

[0298]  Het AiXFEM k2] (Het—d), Hrpn = 0, B

[0209]  (R%), 4 5- 65— &5~ FFE.5— = AN L .5~ I 5~ AR .5 3
VT EESE B 5 FAR 2L, Uik 5- .

[0300]  ibfLikan R (1) tbEWu L, H

[0301] Het MATIAFEHF (Het-a) . (Het-b) . (Het—c) 8% (Het—d), HHn % H= 0.

[0302]  IEfRIELIFHIE (D) AAWa s, b Bk AR Het RN REVRVRWRVR® BA & n
SERRYE FTIAARIE & X PR B A P IE £

[0303]  fRIEM (D) (&P HLE R (Ta) . (Ib) . (Ie) & (Id) [Mtb&9) K H L,
[0304]
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[0305]

[0306]
[0307]
[0308]
[0309]
5%
[0310]
1.
[0311]
[0312]
[0313]
a}
[0314]
1.
[0315]
[0316]
[0317]
gy,
[0318]

a1

[0319]
[0320]

26/170 71
R2 1
3
R? 1 R O—R
3 _ 4
R4 R O—-R R\>__£§i%—#g
7\ o
/ o N 5
N\N\ R® ;N R
(R9), | R N
NN (9 5 1 (b
1 2 3 6
R 2
3 1
R R O—-R. . R3 R O—R'
R
/ O
N N s VA
N ~ R
4 N
6
r~E 1 _EN/IS
n K _N (R®)
6 N7 5 (Ic) " o Xy N4
1 3 (Id)

HA RVRSRVRGRVR Bon ik (1) A SCaoias A st & Sz X

R Sl L ) XA RIE S (Ta) B S PIEILER, Horp

R' AEOFH RVRVRAR R Jen ik (D) PEX [ =2 Ta”) a4 1 5
R'FEIF H R VR VRVR R Kon 1l (D e X [ = (Ta””) fLa4) ]

R AR % A NS, I H RRRR® Fen izl () e X [ =1 Ta”7) ks
FRMLIE I H ZFERIEA (Ib) Fie&Yek HEh, K

R' AMEIFH RVRVRWRVR Fn =, (D) rigEX [ =2 (Ib”) KIk& 1 5
R' AFAFEIFH RPRRWRVR En sk (D e [ =20 (b)) a4 ]
RAR & BRI HFHRRLR.R Lo () FREX [ =R Ib”7) ks
LRI R RE R (Te) thaei s, H

R'ANEIFH RORRARVR Fen izl (D) PEX [ = (Ic”) K& 1 8
R'AHFAFEIFH R RWRVR En ik (D FREX [ =2 e7”) sy ]
RARZEARIE HFHRVRVRR ot (D) AEX [ =R 7)) 1tk

Rl feaean MBS (Id) ’AE e, 2t
R' AEUFH RVRVRGRGR Bon X (D e X[ =R 1d”) a9 1 8
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[0321] R HFEIFFH RORVRWRGR Koo i (D e X [ =R (d””) BEY ]
513

[0322]  R* IR’ % H W& I H RRARGR Kon sl (D) g X [ =20 (1d””) s
/P

[0323]  7EME, R PLEiXFER (D (Ta) . (Ib) (Ic) M (Id) WIL&Y 3L, Hodpr
WREEF R 2 R A — Ak 2 A HA s 3 0 AT IO SE 5

[0324]  {EUL, FrAIPLIEIXFE N (D) (had K, A pridEEF R £ R P i—A s
AN ELA S 2 b i R 55 T 2 X

[0325] AKX (D WEWEREFATET 27 b RAXR R A O BOSU A7 R 37 Ak
TR A——IX e 7 7 A BUAE K h I Bk s e sl LA e —— ARG, A
FE AN BEAL S VRIS 73 B R SR SR R KR S o

[0326] AR EIEEFERTA BAR AR (U E G EE B AR il ik ) RILRGMAEL, i
REEFETE A

[0327] Ak BHicR A& (D AbEwfn / 8L h ik,

[0328] AR () WAL 2 ML T & .

[0320]  FELAF 73T, 76— 2o i Ol AT B . AT, “ Y s 72 Fa % B R E OV
ZAF T BAETER A DLAEATFT RN AT 1) 20 1 IR

[0330]  (a) S4l#&EN (1) MALEYEILEE, 2 Het \R\RRRARGR® AT Bk (1)
P

[0331]1 fifixX (ID) e 5 AID EW RN, LA (D &,

[0332] H,N-NH-Het(R%), (II)

[0333]  HH Het K (R®)n =l (1) Hir5E X,

[0334]

(11h

[0335] HA RRLRWR' R R sk (1) dE .

[0336]  J7i% (a) X FRXFERI (D) A (D 4b& Wi 5 AP0 0, i Het Ry Brid X
(Het—a) WZEH] ( =mERE —5-J&) FFH n A2 0, B A Het AR (Het-b) WZEH] (=
Mg =3- 2% ) JF H n A2 0, B Het HPTiA s (Het—c) [KZEH] ( =Ntk —4- 3% ), 5 Het
MR (Het-d) W2EH] (=WElE —6-2% ),

[0337]  {EANAK M TTE (o) HRafi OB Tl (D A& r = (TID) gk BRI 1,
3- TR ALY, PR R RO R R R B UL B AR A (D) s
VIIEAT IR AR AR IE O 48 0 & SRR Ee o FHAN M, MR A A K B T7 7 (a) T IR
B Tl X (D A (D) Mg BRI 2057 J60F, tptde i 1A BL EAEXT AR &% B
X (D) WEWIHATRIRRAE SIRIE (R, CFe i (R, MIBLES S, IF BRI IEAE 5
Al Het [¥)— AN el .
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[0338] = (IT) MMkl AR A& as lsopHE Cane, JF B/ s nl il o0 i) o7 2 &
(2 W, %) 41 Methoden der organischen Chemie (Houben—Weyl, D.Klamann, Ed.), E16a
4%, part 1,421 71 K LLJG, Georg Thieme Verlag, Stuttgart 1990 Az H 5| FH ) SCHR ;
J. Am. Chem. Soc. , 1954, 76,596 ;Monatshefte fiir Chemie 1988,119,333 ;]. Heterocyclic
Chem. 1988, 25,1055 ;J. Heterocyclic Chem. 1989, 26,475 ;Heterocycles 1994,37,379) .
[0330] (IT) A (ITT) FAL &Y H S I A A B A IREAL 77 sl A8 AR 3] (451 — ol 1 A
AT ) WIAFAE T JEAT (A0 M AE — B HLEE R B AT, 90 i DY S (THE) | R A
CIE AW (DMF) R f S s 7E 20°C 22 P v 50 (0 s 2 1) 3R B R e 7E
50°C & 150°CZ [AIHAT » WIRATH 12X (TT) By e, We ATl il i iR o B T8 &
TE ) S P A A 50 Sy k< B S AR AR ) B < B A < B TR B Bl B R TR 2
B < B B 2h VO b B A A B e B S A T B R TR B R AL, B = &
fi AN CFENGE 1, 8- RIRAUIA 5. 4. 01 Bk —7- M (DBU) .

[0340]  SRALTT % EACE -3k, Bl T WO 2004/037793 .,

[0341]  (b) @il () Ay R AHE, W (17) k&85 V) &9 R LA
A (D s,

[0342]

Y )

[0343]  H Het RVRVRWR® & R sk (1) AidsE X, 7 H.
[0344] R N—A5EF R ARFEBARNERE B Wikt R AT e SOEFEER, sitp R=H
1= (1) A BR I RS s A BIE AL G (activated ester),
[0345] R'-OH (IV)
[0346]  IAp R ik (1) A iE 3,
[0347] k¥
[0348]  (c) anSf=X (1) F R AHE, WHEX ()t & Y—— R A E ARG
fi—5X (V) ®ba RN (BEfk ) BUERGR (D BLE4,
[0349]
R R o-H

")

lllet(Rs)n
[0350] HAF Het R\ R RR ROk (1) FFIE X,
[0351] R'-OH (IV)
[0352] AP R WX (D) HiE X,
[0353]  BR#
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[0354] () @ HilacHd R = HIX (D bGP, W (1) e [ AR
T (b) e ] KAE, AR (D E e s,

[0385] X (IT). (T1D) & (IV) AORCLR JGURLE R 2 SN, BT 5 O AN 7 v 28 A ) 2%
[0356] 3 (17) A (IV) B4k E IR B ] FH R v P 15 A2 66 B30 I A 2 20 ot v e R 1 e
1To (A7) J (IV) WALA Wi B B mT A 1R R A 125 B Tt SR 06l 0 0 v A 2 I R
1T HLE (1) #il&X (17) 1EWm] bR R K LT .

[0357] e) X (I1D) AbEWIElan@E A (V) K2 BEEY S5 (VD K& % RN
1M il £ 5

[0358]  R*-CO-CH,—CO-R’ (V)

[0359]  R’R’C(Hal)-CO-OR' (VI)

[0360] o R'VRARP\R® & R° ik (T11) " igse 3, AR ARIEHH A 23 ;3 H. Hal
h R IR Pk — R M e 2, 90 a0 SUR T B e iR VR IR, BION T R B BR
AT R 2

[0361] AKX (D G EEEBT Ik 7k a) & e) MO 7L, W
id 3 T 9 W Methoden der organischen Chemie[Methods of Organic Chemistry]
(Houben-Wey1, E. Schaumann, Ed.) # E8b, Hetarenes III, part 2,399-710 T, Georg
Thieme Verlag, Stuttgart 1994 A H: 5| R SCHR, FoAb e A Oy #R 3 DL STk 196 Ak -
Methoden der organischen Chemie (Houben—Weyl, E. Schaumann, Ed.) # E8b, Hetarenes
111, part 2,420 71 % LLJG, Georg Thieme Verlag, Stuttgart 1994 K H 5| H K SCHR ;
Synthesis, 1986,409 ;J. Chinese Chem. Soc.,2001,48,45 Lk K %5 5 Hi US 4146721,
DE2141124,D0S 1946370 % Justus Liebigs Ann. Chem. 1973, 1919,

[0362] ) X (V) A&t m] ) dnad it LR 75 i & A8 (VID ik &4 50 (VITD 1
WA AE—Fh &5 AN () AN B G BERN ) IAFAE T IE— PG R (9 4o
R LT e e PO S0 ) A, 78 —10 £ 50°C (AR1E 0°C ) 2[RI fKVELEE T 3 Hoan R & 5&
TEME AR (B E <A ) TR,

[0363] R-CO-OR" (VII)

[0364] CH,~CO-R* (VIII)

[0365] A R J R wnaX (D) e 3, R A (C=Cy) - Fedik ik AL £ 5.

[oze6] Xl T L& &k MK Kk N Eid & F 3¢ 8k B, 1 W Supramolecular
Chemistry (2003) , 15 (7-8) , 529-547 ;J. Am. Chem. Soc. (1951),735614-16 ;J. of Med. Chem.
(1990) , 33 (7) , 1859-65 ;WO 00/08002.

[0367] gk, N (V) LAYk el 20 (X Mk 5 0 O MG WaER BTl L
IR £) P& 4AFT ROV RIRAT,

[0368] R-CO-OR" (IX)

[0369]  CH,~CO-R* (X)

[0370]  Horp R* K R X (1) e X R R (C—Co) — ke, PRk St al £ 3%

[0371]  2RABLT il e MR e W 23 8 T 3R, 4140 J. Am. Chem. Soc. (1950) ,721352-6
R

[0372] @) Ml (D) LG,
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[0373]

[0374] A Het . RLVRAVRAVRAL R & RO sk (1) HieE X,
[0375] W wl ] anfd @ s (XD W& 5 XTD FIMETEAE—Fh & &/ Cu (1) 5k
Cu(11) L —FBNERAIAAAE N —— W R E G — P —— 4T SN, 4n AR 77 &b

PR
[0376]
R3 R2 O—R' 8 8
R _ 17
N © Og-© Cu()/Cu(lly &
N S~pe 4 e ()
N Het(R®)_
H
(X1) (XIl)

[0377]  JLrb Het, RS R RV R RO R HATBLEXS 2 (D) s & 3, IF H Ry 4 H Bk
(C,=Co) — pedit (PLIEMAL ), B AP A R HORIERE .

[0378]  JITid R NAAE—Fh-Eal N LECA LR (1) 8di (11) #H——piik Cul. Cu,0, Rk
16 Cu (OAC) ,——HIAFAE N AT, Forh 8 AR T8 Uk 1. 5 & 2 (@ Wflifr A4 (X1D) .
[0379] UL H I, IO —Ff &3 A BLA, ) dnntng sl ] e JF Hoh 7 e 4 Ak
FH A 280 IMN 38 B B 5, Ik s Ab i

[0380]  FITid J AR —FhA i (R 35 (AI0Ide — ki A1), ) = 50 b sl et h — S0P
B ) BAE 0 & A0CHIR TG (RIELE 20 2 30°CHINRE TGN ) I HAn R4 iE /e
MR (BIIEUUR ) NRHT, B2 RN SR, A8 — 2800 T J0AT 55 S ) S B[R]
[0381]  JH T4 — i 3K C-N B ICHYRATT % Cad 8T 30k b, 1 40 Tet. Lett. 1998, 39,
2941 ;Tet. Lett. 1998, 39, 2933 ;Tet. Lett. 44 (2003) 3863-3865 ;J. Comb. Chem. 2004, 6,
385-390 ;Tet. Lett. 41 (2000) 9053-9057 H,

[0382] A FAERPHE T AFAE N AT — 5 S0 C-N B IBERI 2R U7V Cod 8+ Sk,
B Eur. J. Org. Chem. 2007, 1318-1323 J Org. Lett. 2007,9(5),761 #,

[0383] il (XI) HIAL& 4 m] il id A AR N 5% O 50 i 77 V2 ) 2%, 491 il e A 40 =X
(11D M Ew—HD R RR R R WX (D PigE X—50 (K&4%) W Can.
J. Chem. 2001, 79 (2) , 183194 1 BTk (33E47 S s

[0384] i :{ (XIT) HIMLE e A ST EOAR A B3 AR, JF HA 28072 i & w15 1 sn]
T ok AT R AR N 53 S0 J7 VA & A 1 BLR SCHR P T id 206 ca) Science of
Synthesis, Houben—Weyl (Methods of Molecular Transformations), Category 2, &
6, Ed. E. SChaumann ;b) Houben—-Weyl (Methoden der organische Chemie[Methods of
Organic Chemistry]), # 13, Organoborverbindungen[Organoboron Compounds]I-Part
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3a, Ed. E. SChaumann.

[0385]  h) AIFil#H i Het \ RIVRAVRV RN R I R Gl (1) Ay XX (D Ak &1
— P T LA R AT A =X (XV) i A4, R A R A EiR (1)
e ORI (XTI IS WIAE— P & A G O ) & AR/ BRI R A7 AR HAE—
T 8 ARV R T 5 R LR (XTV) s Bl 26

[o3ge] EA XV) k&M 5@ (11D KL EWE— MR T — U R A51EE—
RS —— sl X (D &9, LR 7 B s -

[0387]
ey IN
Illet(Rs) -+ lN 4&4&%’] /B |\|I/
n N/ c
o A Het(R%),
(X1 (XIv) (XV)

N
| + %
Het(R®), |
Het(R%),
(XV) (1 (1)

[0388]  fE, Het R\ AR RARV RS HAA L EXF TR (1) Frd s X, L6 h— 34k
T, Hop A3 i B R A A IR B ZR LTS SR I | P 2RI TR Eh R M — g P R £k 3
(triflate) %%,

[o38o] X (XIID) [MALEHRTAE— AT S — PG Ia AT / IR R IFEET 5
TORFEAE (XIV) R, AR (XV) B G o BT e AR B A DL ) AT AV AL
FEan SRR (TT) , FF —FhBC A an 2,27 - X ( Z2REERE ) -1, 17 BKZE (BINAP) . 1,
17— 2RI %L (DPPF) 2- U R BE2E B (JohnPhos) 2- “I CAERES 27 - —
FRAEL A LB (DavePhos) 2—- IR -27,47,6" - =R N EPK (XPhos) 2- &
SEIEEL 27 - B (MePhos) «4,5- X ( Z2RFEEMEL ) Whigi (XANTPHOS) o {3 AR (140
BUTEER ) AR BTl OVAE— R R (I EUUR ) R K AR — R G
) (BT ) haEAT .

[0390] 24 F il i A T 5 T 451 o
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[0391] X (XV) Mtk EW T B S (1D M &wdt—2 kM, Ll (D 1E9.
JITid [ AT — P 18 B LB BL (AR ) 7K MEBR—— DR 1B X R 2RI 2 B 2, e i) fIL ks
Me——HIAAAE D REAT, R 1 22 10 ml 1L 5 B s IR o Il S N AE—Ff5 3 )V 77
o (B 20 RE R e PO E PRI ) AR 0 22 80°C (PRI 50°C) KA T ——
I HAR & IE AL — R MR (IR ) F——3 T

[0392] [ty 1,3— B9 SALIAAL S I A= B Atk e 32 28 T SCRR 7, 81 21 W02001 /32627
Angew. Chem. 110 (1998) 2249-2252 ;Tet. Lett. 43(2002)2171-2173 ;J. Am. Chem. Soc. 1981,
103,7743-7752 ;0rganic Process Research and Development 2004,8,1065-1071 ;Tet.
Lett. 45(2004) 5935-5937 ;W02007/064872. US 6489512, W02006,/114213,

[0393] = (XV) HIALE Wt m] LA H AR N 53 AN 75 AR R AR AE R —— ik A
W BRI SAE T — A8 D fitba®. X 0D Kb aWie T ildE Lk 77k a)
H— RN, AR (D) E.

[0394]  Jd X (XITD) WAL & 92 AW H AR A B B R, o — 2800 & W 13
(1), B ] I8 I AR A BB R N R0 U7 32 Rk ) 4%, 45 Wi it Science of Synthesis,
Houben—-Weyl (Methods of Molecular Transformations), Category 2, #= 16,
Ed. E. Schaumann H iid 21 .

[0395] 1@ X (XV) [ 4k & # wl 40 BLF 30 BRI R aR 2E AT I &, ) G Tet.
Lett. 45(2004) 5935-5937 ;Angew. Chem. Int. Ed. 2006, 45,6523-6527 ;J. Am. Chem. Soc.
(2003) 125, 13978-13980 ;J. Am. Chem. Soc. (2003),125,6653-6655 ;0rg. Lett. 3(9)
(2001) 1351 ;Tet. Lett. 45(2004)5935-5937 ;Tetr. Lett. 43(2002) 2171-2173 ;Angew.
Chem. Int. Ed. 1998,37(15) 2090 ;W02001/32627 ;J. Am. Chem. Soc. (1998)120,6621 ;
W02007,/064872 ;US 6489512 ;W02006/114213 ;US2005/0192294, J. Am. Chem. Soc. 2003,
125,6653-6655 ;0rg. Lett. 2001, 3(9),1351-1354,

[0396] i) Aifil& 3L Het \R'VR\RP\RER® A R® fnbxd =X (D) @ Tk (D) e,
R i = XV B S 5 R R BT iE (DBAD, XVIT) {541 i 25 17
TP A E IR P —— N, LA RGE A XVITT) A& s i@t (Xv) # R
= (D) e X, A QVITD AR Wl (D AiE Lo X FEAE AL R sk (D) Aoe X
=0 (ID) A AP 3, HaTHE 771k a) #ALc P RVRAVRV RS R 2 RO sk (D a2 X
= (D A&, LT T E PR -

[0397]
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K
¢§L\\ -N ()\lT/// ///L<:3 V
) N~ "
HO\B/OH XVl \E/ . Oél\N/N\ﬂ/o\%//

Het(R, ~ Het(R®)"
Cu £
(XVI) XV
2
H rRR R o-r!
N R
~N_ _H
AN . T\ ©
— | CONL =5 ()
Het(R%), T
Het(R®),

(1

[0398] ik sk AR 4n— -G & R e AL £ (40 Cu (0Ac) , 8 Cu (0Ac) ,. H,0) IAFEAE T W1
— P EIEEET (I —FEE A ) PR 0 £ 40°C (fLik 20-25°C ) HIREE RN —
HHIMREELE R MR (BInET) F——HT,

[0399] AT & AIA3H) (B)— —%Ud —1,2- R —BUT E (DTBAD) HIRABUR MY Chid 8k
F3CHRA, G40 Org. Lett. (2006)8(1),43-45 ;J. Org. Chem. 2005, 70, 8631-8634.

[o400] G (XVD) WIALEW AT ER R, I H / 8 vl B A R A 52 2R
Tyt A, i AR SCER P T id Y :a) Science of Synthesis, Houben—-Weyl (Methods
of Molecular Transformations), Category 2, # 6, Ed.E.Schaumann ;b)

Houben—Weyl (Methoden der organische Chemie[Methods of Organic Chemistry]),#®&
13, Organoborverbindungen [Organoboron Compounds]I-Part 3a, Ed. E. Schaumann.
[0401] 3l (XVIID) HIALED ] FHAGUREAR N R CAR 7 A il I K&
Wy, 00 LR SCRR A TR 2% Y <. Med. Chem. 1998, 41, 2858-2871 ;Tetrahedron 44 (17),
5525 (1988) ;J.Med. Chem. 1996,39,1172-1188 ;J. Org. Chem. 2004,69,5778-5781.

[o402]  HEI (ID) MG EILETTEE iR o) #Hih (D Kb &9,

[0403] ) Jshil&Hrh Het \R'R\R*\R*\R* & R* ik () o Xipnid X (D &4, I
Al A XX A —Hd R X (D e O A L6 h—F A IE R,
Horp G i 2k A 0 AR S —— b — 5 T ) < e B 3 ) < B B R R SN S AR
XXX WEY s ARG —MEEREANAZAE NS E) - 86 -1, 2- “RR T
g (DTBAD, XVIT) M, Azl derh R sk (1) rhoe s XVITD) b &4 XA it
d R sk (D e Xt D A eIt JOnTRAE ik o) FA h P R RPVR RS
R* J R sk (1) whoe XX (D) 4 &4, Wbl R o7 b s

[0404]
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K, %
OZ\N//N\Q/OY O)\N,N\H/OY

. M
e | xviy | o
Het(R"), — Het(Ra)n Het(R"),
(XIX) (XX) XV
‘53 2
. R R O-R'
R
O 2
R3 R O_R1
H (@] R5 R4
. N o)
HT SN7 (hn N 0
| - . SN R 0
Het(R®), ]
Het(R%),

(1

[0405] AT (XX) A6AW) IR AR 190 i — P 63 9 < e S B 10 (48 o — R oe ZL 21
Bl PLIE BuLi) BR—Mp)E (Pt Lis Mg 80 Zn) BIAFAE NUiAT . LA ETE U 6 % 1k it
—&5 E) Z& M -1,2- ZRE BT B (DTBAD, XVIIIT) M, R XVITD) MibE
Yo AT ER AR EA IR BT B (DBAD) HZRAUR N i 28T STk, il Tet.
Lett. 1987,28(42),4933 ;Tet. Lett. 39 (1998)9157-9160,

[o406] @\ (XIX) WMLEW N B RIAFH], I B/ 8 ] AU EOR A 02 CLA ) 77
VESRAS, B anan LR ek Fric gl :Science of Synthesis, Houben—Weyl (Methods of
Molecular Transformations), Category 2,%% 16, Ed. E. Schaumann.

[0407] G (XVITD) FAL &4 ]l i A S 3 R N 52 L i 7 Ve A o il = (TT) 1
& & W, 4 dn fn LR SR R OFT A2 #5192 J. Med. Chem. 1998, 41, 2858-2871 ;Tetrahedron
44(17),5525(1988) ;J. Med. Chem. 1996, 39, 1172-1188 ;J. Org. Chem. 2004,69,5778-5781,
[os08] @ (ID) MALAEWEILETTEE FiRTE @) FHih (D Kb &9,

[o400] 3l (TTD) AERHE ISR AT A F TV AN 1, 3— i 55 2- iR S mRAiT A=
W (BIANRA CBATAEY ) WikiFAL k1T (S W, #1401 DE-0S1946370, 28 13 51) « AL H K
VENIRGAER TR 1,3 /i (V) il o B o7 ©) §il#%, sog & n 5 B/ 8
AL C AT iER (L, 840 US 4146721, DE2141124. DOS1946370 5 J. Am. Chem. Soc. ,
1948, 70,4023 ; Justus Liebigs Ann. Chem. 1973,1919 ;Justus Liebigs Ann. Chem. 1976,
13 ;J. Chem. Soc. Perkin Trans. 2,1993,6, 1067 ;Heteroatom Chemistry,1997,8,147),
[o410] o m] HI T % 2C (D) BRI A AR 2 5 B e D6k 2 7575 (S AL
B Ban LU FTRR A 70 B AR WS R A 7 5, I I BT, gk L Bk
CRe AR AT I8 M AR (3 ) - (I RS S AE WS N REAT R ) 2808 AU & 73 < m)
3 VNS TS AL AR PR ARV S ), TR S A T A BT O B T A e T
TSR 77 325 A A9 2 A X e S5 ) AR 1 5 it , FLRT TG IR—— HA R &8 ( ST AR
MEEEHT) A8 et —— A& (1) M3ke3
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(04111 3 T~ 28 il A T W S A 4 3R PR &5 ey T UEAT BEDG AR 23 B DGR Ay , 4 2, % Ji o R A
I VR AR o s I 2% JE IR S VP A PR A P R A R A B SR IR 5 1 X B DGk
B, 25 ER T VR L VAR R R |- AR SRR R R R £ AR
Je 25U 0T AR KUK — A HUES R AT, 2L A S AL I S0 il e A4 A4 o SR e,
REEAERRZ G X (D EDH— P Wi 758 f5 , 0 1 B AL s AS FI B, TR UTTE
[0 3k HORE TR HE R B S — ol A PR ORI HE K

[0412]  DURERIE Tiles k=X (D AR IR A KR (B inE A IREEIRIR )
IANEH BEIR AR IR R, SR —F BER IR AR R IR (B 4R T =R T =
MR E SR A TR TR KGR (AL BRFLIR ) » LA AT TR (45 A X R 2R PR AN 1, 5— W
TR ) o 2 (D) BIER N Ak G PmT ] St g sk T8 s £ 1) 8 7 V3R, 491 dn g ik =X
(D) AR T —Fr-E & A FLE R (B P EE S P heslicosd ), 70 2
100°C LR T AR R, HeATm] LL—Fr i 7 (Flandid g ) 08, MR s
T& R A LR R g i 44k o

[0413] X (D) A&V EIBRIN Rl ER A8 7501 PR PSR (K REEE AR ) T 0 &
100°C HRLEE T il 28 o 18 Tl £ A% 5 BH ) 3k Rk 16 S48 A ok 42 B A IR £ (9 Bk B 1 )
WG e A E ALY A -4 B A E ALY (5401 NaOH 8% KOH) il 4 Je S AL W At 1= 4 )8 &4k
W) (A 01 NaH) B4 8 Ik Rk 1 4 R e R (490 don PR At B0 T Il ) L Bl Sl i ok
[NRR” R”R”” ]OH fE T4

[0414]  “PEMHEVEF” 75 L T2 A 7 2T BT ) & SO X RIS, 208 B 7ERF E )
NAT N A8 1 AEAS AR AT S N A AT R 1

[0415]  WIRRAE Bk A ) — e (D 4G/ sl Zh A n P AT H i) 4%, Hon] F
B SEIRERE 3 B4 B B SEIR o FERE, T DAG) W 75 B R A0 B L B TR AR ) Ak
B AL PR A . B2, XN HE R R 7R — P anfil an i D. Tiebes 7E Combinatorial
Chemistry-Synthesis,Analysis,Screening (Editor Glnther Jung),Wiley 1999, 1-34 71
W R ) i

[0416]  — LUy W45 2 B ] H T ik~ AT S b 8 3R K s AL B, 45 4n 7 H Barnstead
International, Dubuque, Towa 52004-0797, USA ] Calpyso reaction blocks. B¢ 7= H
Radleys, Shirehill, Saffron Walden, Essex, CB 113AZ, England ff] reaction stations.
8¢ 7 H Perkin Elmar, Waltham, Massachusetts 02451, USA [{] MultiPROBE Automated
Workstations. (4% & , 440 [ 1SCO, Inc. ,4700Superior Street,Lincoln,NE 68504,
USA 38, I3 T8 (D 4B S Eh BT il o8 a R P = A= v [a) A4 1)
FAT AL .

[0417]  Ji 4% E B ECL P B3R Y A 3 RIS S R, (R AR 2o 2 [R) e S0 AT F
BPRAE . X LU IS A AR 2 5l 58 A S i B 3k R gk 4, H AR SR i) B s A n]
1 T Las A RIRAE . XM B 314k RGP 4N Caliper, Hopkinton, MA 01748, USA 3k
3o

[o418] BN NG B BRI 58 T8 B) T8 B SRS W SC3nilon) / G BRI iR, &
M SCERFE R T — R A L5 7 &=, ) Wl 4F ChemFiles, Vol. 4, No. 1, Polymer—Supported
Scavengers and Reagents for Solution—PhaseSynthesis(Sigma—-Aldrich) H'.
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[0419] B T AR B R 19 0732, =X (D B4 A 4 B L 3R 0 i) 2% ] 38 o [ AH S 80
(solid-phase—supported method) 567> SEH. Kt H 1, 126 Bt T A0 5P BRI
A R Y BRAS T (A BT TR (AR S B o TR 45 o[BI AR SRS i 78 43 M iR T &
M SCHR, 4041 Barry A. Bunin £F “The Combinatorial Index”, Academic Press, 1998,
J Combinatorial Chemistry—Synthesis, Analysis, Screening(Editor Giinther Jung),
Wiley, 1999, [FlAH S #A BeiZ IIAE F AT A5 — ZR 90 ATk SCHR A RN 19) 77 S8 7] BESEIR, I
[FIAE ] F3hak L A g4k i) 77 AT B, Bk e S AT 757 H Nexus Biosystems, 12140
Community Road, Poway, CA92064, USA FRITHUS I 4% Ho £ Bh T TRORT BEAKHEAT o

[0420] 7R A& b S AR WAH A i AT I B A B AN G oD BRI WS W) T4 Ao R S
Mo —RINEE T Ric#E T Mk, U0 Organic and Medicinal Chemistry ( 4m%sE
C. 0. Kappe il A. Stadler), Wiley, 2005 ] Microwaves.

[0421]  JE I BTk T B REAT I ) A AR LR O TR FE A i AR S TR R K (D ik
W R . AR BRI IR R A T A 2 bR (D AE A/ B ER .

[0422] AR BHI (D) WALEA / B, DUT SR Ak AL &4 (1) 7sifPR“1b
E (D)7, El A w0 [ K 2 0% b BB S RN - M — AR A SR ) A 53 R
EVE . XIS S YA RHAE T AR EE HCIRZE B S 2 AR A e R HE LB VA 1)
ZAEAHA FHEY)

[0423] PRk, A BHIEW X — Rl TP AR E KiE A s TR A (e T
TPED ) W J5, oAl — el 2 Bk AL S 90t TR (B FHE9), i1
BN 2 B AN AR YIAEY) ) A (0 an s b A B0 I S A4, k228l
FFIIALARERAL ) B DI (s i X880 o AEAR SO, AR B )AL & 6 ann] £ A
FEAT CWNREIE, @ 5 I B3 ) CFATEE A o DU R A —2en] A R A&
YIBITIE IR B W FRL - I 2 A A B XA AR M S48, AR BTk 8 B O AR R T3 Lt g
o

[0424] DA FHAERY - L F5)E (Aegilops) UKHLJE (Agropyron) B [
J& (Agrostis) EZMRIE (Alopecurus) X BI KBS (Apera) \#EZ & (Avena) . L HLJR
(Brachiaria) « £ 3¢ J& (Bromus) . #£ 22 5. J& (Cenchrus) « T B 5. )& (Commelina) « J1 F HR
J& (Cynodon) .75 5LJ8@ (Cyperus) J&JNFJE (Dactyloctenium). LfEJE (Digitaria)
J& (Echinochloa) .Z=3 & (Eleocharis) W& JE (Eleusine) .l JH 5. & (Eragrostis) .
B Z8 J& (Eriochloa). F % J& (Festuca). @ 4 Y J& (Fimbristylis). 7 & £ B
(Heteranthera) « H % J& (Imperata) . T ¥f Y J& (Ischaemum). T 4> T J& (Leptochloa) .
M JE (Lolium) M AfE JB (Monochoria) . Ze )& (Panicum) .2 # J& (Paspalum) . g5 5
J& (Phalaris) Ei4X )& (Phleum) .- 2K JE (Poa). &M > J8 (Rottboellia) . 24l &
(Sagittaria) Z2EL)@ (Scirpus) MEH)E (Setaria) .m%JE (Sorghum) .

[o425] DL T J&8 ) X M #5 . (4 BR JB (Abutilon) . % J& (Amaranthus). K % &
(Ambrosia) « 4L %% )@ (Anoda) . F #5% J& (Anthemis) . Aphanes. & J& (Artemisia).J&E2E
J& (Atriplex) 4298 (Bellis). 4l JE (Bidens).F*)& (Capsella). &8 (Carduus) .
B J8 (Cassia) . K 4 %35 J& (Centaurea) . 22 J& (Chenopodium) . #i J& (Cirsium) . HE {&
J& (Convolvulus). 2 ¢ % J& (Datura). (1442 J& (Desmodium) | FR L JE (Emex) . ¥ It
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J& (Erysimum) . K &% J& (Euphorbia) . & 3 {£ J& (Galeopsis). 2 % J&8 (Galinsoga) .
br Pz JE (Galium) . X 2% J&8 (Hibiscus) . & % J& (Ipomoea) « #b Ik J& (Kochia) | Hf 2 K
J& (Lamium) 4732 8@ (Lepidium) . £:5LJE (Lindernia) . £135 J&@ Matricaria) . ¥ f+f J&
(Mentha) | 11 & JB (Mercurialis). Mullugo. Z) & & J&8 (Myosotis). 22 3E J& (Papaver) .
#= - J& (Pharbitis) 2= 8l J& (Plantago) .2 & (Polygonum) . &4 Ui J& (Portulaca) . &
HJ8 (Ranunculus) ¥ NJE (Raphanus).#5 328 (Rorippa). T 1@ (Rotala) . R &
(Rumex) JEE3Z)E (Salsola) . T HOGJE (Senecio) . HE )& (Sesbania) «Efvf2)JE (Sida) «
H7+JE (Sinapis) 7@ (Solanum) . 1 B S JE (Sonchus) <A ¥EALJE (Sphenoclea) Z 2k g
(Stellaria) i A5t )@ (Taraxacum) « #7 = J& (Thlaspi) EHI 5 )E (Trifolium) . F KB
(Urtica) £ )JE (Veronica) 232 )@ (Viola) & H & (Xanthium) .

[0426] 41 G A A BHAL -G A0 R 28 H it A T R 3gE R i, Wl 58 A BHL B 2 B4 i L, B
AR K R IR B AR G E AR, IR AAE =2 VR G MRIET .

[0427] 40 SR Pk 5 MR AL & W 2F o i FH T R AT, WIAE AR ) AR KAk, ik
R A 15 B A it FH W TR) s B AR, B AR — B R) e AR T, A DAtk 7 AR L I
[F) U RF A H T BR AR B 1 5 4, P 5 - AR i A & o

[0428]  JUAE AR B (R AK & WL A B8 b RO P 2 B HUA 2 B 0 1, (HAR B
ARSI E IS0 R i 2R, @57 B BB R EY AR A W52 200N 1)
MEL A F, rik e vt EEERED @ LUT BT HAEY, k48
(Arachis) {328 (Beta) . =& J&@ (Brassica) . /JNJE (Cucumis) g JNJE (Cucurbita) .
i H 2% J& (Helianthus). % % b J&8 (Daucus). K & J& (Glycine). ff J& (Gossypium) «
% % J& (Ipomoea) . %= E J& (Lactuca). I K J& (Linum). 7 % J& (Lycopersicon) . 7=
J& (Miscanthus). Ml % J& (Nicotiana). 3¢ & J& (Phaseolus). ¥i & J& (Pisum). % J&
(Solanum) \#x G J& (Vicia) ;B(LAF @ KB FHAEY, ZJE (Allium) . K FLJE (Ananas) K
14 )@ (Asparagus) . #t73 J& (Avena) . K J& (Hordeum) .f4)@ (Oryza).Zs)@ (Panicum) .
HIEE (Saccharum) & (Secale) . m¥ )@ (Sorghum) ./NEFJE (Triticale) /NEE
(Triticum) \ K&HRE (Zea) , Feil 2 EHRBM/NEE . XN AR K PG =
& T IR BB W E ) —— WA s A BOW SR ——h AR R A K
IR AL

[0420]  ILAb, AR EHIALEY) (HUR T H% B 4 & I 2 ) BA 8 E1EY)
AR . EATLLE T 77 X2 SR ACH PR wT F T BUE 1n) 16 77 2 A ) 1k
93 VA AT TR, 4] anid it 5 e K FERA AR K o BEAN, EATTIE I A — Mt 7 38 A il AN AR
TS FR K BRI R P AT TR . IS F7 LK AR 2 R - RO R P i
B 7 ELERAER , P AT i o 858 4 a8 A B R .

[0430] PR T HBRELHAEY) AT o Pt R, BTk s AL St n] T 7 v 25 R aE i 4 55
SAL GG AL S AR YD) AR A A . — RO 5, 3% ZE PRI 42 R A R ks 1
& PR, A LA 2 P, 32 B R R SR B B BU It s 5 R 400 2 B ) 5 1)
O DP9 anod FE e B s E ) (I A R BN EE ) IBLTE. e R
REWP B AT a0 R ) B8 St 5 T A RS S AR Ly o lan, A S s ek & &
B SR BRI Ry it JO ) e ik ERTAR 40 W SL SR A AT A7) I 107 I 2L 1l ) 3 ik PR RELA) 7 2 0
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¥

[0431] X THILEEY, LI K A R ALY T LU 25t b B R EED)
WA RO SR, B 2K, W3 K32 B g g | RS L RERT oK s kL
e, WEHSE AAE KT MSE R 2 R ih B S A A R 2

[0432]  PLideih, A% B (140 &) AR IXAE A S A A A E P b i B 5500, BT IR S R 4 0t
JIT I B SR R R B P RO A o, B @l Ay AT A B A Bk .

[0433] PR T HCBRBRIAE ) A AT 5 Pt 8, BT IR S5 AL -S4t v] T 7 v O 2k R o i
VB LT & IR R A SR . — RN &, 55 R A AR Sl ) e
25 0 491 G SRl 24 BP0 0 B R BRI I B 5 0 R 406 25 BORE 4 25 T 35
o LB, B anet Al B R s E Y (B A SRR ) IPTTE . e R RE
W R AR BB B AT AL O S AR Ay o AN, A R m e R 1 Bk
CSCPE (R U A it B ) ik DRI 4 s FL SR A AN ) i 077 R AL e ) e ik R R A A2 L R o
SRR M O A AR R (B A TR SRR AR B ) 1 2 M st
P,

[0434] PRI A KBRS (D EWEEILEH UL MEY ST EEEMHEEREY
A BV FOW EAEY), WIS, n/Nge K3 B3 ez RS RS VR R R OK s Bl
e, WEHSE KA K E OHSE . 8 2 R0 B A A R

[0435] PRI AR BRI (D) AW/ B3 AR FE A s A VE Y Hh ) B 5550,
FIT IR s A A BTl B B AR ) a P O R B Bk, sl i S 41 07 AR T H B A i
P

[0436] A 55 B FE A AH bC L A 18 4 e ik OB AR 40 15 T R, Bl iR G B R T
ARG B, A SRR RO v (S B T EA Ty B (S0,
EP-A-0221044, EP-A-0131624) o 51, —263CfF AR T R A 515 -

[0437]  — {EWIHE ) ) T AL AE 15 LA AR A0 b B & B e B 2 (491 4n o 92/11376. WO
92/14827. WO 91/19806) ;

[0438] - XFEEERE (glufosinate) I8 (2 WAFI 41, EP-A-0242236, EP-A-242246) | B 5T
% (glyphosate) & (WO 92/00377) \BRIEEENRIS (EP-A-0257993.US-A-5013659) [)HELE[R
B A U SRR

[0439] - BEWSr" AT ~ M EE % (Bacillus thuringiensis toxin, Bt 5% ) MImM{#
T e iy B B SE R E R, it (EP-A-0142924, EP-A-0193259) ;
[0440] - BANCRNRN R A R L REYIEY) (WO 91/13972) .

[0441] - B H 4 o R AR (B ansr A pi s 8, AT homi 4 iy ) 25 ERI el
EVEYIREY) (EPA 309862, EPA0464461) ,

[0442] - REEALE T 3 5 S MUY 1B B otk BE ey (59 6 PP R AR FH PR A I S IR 50 #EL A (EPA
0305398) ,

[0443] -2y FasH FEEREE R (‘9 FARIEZ) (molecular pharming) ”)
[R5 SE KRR

[0444]  — PA]™ 2245 iay B i JOT 52 1710 225 PR PR R ERL VR R A4

[0445]  — PRI 01 EIR BT RIRE R SE G ( “BERIHERR (gene stacking) ”) & FR Y 45 55 K]
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TEVIRED) -

[o446]  m] I -7 A HAT B ARE 1t IR B 2R R K K &2 AE R AR IR ) 2 CL Y
WL 45 4 1. Potrykus Az G. Spangenberg (eds. ) Gene Transfer to Plants, Springer Lab
Manual (1995), Springer Verlag Berlin, Heidelberg. B¢ Christou, “Trends in Plant
Science” 1(1996)423-431) .

[0447] b T HFAT MR E AL ERAE, WHALTR 73 15 | N Uk, HLBR A2 I8 i B 41 DNA 3 41 i
A2 GEAR B AN AL o A5, T A B R U DT AT R B R 5 e RS R B N R AR
BUE A A TG DNA i B s 32, mT DAAE ;i B B N e Sk BOE F A4 5 WL, 491 an
Sambrook 28 A, 1989, MOlecular Cloning, A Laboratory Manual, % 2 i, ColdSpring
Harbor Laboratory Press, Cold Spring Harbor, NY; 8% & Winnacker “Gene und
Klone[Genes and Clones]”, VCH Weinheim %8 2 iz, 1996,

[0448] LRl A3 1tk ALK R AR A7) 40 P ] 490 G s ook R 400 D73 A i <3l ik 3R Ak A /b — ok .
) 52 SC RNA - FH - S 80 0 00 51028508 149 1F. SC RNA, B3 308 ik 28 54 25 /0 — i AR R 2 1) R g, L
o R IR TER L S

(04491  hutt, W] S Ad H & A ZE R - W T g 7 40 (CRLEE AT BE A7 A8 AT T 00 3 7
F1) ) 8 DNA 731, s As A 3 A 80 23 gm b 2 21 I DNA 31, (B TR 1 73 A8 B b AR i 1K
DS A6 40 i o 7 A e AR FH o AT 48 A S 2 DR ) ) 2wl e 21) B AT o B2 R PR AN 58 4
FATH () DNA 231

[0450]  H{EAEMY T RIE LR 73 T I, G B B POl A7 TR R X = . (B4
SEIRAER 18 X5 T R AL, R A 2w B DX 48 DR 70 R 0 X5 T RE AL KT DNA 81 4%
IR PP A S AGURECR A G CAH (22 W, 401 Braun 55 A, EMBO J. 11(1992) , 3219-3227 ;
Wolter Z& A, Proc.Natl. Acad. Sci. USA 85(1988),846-850 ;Sonnewald 2 A, Plant
J. 1(1991),95-106) o #41R 43 -3 W] TEARRA) 20 0 R 20 4 rh ik

[0451]  AEILPAIAEA) 40 M v]d i AR PR AR LIS B e B ) o R W) b, SRR A mT LA
SR BRI REY, BIEERT DL F i A4, ] LU R AR o

[0452] 54, A4S BRFELE T B Tk 3Rk  BHADE PG RIYR (=R ) FERIBEE 741
BUH R TR (=4ME ) BRI B R P A1) B 1S e PR (R S AR )

[0453]  fLIEH AR UIMEY (1D HTX LU TP A S IR EY B AR
), 22 B (dicamba) ;A HIRE A2 0 75 B IR SR B0, BTk A4 06 5 8491 0 S R LR &
(ALS) <EPSP 1 73 2 Wil Gl (GS) BRFE AR AN XU 4 (HPPD) ; BRE B RRISEAR |
B H R LR I B R T I S RE MRS M SR AL T AL S R B B

[0454]  HAKR UG AL G TR ZEREYIIN, B T AEHAREY TR SR BRI FHAE
WEIZR 2 1, 3 H s BT Tt B T I i ey o e BE RV E 0 5 S 1k PRI ASCR 48] 2 e 22 1
SRR 4 B8 B AT B va AR s Y ] o503 AT T A AR 2 Ak e SR R E s
HAHUPE R BR BRI B 4455 e 07 LA SO 6 55 R E R ) A KR 7 2R ) 572 00 o

[0455] A BIERIEIE WS FAC R X (D) AE40 / s b4 4 R B35 F T 7 v S JE A
TEVREY) A FE R I 3%

[o456] AR BHH T Prvaa FAEY s H T A B @IS ARG X A o, B =S (DD
s AL S ) e SR B R A AR b D s R A TR R (RIS B
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o

[0457] A EHEIALED (1) AT LIRS 75 LI S AT 58 259805 4 751 s R 71 B i e
FRHRAE A o BRI, A& BRI K B 5 (D) A st 6 1 5 S 41 S R ) A= 1
HEY

[0458]  MRAE BT 75 K AL 2 A/ B B 2 280, A (D) E W e/ B EhmT o 2
Jr B AT R B A, ) s mTER MR R (WP) L 2K PR R (SP) 7K T 4 ) 5L
JH(EC) FLFR (EW) 4 7K A, e L300 R 3ot A A L) S RT3 31)  Bee 31 (SC) v 28 Bk 2 73
BRI TS VR BB R (CS) ) (DP) HERR ™ it o T B0 AR - 338 it FH 1 5
55 SRR T 2R URE TR (GR) ~ M5 25 YUK 771 A4 SR ) A0 WA B SRR 751) « 7K 43~ E550 e Az 551)
(WG) K PERURI T (SG) « ULV #il57)  FUise ZE 5 AN 5 551 (wax) o

[0459] Py ik & Ff 5 AU 76 J 3 b 3y 2 O AN, IFAE R A1) STk A BT A, 4 a0
Winnacker—Kiichler, “Chemische Technologie” [Chemical technologyl, Volume
7, C. Hanser Verlag Munich, %f 4 J%,1986 ;Wade van Valkenburg, “Pesticide
Formulations”, Marcel Dekker, N.Y.,1973 ;K. Martens, “Spray Drying” Handbook, £ 3
R, 1979, G. Goodwin Ltd. London,

[0460]  Jt 5 il 1) By 30— 18] 2P 1tk A Jo s % T 9 ) 3 ) R EG A S ) 2
E 5 B FELE T A STk A B IR, B 40 sWatkins, “Handbook of Insecticide Dust
Diluents and Carriers”, # 2 J%, Darland Books, Caldwell N.J., H.v.Olphen,
“Introduction to Clay Colloid Chemistry” ;%8 2 ki, J. Wiley&Sons, N.Y. ;C. Marsden,
“Solvents Guide”; 2§ 2 fit, Interscience, N.Y. 1963 ;McCutcheon’ s “Detergents
and Emulsifiers Annual”, MC Publ. Corp., Ridgewood N. J. ;Sisley and Wood,
“Encyclopedia of Surface Active Agents”, Chem.Publ. Co. Inc., N.Y. 1964 ;

Schonfeldt , “Grenzflichenaktive Athylenoxidaddukte”
[Interface—active ethylene oxide adducts], Wiss. Verlagsgesell., Stuttgart 1976 ;

Winnacker—Kiichler, “ChemischeTechnologie” [Chemical Technology], volume 7,
C. Hanser VerlagMunich, 28 4 i, 1986,

[o461]  mIVRIHHD 1) A R 38050 73 BT /K A R, JERR T & A TS R B A, 1k A R R
FIEE ) 5T, LA S 2 B3R v MR / B B B R S M) QR 7). 43 i), 461
R CTENBETERY R SRR B8 S AR I I IR W B 58 & T Wkt R 26 L b
TR IR 2k \ P R IR 3h R R R BN\ 2, 27 — 2R 6,67 — REIREN . T LSRN
SRR TR AR IR AN o D 1 oA W PR s R R B ) UK A0 B, 45 G R B A
AT AL REEHL (blower mill) MR #ENL (air-jet mill) A7, JF AN EkbE
Ja 5 I BV

[o462]  FLli I NARRH) S R EMEY) O TAALER) (B TR ATl 2R
Wl — R B B SR 5 S EUR SR ) BE ISR T, JEmA— e 2
FRES 1 2UH /s R B AREE E) CFLAH) ) o AT RIS B SEBI A < e 05 FE R iR
B, b e R AR TR A s B AR B LA, W IR DT R B £ R SR R T R &
TERER IR £ TR RER VR BE / MR S S ) Bk SR IR | 1L AR T I
S Ly R T T T 7 1R 15 2K 2R 4R £ 47 L ARUBH T T 56 228 a5 4 L 1Ly R0 e T I e i
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Fap
(04631 H 771 8 i oK v P A2 Jo g 4 R[] A0 o — JES AT S 1T SR A, ok [ A9 Jo s v
ARG i i AT ) Bl
[0464] RS R] A K B B BE 1K o AT T DU i 48] dnfaff P i 85 R A (R D BE LR VA B
TG L% S s b 7 e e /NG (1 Y 1 2 O e S N B TR 2 P | I R 1 NG i
FLA) (BW) , W LA B9 tn i b4 IR AR BE R/ B A TR A 4 A0 AR M ML Fl——LA S
Arad B30 0 H AR B A BT I B T T R —— i A
[0465]  JHURL T T LA IE ik 445 P 2t ity P 42 JO M A WO o e P s DR A ek A o b B A
R T 0 PR A S A )it P T AR R T i ) S, IR A an b | v - ORIURER A
V)50, BT K26 TR0 58 AR T B T I B A s et o R AR5 R M) o LA )25 IE
FHRITRE R R 7 2 A eRoRE, e R Em] DL S IERNE & R .
[04661 7K 73 UM UKL 718 5 LA B 77 35 2% » T 3k 5 0 77 V4] st 25 4835 L AR PR Tl
or v R ARV AT I A R A DL AN AR s T B . A T
i) 26 [5] 258: =XV UKL A R VR RIDRE % H V26 JRORE 0 5 25y SR kE , 2 IL491 4n ““ Spray—Drying
Handbook” %8 3 fiz, 1979, G. Goodwin Ltd., London ;J. E. Browning, “Agglomeration”,
Chemical and Engineering 1967, % 147 W1 & H J5 ;“Perry’ s Chemical Engineer’ s
Handbook”, %8 5 i, McGraw—Hill, New York 1973,8-57 T {4
[o467] & TYEMORAP 7 it 1) L i 5 22 40775, 2 WL 4 G. C. Klingman, “Weed Control
as a Science”, John Wiley and Sons, Inc., New York,1961,81-96 T #l J.D. Freyer,
S. A. Evans, “Weed Control Handbook”,5th Ed., Blackwell Scientific Publications,
Oxford, 1968,101-103 T,
[0468]  JiTid Al AL 25 HI ) & A 0. 1 22 99 T8 % VRl 0.1 2 95 Fa % (1) (D
frs e / St .
[0469]  {ERIVR IR FI A, WE AL G PIR FE A U120 10 42 90 B & %, £ 100 HE % R E
HH BRI R e ESFLIH T, WAL SR FERT A2y 1 &2 90 & % Uik 5 42 80
HE %, MFERWEIFITSA 1230 EE%INEEAEY, B EILE 5 £ 20 EE %
TEYEALEY) TG R S 4 0. 05 £ 80 HE % UL A 2 £ 50 F 8 % g Ak
G ARG U RURL R, 5 AL S ) B 3 M B e T T v A S 4 DA 14 78 ik
SERARTE RAFAE , LI AT I iR BRI A 7870 55 o 77K 23 B ks 0 b, WS PR S0 2
BN 1 A 95 R % I 10 2 80 HE % .
[0470]  BhAN, il v M A G 40 500 H AT 35 1A 38 A B S ORI R 4
S FLACT VB IZ ) 7R B R R RS0 R 50 AR ek LT V) FE R PR B A
pH (B A5 I ACRE B R950 o 50 B3R A Sl JE 3L 08 T “Chemistry and Technology of
Agrochemical Formulations”,ed.D.A. Knowles,Kluwer Academic Publishers(1998) H1,
[04711 =X (D) WS R IS, s DL S e AR 235 M) o 45 & B ) 51 £ T
ARAEH, 11 01 5 5% B ) A7) A 2 R BR B AR BT 22 )RR/ s
TR B R ——18) 2 A g 25 )50 XA VR A R —— T 2 S5 S ihsn) ml A5 b3 550 e
filh b RIS 2% FE A 25605 PEAL S P ) B ME R AR M T EAT ) 4%
[0472] W] I T 55 A WA ) LATR & 59 O VR A0 1) T8 2 &5 & 48 FH )3 MR A4 oA 46
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i, FE T ) dn R 0B R T s SBEFLIR B SRR A B ARG
Bl S T TR P 26 B R —3— B IR 5 T 7 2 UL T 5 Tl XT38 I R TR I R U N 4 Bl I\ L 7
MLL R OC RS TOGRSE T1L R MR AL ; B i 4 Bk T4 4 <Weed
Research 26 (1986)441-445 5k “The Pesticide Manual”, % 14 X, The British Crop
Protection Council and the Royal Soc.of Chemistry,2003 A5 HE SCEkS . 7]
AR AL &5 A 1 OB R s Y A KR TR e an, LR E R (BT e &)
DL B b AL ZH 2R (1S0) FIE i id A 44 B DAL AL 22 B RR B AR 5 2R ), HIS R f
iR AN TR R BRI S fa R Can e AR S R R IE Dt e i A ) B K. ASerh, DLSEf Ty
A2 S — P T 78— 2815 00 o Z2 P A K

[0473] & ¥ Ji% (acetochlor). % 4k M5 (acibenzolar). 2K Jf Mg — M
(acibenzolar-S—methyl) . = # & ®. it (acifluorfen, acifluorfen—sodium) . 75 & ik
(aclonifen) . A B % (alachlor). — A % % % (allidochlor) . #f &% i& (alloxydim,
alloxydim—sodium) . 7% K ¥ (ametryne). Z, M BL fii (amicarbazone). 5& B B Ji%
(amidochlor) . Mt WM& f# [ (amidosulfuron). aminocyclopyrachlor. & Z& Mt I ER
(aminopyralid) . A% % 3% (amitrole) . 2 5& 1% MR %% . PR T W8 g [ (ancymidol) . 95 4
(anilofos) I 5L R (asulam) . 3£ A (atrazine) . MERE Bl (azafenidin) . PU M I F [
(azimsulfuron). & % @ (aziprotryne).BAH-043. BAS-140H. BAS-693H. BAS-714H.
BAS-762H. BAS-776H. BAS-800H. # ™ Bt & f& (beflubutamid) . % [& R (benazolin,
benazolin—ethyl) . bencarbazone. 2. ] # R (benfluralin) BRELE (benfuresate) HIEL
% (bensulide) . % M i [# (bensul furon—methyl) . K B ) (bentazone) . X 7% W% EL i
(benzfendizone) « X 4 i 5 fi] (benzobicyclon) . Mt ¥ Ei (benzofenap) . % fifi i B
(benzofluor) « #Hr #E R (benzoylprop) . A & F Bt (bifenox) . XA 2 B (bilanafos,
bilanafos—sodium) . X ¥E (bispyribac, bispyribac—sodium) \f#ELE (bromacil) VRT
Er 5% (bromobutide) s IREIG (bromofenoxim) IR ZE[E (bromoxynil) « bromuron. 4 7 B
(buminafos) « X ELE{ (busoxinone) . ] L% (butachlor) - % A M ELHE (butafenacil) )
% (butamifos) « ] 5% (butenachlor) T R (butralin) « J %I E (butroxydim) «
T E (butylate) . Mk B i (cafenstrole) « X Wk B 1% (carbetamide) « # M B i
(carfentrazone, carfentrazone—ethyl). F 48 & % Bf (chlomethoxyfen). K. K &
(chloramben) . chlorazifop. chlorazifop—butyl. & & & (chlorbromuron). & ft &
(chlorbufam) /% 5. 7¢ (chlorfenac, chlorfenac—sodium) . Z fi§ (chlorfenprop) « F 3k
S % % (chlorflurenol, chlorflurenol-methyl) . & 5. % (chloridazon) . & W& Tiff [%
(chlorimuron, chlorimuron—ethyl). %% Y 2 (chlormequat—chloride). ¥ At [k
(chlornitrofen) . chlorophthalim. & Bk & B E5 (chlorthal-dimethyl). %¢ %% &
(chlorotoluron) - &M% (chlorsulfuron) M[EET YAES (cinidon, cinidon—ethyl) JEf )5
B (cinmethylin) A% (cinosul furon) <4 5l (clethodim) «kR*EEE (clodinafop) .
WHLELEE (clodinafop—propargyl) « R MEBEER (clofencet) \ FHEELFL (clomazone) « & FF Ik
B iz (clomeprop) « i 2R #& (cloprop) . — & Mk WE MR (clopyralid) . & B Tt o &2
(cloransulam, cloransulam—methyl) . FEL[%E (cumyluron) . Z =& (cyanamide) . & B
(cyanazine)« ¥ N Bk % B8 (cyclanilide). ¥ ¥ & (cycloate) . ¥ A W& Tk [%
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(cyclosul famuron) « W& 5 fili (cycloxydim) . ¥/ 3% [%# (cycluron). cyhalofop. & % & fg
(cyhalofop—-butyl) ¥HELIR (cyperquat) AN EE: (cyprazine) HAMEZERZ (cyprazole) 2,
4-D.2,4-DB. B % (daimuron/dymron) . 2 H.A4l (dalapon) . T Wit (daminozide) « 4 [
(dazomet) . 1FE % W, & X % (desmedipham). # H i (desmetryn).
detosyl-pyrazolate (DTP). #& # & (diallate). & ¥ & (dicamba). W ¥ JF
(dichlobenil) \2,4- 5 A & (dichlorprop) . ¥ 2,4- 5 A & (dichlorprop—P) . &4 F &
(diclofop) AE.R (diclofop—methyl) . diclofop—P-methyl S G 5% (diclosulam) «
Z Tk M P % (diethatyl, diethatyl—ethyl). 4 3% [# (difenoxuron). B} e A
(difenzoquat). Mt M ®E B % (diflufenican). — % Mt [ (diflufenzopyr,
diflufenzopyr—sodium) . M& M [ (dimefuron) . ¥ W R (dikegulac—sodium) . M M [
(dimefuron) . Wk ¥ (dimepiperate) . — H Y % (dimethachlor). % X &4 &
(dimethametryn) . — FIy ¥ % (dimethenamid) ¥ — Iy H % (dimethenamid-P) \BETT K]
(dimethipin) . dimetrasul furon. Z # X (dinitramine). Hi !k My (dinoseb) . %7 ~ My
(dinoterb) . X Z& Wt ¥ % (diphenamid) . 5% A ¥ (dipropetryn) . # B R (diquat) .
diquat—dibromide. % H% B & (dithiopyr). # ¥ P& (diuron).DNOC. BEL b ¥
(eglinazine—ethyl) . ¥ £ B (endothal) . EPTC. % ¥ F} (esprocarb). & T & & R
(ethalfluralin) . i 7K Tk & (ethametsulfuron, ethametsul furon-methyl) . Z % #l
(ethephon) i#WE[E (ethidimuron) . ZBEEHT (ethiozin) - LA MRELES (ethofumesate) .
B FLEE (ethoxyfen) B FLEL LBE (ethoxyfen—ethyl) . LA MM [% (ethoxysul furon) | 2.
. K % it (etobenzanid) . F-5331 B N-[2- & —4- # -5-[4-(3- | N #& )-4,5- —
A b -IH- DU M -1- R ] SRR ] SRR MG 2,4,5- BB A R (fenoprop) « 8 MR B R
(fenoxaprop. fenoxaprop—ethyl) FHEMARELR (fenoxaprop—P. fenoxaprop—P—-ethyl) .
VY M WE 55 % (fentrazamide) . HE 5 [% (fenuron) . flamprop. & 24 2 % W 5 N g
(flamprop-M-isopropyl) . @& % % H % F W5 (flamprop-M-methyl). W¢ W& fih [
(flazasul furon) « XU i 5L % (florasulam) « B3 K 5L R (fluazifop) « ¥ ML & K B2 R
(fluazifop—P). Mt W K # R T Pg (fluazifop-butyl). *§ Mt | K % R T [
(fluazifop—P-butyl). S A Mt B @i (fluazolate). % Hi % & (flucarbazone,
flucarbazone—sodium) \ ALEE[E (flucetosulfuron) 5 L9 AR (fluchloralin) | JRIERL
iz (flufenacet (thiafluamide)) . & Wk 1 BL B8 (flufenpyr, flufenpyr—ethyl) . & W i
(flumetralin) . M W% fh BL fZ (flumetsulam). #H. % B 8 (flumiclorac,
flumiclorac—pentyl) . A % & 5 % (flumioxazin) . 4k ¥ % (flumipropyn) . # 5L [%
(fluometuron) . — 4 hH ¥ Bf (fluorodifen). & & #H ¥ Bt (fluoroglycofen,
fluoroglycofen—ethyl) B AZELM: (flupoxam) . flupropacil. VU A ER (flupropanate) .
FOmE MR RS % (flupyrsul furon, flupyrsul furon—-methyl-sodium).9- ¥ £ 27 B &%
(flurenol). % T BE (flurenol-butyl). % ME KL i (fluridone). #H "% KL [
(flurochloridone) . & % ML % & B8 (fluroxypyr, fluroxypyr—-meptyl) . Wk B§ [z
(flurprimidol) . W& i [ (flurtamone). W& EL EE (fluthiacet). " B fg B [
(fluthiacet—methyl) WEMELTEHZ (fluthiamide)  HUE L ELEE (fomesafen) « AP WL 2 fiffi [
(foramsulfuron) . & Mt K (forchlorfenuron). % A Jf (fosamine). MR % B MBf
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(furyloxyfen) . 7% 2 2 (gibberellic acid). B 2 M. L- B % B (L-glufosinate,
L-glufosinate—ammonium) ( ¥ % W -P(glufosinate-P)). H % [k
(glufosinate—ammonium) \ B.5%f —P— #4 %L (glufosinate-P-sodium) L H B FH B R A
i £ (glyphosate—isopropylammonium) . H-9201 . %A i 0k 1% (halosafen) | S kL M Tk [
(halosulfuron, halosulfuron-methyl) . 4 Mt K K (haloxyfop). ¥§ % Mt K R
(haloxyfop—P) « LA R L4 3E 4lE (haloxyfop—ethoxyethyl) IR AR R L83k L s
(haloxyfop—P-ethoxyethyl) . 3 itk K R H l5 (haloxyfop—methyl) . it 5 & K R F A5
(haloxyfop—P-methyl) . ¥ % Fi (hexazinone). HNPC—-9908., HOK-201. HW-02. B¢ . fg
(imazamethabenz, imazamethabenz-methyl) . FF 45 0K % (imazamox) + FF 4 WK B 4 4% £h
(imazamox—ammonium)  FFBK MRS (imazapic) BKMEUAER (imazapyr) « BKMEGHER — ST 3%
¥ £ (imzapyr—isopropylammonium) . BE M M Wk B2 (imazaquin) . BF M 2, 1%
(imazethapyr) B Z M0 R%% £h (imazethapyr—ammonium) « eI P E (imazosul furon) |
Hif8Ii% (inabenfide) «Ei%.Hi (indanofan) .indaziflam.M|WEZLER (TAA) <4— 5| —3—- LT
1% (IBA) . it T % (iodosulfuron, iodosul furon—-methyl-sodium) « fl 7€ % (ioxynil) .
ipfencarbazone. | Bk Bt % (isocarbamid). % T %k R (isopropalin). &% N [&
(isoproturon). 7 & [ (isouron). % M Wt B J% (isoxaben). 7 M & B [
(isoxachlortole) . 57 & ik B i (isoxaflutole) 57 M BL ¥ (isoxapyrifop) « KUH-043.
KUH-071. % i R (karbutilate) . ketospiradox. $L # &K B R (lactofen). ¥ B E
(lenacil) A& [E (1inuron) « BREEF (maleic hydrazide) \MCPA.MCPB.MCPB A g, MCPB
Z Tig . MCPB 4. 2— B —4- 5 A # (mecoprop) «2— F —4- & N B8 /. mecoprop—butotyl.
mecoprop—P-butotyl. ¥§ —2— I —4- @ A L — F 3£ 4% (mecoprop—P-dimethylammonium) .
K —2- A —4- GAR -2- LI TS (mecoprop-P-2-ethylhexyl) JK§ —2— A —4- GUARHN
FWEE HE I (mefenacet) S IE S E (mefluidide) . FIWRNE (mepiquat-chloride) . AT
JE T % (mesosul furon, mesosul furon—methyl) . & Fiff BLfi] (mesotrione) . AP Ji 75 W %
(methabenzthiazuron) . J& T B (metam). BE M fE B % (metamifop) . 7K HE B i
(metamitron) « Mt M 5 i (metazachlor) . K B M (methazole) . methiozolin. 7 B Ffi
(methoxyphenone) LR HL[E (methyldymron) \1— RS A A S R Y IG5 otk s o
(metobenzuron) « ¥R & [% (metobromuron) . 5 A A Y% (metolachlor) k5 7 A A . Ji%
(S—metolachlor) fifE ELME % (metosulam) « A4 % (metoxuron) \FEELEE (metribuzin) .
fifi % (metsulfuron, metsulfuron-methyl) . K BL & (molinate) . B¢ B BLf% (monalide) .
monocarbamide. F Bt H% #i M2 L (monocarbamide dihydrogen sulfate). &t & [%
(monolinuron) \ W [ (monosul furon) « B BT [ g (monosul furon ester) . ‘K HLEE
(monuron) « MT 128, MT-5950 Bl N-[3- &0 —4-(1- F 3k 2 3L ) 2K 3 1-2- A7 356 o Bk A
NGGC-011.Z8 A % (naproanilide) \F{ L% (napropamide) \ZE %% (naptalam). NC-620.
NC-310, Rl 4-(2,4- ZRURFBEES ) -1- 3L -5 FIEEAASEMEME  FAE (neburon) T
% (nicosul furon) . HE H ML (nipyraclofen) . Ffifi ik R (nitralin) BREEE (nitrofen) .
HEEREY N CRMIRIREY)) iR EEF (nitrofluorfen) . F/E . HEH (norflurazon) (B
P} (orbencarb) B2 K JZ i [% (orthosul famuron) « 2 fiti 5k R (oryzalin) « 74 4k I BL i
(oxadiargyl). W& ¥ fi (oxadiazon). ¥ % W& T [% (oxasulfuron). W& Mg L [
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(oxaziclomefone) . Z & # & B (oxyfluorfen). % %% M (paclobutrazole) . B F A
(paraquat, paraquat dichloride) T/ (pelargonic acid, nonanoic acid) . F &R
(pendimethalin) \ pendralin. penoxsulam. F & Bt ¥ % (pentanochlor) \ ¥ Ji & i fifi
(pentoxazone) « 3 FAR (perfluidone) I B i (pethoxamid) % 5% (phenisopham) « i
32 7 (phenmedipham, phenmedipham—ethyl) . 2 & Mt W€ B8 (picloram) . % M Bk 5 Ji%
(picolinafen). Mt Wk ¥ 5 (pinoxaden). WE ¥ % (piperophos). pirifenop.
pirifenop—butyl. A ¥ J% (pretilachlor). % M & [£ (primisulfuron,
primisul furon—-methyl) . /% A ZKBEM: (probenazole) . ﬁﬂé&%ﬂﬂ (profluazol)  FF A &
(procyazine) . &, % 5 R (prodiamine). ¥ A # R (prifluraline). ¥ Z ¥ i
(profoxydim) . il ¥f & (prohexadione) . il ¥f & 45 (prohexadione—calcium). > Fi ff
(prohydro jasmone) \$p Kifl (prometon) \$PELiF (prometryn) \EE5Lf% (propachlor) %
(propanil) WEHLER (propaquizafop) b Kt (propazine) K& R (propham) . 57 A %
(propisochlor). A 2Kk f# [ (propoxycarbazone, propoxycarbazone—sodium) .
propyrisul furon. §t 7% Bk B §% (propyzamide) . i W % B (prosulfalin). 7F B
(prosulfocarb) . % & [ (prosulfuron). A %k ® Ji% (prynachlor). XU Mt ¥ F
(pyraclonil). Mt %L EE (pyraflufen, pyraflufen—ethyl). pyrasulfotole. Nt M %f
(pyrazolynate,pyrazolate) MM [E (pyrazosul furon, pyrazosul furon—ethyl)) . "~
W (pyrazoxyfen) . pyribambenz. 5 TN Fg &L Bt (pyribambenz—isopropyl) . N B .
(pyribambenz—propyl) . ¥ IE 5 BL Bt (pyribenzoxim). #F2 HL (pyributicarb) .
pyridafol. Wk B KE (pyridate) . ¥ Pg * BF (pyriftalid). M ¥ BF (pyriminobac,
pyriminobac—-methyl) . pyrimisulfan. " BL # ¥ (pyrithiobac, pyrithiobac—sodium) .

pyroxasulfone. A & fifh 4L 1% (pyroxsulam) S MEWR R (quinchlorac) « & AT A bk iR
(quinmerac) . ‘K #: EE (quinoclamine). M K R (quizalofop). M K R & Wi
(quizalofop—ethyl) kM KR (quizalofop—P) k¥ K R L (quizalofop—P-ethyl) .
M K M BE (quizalofop—P-tefuryl). W W& 7 BE (rimsulfuron). ZK W& fiff ¥ fi%
(saflufenacil) [ T il (secbumeton) ¥i AKE (sethoxydim) A E[E (siduron) . Ph ¥ EE
(simazine) . FHEL{F (simetryn) .SN-106279. f#HEi (sulcotrione) 3EH. & (sulfallate,
CDEC) « il B i% (sulfentrazone)  FF MEf# [ (sulfometuron, sul fometuron—methyl) | B
i B (sulfosate(glyphosate—trimesium)). fi% EE 7 [& (sulfosulfuron). SYN-449.
SYN-523. SYP-249, SYP-298. SYP-300 H ELfi% (tebutam) . ] ME[E (tebuthiuron) . VY45 AHIE
7% (tecnazene) . tefuryltrione. rembotrione. Mt Mg & i (tepraloxydim). ¥F H &
(terbacil) JFFELR (terbucarb) 5 T 5% (terbuchlor) 45 T 1 (terbumeton) <45 |
(terbuthylazine). %5 T % (terbutryne). TH-547. WM& Wy ¥ J% (thenylchlor).
thiafluamide. W& i B (thiazafluron). BE M 4 ’& (thiazopyr). ME — M B fZ
(thidiazimin) \MEZK[E (thidiazuron) .thiencarbazone.thiencarbazone—methyl . BEW;fifk
% (thifensulfuron, thifensul furon-methyl). A& ¥ (thiobencarb). ff ¥ P}
(tiocarbazil) . topramezone. = FZKELH{ (tralkoxydim)  EFIHEE (triallate) . 2R E
(triasulfuron) . — & H 5 % (triaziflam). triazofenamide. Zk 7 [# (tribenuron,
tribenuron—-methyl) . =5 4 (TCA) . =&AL (triclopyr) « KELEL (tridiphane) «
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EIAVE (trietazine) . —FMEhE[% (trifloxysul furon, trifloxysul furon—sodium) - # AR
R (trifluralin). # J& HE & (triflusulfuron). . J& WE & B [
(triflusulfuron—-methyl). = H & (trimeturon). $1 {8 @ (trinexapac,
trinexapac—ethyl) . = & B (tritosulfuron) . tsitodef. %4 M (uniconazole) . ¥
15 Me (uniconazole—P)  KELH (vernolate) . ZJ-0166.ZJ-0270.Z]J-0543.Z]J-0862 Fl1DA
TMLEY)

[0474]

: 4 N;
: EtOZCCHzo e : ’ 0/§ /o

[0475] X s AEY) AW S AED R VEY) A FAE D) B REVERT BRI 2 NG, REAR
RAMAEY (D 2 /Ewh c U RAEET R B2 s S oy R, R Fis vl gé
1E— e Eyyrb I BB 5 e RN BRI PR A RIS DL, fE B F
M EETE . TR 7, s &Y (D MARHAEY (D M4EmaE el s ek
TSN BAR 25 LA S 22 A3 1 45 6 R T 52 N R o 2 A AR DAy At SRR A A 1 B A Jon DA s
HL 9800 1 Bt R BR B / AR TITE st BE R, Bl an e 45 EEEREDIA R (3.
K VBELZ TR TG ER / BE ) EHEE CH R HEE KA R R, RIS 2. B, R AN
WEWE TENZEFHTHEY (D A SHERANLEEY)
[0476] A) X (S-D) LAY,
[0477]
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o)
(RA1),,T©W )LR » (s-)

A

[0478]  JLrp A5 K BtbR BA LT & X

[0479] n, K O & 5.0 0 & 3 Z A —A BIREL ;

[0480] R,' W, (C,=C,) - KidE. (C,—C) - eIt HHEE Sk (C,—C,) — mfRIEEE

[0481] W, S — D REEACH S BRI M 2R, HE B ABHESEE 123
AN BE O ISR T 1) 05 & TLTHARER,

[0482] HAFTRFPHFAERD—DMEIR T LERE — MR T sIRE Ay — ks o)
W R,

[0483]

\N'N\ \N'N\ \N'N\7/ (CH)ma
— ):N I/
R5 Z Rg O'N
A R.6 RA5 RA A
A

UN) W, (Wi W)
[0484] m, K0 B 1 ;
[0485] R, by OR.’.SR,> Bk NR,’R,", 5k A — MRS A A & H £ — DM ER PR Z
3ANIRIE F—— e H 0 M S— 3 £ 7 o, R B R 75 (S-1) P HIERIEAd
%, 3 HH AR PRI sE 4k B (C,—Cp) — Fe 2k (C,—C,) — Fedelds AR U R AR FE 1 2
FHFTEUAR stk A —4~3X OR L NHR," 8k N (CH) , [ZE T, R X OR, I
[0486] R, A&, 8 — AR S R I IR R IR 3L, prid i 3R ie B 3k & 1
2 18 MR T ;
[0487] R, A&, (C,=Co)— Ktdk. (C,=Co) — KR IETE M AR M BRI K23
[0488]  R,” by H. (C,=Co) — it (C,—Co) — mifRKEIE . (C,-Cp) — HEfaIE — (C,=Cy) — JidE i SE
gk COOR,”, HiA R &L, (C—Cy) — Bk (C,=Cy) — KIAREESE | (C,—-C) - Ik - (C,-Cp) — Kk
(C,—Co) — FRIEBEIE . (C—Cyp) - MBEEE = — (C,—Cp) — b2k AL 5
[0489]  RS°\R,/\RSHHFEIZ AR, A& (C,-Co) — HEdE (C,—Cg) — KARIEIE | (C,-Cp) — FRKESE
B B IR Bep AR BRI 2R
[0490] {Li% .
[0491] &) — GUAQ o 5 ik M bk —3- FR IR R AL A W, MLk tb & W 1-(2,4- —FAR
)5 ( LR FEIRIE ) -5 I —2- otk ME bk —3- FR R & B5 (S1-1) ( “mit M fig 5 g
(mefenpyr—diethyl) ”, W. Pestic. Man. ) ARFAL-E4, 1 WO 91/07874 H TiA Y ;
[0492]  b) GURFEME MR BR KIRTAEM, kL& an 1-(2,4- —&URES ) -5 ARt
M —3- R R LR (S1-2) 1-(2,4- 5 R ) -5 RN MM -3- IR 4 BE (S1-3) . 1-(2,
4= ZREFL) -5-(1, 1- ZHIE L) mEMe -3- IR S IR (S1-4) \1-(2,4- AT ) 5 K
FEMEME =3- FR IR W5 (S1-5) MAHIALEH), 4l EP-A-333 131 1 EP-A-269 806 1 PTIR K] ;
[0493] ) =MERERIZAL G, LI GWH] Wnft Fw (- LB ) (fenehlorazole (—ethyl
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ester)), Bl 1-(2,4- &R ) -5- & FE -(1H)-1,2,4- =M -3- BRI LHE (S1-6) , L
KHFAL A, 1 EP-A-174562 FI1 EP-A-346 620 TR K ;

[0494]  d)5- R AL -2 U@ MEIRR —3- BRI Bl 5- ATk —2— S UEMEIk —3- FRIR KB 5,
5— T OREL —2- UMK -3- MR KA, LA S 5-(2,4- AR FE ) 2- &
W& Wbk —3— 2 R LM (S1-7) Bk 5- A% —2- FUEMEmk -3- R LG (S1-8) MAH AL A
V), W WO 91/08202 HHITik s8R 5,5 2R3k —2— FUEMKAR TR CME (S1-9) ( “XURTEM IR
(isoxadifen—ethyl)”) 8% 5,5 K3 —2— S REMeWR IR IE A BE (S1-10) 8] 5-(4- &K
5 ) —5— 2RI —2- FUEM -3- FRIR LBE (S1-11) , Wi &H|H1i W0-A-95/07897 i ifik.
[0495] B) =, (S-11) HyMEmkATA4,

[0496]
~
> (RB1)nB
N ! 0
\T /“\R 2
B B
(s

[0497]  HAPFF S EAE MR E X -

[0498] R, i ZE. (C,-C,) kit (C,-C,) K& Ik AR EL (C,—C) mifRledt ;

[0499] n, 4 0 & 5. 401k 0 & 31— HER%L

[0500] Ry &y ORy*\ SRy’ B NRy'Ry', Bl A — M AA 2/ — AR FRIRZ 3 AN KR T 11

FHERANAIE 3 22 7 JUHH, Pk )i itk B O A1 S, PriR i &R 5 (S-11)

B AL T B R B 1k B (C-Cp) Fidk. (C-Cp) Fefi ksl T B 2R 2

(2 AT EAR sRy” Ptide h—AN 28 ORy™s NHR,' 5 N (CH,) , FFE [, R il & — A OR,® 3R 4T

[0501] R’ HEEH — N ARPHUR K s BUR BRI ESE, frid et Ris R B3k 1218

NIRRT 5

[0502]  Ry' A& (C,~Cy) Ktk (C—Cy) B I T BRI BAR M B 2R 2L

[0503] Ty &y (C,— 8 C,m) ot —FEHE, HLA R HUAR A 8 B — A sk A C,=C) Fr gk AL

REGFE A [(C,—Cy) Beda B 1 BRIEHU 5

[0504]  fLik -

[0505] &) 8- M4 LRI G (S2) , ARIEN -

[0506] (5- %l 8- ME Wk 4 ) 4 MR I-F X O Mg (@ H LM T M

(cloquintocet—-mexyl) ”) (S2-1) ( i, Pestic. Man. ),

[0507]  (5— 5 —8— MEWAEIE ) 4R 1,3- —HHET -1- Zfs (52-2),

[0508]  (5- % —8- MEMKSRIE ) LR 4- MmINAEIE T HE (S2-3),

[0500]  (5- % —8- MEMKSRIE ) LR 1- MmN —2- &5 (S2-4),

[0510]  (5- &l —8— MEMKAEIL ) LR LR (S2-5),

[0511] (65— &l —8— MEMkAIL ) LIRFHE (S2-6),

[0512] (5 %l -8- MEMKSIE ) SRR (S2-7),

[0513]  (5— & -8- ME Wk 4 55 ) & R 2-(2- W N 2% W fi% 48 56 ) -1 & 5 g (S2-8) .
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(b— S 8- MEMR A JE ) 4R 2- SN —1- & l5 (S2-9) M AH KAk &, tn EP-A-86 750,
EP-A-94 349 F1EP-A-191 736 8{ EP-A-0 492 366 T Tk i ; LA A A TR K-S s, tn
W0-A-2002/034048 1 T iR [ .

[0514]  b) (5— G0 —8— MEMKAEEE ) TH IR G, LGB (5- 5 —8— MEmR4R
B) WBR QMR (5— & -8— MEMRAEAE ) TN PR AR (5— &l —8— MEMkAIE ) NI
F LEE AL ) BAH AL A, W1 EP-A-0 582 198 1 ETIRI

[0515]  C) =X (S-I11) 4b&4)

[0516]
O
2
RC1)J\'?1/RC
RS
[0517]  H AR SR EE N hE X -
[0518] R, A (C,—C) %edk. (C,—C) mifUhedt. (C,-C) k. (C,-C) mfUEZE. (C,—C) ¥
Bk, ey A P
[0519]  RZ\R MHFBANA, A& (C-C) %tk (C,~C) MhiZk. (C,~C) HrIL. (C-C) mifthE
%L (CCp mifUAZE. (C-C) FdEz I - (C-C) Kidk. (C,—Cp) Mtz FBLE - (C,-C)
Fidk. (C-Cp) Fifldk - (C-Cp) Bk “AURIM I - (C,-C,) Sk MR R 2 | R Jk e
HE Ry I WRIE FE | A AR ) SRR A BRI 2R3 s 10 RS AT RS — T A — N Bl AR 3R
RAHRI LR,
[0520] ik Ay WEMELEEA BRI LEER  WIRIE BA  RGBEKER | 7 S I I sl A IR B EA
[0521] {0k
[0522] 22 R ZF AT 245 ( HIEAZ2)) =R CBUESEE A E Y, il
[0523]  “UTAMESAEZ (dichlormid)” ( W, Pestic.Man.) ( = N, N- A% -2,2- —5 &
Wl )
[0524] “R-29148” ( = 3- —A & WEHE —2,2,5- =L -1, 3- I@Mbe, sk [ Stauffer),
[0525]  “R-28725” ( = 3- "R LWEE -2,2, - —FH —1, 3- BEMEE, Kk H Stauffer),
[0526] “f# 5 1E (benoxacor)” ( W, Pestic.Man.) ( = 4- — 5 LW -3,4- — & -3- F
5 —2H-1,4- RIFREER ),
[0527]  “PPG-1292”( = N- &A% -N-[ (1, 3—- 4R —2- %) P ] —& W%, kA
PPG TIndustries),
[0528] “DKA-24" ( =N-Jm N ZE -N-[(Jm N ERE) PR ] — R OB kA
Sagro—Chem) ,
[0520]  “AD-67” E“MON 4660” ( = 3—- "G LWEEE —1- |48 -3- B A% -2 [4,5] 28k, ok
H Nitrokemia B¢ Monsanto) ,
[0530] “TI-35" ( = 1- S WA SN e, >k B TRI-Chemical RT),
[0531] “diclonon”(dicyclonone) B “BAS145138”8“LAB145138”( = 3—- — S LWk -2,
5,5— = HIE —1, 3 & ARA [4. 3. 0] T8¢, 5k H BASE) , L
[0532]  “f M (furilazole) ”BX“MON 139007 ( DL Pestic.Man.) ( = (RS)-3- 5.4

(s-1l)
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PEgE —5— (2 MRIESRE ) -2, 2— — FISEIE M ) ,
[0533] D) =, (S-1V) f¥) N- BEEEREWERZ2RAL &4 Je 2L,
[0534]

R,2 R
° (Ro*)mp

D4
| 0 | o @/
Rp' N S-N
N @ . §V)
0

(Ro%)o
[0535] Hrp
[0536] R, A& I REIE R EE S AL, BT 24 PR AR e M o — AR SR T AH I,
o 5 5 B B A VO RS 4% B A R A B K 3 4 — AN 52 A R BN R 3 B DL R Y
TP TR < e 25 EUIE IHZE USRI L AL R L i 2 TR e 2 S o -7°-R* 1)
R,
[0537]  H AR E MR ERE A 1 £ 20 MR T, IF B ERR) A4 FEBUCEAAEN
A A 1 % 30 MR T
[0538] R, MAIK (C,-C) - ke, LS, ok
[0539] R, J% R, 5k ~CO-N- [9FER]—#2 y—A> 3 & 8 TR SR BRI 5L ]
[0540] R’ AHIFI AN, JF HoA o 55 OIS A L &Ik PRk RS . AL « CONH,  SO,NH, 5K,
—AR 2R A
[0541]  R,' HEEK (C-C)— Hidk, ik H ;
[0542] R, AHIFISANIA], 3 H A o 25 00 A3 L &3 36 R JE L CHO. CONH,« SO,NH, 55—
A -Z5-RE WL
[0543] R AL ER AL IATE, Horb 5 fo B A W Bk [ 4% B R R B U 1 B — A %
AN AR FT AR 5] (R 1 DA S T A, « i 35 L U ARG L U R B R — [(C—C) — e
B ] R BUXEE AN, b 2 A (PR 2 303 A ) ASARARIK CH, 27145 A 4
— AR TR
[0544] R, R AH R B, I BB EE S AL, 55 J5 38 S (R P b 2k (1 455 B A A4 B 1)
B B — B DA RN EAS R 2 B DR IR AT AR - e 28 B AN 2 /U R A
WS 4R - (C,=C,) — e 43k 0 e — [(C,=Cp) — HEdE ] 2L B A — A pe s, ATk b s &
HEZA (Uit 2 5803 A4~ ) AFEAR CH, ZEH] 2 A8 — AR 7548
[0545]  7° N—AF AWM MR
[0546]  —0-.-S—.~CO~~CS—.~C0~0—,~CO-S—,~0~C0-.~S-C0~.~S0-.~S0,~.-NR * =, ~CO-NR
¥ =0 =NR " =CO-. =S0,~NR " 5k NR * =S0,~, H: i 35 A~ A 3 B A7 14 Bros i B2 5 25 [ R AH
e R, JF H I B B R A IR B P R R AR e e 2% 5 O HL (C—C) — R B
- (C,—Cp — Fidt 5
[0547]  7°, 7° AR IR MO — A E s E R s — A T R A ] -0, -S—. ~CO-. -
CS—+ ~CO~0—+ =CO~S— —0-C0— =S—C0—+ =S0~+ =S0,—~ -NR * = =S0,~NR * =, -NR * =50,~. ~CO-NR
¥ 8 -NR T -CO-, H A M B A A TR IR S 3R R Bk R AHE B, IR B AE
B At A AR A R T ST % 5O He (C=Cy) — Btk i 4R - (C,-C) - %t
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[0548]  n, &y 0 2 4 HE—AEE, ILIE 041 B 2 RRA 12 0 83 1, 7 H.

[0549] my &y O & 5 Py— L, ik 01,2 B 3RS 0.1 BF 2,

[0550]  E) i@ (S-V) MBI UL 2K LA &4, tn R G150 e,
[0551]

0]
RE\ o °
| Xl
— 5
R.2 I — (RE )mE
E o) | Xe
(Re)e Rg* (S-V)

[0552]  HAp

[0553] X, A CHE N ;

[0554] R, A& ZIRIE lda 2, A fg J £ B 1 1 56 AT 2 b e — > sl 2 A AH ) B
ANFEFIEE B LR B FE ATBUR - 0 288U IS V&R R VR FE L CHOL CONH,. SO,NH, /%
7°-R*;

[0555] Ry K& FRIE. (C—Co — Kt (C,=Co)— MiZE. (C,-Co)— BrIE. (C,Co) — St S JE
(C,=Co) — M, Horp 5 S5 8 F 1) FL PP AT I M — N 502 N AR TR BN TR 9328 H B R
FERITHUR 3 RS (C-C) — FEdk. (C,—C) - efldE ) (C,-C,) - FehidE, 8L

[0556] R, AR M S EAMERERIE A4 3 £ 8 JUIMB A AL ;

[0557]  R;’ Ay i 25 3% A3t L Rk B2 R R JEE | CHO. CONH,. SO,NH, gk 7°-R” ;

[0558] R, W&, (C,=C,) - Hidk. (C,~C,) — MiZkmk (C,~C,) - Bk ;

[0559] Ry by i 25\ T AL ML L &I I REE VIS . CHO CONH,\ SO,NH, 3R Z°-R° ;
[0560] R, Ay — A HLBRBERE — kBl — Ik L AR FTRWT ) (C,-Cyp) — B2k, At aliss
B, Forp s Ja de S P R I T I M A — > B AN AH R BN R R 2k B DUT B 25 1A U
B T AR B R N T [(C-Cy) - b ] A

[05611  R° R° #H [A] 5k A4S [A], I H 2 — A~ o B B — R — W BL B 40 T8 7 1) T 19
(C,=Cop) — Ftdk, R 2 IR BRI, L i Jim 4 S IR P B 3 AT AT B b e — A B AN AH [R) B A
Ak B BLR 55 BT AR < b 3 TR A 2 L 2 0k R R VIR L (C-Cp) — AbE AL
B [(C-C) - bedk ] 2k

[0562] 7 Jg— ik H LR B M4 :0.S.C0,CS.C(0)0.C(0)S.S0. S0, NR*.C(0)NR® }
SO,NR’ ;

[0563] 7", Z° AHEIBANIA], F Hob— A BB 0 BNk A DU T A4 <0,
S. €0 CS. € (0)0. C(0)S. SO. SO, NR*, SO,NR* & C(0O)NR’ ;

[0564]  R* M&L. (C,=C,) - Hidknl (C,-Cp) - mifRhEsE ;

[0565] n; A 0 £ 4 Z [AJF—ANE%, 9F H.

[0566]  my WIZR X 2 CH, WI2h 0 22 5 2[R — A5 HAn R X O N, U2 0 22 4 22 [ (¥)
[0567]  JrPALLE AR BEAE 2 e a8 LR A (L EIEZAD) , fltn R =X (S-VID),
HON B, Bl WO 99/16744 EL40,

[0568]
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Ffe
L2 N N 2 %
H S—N @ EImE SV
o O H —

[0569] i unLL FALAH,

[0570] R, =¥ N%& H R, = 2-0Me ( “¥FPREEENZ (cyprosul famide) ”, S3-1),

[0571] R, =¥A%E H R = 5-C1-2-0Me (S3-2),

[0572] R, =ZFH R = 2-0Me (S3-3),

[0573] R, =RA%EH R = 5-C1-2-0Me (S3-4) LLK

[0574] R, =R A% H R = 2-0Me (S3-5) ;

[0575]  F) 2\ (S-VID) iy N- B 56 2 T B 2k 2R SRR 2B & 4, 40 & W) 7] & 9]
EP-A-365484 1 W40,

[0576]

R’

R\ R
F
2>N—<:0—N ] (S-vih
R, lL ; SO,-NH-CO-A

F

[0577] Hrp
[0578] A h— ik H BL R A

[0579]
d.
R R@ Rd
R R =N
Rf

RC
Rd Rd
0 S

[0580] RFl & RF2 /TEZ LH: zﬂ j ﬂﬁ j"j /Z:E:: ~ (Cl_cg) - %% %\ (Cg_cg) - ﬂ: %’% %\ (CS_CG) - iﬁ% %\
(CS_CG) - m%y

RX
[0581] —@ B (C,—C) - BeE LU (C—C) - ki 3L,

RY

. RX
[0582] ‘_@ B

RY
[0583] Ry J& R — i8Ry (C,~Co)— YEJot 5 My 5 B 4 40 B+ SO SO, NH B —N(C,—C,— %t
B ) = Al (C—Co) — MLLe Ak,
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[0584] R K&k (C,-C,) - ki,

[0585]  R.* B R A% b7 dh g 4 1 35 SIS VA . =9 2. C=C BidE  C—C— BEdal St
C,=C,= Bl gt C,—C,~ HEFEWRENESL | C,-C,— HEIEMAMEIL . ~COOR', ~CONR'R" ~COR" ~SO,NR‘R"
3 ~050,-C,~C,~ ek, 8 R* 5 R* — 2 4 ] 4 i 2 8k C,—C,— BESEHUAR I (C,=Cy) — WA FEAFR
Fe, B NI K 2 (C,—C) — BEFR BRI (C,—C) — Whe M IE L sl ] 4 pg 22 5k (C,-C,) — %
FEEARH) C,— W44 (alkadienylene) 5k, H

[0586]  R® J& R i b AN Ml S0, B3\ C,—C,— fedi . = A AR FRACAE L AR L B —COORY,
Hrp

[0587] R° WA ..W . (C,—C,) - prdkok F4HIE,

[0588]  R! &K% L. (C,—C,) — %Kik, (C,—C) - K5 IE. (C,—C) - Fefmdt. (C,—C) -kt
FEW TR . (C,—C) — FeFEMiffR %5 . —COOR' B —~CONR'R",

[0589]  R° W& X %, C,—C,~ i —COOR', =i s A, i T 5 R —l h—A
(Cs_c4) - ﬂ%%*ﬁ%,

[0590] R A& KiZEk (C,-C,) - ki,

[0591]  R* K R' g ~r s o &L %L (C-Cp — f 5. (C,-C) - fe 4 2. (C,—C)— Hihin
HE . ~COOR", = 3 A& A2 Bl 2

[0592]  RI\R" K R" 4 sy Mo &8k (C—C,) — Bk,

[0593]  R* J¢ R* —HE A —> (C,=Co) — WAEFEMFIE S — N4 NH 5 -N(C,~C,~ & ) - ]
Writ) C,—Co W EFEAT S, H.

[0594] R4 (C,—C,) — Kidk  AREE B M 10 25« (C,—C,) — Jids « FF AR FE ik ol — 3 PR BE AR
R4 5E,

[0595]  HALIE -

[0596]  1-[4-(N-2— A4 R R 2ot ) 2R3 1-3— AR,

[0597]  1-[4-(N-2— FRASE R IR Ut ) 2R3 1-3, 3— —H IR,

[0598]  1-[4-(N-4,5- —HER PRI ) & ]-3- FEIK,

[0599]  1-[4-(N- Z5 L 2 AL ) Rk 1-3, 3— I FENR,

[0600]  ALHE AR R S A o 2

[0601]  G) FRIETF AL SR J5 I — MR AT VIS AL &9, 4 -

[0602]  3,4,5- = ZBHA LR T L HBE.3,5- — P4 4- BREXETE.3,5- —FILE
AR 4~ BRFE KR 4 FARKBIR1,2- & —2- B AC -6- = 5 B FEL g -3 F kL.
2- BILNEES .2, 4- A AR, 1 W02004084631. WO 2005015994, WO 2006007981 . WO
2005016001 7 FTIR ] ;

[0603] ) 1,2- &Rk —2- FZRIE AL &9, 9l an -

[0604]  1- AL —3—-(2- MEWy 3L ) —1,2- S VR Ik —2— W, - AP 3L -3-(2- MEmy 3L ) -1,
2- S MENRIN —2- DAl 1- (2- AR L HE ) -3- (2- MR I ) -1, 2—- SRk —2- Wi Eh R &
1-(2- FAEMERE R L 438 ) -3- (2- WEWy Ik ) —1, 2- &bk —2— i, 40 WO 2005112630
T IR,

[0605]  I) AOHFHED HARREAEH RN EXEDEY (ks ) Bf2eiERN
[RITE AL S, i -
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[0606]  “WRELFF” 8k “MY-93” ( W, Pestic. Man.) ( =WREE 1- BHACHRIE S—1- 3L —1- 205
LR ), HARAHRPURR SR B A0 F R 22 27 L0,

[0607]  “REL[E” 8 “SK 23”7 (W, Pestic.Man.) ( = 1-(1- P&k —1- ZF2F ) -3- X H
RFENR ) 5 TLAE A HEHT 5 75 W o g e 457 55 10 2 A 3 L 40,

[0608]  “IREL[E” B JC-940” (= 3-(2- @RIEF L ) -1-(1- FE —1- 2RHELH ) IR, W
JP-A-60087254) , HAE A HLHT L i R B 70403 35 RO 22 450 L

[0609]  “ZREJH” BLUNK 049” (= 3,3" - I —4- P RKFE ), HAENHBTZ Fh
B B4 S (A 2 A L,

[0610]  “CSB”( = 1- V& —4— ( & FAILAEEEL ) #5) (CAS TS :54091-06-4, 3k H Kumiai) ,
SLAE AL 2 Pl R B0 3 ARG 22 ) 40,

(06111  K) = (S-IX) MI4kL&4, {1 WO-A-1998/38856 ATk 1],
[0612]

HCA

(?)nm

C (S-IX)
(RK1)nK2 ‘©/ \G— (RKz)nK3

[0613] AP AT SRR A NS X

[0614] R \R A ILA A i 55 L (C-C,) Hidk. (C,-Cp) Ktk (C—-C,) mifehidt. (C,—Cy)
R . T (C-C) FEREE R N

[0615] A, 24 COOR,’ BY COOR,*

[0616]  R’. R 4l b A Sr b o &L (C,-Cp) FEdk. (C,-Cy) e (C,-C) L, HHE pr sk
(C,=Cp) IARETE R T A EE Rk 2R PRI | pl AR Ak ik e B pe T B e B

[0617] n,' H0H 1,

[0618]  n’.n’ fH LA 0.1 8% 2,

(06191  fLik ;

[0620]  ( —REEFISE) SRTIE (CASVEM 5 :41858-19-9),

[0621] L) & (S-X) WHLEH, 40 WO A-98/27049 Tk ],

[0622]

(R Jr 7 &

[0623]  H AT SRR EA RS X

[0624] X, 24 CH BN,

[0625] n, {9 X =N, 0 %2 41— PEE S X = CHING, 5 0 2 5 — 3%

[0626] R'AKiZE. (C,—C) Hidk. (C-C) fUBtHE. (C,-Cp keddk. (C—C,) mifUhbré .
fifidE . (C,—C,) FemidE. (C,—C,) FedkmiliAL. (C,—C,) K AEpkIk AT B AT AT EL
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oS-

[0627] R’ MAEK (C,-C) ks,

[0628]  R® W&, (C,=Cy HFidk. (C,=Cp) Mk, (C,-C,) HFE 55, Hrh FiR g —AF kst
P R B B — k2 A (RiE iR 2 34> ) 16 B o0 R S B AH [F] sl A [F] 2
P ATEAR s g .

[0620] M) 3—(5— DYMeRERREL ) —2— ME VARSI Vs MEAL 5400, B0

[0630] 1,2- — & —4- B Fk —1- & F -3-(5- DY M 36 ¥k 5% ) —2—- 08 i i (CAS v M 5 -
219479-18-2) \1,2- & —4- }HE —1- T3 -3-(5- PUMILEREL ) —2— MR (CAS VS -
95855-00-8) , &1l WO-A—1999000020 1 Frik 7,

[0631]  N) X (S-XI) sk (S-XT1) HIMLAEH, i WO-A-2007023719 F1 WO-A-2007023764 7 flf

R,
[0632]
o)
0 Z-R’
il
2
(RN1)nN /N _Y—_RN (RN1)nN (l? O| | 2
£20 SN YRy
o o
(S-X1) (S-XIN)

[0633]  H:rh

[0634] R, . (C,C,) Kk AT AHEE I CF,. OCF,,

[0635] Y. Z {7 Ky O B S,

[0636] ny Ky 0 2 4 Fr—PEEEL,

[0637] Ry Ay (C,=Cye) %tk (C,=Co) Mgk (C,=Co) MpEdt. 753k 2K L,
[0638] Ry A& (C,—Cy) Hidk,

[0639]  0) —FhERZ ik B LA FIIALEY) -

[0640]  1,8- Z% — FHIFERHT,

[0641]  S—2— ZHhdE 4 —WACHEIR 0, 0- —4ME ( ZH:% (disulfoton)),

[0642] AL IL IR 4- FUKILNHE (mephenate),

[0643]  O— ZFEMACHERR 0, 0- — 4 s ( ¥h% (dietholate)),

[0644]  4- ¥ H: -3,4- — & -2H-1- 2K 3 nit W -4—- £ 18 (CL-304415, CAS 7% I 5 :
31541-57-8) ,

[0645]  1- 48 7% —4- AR [4. 5] Z&4¢ —4- ZHiAURMR 2- NMliE (MG-838, CAS yEMHT -
133993-74-5) ,

[o646] [(3- 4R A0 -1H-2- 2K FFMEM 4G - W &) PR EIZ2BFRE (ST
W0-A-98/13361 ;CAS yE/F 5 :205121-04-6) ,

[0647] HEREELEE (KE) OIF (MBERNE (cyometrinil)),

[o648]  1,3- &S —2- LA IE T IE (A58 ) &fF (5 (oxabetrinil)),
[0649] 47 - & -2,2,2- = G & B 28 B 0-1,3- — & e 3 2- B P (a5 5
(fluxofenim)),

X

ORI,
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[0650] 4,6— & —2— ZRIEMERE (fRERE (fenclorim)),

[0651]  2- & —4— —F FFHE 1, 3— WEM: 5 IR A TS (A% (flurazole)),

[0652]  2- &AL —2- L -1, 3- —&UREF (MG-191),

[0653]  fUHEL IR, DAL .

[0654]  [REF] (VRAY) 52 A7 2 & Tl F Bk T Frd b .30 i FH 20 i ads 22 42 541)
(13350 075 FF AT A 58 78 9 A2 A, B ICJE [ 200 © 1 &2 1 0 200 f01EHh 100 ¢ 1 &2
1D 100VREAIAZE20 © 121 1 200 Prikzeai 2L (1) AeA 4 s s A
BRELF / 2% HOF 7R A — e il e i3], I DA e ¢ 300 sl VR A 1 1 28 5 R B — e it
HAEH

[0655] A IS, LA &5 AT 457 sXAZAE I B BRI BR PR B30 / 22 A5l 50), an SR A 1d, LR
T3 AARE 1 5 TR PR 5] L < 2 BSGRI AR K G B5 e SRar 50) PR A7 O A 7K o K3
158 P BRCHCRE FH S0 700) R0 R P 50 ) X ) 300388 0 G T A0 A4S R AT 3 AR e A
— Bk

[o6561 X (1) ALAWFN / B E 1% P 75 it FH e B4 an S50 2% A ——— il B 5 i
FH B BRI I ——1f 2 A o o] 7EIR B8 BTG P A4 3T H B A S I B R,
it FH 3 4450 1, 0. 001 22 10. Okg/ha BREE 2 (3G HEY) I AL IE 0. 005 22 5kg/ha 72 0. 01
% 1kg/ha [FYEHE P G D) . X BEIE FH T 25 A e A s A 20 5 e A -

[0657]  44E Ky Ra 4 A KA FIE A, B/ y 22 FF R E T (culm stabilizer) AT L
AR LS B (Bl K3 NG B3 VBN SEREERCK ) B, BTid it R
M BIIILE 0. 001 22 2kg/ha [#)76 Fl N B 2 (178 MY ARIEHBAE 0. 005 2 1kg/ha el 2
7E 10 22 500g/ha v MY TG RN, AE5 R il 20 22 250g/ha 35 HEY) . IXEEIE H T 2F
AUYE O A T 28 fE v, T8 I 2 S5 a2

[0658] {1 Ay 2 FH A e 0 A it FH Pl AEAE A AL b 2 B B adbAT o pLidetth, 4440, 755 BERY L2
JaAEGN R AE K2 W -

[0659] Y3, o W] 2 ack Ak B P~k il FH AR 42D AR A T T ) Pk Ak BB, i 22 A el R £ e
FR . TEiE, Prd it A 20 T HAREOR, Il e 50 rh g AT e

[os60]  LLanfal () 5, M (1) AR —Le G s fid an

[o661]  ZESCHENH, BrAE AN TR, TR & (BfEE X)) SiEeEE. Wi
TEA YL A S S s RTE“R” o “S” FoRTER (D) WISZAR A ATk o b 4ext 14
A, N ERAEA R 2 iZ RS Ay 44753845 Cahn-Tngold-Prelog HLN.

[0662]  (A) & (KTt

[0663] St AL[5—(4- FARZE ) -3— FIZE —1-(WEmg -5 J& ) —1H- it mk —4- 3 ] £ F
s ( WAk 2, e 2-28)

[0664] &) [6—(4— S ARZE ) —3— FFE —1H- e —4- 5L 1 LR ERH &

[0665]  H% 2. 236g (45mmol) [I7KAHEMA R 10g (37mmol) 3—[ (4- &ZREE ) A 1-4- AR
IR BRI LB (100ml) ¥ HZIRE Y IMAERT 6 /Ny, 28 3 Fe B K+ I =
APEEAR . A IFFIA VAR T L s IR g . IXFES 3 6. 9 724 (BRI
63% ).

[0666]  NMR (CDCl,, 400MHz) :2. 28 (s, 3H) ;3.5 (s,2H) ;3.7 (s,3H) ;7.39(d, 2H) ;7.5 (d,
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2H) »

[0667]  b) [5—(4— SUAHE ) —3— L —1—- (WERE —5- Jk ) 1H- mbmk —4- 3 1 Z 1 R S il 2%
[0668]  #f 0.287g (2mmol) FALEE.0. 103g (Immol) ZEEHA (11) AR 0. 212g (2mmol) AU T
BEAR N Z 10m] S0P HEH 9 0. 5g (2mmo 1) [5- (4- S HE ) -3 F L —1H- A mg —4- 5 ]
LIRFEE . SRJE AN 0. 234g (2mmol) (1) 5— MEREILINR , FHZIB G T 20°C R HiHE 45 /)
o ARJEH LIRS VM BB R AL (10m]) 3 &R A & FFRA AL
AHEEIR BR L T8 i B IR A o K K4 ) 45 2 HPLC 24k . IXFE1S 3 0. 040g 74 (3
WAEIK 5.8% ).

[0669]1  NMR (CDC1,,400MHz) :2. 36 (s, 3H) ;3.4 (s,2H) ;3. 71 (s,3H) ;7. 2(d, 2H) ;7. 41(d,
2H) ;8. 53 (s,2H) ;9. 05(s, 1H) .

[0670]  Sjitifs] A2[5-(4— SR ) —1- (2— FARMERE —5- 55 ) -3— H1 2L —1H- nibme —4- 3% ]
LIRTEE (WK 2, SEfF) 2-29)

[0671]1 4 0.515g(3mmol) Z B4 (11) A 0. 306ml (4mmol) RHEPE Jo A & 10ml — & A7 k¢
R 0. 5g (2mmol) [5—(4- & K55 ) —3- L —1H-mkMe 4-F ] 2 F s h. KRG MA
0. 598g (4mmo1) 2— FAXMERE —5- MR ILFH LR AW T 20°C F it 24h, ARG XIREW
AZ M HCL A7, JFFH S PR 5 FF A VA SRR BT I eIk . ™
V) 26 28 HPLC 4idk . IXAEA3 3 0. 0156g 74 (FHIR{ERT 2% ) o

[0672]  NMR (CDC1,,400MHz) :2. 34 (s, 3H) ;3. 39 (s,2H) ;3. 71 (s,3H) ;7.2 (d,2H) ;
7. 45 (d, 2H) ;8. 52 (s, 2H) ,

[0673]  SEjififs] A3[3— FHJE —5— %3k —1- (ke —2- &5 ) —1H- nibme —4- 3 ] 2R lE (L
11,54 11-2)

[0674] ¥ 12.5ml & W [ 0.378g(3.330mmol) f¥) 3— JfF X mt ®E o AN =
0. 600g (2. 56 lmmo1) 4— %8 —3— ( ZRIEFRIL ) IR TR, IR IXIRA W AE 2 B A48 b THli
Frep 135°C A 1. 5he IR BRI, FER IR RV ARAE — S S H A KBRS IR, BRI
25mlo 45 FF A VUH LB R T8, FFUR BRI AR R EEAT k5 5, 15 31
0. 115g ( FRIB{EI 13. 8% ) KR EEIRY) .

[0675]  NMR (CDC1,, 300MHz) :2. 39 (s, 3H) ;3. 40 (s, 2H) ;3. 69 (s, 3H) ;7. 23 (m, 2H) ;
7. 39 (m, 3H) ;8. 22(dd, 1H) ;8. 38(dd, 1H) ;8. 66 (d, 1H) »

[o676]  Sijffs] A4 [3— FFZE —5— 2R3k —1- (MibPE —2- 26 ) —1H-mbme —4- 2 ] 4% (L& 10,
S 10-2)

[0677] ¥ 0.073g(1.819mmol) [f] 2 JE/RIKE (molar) A EAB KB IMA 2% T 5ml A
B 0. 165g (0. 455mmol) [3— FZE —5— AL —1- (MibiE —2—- 55 ) —1H- itk —4- 2% ] 2R H
fis (0L A3) P, IPEHZIRESWIALE 20°C RHEHE Lhe R IE FEE 7% AW EIN 10ml 7K &
15ml — R LRSI ¥ A 15ml 5P HeA B HHkER R (oH = 3) IRAIFH =
AP LEAE =K, BFR 16ml o ¥ 3 A HUAH 57 0k e A% Br¥s ), 749 21 0. 080g ( BRIBAELI)
59. 7% ) R EIEHAR (Foamy) [F1A, 145 14 125°C,

[0678]  NMR (CDC1,, 300MHz) :2. 4 (s, 3H) ;3.42 (s, 2H) ;7. 25 (m, 2H) ;7. 39 (m, 3H) ;
8. 22(dd, 1H) ;8.39(dd, 1H) ;8.70(d, 1H) ;8. 97 (br s, 1H),

[0679]  SEjifif AS[1-(6— FARNMARE —3— Fk ) —3— FIIL —5- ZR3E —1H-nikmg —4- 3% ] SR
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fig ( WK 5, 524 5-7)

[0680]  a) [1-(6— SUfXHANR —3—5) -5 FA 2k —3- AL —5- 2R 2k -4, 5- & —1H- g —4- & ]
TR I8 ) ) %

[0681] # 5.00ml & FE ™ [ 0.296g (2. 049mmo1) 3— 40 —6- Jiib & mk ¥ i A =
0. 400g (1. 708mmo1) 4— 54X —3— (ZRIERAE ) IR TR, I XIRA WA T ik 8ho 1
R RIS, TR 4 SRR 2 )5, 1331 0. 300g (PRI K 48 % ) [RIRS B 1 e oy R o
[0682]  NMR (CDCl,, 300MHz) :1.94 (s, 3H) ;2. 81 (dd, 1H) ;3. 12(dd, 1H) ;3.67 (s, 3H) ;
4.91(dd, 1H) ;7. 34(d, H) ;7.41(d, 1H) ;7. 45 (m, 2H) ;7. 59 (m, 1H) ;8. 01 (d, 1H) ;8.03(d,
1H) .

[0683]  b) [1-(6— FAXKENE —3— 2% ) —3— FIE —5— 2RI —1H- kM —4- 2% ] 7% IR 1) ol 2%
[0684] ¥4 0. 111g(2. 772mmol) [ 2 & /R ¥R B S 40 A0 8 7K W5 ¥ in N 22 8ml F 8 1)
0. 200g (0. 554mmo1) [1-(6— GANMEEE —3- 3L ) -5 #2555 —3- FAHL -5 ZFE —4,5- & —1H-1lt
e —4- 3L ] ZEE ST, IR IIRA W T 20°C FHikE 1he WRERE R, 355 2WEIA
10m1 7K1 15m1 S FLERITR -G o KK AHH 15m] & Ge AR HL ik 2R (pH = 3) IRAL
HH R PG A =R, BRI 16ml o KA A AU T8 IR0 R A2 bR, 15 31 0. 207g (B
WAER 99% ) AR ERERIRIE 4, 145 5k 55°C .

[0685]  NMR(CDCl,,300MHz) :2. 39 (s, 3H) ;3. 42 (s, 2H) ;4. 3 (s, 3H) ;6.9 (d, 1H) ;7. 28 (m,
2H) ;7. 37 (m, 3H) ;7. 63(d, 1H) ,

[o686]  SIZjitifs] A6 [1- (6 SUAAMARE —3- 55 ) —3- FEE —5- ZR5L —1H- itk —4- 2% ] 2@ (L
* 4, 545 4-7)

[0687] ¥4 0. 058g (1. 444mmol) (1] 2 JBE /R B S 48040 Bh K v N N 22 5. 00m1 /B2 A 1)
0. 099g (0. 289mmo1) [1-(6— ZUAARAE —3- 2% ) -3— FIZL —5- K%L —1H-mEme —4- 55 ] £
BEH, IEHRIR AW T 20°C R HHE Lthe W BR B, JFRRRPEI 10ml 7K & 15ml 5
PR G . KA 16ml ZS LA H IR ERR (pH = 3) BRI A — & Fhe A
H= IR, BRI 16ml o 5 FF B WA T8 H R B B ), 4331 0. 052g (BRI AE Y 54. 7% )
[RIRR C AR [

[0688]  NMR (CDCl,, 300MHz) :2. 36 (s, 3H) ;3. 40 (s, 2H) ;7. 28 (m, 2H) ;7. 37 (m, 3H) ;
7.51(d, 1H) ;7. 87 (br d,1H) .

[0689]  Sjitifh] AT3—[ (4 WAREE ) AL 1-4- AL NG (LK 13, 5249 13-13)

[0690]  Hfis T — AR A 10g (Blmmol) 1-(4- &AL IE ) T -1,3- W (H&En 18)
1218 % 5 N 3 200m] = FF 3 AR [ 2. 237g (56mmo 1) S Ak A B, M T A VL SR ok
30C. BiZIBAWT 20°C N HALH: 30 8h. AR5 T 0°C NS /b & = F WA 1)
8. 558g (56mmol) MIVRARZ IR FEE. ¥ IR G W T 20°C FHiHE 4 /Mo FHZIRA B AN UKAK
o I AR AR A NUE R E R KRS ¥ G IR MU T, R N R BRI,
OB BEARARY), R 7. T50g 4 (BRABAEIR) 56. 7% )

[0691]  NMR (CDCl,, 400MHz) :2. 19 (s, 3H) ;2. 99 (d, 1H) ;3. 03(d, LH) ;3. 69 (s, 3H) ;
4.95(dd, 1H) ;7. 49(d, 2H) ;7.98(d, 2H) .

[0692]  SIZjids] A84— 48AX —3— (nmbme —2- ZEIRAEL ) IR F e ( WK 13, 5541 13-68)

[0693]  a) 1-(mbHE —2- 2% ) T —1,3- ZHif#Hl 2%
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[o694] 4 FI Pl 44 (28 % T A1 W v ) ¥ V% AN 2 10g(73mmol) Mt BE AR A AR
25m1 (124mmo1) PIHRT 150ml PYERRIR (R AW H o FHZiR AW T 20°C FHidk: 3 /Nt It
IR BRI o BT R ESIRAE K T 2 PEIR IR B 3h B /K s i R AL O F FH — S b 2 B
G IF A VAT IR BRI 1), 193 7. 940g 74 ( BRIBAEI 60% ) .

[0695]  NMR(CDC1,,400MHz) :2. 23 (s, 3H) ;6. 81 (s, IH) ;7. 41 (m, 1H) ;7. 83 (m, LH) ;
8. 09 (m, 1H) ;8. 68 (m, 1H) ;15. 7 (br, 1H) ,

[0696] b)

[0697] Mg T — HZEEHF 3. 38g(20. Tmmo1) 1- (MEWE —2— 2% ) T -1, 3— —Hi I 518
WA 25ml — FEHAH ) 0. 911g (22. 78mmol) AN, MR E AR L 30°C . HiZIRE
YT 20°C T AHHE 30 4381 285 T 0°C R aee i /& — LI ) 3. 486¢ (22. 78mmol)
PR CER PR, HZIBEW T 20°CF Fd: 4 DIt K RVIRGWEIAUKKS, FFH
APLEAE . KAV K R EIEG . B I RA AT, R BRI, (a4 s 9
R, 142 3. 48g 74y (FHLAEM) 71. 4% )

[0698]  NMR (CDCl,,400MHz) :2. 4 (s, 3H) ;2.9 (d, LH) ;3.05(d, 1H) ;3.69 (s, 3H) ;5. 49 (dd,
1H) ;7. 50 (m, LH) ;7. 86 (m, 1H) ;8. 07 (m, 1H) ;8. 7 (m, 1H) »

[0699]  SEJfifs A9[3— FIZE —5- (HERE —2- J& ) —1- (WERE —5- J& ) —1H- kM —4- 3£ ] 2R
s (W3R 2, 5Ef) 2-116)

[0700] &) [3- FIEE -5 (HiLmE —2- 5L ) —1H- ntbmg —4- 55 1 Z 1R BE 1A o) %

[0701]  #% 1. 170g(23mmol) WIZKE WM A 2 5g (21mmol) ) 4— 4 AR —3—-(mbme —2— F 3%
) IR TR LT (50ml) W« FZIRA YIRS hide 7 kKB IR &
M CRRAE . 5 IR NS IR T5  L JE Ik 4 . IXFE1S 3 2. 290 ) (FiR{A
(K] 41.9% ) .

[0702]  NMR(CDCl,,400MHz) :2. 3 (s, 3H) ;3.84 (s, 2H) ;7. 19 (m, 1H) ;7. 72 (m, 1H) ;7. 84 (m,
1H) ;8.59 (m, 1H) .

[0703] b)

[0704] ¥4 1.767g(9. 73mmol) ZW&E4H (11) Jz 1.049ml (12. 973mmol) MELRE AN Z 20ml 4
FFREIf 1. 5g (6. 486mmol) [3— AL —5- (mibRE —2- 55 ) —1H- kMg —4-JL ] ZfRFlisrh. 2R
JE A 1. 607g (12. 973mmol) 5- MEREFLANIR , H I XIRAG Y T 20°C T i H: 48h. HiXIRED
RN 1R R HCL /KWW (10mL) 7, FF FH S P b2 B o -5 FF BA HIAH 20 B B 45

IR YA . KR W )5 Y HPLC 24k IXAEAS BIBE IR KR AW, BRI G e &
1 Vi IR 1) PR v AT 4 /NI o Bz R NITRA MBI K (20mD) AR IR s R e
Mo KA FHA VAR IR EE T -k 4a . IXAE1S 2 0. 031g 7= (BRI 1. 47% ) .

[0705] NMR(CDCl,,400MHz) :2. 38 (s, 3H) ;3.57 (s, 2H) ;3. 71 (s, 3H) ;7. 32 (m, LH) ;
7. 46 (m, 1H) ;7. 79 (m, 1H) ;8. 61 (m, 1H) ;8. 63 (s, 2H) ;9. 04 (s, 1H) .

[0706] DLIFR 1 2 12 RS WRYE FiR I L8 T 3545

[0707] R 13 4 T8 (TTT) [y A, FEnT AR _Eak 5 vAe A o

[0708] FEK 1 & 13 :

[0709]  F.Cl.Br. I =4I T AR 'S, 20 A J S SRR

[0710] Me =F%t
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[0711]
[0712]
[0713]
[0714]
[0715]
[0716]
[0717]
[0718]
[0719]
[0720]
[0721]
[0722]
[0723]
[0724]
[0725]
[0726]
[0727]
[0728]
[0729]
[0730]

MeO 8% OMe = FA4RJE
3,5-Me, = 3,5- L (F14ndE A 2530 B HUARSE )
4,5-Cl, = 4,5- 5 (BIUER 2R3 E R EREE )

Et =%

Pr = nPr = 1EN 3t

iPr =Rk

iOPr = 0-iPr = iPr0 =R HEE

cyPr =

Bu =nBu =EJ =7 -1-%&

iBu =RTHE=2-FEN-1-%

sBu = sec—Bu

tBu = t- THE=/NTHE=2- FEN 2-%&
Ph =Kk

PhO =R

Ac = COCH, = & T

J T =N —2- 4 —1- 3

COOH =R

0S0,Me = -0-S( = 0) ,~CH,, PR ML, Fhaftlsit

“R), = H” =R (n = 0)
BEAE, B ALZA A 5 B3 5 48] 4 CH, SR 7 3 PR 2k B CF, 27 = 98 T AL B OH R it

BLo AR, G SORTE LR 48 (12 ok g 3Co

[0731]

JCeViN P

[0732]
[0733]
[0734]
[0735]

[0736]

KA LR (IR, ARG, 78 B A& se e b (L E) BiER
e

“NMR” = "H-NMR & (% CH gL IR0 )

“m. D. 2 :%}J_i

x1:X Ta”) Wiy

% 7'%’ RZ RS R4 R5 (R6) .
1-1 H H Ph Ph H
1-2 H H Me Ph H
1-3 H H Me 5-1-2- BEWy BE H

64



CN 102083818 B OB B 61/170 T

1-4 H H Me 2 MRIR%E H
1-5 H H Me Ph 2-0Me
1-6 Me H Me Ph 4-Me
1-7 H H Me Ph 2-C1
1-8 H H Me Ph 4-CF,
1-9 H H Me Ph 2-CF,
1-10 H H Me Ph 4-Me
1-11 H H Me Ph 2, 4-Me,
1-12 H H Me Ph 2,4-C1,
1-13 H H Me 4-Me0O-Ph 4-Me
1-14 H H Me 4-MeO-Ph H
1-15 Me H Me Ph H
1-16 H H Me 4-Me—Ph 4-Me
1-17 H H Me 4-Me—Ph 4-C1
1-18 H H Me 4-Me—Ph H
1-19 H H Me 3-C1-Ph H
1-20 H H Me 3-CF,Ph H
1-21 H H Me 3-CF,Ph 4-Me
1-22 H H Me 3,4-C1,~Ph 4-Me
1-23 H H Me 3-C1-Ph 4-Me
1-24 H H Me 2-C1-Ph 4-Me
1-25 H H Me 2,4-C1,~Ph 4-Me
1-26 H H Me 4-CF,~Ph 4-Me
1-27 H H Me 4-C1-Ph 4-Me
1-28 H H Me 4-C1-Ph H
1-29 H H Me 3,4-C1,~Ph H
1-30 H H Me 4-CF,~Ph H
[0737]
e R® R® R* R® (R,
1-31 H H Me 4-C1-Ph 4-C1
1-32 H H Me Ph 4-C1
1-33 H H Me 2-C1-Ph H
1-34 H H Me 4~tBu-Ph 4-Me
1-35 H H Me 3, 5-Me,~Ph 4-Me
1-36 H H Me Ph 4-0Me
1-37 H H Me 4-C1-Ph 4-0Me
1-38 H H Me 4-Me—Ph 4-Me
1-39 H H Me 4-F-Ph 4-C1
1-40 H H Me 4-F-Ph 4-Me
1-41 H H Me 3-Me—Ph 4-Me
1-42 H H Me 4—(COOH) —Ph 4-Me
1-43 H H Me 3-Br-Ph 4-Me
1-44 H H Me 4-Ph-Ph 4-Me
1-45 H H Me 4— (COOH) —Ph H
1-46 H H Me 3, 5-Me,~Ph H
1-47 H H Me Ph 4-SMe
1-48 H H Me 4-C1-Ph 4-SMe
1-49 H H Me 3-C1-4-Me—Ph H
1-50 H H Me 3-CF,~4-C1-Ph H
1-51 H H Me 3-CF,~4-C1-Ph 4-Me
1-52 H H Me 3-C1-4-Me—Ph 4-Me
1-53 H H Me 2- MLBEAE 4-C1

65



i M B

CN 102083818 B 62/170 7L

1-54 H H Me 4-C1-Ph 4-F

1-55 H H Me 2- WEWY HE 4-Me

1-56 H H Me 3-Me—2— MMy L 4-Me

1-57 H H Me 4-Me—2— MBENGy L 4-Me

1-58 H H Me 5-C1-2— MEmy ik 4-Me

1-59 H H Me 5-C1-2— MEmy 5k 4-C1

1-60 H H Me 3 WEN) L 4-Me

1-61 H H Me 2— BENMy L H

1-62 H H Me 3-Me—2- MEMYIE H

1-63 H H Me 4-Me—2— MENTY HE H

1-64 H H Me 5-C1-2- MEmy & H

1-65 H H Me 5-Me—2— MmNy KL H

1-66 H H Me 6-MeO— ALLAE —3- & H

1-67 H H Me 5-Br—2- MEmy AL H

1-68 H H Me 5-Br-2- MEmy AL 4-Me

1-69 H H Me 3- BEW L H

[0738]

e R? R R* R® (R,
1-70 H H Me 4-C1-Ph 4-S (0) Me
1-71 H H Me 4-Br—Ph 4-Me
1-72 H H Me 1,3 EIF A G -5 & 4-Me
1-73 H H Me 4-T-Ph 4-Me
1-74 H H Me 3,5-C1,~Ph 4-Me
1-75 H H Me 4-PhO-Ph 4-Me
1-76 H H Me 6-OH- MHLRE —3- FE H
1-77 H H Me Ph 4-S (0) Me
1-78 H H H Ph H
1-79 H H H Ph 4-Me
1-80 H H Et Ph H
1-81 H H n—Pr Ph H
1-82 H H CH,C1 Ph H
1-83 H H CHC1, Ph H
1-84 H H CH,F Ph H
1-85 H H CHF, Ph H
1-86 H H Cl Ph H
1-87 H H Et Ph 4-Me
1-88 H H n—Pr Ph 4-Me
1-89 H H CH,C1 Ph 4-Me
1-90 H H CHC1, Ph 4-Me
1-91 H H CH,F Ph 4-Me
1-92 H H CHF, Ph 4-Me
1-93 H H Cl Ph 4-Me
1-94 H H Et 4-C1-Ph H
1-95 H H n—Pr 4-C1-Ph H
1-96 H H CH,C1 4-C1-Ph H
1-97 H H CHC1, 4-C1-Ph H
1-98 H H CH,F 4-C1-Ph H
1-99 H H CHF, 4-C1-Ph H
1-100 H H Cl 4-C1-Ph H
1-101 H H Et 4-Me—Ph H
1-102 H H n-Pr 4-Me—Ph H
1-103 H H CH,C1 4-Me—Ph H
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1-104 H H CHC1, 4-Me—Ph H
1-105 H H CH,F 4-Me—Ph H
1-106 H H CHF, 4-Me—Ph H
1-107 H H 1 4-Me—Ph H
1-108 H H Et 2- MbE AL H

[0739]
i R® R® R* R® (R,
1-109 H H n—Pr 2- ML e H
1-110 H H CH,C1 2— N e L H
1-111 H H CHC1, 2— Nk AE L H
1-112 H H CH,F 2— NHERE L H
1-113 H H CHF, 2— NHkE L H
1-114 H H Cl 2- MtpE s H
1-115 H H Me 2— MtAE St H
1-116 H H Me 5-C1- MiEiE —2- 5 H
1-117 H H Me 5-C1- MtAE —2- 5 4-C1
1-118 H H Me 5-C1- MEiE —2- 5 4-Me
1-119 H H Me 5-Br— Mg —2- 5 H
1-120 H H Me 5-Br— Mg —2- % 4-C1
1-121 H H Me 5-Br— Mg —2- 5 4-Me
1-122 H H Me 5-F— Mg —2- 5 H
1-123 H H Me 5-Me— itHE —2- 5 H
1-124 H H Me 5-Me— itHE —2- % 4-Me
1-125 H H Me 2,4-C1,-Ph H
1-126 H H Me 4-CH,COOH-Ph 4-Me
1-127 H H Me 3, 4-Me,~Ph 4-Me
1-128 H H Me 4-Br-Ph H
1-129 H H Me 3, 4-Me,~Ph H
1-130 H H Me 3-Me—Ph H
1-131 H H Me 4-F-Ph H
1-132 H H Me 4— (Me—C0)—Ph H
1-133 H H Me 4~tBu-Ph H
1-134 H H Me 4-C1-3-Me—Ph H
1-135 H H n—Pr 4-C1-Ph 4-Me
1-136 H H Me 3- MEREHE H
1-137 H H Me 4— ML BESRE H
1-138 H H € (0) OMe Ph H
1-139 H H Me 6-Me— MHERE —3- K& H
1-140 H H Me 4-C1-Ph 4-S0,Me
1-141 H H Me 3- MiEREFE 4-Me
1-142 H H Me 2,3-C1,~Ph 4-Me
1-143 H H Me 2— MtBe St 4-Me
1-144 H H H 4-C1-Ph 4-Me
1-145 H H Me 6-C1- MitiE —3- 5 H
1-146 H H Me Ph 2-Me
1-147 H H Me 4-Me— NERE —2- K& H
[0740]
s R R® R* R® (R,
1-148 H H Me 4-Me— HILRE —2- A 4-Me
1-149 H H Me 4-Me— HILRE —2- 3 4-C1
1-150 H H Me 4-Me— fHLmE —2- & 4-F
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1-151 H H Me 4-F- fiLAE —2- %k H

1-152 H H Me 4-C1- fiLhE —2- %k H

1-153 H H Me 4-Br- fLAHE —2- %k H

1-154 H H Me 4-0Me— AILRE —2- K& H

1-155 H H Me 5-CFy— nkig —2- 5 H

1-156 H H Me 6-OMe— NHLIE —2- JE H

1-157 H H cyPr 4-C1-Ph H

1-158 H H CN 4-C1-Ph H

1-159 H H CN 4-C1-Ph 4-Me

1-160 H H CN 4~Me—Ph H

1-161 H H CN 4~Me—Ph 4-Me

1-162 H H CN Ph H

1-163 H H CN Ph 4-Me

1-164 H H CN 2 MHAEFE H

1-165 H H CN 3- AbhE L H

1-166 H H CN 5-C1- NithgE -2- 5 H

1-167 H H CN 5-Br— MithE -2- 5 H

1-168 H H CN 5-F-nithe -2- & H

1-169 H H CN 5-Me— NitAE -2- 5 H

1-170 H H CN 6-Me— ALAE ~3- F& H

1-171 H H CN 4-Me— ALAE —2- FE H

1-172 H H CN 4-F- fiLAE -2 % H

1-173 H H CN 4-C1- fiLhE —2- % H

1-174 H H CN 4-Br— fLAE —2- % H

1-175 H H CN 4-0Me— ALAE —2- K& H

1-176 H H FH 4-C1-Ph H

1-177 H H FH Ik 4-C1-Ph 4-Me

1-178 H H FH ek 4-Me—Ph H

1-179 H H FH Ik 4-Me-Ph 4-Me

1-180 H H FH Pk Ph H

1-181 H H FH Pk Ph 4-Me

1-182 H H FH Pk 2— NEmE FE H

1-183 H H FH 3— NHREHE H

1-184 H H FH Ik 5-C1- NiLng —2- % H

1-185 H H FH ek 5-Br— Nag —2- % H

1-186 H H FH ek 5-F- nigng —2- % H

[0741]

e R® R’ R* R® (R,
1-187 H H B e i 5-Me— NERE —2- % H
1-188 H H B e i 6-Me— MLRE —3— %t H
1-189 H H B e i 4-Me— MLRE —2— 3 H
1-190 H H B e i 4-F- iERE —2— 3L H
1-191 H H B e i 4-C1- ipE —2— 3 H
1-192 H H B e i 4-Br— MERE —2— 3 H
1-193 H H B e i 4—0Me— EERE —2— 3L H
1-194 H H CH,0H 5-Me— HitHE —2- K H
1-195 H H CH,0H 4-C1-Ph H
1-196 H H CH,OH 4-Me— kR —2- A& H
1-197 H H CH,0H 4~Me-Ph H
1-198 H H CH,0H Ph H
1-199 H H CH,0H 2- NkE AL H
1-200 H H Me 2 MBEIAREL H
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1-201 H H Me 2 IBEIRAL 4-C1
1-202 H H Me 2 MBEIRAL 4-Me
1-203 H H Me 4-Me— WEM: —2— FL H
1-204 H H Me 4-Me— BEM: —2— FL 4-C1
1-205 H H Me 4-Me— WEMp —2— FL 4-Me
1-206 H H Me 5-Me— MEM: —2— Kt H
1-207 H H Me 5-Br— MEM: —2- %t H
1-208 H H Me 5-Br— BEMp —2— #E 4-Me
1-209 H H Me 5-C1— BEM —2— FL H
1-210 H H Me 4,6-Me,~ MEIE —2- F& H
1-211 H H Me 4, 6-Me,~ MILAE —2— FE 4-Me
1-212 H H Me 2- MHERESE 4-F
1-213 H H Me 2 MHEMEFE H
1-214 H H Me 5-Me— R —2- H
1-215 H H Me 2- MHEMEEE 4-Me
1-216 H H Me 1,3~ AFfmem —o- 3L H
1-217 H H Me 1,3~ ZEFpmems 2 3L 4-Me
1-218 H H Me 7-Cl1-1,3 ZEFfpmEm: 2 3 H
1-219 H H Me 1, 5-Me,— It —3- 5 H
1-220 H H Me 1, 5-Me,~ MM -3 2 4-Me
1-221 H H Me 4, 5-Me,~ WBEM: —2— H
1-222 H H Me 4,5-Cl,~ BEME —2— H
1-223 H H Me 2 WENERE H
1-224 H H Me 2 WENERE 4-Me
1-225 H H Me 5-F- Mg —2- % H

[0742]

éﬁ% RZ RS R4 RS (R6)n
1-226 H H Me 5-C1- MEnE —2- & H
1-227 H H Me 5-Br— MENE -2 3 H
1-228 H H Me 5-Me— MENE —2- 3 H
1-229 H H Me 5-Me— WENE —2- J& 4-Me
1-230 H H Me 4,6-Me,~ MERE —2- JE H
1-231 H H Me 4,6-Me,~ WERE —2— JE 4-Me
1-232 H H Me 3- MEkmEEE H
1-233 H H Me 6-Me— MkNE —3— H H
1-234 H H Me 1,2,4- =M —3- H
1-235 H H Me 6-Me—1,2,4- =M —3- %t H
1-236 H H Me SRR -3 & H
1-237 H H Me EIbR —2— & H
1-238 H H Me 3,5-Cl,~Ph H
1-239 H H Me 2-Me— ALAE —4- F& H
1-240 H H Me 4-C1-6-Me— MLAE —2- % H
1-241 H H Me 4-Br—-3-Me—Ph H
1-242 H H Me 5-C1- MithE -3~ 5 H
1-243 H H Me 5— W TN LN —2- K H
1-244 H H Me 5 MNNFENERE —2- K H
1-245 H H Me 5- ZBRFEEREnE 2 FE H
1-246 H H Me 5-Ph- NitaE -2- 5 H
1-247 H H Me 5-1- Nithe -2- 5 H
1-248 H H Me 5-1- MENE —2- 3 H
1-249 H H ol 4-F-Ph H
1-250 H H Cl 3— NRERE L H
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1-251 H H Cl 5-C1- Nithe -2- 5 H
1-252 H H Cl 5-Br— NithE -2- % H
1-253 H H cl 5-F- Nithe -2- % H
1-254 H H Cl 5-1- NitieE -2- % H
1-255 H H cl 5-Me— MHLIE —2- H
1-256 H H cl 6-Me— MHERE —3- K& H
1-257 H H Cl 4-Me— FLIE —2- Bk H
1-258 H H Cl 4-F- fLiE —2- %k H
1-259 H H Cl 4-C1- ALiE —2- F& H
1-260 H H Cl 4-Br- ALiE —2- Bk H
1-261 H H Cl 4-0Me— ALAE —2- F& H
1-262 H H cl 2 WEIEHE H
1-263 H H Cl 5-F- MEnE —9- 5 H
1-264 H H Cl 5-C1- MEIE —9- 5 H

[0743]
= R R’ R* R® (R%),
1-265 H H Cl 5-Br- MENE —2- 3 H
1-266 H H Cl 5-1- MEIE —2- 3 H
1-267 H H Cl 5-Me— MEIE —2- 3 H
1-268 H H Cl 5-Me— Ntz -2- 5 H
1-269 H H Cl 2- ML EEE H
1-270 H H Cl SRR -3 5 H
1-271 H H Cl EIbR —2— & H
1-272 H H Cl 1,3 Afmem o 3L H
1-273 H H Cl 7-Cl-1, 3~ ZEFEmEme —2- 3L H
1-274 H H Cl 2 eI L H
1-275 H H cl 5-Br— BEMp —2— £t H
1-276 H H Cl 5-Me— MEM: —2— £t H
1-277 H H Cl 5-C1- BEMe —2- FE H
1-278 H H 1 2 WEWy 5L H
1-279 H H Cl 3-Me—2— BEMY KL H
1-280 H H Cl 4-Me—2— 1BENsy HE H
1-281 H H Cl 5-Br—2- MEMY 3 H
1-282 H H Cl 5-C1-2- ey KL H
1-283 H H Me 4— NEEMREL H
1-284 H H Me 3-Br-Me H
1-285 H H Me 2-C1— BEM —4— FL H
1-286 H H Me 2-Br— BEM: —4- L H
1-287 H H Me 5-0S0,Me— NIE —2- FE H
1-288 H H Me 6-Cl1-1,3 FIfmEm: 2 L H
1-289 H H Me 6-Br-1,3- #IfmEm: 2 i H
1-290 H H Me 1,3~ FRIFEMEM: —o— L H
1-291 H H Me 6-C1-1, 3 HFfmEme —o— 5 H
1-292 H H Me 6-Br—1, 3— A FfMEme —2— K H
1-293 H H Me 7-C1-1, 3— ZKIFFMEM: —2— FL H
1-294 H H Me 5-NH,- FithE -2- % H
1-295 H H Me 5-OH- NitAE -2- 5 H
1-296 H H Me 5—-0CHF,— HtIE —2- 5 H
1-297 H H Me 5-MeO- NitAE —2- 5 H
1-298 H H Me 5-MeS— MithE -2 5 H
1-299 H H Me 5-NHMe— NiLAE —2- & H
1-300 H H Me 5-NMe,— HILRE —2- & H
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[0744]  JRAb, IEAERL T AR IE L (D ALEYE) NMR 2. 7~ B PRSP NMR 5 B
LIAE 400MHz (CDC1, 8% DMSO-Dg) i) 'H-NMR % ('H ZZHEFEREE ) . —2oRpiib &
WAL =A% 6 (ppm) W1 R P4

[0745]  NMR 41L& 1-116 (DMSO-Dg, 400MHz, 8 {74 ppm) :

[0746] 2. 28(s,3H) ;3.54(s,2H) ;7.61(d, 1H) ;8. 11(dd, 1H) ;8.61(d, 1H) ;8. 66 (s, 2H) ;
9.10(s, 1H) o m.p. :234.3°C,

[0747]  NMR 4L&4 1-214 (CDC1,, 400MHz, & FA47 A4 ppm) -

[0748]  2.43(s,3H) ;2.68(s,3H) ;3.54 (s, 2H) ;8. 43 (s, 1H) ;8.55(s, 1H) ;8. 70 (s, 2H) ;
9.15(s, 1H) o m.p. :195.6°C.

[0749]  NMR 4X44) 1-236 (CDCL,, 400MHz, & #4574 ppm) -

[0750]  2.47 (s, 3H) ;3.56(s,2H) ;7.39 (m, 1H) ;7. 69 (m, 1H) ;7. 78-7. 86 (m, 2H) ;8. 13 (m,
1H) ;8. 73 (s, 2H) ;9. 14 (s, 1H)) ;9.40(s, [H) . m.p. :103.9°C.

[0751]  NMR 4L&4 1-154 (CDCL,, 400MHz, & A7 4 ppm) -

[0752]  2.43(s,3H) ;3.52(s,2H) ;3. 73 (s, 3H) ;6. 42 (m, 1H) ;6. 98 (m, 1H) ;8. 57 (m, 1H) ;
8.72(s,2H) ;9.18(s, 1H) ;15. 3(brs, 1H) o m.p. :173°C.

[0753]  NMR4L&4 1-119(CDCL,, 400MHz, & A7 4 ppm) -

[0754]  2.42(s,3H) ;3.55(s,2H) ;6.98(m, 1H) ;7. 92(m, 1H) ;8. 70 (s, 2H) ;8. 83 (m, IH) ;
9.19(s, 1H) »

[0755]  NMR 4L&4 1-210 (CDCL,, 400MHz, & AT 4 ppm) -

[0756]  2.22(s,3H) ;2.43(s,3H) ;2.66 (s, 3H) ;3.50(s,2H) ;6. 61 (s, 1H) ;7. 13 (s, IH) ;
8.72(s,2H) ;9. 17 (s, 1H) .

[0757]  NMR 4L&4) 1-28 (CDC1,, 400MHz, & FA7 k) ppm) -

[0758]  2.38(s,3H) ;3. 44 (s, 2H) ;7.20(d,2H) ;7.41(d, 2H) ;8.62(s,2H) ;9.04(s, 1H).
[0750] % 2.5 (Ia””) HMLEY)

[0760]
O—CH,
0]
(R9),
(Ialll)
[0761]
éﬁ% RZ RS R4 R5 (R6) .
2-1 H H Ph Ph H
2-2 H H Me Ph H
2-3 H H Me 5-1-2- ey L H
2-4 H H Me 2 MRIE 5L H
2-5 H H Me Ph 2-0Me
2-6 Me H Me Ph 4-Me
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2-7 H H Me Ph 2-C1
2-8 H H Me Ph 4-CF,
2-9 H H Me Ph 2-CF,
2-10 H H Me Ph 4-Me
2-11 H H Me Ph 2, 4-Me,
2-12 H H Me Ph 2,4-C1,
2-13 H H Me 4-MeO-Ph 4-Me
2-14 H H Me 4-Me0O-Ph H
2-15 M H Me Ph H
2-16 H H Me 4-Me—Ph H
2-17 H H Me 4-Me—Ph 4-Me
2-18 H H Me 4-Me—Ph 4-C1
2-19 H H Me 3-C1-Ph H
2-20 H H Me 3-CF,~Ph H
2-21 H H Me 3-CF,~Ph 4-Me
2-22 H H Me 3,4-C1,~Ph 4-Me
2-23 H H Me 3-C1-Ph 4-Me
2-24 H H Me 2-C1-Ph 4-Me
2-25 H H Me 2,4-C1,~Ph 4-Me

[0762]
éﬁ% RZ RS R4 R5 (R6) .
2-26 H H Me 4-CF,~Ph 4-Me
2-27 H H Me 4-C1-Ph 4-Me
2-28 H H Me 4-C1-Ph H
2-29 H H Me 4-C1-Ph 2-C1
2-30 H H Me 3,4-C1,~Ph H
2-31 H H Me 4-CF,~Ph H
2-32 H H Me 4-C1-Ph 4-C1
2-33 H H Me Ph 4-C1
2-34 H H Me 2-C1-Ph H
2-35 H H Me 4-tBu-Ph 4-Me
2-36 H H Me 3, 5-Me,~Ph 4-Me
2-37 H H Me Ph 4-0Me
2-38 H H Me 4-C1-Ph 4-0Me
2-39 H H Me 4-Me—Ph 4-Me
2-40 H H Me 4-F-Ph 4-Me
2-41 H H Me 4-F-Ph 4-C1
2-42 H H Me 3-Me—Ph 4-Me
2-43 H H Me 4-COOH-Ph 4-Me
2-44 H H Me 3-Br-Ph 4-Me
2-45 H H Me 4-Ph-Ph 4-Me
2-46 H H Me 4-COOH-Ph H
2-47 H H Me 3,5 Me,~Ph H
2-48 H H Me Ph 4-SMe
2-49 H H Me 4-C1-Ph 4-SMe
2-50 H H Me 3-C1-4-Me—Ph H
2-51 H H Me 3-CF,~4-C1-Ph H
2-52 H H Me 3-CF,~4-C1-Ph 4-Me
2-53 H H Me 3-C1-4-Me—Ph 4-Me
2-54 H H Me 2- MtE KL 4-C1
2-55 H H Me 4-C1-Ph 4-F
2-56 H H Me 2- BEWy & 4-Me
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2-57 H H Me 3-Me—2- ey 5L 4-Me
2-58 H H Me 4-Me—2— WEN; L 4-Me
2-59 H H Me 5-C1-2- MEmy % 4-Me
2-60 H H Me 5-C1-2- MEmy &L 4-C1
2-61 H H Me 3 MENg) L 4-Me
2-62 H H Me 2 WEW; 5 H
2-63 H H Me 3-Me—2- BEN;FL H
2-64 H H Me 4-Me—2— Wy 5E H
[0763]
= R® R® R* R® (R,
2-65 H H Me 5-C1-2- ey Kt H
2-66 H H Me 5-Me—2- ey KL H
2-67 H H Me 6-MeO— IHLAE —3- FE H
2-68 H H Me 5-Br-2- MEMYIE H
2-69 H H Me 5-Br-2- MEMYIE 4-Me
2-70 H H Me 3- My L H
2-71 H H Me 4-C1-Ph 4-S (0) Me
2-72 H H Me 4-Br—Ph 4-Me
2-73 H H Me 1,3 FIF = H IR G 5 i 4-Me
2-74 H H Me 4-T-Ph 4-Me
2-75 H H Me 3,5-C1,~Ph 4-Me
2-76 H H Me 4-PhO-Ph 4-Me
2-77 H H Me 6-OH- MHLRE ~3- FE H
2-78 H H Me Ph 4-S (0) Me
2-79 H H H Ph H
2-80 H H H Ph 4-Me
2-81 H H Et Ph H
2-82 H H n—Pr Ph H
2-83 H H CH,C1 Ph H
2-84 H H CHC1, Ph H
2-85 H H CH,F Ph H
2-86 H H CHF, Ph H
2-87 H H Cl Ph H
2-88 H H Et Ph 4-Me
2-89 H H n—Pr Ph 4-Me
2-90 H H CH,C1 Ph 4-Me
2-91 H H CHC1, Ph 4-Me
2-92 H H CH,F Ph 4-Me
2-93 H H CHF, Ph 4-Me
2-94 H H Cl Ph 4-Me
2-95 H H Et 4-C1-Ph H
2-96 H H n—Pr 4-C1-Ph H
2-97 H H CH,C1 4-C1-Ph H
2-98 H H CHC1, 4-C1-Ph H
2-99 H H CH,F 4-C1-Ph H
2-100 H H CHF, 4-C1-Ph H
2-101 H H Cl 4-C1-Ph H
2-102 H H Et 4-Me—Ph H
2-103 H H n—Pr 4-Me—Ph H
[0764]
IR I T [® ),
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2-104 H H CH,C1 4-Me-Ph H

2-105 H H CHC1, 4-Me-Ph H

2-106 H H CH,F 4-Me-Ph H

2-107 H H CHF, 4-Me-Ph H

2-108 H H 1 4~Me-Ph H

2-109 H H Et 2— Mg L H

2-110 H H n—Pr 2- MERE 5L H

2-111 H H CH,C1 2— N mE L H

2-112 H H CHC1, 2— NHEmE AL H

2-113 H H CH,F 2— NHEmE AL H

2-114 H H CHF, 2— NHEmE L H

2-115 H H Cl 2 MHEAEFE H

2-116 H H Me 2 MHEAEFE H

2-117 H H Me 5-C1- NithE -2- 3 H

2-118 H H Me 5-C1- MithE -2- 5 4-C1

2-119 H H Me 5-C1- NithE -2- B 4-Me

2-120 H H Me 5-Br— MthE -2- 5 H

2-121 H H Me 5-Br— NithE -2- B 4-C1

2-122 H H Me 5-Br— Mithg -2- 5 4-Me

2-123 H H Me 5-F- fithe —2- %k H

2-124 H H Me 5-Me— NitiE —2- %k H

2-125 H H Me 5-Me— fitiE —2- K& 4-Me

2-126 H H Me 2,4-C1,~Ph H

2-127 H H Me 4-(CH,COOH) —Ph 4-Me

2-128 H H Me 3, 4-Me,~Ph 4-Me

2-129 H H Me 4-Br-Ph 4-Me

2-130 H H Me 3, 4-Me,~Ph H

2-131 H H Me 3-Me—Ph H

2-132 H H Me 4~F-Ph H

2-133 H H Me 4~ (Me—CO0) —Ph H

2-134 H H Me 4~tBu-Ph H

2-135 H H Me 4-C1-3-Me—Ph H

2-136 H H n—Pr 4-C1-Ph 4-Me

2-137 H H Me 3- AL e FE H

2-138 H H Me 4- ML RESE H

2-139 H H € (0) OMe Ph H

2-140 H H Me 6-Me— IHLIE —3- FE H

2-141 H H Me 4-C1-Ph 4-S0,Me

2-142 H H Me 3- AikAE AL 4-Me

[0765]

o R? R’ R* R® (R,
2-143 H H Me 2,3-C1,~Ph 4-Me
2-144 H H Me 2 MHAE TS 4-Me
2-145 H H H 4-C1-Ph 4-Me
2-146 H H Me 6-C1- AiLAE -3 5 H
2-147 H H Me Ph 2-Me
2-148 H H Me 4-Me— ALAE —2- % H
2-149 H H Me 4-Me— ALAE —2- B 4-Me
2-150 H H Me 4-Me— MLAE —2- F& 4-C1
2-151 H H Me 4-Me— MERE —2- % 4-F
2-152 H H Me 4-F- MLIE —2- FE H
2-153 H H Me 4-C1- fiLhE —2- %k H
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2-154 H H Me 4-Br- fLAHE —2- % H

2-155 H H Me 4-0Me— ALAE —2- K& H

2-156 H H Me 5-CFy— Aithe —2- % H

2-157 H H Me 6-OMe— AILAE —2- Kk H

2-158 H H cyPr 4-C1-Ph H

2-159 H H CN 4-C1-Ph H

2-160 H H CN 4-C1-Ph 4-Me

2-161 H H CN 4-Me~Ph H

2-162 H H CN 4~Me—Ph 4-Me

2-163 H H CN Ph H

2-164 H H CN Ph 4-Me

2-165 H H CN 2 MHAEFE H

2-166 H H CN 3- Ak L H

2-167 H H CN 5-C1- NiLhE -2- 3 H

2-168 H H CN 5-Br— MthE -2- 5 H

2-169 H H CN 5-F- nithg -2- 5 H

2-170 H H CN 5-Me— NtAE -2- 5 H

2-171 H H CN 6-Me— ALAE —3- F& H

2-172 H H CN 4-Me— MLAE —2- K& H

2-173 H H CN 4-F- fiLiE -2 % H

2-174 H H CN 4-C1- fiLhE —2- % H

2-175 H H CN 4-Br- fLAE -2 % H

2-176 H H CN 4-0Me— ALAE —2- K& H

2-177 H H FH I 4-C1-Ph H

2-178 H H FH 4-C1-Ph 4-Me

2-179 H H FH 4-Me-Ph H

2-180 H H FH Ik 4-Me—Ph 4-Me

2-181 H H FH ek Ph H

[0766]

= R? R® R* R® (R%),
2-182 H H e Ph 4-Me
2-183 H H e 2- AL e H
2-184 H H FH e 5 3- nigrEdE H
2-185 H H FH e 5 5-C1- fiLig —2- % H
2-186 H H FH e 5 5-Br— fitAE —2- %t H
2-187 H H B e i 5-F- fitRE —2- %E H
2-188 H H B e i 5-Me— fitAE —2— %t H
2-189 H H B e i 6-Me— HELRE —3— 3L H
2-190 H H B e i 4-Me— MELRE —2— 3L H
2-191 H H B e i 4-F- i mE —2— 3L H
2-192 H H R 4-C1- e —2— 3L H
2-193 H H B 2 4-Br— fLRE —2— %t H
2-194 H H B e i 4-0Me— MLRE —2— %E H
2-195 H H CH,OH 5-Me— HitHE —2- K& H
2-196 H H CH,0H 4-C1-Ph H
2-197 H H CH,OH 4-Me— ki —2- A H
2-198 H H CH,0H 4-Me-Ph H
2-199 H H CH,0H Ph H
2-200 H H CH,0H 2- NkE AL H
2-201 H H Me 2 MBEIRAL H
2-202 H H Me 2 MBEIRAL 4-C1
2-203 H H Me 2 eI L 4-Me
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2-204 H H Me 4-Me— WEM: —2— FE H
2-205 H H Me 4-Me— WEM: —2— FE 4-C1
2-206 H H Me 4-Me— WEM: —2— FL 4-Me
2-207 H H Me 5-Me— MEME —2— FE H
2-208 H H Me 5-Br— MEM: —2— %t H
2-209 H H Me 5-Br— MEM: —2— %t 4-Me
2-210 H H Me 5-C1- BEM: —2- 3L H
2-211 H H Me 4,6-Me,~ MEIE —2- 5 H
2-212 H H Me 4,6-Me,~ MEIE —2- 5 4-Me
2-213 H H Me 2- MHLRESE 4-F
2-214 H H Me 2- MHEIEEE H
2-215 H H Me 5-Me— NEME -2- & H
2-216 H H Me 2 MHEMEFE 4-Me
2-217 H H Me 1,3~ AFfmem: —o- 3L H
2-218 H H Me 1,3~ FFfmemy o 3L 4-Me
2-219 H H Me 7-Cl1-1,3 ZEIFFmEm: -2 3L H
2-220 H H Me 1, 5-Me,— Nt —3- 5 H

[0767]
= R? R® R* R® (R%),
2-221 H H Me 1,5-Me,~ MM -3 2 4-Me
2-222 H H Me 4, 5-Me,~ BEM: —2— FL H
2-223 H H Me 4,5-Cl,~ BEM: —2— FE H
2-224 H H Me 2 WENE S H
2-225 H H Me 2 Mg S 4-Me
2-226 H H Me 5-F- mEnE -2 3 H
2-227 H H Me 5-C1- MEmE -2 & H
2-228 H H Me 5-Br— MENE -2 3 H
2-229 H H Me 5-Me— MEIE —2- 3 H
2-230 H H Me 5-Me— MEIE —2- 3 4-Me
2-231 H H Me 4, 6-Me,~ MENE —2- K& H
2-232 H H Me 4,6-Me,~ WENE —2- 5k 4-Me
2-233 H H Me 3- MEMERE H
2-234 H H Me 6-Me— Mk —3— HE H
2-235 H H Me 1,2,4- =M -3 % H
2-236 H H Me 6-Me—1,2,4- —ME —3- % H
2-237 H H Me 4-C1-Ph 2-0Me
2-238 H H Me 2- MiERE 5L 2-S02Me
2-239 H H Me 4-Me— ALHE —2- FE H
2-240 H H Me 4-Br-Ph H
2-241 H H Me SREINE -3 A H
2-242 H H Me EIbR —2— & H
2-243 H H Me 4-NO,~Ph H
2-244 H H Me 3,5-C1,~Ph H
2-245 H H Me 2-Me— AiLAE —4- F& H
2-246 H H Me 4-C1-6-Me— MLAE —2- % H
2-247 H H Me 4-Br—3-Me—Ph H
2-248 H H Me 5-C1- NithE -3~ 5 H
2-249 H H Me 5— M NN —2- 5 H
2-250 H H Me 5 RN FENERE —2- K H
2-251 H H Me 5- LBRFERLE —2- FE H
2-252 H H Me O L H
2-253 H H Me 5-1- NitheE -2- & H
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2-254 H H Me 5-1- MENE —2- 3 H
2-255 H H Cl 4-F-Ph H
2-256 H H cl 3 Nk Kk H
2-257 H H Cl 5-C1- Nitag -2- & H
2-258 H H 1 5-Br— MLHE —2- HE H
2-259 H H cl 5-F- miE —2- 3 H

[0768]
e R? R® R* R® (R%),
2-260 H H Cl 5-1- Nitng —2- & H
2-261 H H Cl 5-Me— NiLHE -2- & H
2-262 H H Cl 6-Me— ALLAE —3- F& H
2-263 H H Cl 4-Me— ALAE —2- FE H
2-264 H H Cl 4-F- fiLiE -2- B H
2-265 H H Cl 4-C1- ALiE -2- F& H
2-266 H H Cl 4-Br— MERE —2- 35 H
2-267 H H Cl 4-0Me— MHEAE —2- FE H
2-268 H H c1 2 WENESRE H
2-269 H H Cl 5-F- WENE —2- 3 H
2-270 H H Cl 5-C1- WEng —2- 3 H
2-271 H H Cl 5 Br- MEE -2 3 H
2-272 H H Cl 5-1- MENE —9- 3 H
2-273 H H Cl 5-Me— MEIE -2 3 H
2-274 H H cl 5-Me— NitME -2- 5 H
2-275 H H Cl 2- ML EEE H
2-276 H H Cl SRR —3- 5 H
2-277 H H Cl EIbR —2— & H
2-278 H H Cl 1,3~ FEfmem 2 3% H
2-279 H H Cl 7-Cl1-1, 3~ ZEFFmEM: -2 L H
2-280 H H Cl 2 ML H
2-281 H H Cl 5-Br— MEM: —2— %t H
2-282 H H Cl 5-Me— BEME —2— FL H
2-283 H H Cl 5-C1- MBEMp —2— H
2-284 H H Cl 2— MEENGY FE H
2-285 H H Cl 3-Me—2- MEMYIE H
2-286 H H Cl 4-Me—2— MENGYHE H
2-287 H H Cl 5-Br—2- MEMY & H
2-288 H H Cl 5-C1-2- MEMY & H
2-289 H H Me 3-Br—Ph H
2-290 H H Me 4 TEEMREL H
2-291 H H Me 2-C1— BEME —4— FL H
2-292 H H Me 2-Br— BEME —4— FL H
2-293 H H Me 5-0S0,Me— NEBE —2- F& H
2-294 H H Me 6-Cl1-1,3~ FIfmEm: 2 i H
2-295 H H Me 6-Br-1, 3~ FIfmEm: 2 i H
2-296 H H Me 1, 3~ RFEMEM: —o— H
2-297 H H Me 6-C1-1, 3 HKFFmEme —2— K H
2-298 H H Me 6-Br—1, 3— HIFMEme —2— K H
[0769]

éﬁ% RZ RS R4 R5 (R6) .

2-299 H H Me 7-C1-1, 3 A FFmEme —2— 3 H

2-300 H H Me 5-NH,~ Fithe -2 & H
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2-301 H H Me 5-OH- ALAE —2- F& H
2-302 H H Me 5-0CHF,~ HtIE —2- B H
2-303 H H Me 5-MeO- fiLiE —2- Kk H
2-304 H H Me 5-MeS— fitiE —2- %k H
2-305 H H Me 5-NHMe— NthigE —2- H
2-306 H H Me 5-NMe,— HitHE —2- J& H

[0770]  JbAk, AR T AR B IE L (1) LA NUR $dls . 7= B AL ST NVR - 5
DATE 400MHz (CDC1,) R "H-NMR 1% CH BZBEILIREE ) il — LRl S WIS AEAL

A% 6 (ppm) RS -

[0771]  NMR 4444 2-237 (CDC1,, 400MHz, & #4574 ppm) -
[0772]  2.32(s,3H) ;3.39(s,2H) ;3.70(s, 3H) ;4. 00 (s, 3H)
8. 38 (s, 2H) .

[0773]  NMR AL&4) 2-117 (CDCL,, 400MHz, & #4574 ppm) -

;7. 18(d72H) ;7. 39(d72H) H

[0774]  2.35(s,3H) 53.52(s,2H) 53.71(s,3H) ;7. 45(d, IH) ;7. 77 (dd, 1H) ;8.53(d, 1H) ;

8.65 (s, 2H) ;9. 08 (s, 1H) .
[0775]  NMR 4k&4 2-120 (CDC1,, 400MHz, & EAA7 A ppm) -

[0776]  2.38(s,3H) ;3.54(s,2H) 33.72(s,3H) ;7.39(d, 1H) ;7.92(dd, 1H) ;8.64(d, 1H) ;

8.67 (s, 2H) ;9.09 (s, 1H) .

[0777  NMR 444 2-28 (CDC1,, 400MHz, & FRA7 K ppm)
[0778]  2.36(s,3H) ;3. 40 (s, 2H) ;3. 71 (s, 3H) ;7. 20(d, 2H)
9.03 (s, 1H)

[0779]  NMR 4L&4 2-29 (CDC1,, 400MHz, & EAA7 4 ppm) -

;7. 41 (dy ZH) ;8. 63 (Sy 2H) ;

[0780]  2.34(s,3H) ;3. 38(s,2H) ;3.72(s,3H) ;7.20(d,2H) ;7. 44(d, 2H) ;8.50 (s, 2H) .

[0781]  NMR {k-&4 2-116 (CDC1,, 400MHz, & #4724 ppm) -
[0782]  2.38(s,3H) ;3.57 (s, 2H) ;3. 71 (s, 3H) ;7. 32 (m, 1H)
8.61 (m, 1H) ;8. 63 (s, 2H) ;9. 04 (s, 1H) .

[0783]  NMR 4X&4) 2-238 (CDC1,, 400MHz, & 4574 ppm) -
[0784]  2.38(s,3H) ;3. 33(s,3H) ;3.52(s,2H) ;3. 72 (s, 3H)
7.85(m, 1H) ;8. 62 (m, 1H) ;8. 75 (s, 2H) ,

[0785]  NMR 4444 2-239 (CDC1,, 400MHz, & #4574 ppm) -
[0786]  2.38(s,3H) ;2.39(s,3H) ;3.57 (s, 2H) ;3. 73 (s, 3H)
8. 46 (d, 1H) ;8. 67 (s, 2H) ;9. 05 (s, 1H) .

[0787]  NMR AL44) 2-215(CDCL,, 400MHz, & #4374 ppm) -
[0788]  2.38(s,3H) ;2.61(s,3H) ;3.56 (s, 2H) ;3.72(s, 3H)
8.68 (s, 2H) ;9.09 (s, 1H) o m.p. :193C,

[0789]  NMR 4X &%) 2-135(CDC1,, 400MHz, & #4574 ppm) -
[0790]  2.35(s,3H) ;2. 36 (s, 3H) ;3. 40 (s, 2H) ;3. 72 (s, 3H)
7.39 (m, 1H) ;8. 62 (s, 2H) ;9. 02 (s, 1H) ,

[0791]  NMR 4L454) 2-16 (CDCL,, 400MHz, 8 474 ppm) :
[0792]  2.34(s,3H) ;2.39(s,3H) ;3. 41 (s,2H) ;3. 71 (s, 3H)
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37. 46 (m, 1H) ;7. 69 (m, 1H) ;

;7. 32 (Hl, IH) ;7. 58 (m, IH) H

;7. 14((317 IH) ;7. 260 (S,IH) H

;8. 43 (Sy IH) ;8. 60 (Sy IH) H

;7. 00 (Hl; IH) ;7. 11(1117 IH) H

;7. ll(dy 2H> ;7. 22(d72H) 5
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8.63(s,2H) ;9. 01 (s, 1H) .

[0793]
[0794]

NMR 4654 2-132 (CDC1 5, 400MHz, 8 H47 %5 ppm) :
2.36 (s, 3H) ;3.39(s,2H) ;3. 71 (s, 3H) ;7. 12(m, 2H) ;7. 25 (m, 2H) ;8. 65 (brs, 2H) ;

9. 05 (brs, 1H) »

[0795]
[0796]

NMR 1b549) 2-148 (CDC1,, 400MHz, & HA7 4 ppm) -
2.39 (s, 3H) ;2. 40 (s,3H) ;3.57 (s, 2H) ;3. 74 (s, 3H) ;7. 14(dd, 2H) ;7.26 (d,2H) ;

8.47(d, 1H) ;8.66(s,2H) ;9.05(s, 1H) .

[0797]
[0798]

NMR 14 &4 2-240 (CDC1,, 400MHz, & FA7 4 ppm) -
2.37(s,3H) ;3.39(s,2H) ;3.72(s,3H) ;7.13(d,2H) ;7. 58(d, 2H) ;8. 63 (s,2H) ;

9.04 (s, 1H) .

[0799]
[0800]

NMR 4,44 2-65 (CDCL,, 400MHz, 8 H47 4 ppm) :
2.33(s, 3H) ;3.48(s,2H) ;3. 72(s,3H) ;6. 87(d,2H) ;6.93(d,2H) ;8. 75 (brs, 2H) ;

9. 11 (brs, IH) ,

[0801]
[0802]

NMR 1k &4 2-64 (CDC1,, 400MHz, & FEAT A ppm) :
2.25(s,3H) ;2.33(s,3H) ;3. 48 (s, 2H) ;3. 72(s,3H) ;6. 85(d, 2H) ;7. 05 (d, 2H) ;

8. 73 (brs, 2H) ;9. 09 (brs, 1H) .

[0803]
[0804]

NMR 1k &4 2-47 (CDC1,, 400MHz, & FEAT A ppm) :
2.28(s,6H) ;2.35(s,3H) ;3. 41 (s, 2H) ;3. 70 (s, 3H) ;6. 82 (s, 2H) ;7. 05 (s, 1H) ;

8.63(s,2H) 39.01 (s, 1H) .

[0805]
[0806]

NMR 4654 2-241 (CDC1 5, 400MHz, 8 H47 %5 ppm) :
2.40 (s, 3H) ;3.59(s,2H) ;3. 73 (s, 3H) ;7. 72 (m, 1H) ;7. 78 (m, 1H) ;7. 87 (m, 1H) ;

7.92(s, 1H) 38.01 (m, 1H) ;8.67 (s, 2H) ;9. 02 (s, 1H) ;9. 18 (s, 1H) » m. p. :100.7°C.

[0807]
[0808]

NMR 1 &49) 2-217 (CDC1,, 400MHz, & HA74 ppm) :
2.48(s,3H) ;3. 71(s,3H) ;3.81 (s, 2H) ;7.43(t, 1H) ;7. 51 (t, 1H) ;7. 89(d, 1H) ;

8.00(d, 1H) ;8.82(s,2H) ;9. 17 (s, 1H) ,

[0809]
[0810]

NMR 14 &4 2-243 (CDC1,, 400MHz, & FA7 4 ppm) -
2.38(s,3H) ;3.42(s,2H) ;3. 73 (s, 3H) ;7. 48(d,2H) ;8. 30(d, 2H) ;8. 61 (s, 2H) ;

9.08(s, 1H) -

[0811]
[0812]

NMR 1k&4 2-68 (CDC1,, 400MHz, & FEAT 4 ppm) :
2.33(s,3H) ;3.48(s,2H) ;3. 72 (s, 3H) ;6.83(d,2H) ;7. 08(d, 2H) ;8. 73 (s, 2H) ;

9.11(s, 1H) -

[0813]
[0814]

NMR 4444 2-224 (CDC1,, 400MHz, & B4 A ppm) -
2.37 (s, 3H) ;3.68(s,3H) ;3.96(s,2H) ;7. 17 (t, 1H) ;8. 64 (d, 2H) ;8. 74 (s, 2H) ;

9.14 (s, 1H) .

[0815]
[0816]

NMR k&4 2-2 (CDC1.4, 400MHz, & #4574 ppm) -
2.36(s,3H) ;3.41(s,2H) ;3. 70 (s, 3H) ;7. 24 (m, 2H) ;7. 43 (m, 3H) ;8. 61 (s, 2H) ;

9.01 (s, 1H) o

[0817]
[0818]

NMR 454 2-289 (CDC1 5, 400MHz, 8 547 %5 ppm) :
2.36 (s, 3H) ;3. 41 (s,2H) ;3. 72(s, 3H) ;7. 14 (m, 1H) ;7. 29 (m, 1H) ;7. 44 (m, 1H) ;
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7.58(m, 1H) ;8.63 (s, 2H) ;9. 03 (s, 1H) .

[0819]  NMR 4k&4) 2-247 (CDC1,, 400MHz, & EAf7 K ppm) -
[0820]  2.34(s,3H) ;2.37(s,3H) ;3.39(s,2H) ;3. 71 (s, 3H) ;6.92 (m, 1H) ;7.

7. 58 (m, 1H) ;8.64(s,2H) ;9. 04 (s, 1H) .

[0821]  NMR {k&4 2-124 (CDC1,, 400MHz, & #4474 ppm) -
[0822]  2.38(s,3H) ;2.39(s,3H) ;3.54 (s, 2H) ;3. 70 (s, 3H) ;7. 33 (m, 1H)

8.42 (s, 1H) ;8. 63(s,2H) ;9. 03 (s, 1H) »

[0823]  NMR 4k.&4 2-155 (CDC1,, 400MHz, & FAf7 A4 ppm) -

[0824]  2.38(s,3H) ;3.55(s,2H) ;3. 72(s,3H) ;3. 86 (s, 3H) ;6. 82 (m, 1H)
8. 39 (m, 1H) ;8. 64 (s, 2H) ;9. 04 (s, 1H) o m.p. :161.7C.

[0825]  NMR 4444 2-249 (CDC1,, 400MHz, & #4574 ppm) -

[0826]  2.37(s,3H) ;3.56(s,2H) ;3. 71 (s, 3H) ;5. 48 (m, 1H) ;5. 88 (m, 1H)
7.41 (m, 1H) ;7. 80 (m, 1H) ;8. 58 (m, 1H) ;8. 65 (s, 2H) ;9. 05 (s, 1H),

[0827]  NMR AX&4) 2-242(CDCL,, 400MHz, & B4k ppm) -

[0828]  2.40 (s, 3H) ;3.68(s,2H) ;3.69 (s, 3H) ;7. 43 (m, 1H) ;7. 61 (m, 1H)
7.84 (m, 1H) ;7. 95 (m, 1H) ;8. 21 (m, 1H) ;8. 69 (s, 2H) ;9. 04 (s, 1H) »

[0820]  NMR AX&4) 2-290 (CDC1,, 400MHz, & #4574 ppm) -

[0830]  2.39(s,3H) ;3.53(s,2H) ;3. 75 (s, 3H) ;7. 75 (s, 1H) ;8. 68 (s, 2H)

9.09 (s, 1H) o

[0831]  NMR 41L& 2-211 (CDC1,, 400MHz, & EAA7 A ppm) -
[0832]  2.32(s,3H) ;2.35(s,3H) ;2.40(s,3H) ;3.54 (s, 2H) ;3. 71 (s, 3H) ;

7.06 (s, 1H) 38.65(s,2H) ;9. 03 (s, 1H) .

[0833]  NMR {L&4 2-66 (CDC1,, 400MHz, & EAA7 4 ppm) -
[0834]  2.32(s,3H) ;2.48(s,3H) ;3.48(s,2H) ;3. 72(s, 3H) ;6. 72(d, 1H)

8.72(s,2H) ;9. 08 (s, 1H) .

[0835]  NMR 4k&4 2-219 (CDC1,, 400MHz, & EA7 A4 ppm) -
[0836]  2.39(s,3H) ;3.73(s,3H) ;3.82(s,2H) ;7. 43 (m, 1H) ;7. 47 (m, 1H)

8.83(s,2H) ;9. 19 (s, 1H) .

[0837]  NMR 41L& 2-244 (CDC1,, 400MHz, & EAf7 A ppm) -
[0838]  2.35(s,3H) ;3.40(s,2H) ;3.72(s,3H) ;7. 17(d, 2H) ;7. 43(t, 1H)

9.09 (s, 1H) -

[0839] % 3.3 (1a””) WIHk&W
[0840]

;7.

;7.

;0.

;7.

;8.

;6.

;7.

;8.

13 (m, 1H) ;

59 (m, 1H) ;

10 (m, 1H) ;

71 (m, 1H) ;

72 (m, 1H) ;

83 (s, 1H) ;

.00 (s, 1H) ;

82 (d’ 1H> i

89 (m, 1H) ;

64 (s, 2H) ;
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[0841]
Y5 R’ R’ R’ (R,
3-1 Et Me Ph H
3-2 Et Me Ph 4-Me
3-3 Et Me 3-C1-Ph H
3-4 Et Me 4-C1-Ph H
3-5 Et Me 4-C1-Ph 4-Me
3-6 Et Me 2— WENy L H
3-7 Et Me 3 BEWy KL H
3-8 Et Me 3-Me—2— WEWY 5L H
3-9 Et Me 4-Me—2— eIy HE H
3-10 Et Me 5-Br—2- WEWy 5t H
3-11 Et Me 5-Br—2- WEWy 5L 4-Me
3-12 Et Me 5-C1-2- BEWy 5t H
3-13 Et Me 5-C1-2- BEWy 5L 4-Me
3-14 Et Me 5-1-2— BEIyIE H
3-15 Et Me 5-Me—2— WEN 5L H
3-16 Et Me 3- MHEREFE H
3-17 Et Me 6-MeO— MILAE —3— FE H
3-18 Et Me 6—OH- It meE —3- 5 H
3-19 Et Me 6-Me— NHERE —3- K& H
3-20 Et Me 4-Me—Ph H
3-21 Et Me 4-Me—Ph 4-Me
3-22 Et Me 4-Br-Ph H
3-23 Et Me 4-F-Ph H
3-24 Et Me 4-F-Ph 4-Me
3-25 Et Me 5-C1- Ntig —2- % H
3-26 Et Me 5-Br— Ntig —2- % H
3-27 Et Me 5-F- MitmE —2- 3 H
3-28 Et Me 5-F- itng —2- 3 4-Me
3-29 Et Me 5-C1- Nme -2 J& 4-Me
3-30 Et Me 5-Br— MLAE —2- 3 4-Me
3-31 Et Me 5-Me— MLRE —2- & H
[0842]
Y5 R' R* R® (R,
3-32 Et Me 5-Me— HLRE —2- & 4-Me
3-33 Et Me 2- NiEnE 4-Me
3-34 Et Me 2- MiERe 5L H
3-35 Et Me 4- MiERe 5L H
3-36 Et Me 4-Me— MERE —2- K& H
3-37 Et Me 4-Me— MERE —2- % 4-Me
3-38 Et Me 2— BEMEL H
3-39 Et Me 4-Me— MEM: —2— FL H
3-40 Et Me 5-Br— BEM —2— FL H
3-41 Et Me 5-C1- BEM —2— FL H
3-42 Et Me 5-Me— BEM —2— FL H
3-43 Et Me 4, 5-Me,~ BEME —0— L H
3-44 Et Me 4,5-C1,~ BEME —2— JE H
3-45 Et Me 4, 6-Me,~ AtAE —2— & H
3-46 Et Me 2- NEMERE H
3-47 Et Me 2 WENERL H
3-48 Et Me 2 Mg S 4-Me
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3-49 Et Me 5-C1- BEIE —2- F& H
3-50 Et Me 5-Br— BEIE —2- 3 H
3-51 Et Me 5-Me— BEIE —2- 3t H
3-52 Et Me 5-Me— BEIE —2- 3t 4-Me
3-53 Et Me 4, 6-Me,~ MEIE —2- J H
3-54 Et Me 4, 6-Me,~ EIE —2- J 4-Me
3-55 Et Me 1, 3- ZEFfmEme -2 3 H
3-56 Et Me 7-C1-1, 3~ ZEHmem: -2 3L H
3-57 Et Me 1, 5-Me,~ nHLM4: —3— 3 H
3-58 Et Me 5-Me— N —2— 3 H
3-59 Et Me 5-F- mEnE —2- 3 H
3-60 Et Me 4,6-Me,~ WEIE —2- JE H
3-61 Et Me 3- BEMERE H
3-62 Et Me 6-Me— MEME —3- L H
3-63 Et Me 3-(1,2,4)- =MER H
3-64 Et Me 6-Me—(1,2,4)— —ME —3- 3L H
3-65 Pr Me Ph H
3-66 Pr Me 4-C1-Ph H
3-67 Pr Me 2— BEI KL H
3-68 Pr Me 3- MHEREFE H
3-69 Pr Me 6-Me— MHERE —3- 5 H
3-70 Pr Me 4-Me—Ph H

[0843]
ke R R R R,
3-71 Pr Me 4-Br-Ph H
3-72 Pr Me 4-F-Ph H
3-73 Pr Me 5-C1- MLHE —2— FE H
3-74 Pr Me 5-Br— Mg —2- H
3-75 Pr Me 5-F- ftng —2- 7 H
3-76 Pr Me 5-Me— MEWE -2 F& H
3-77 Pr Me 2— Mg L H
3-78 Pr Me 4- NERE 5L H
3-79 i-Pr Me Ph H
3-80 i-Pr Me 4-C1-Ph H
3-81 i-Pr Me 2— BEWy FL H
3-82 i-Pr Me 3- LR H
3-83 i-Pr Me 6-Me— MERE —3- K& H
3-84 i-Pr Me 4-Me—Ph H
3-85 i-Pr Me 4-Br-Ph H
3-86 i-Pr Me 4-F-Ph H
3-87 i-Pr Me 5-C1- MLAE —2- FE H
3-88 i-Pr Me 5-Br— MLAE —2- FE H
3-89 i-Pr Me 5-F— MiLiE —2- FE H
3-90 i-Pr Me 5-Me— MLAE —2— FE H
3-91 i-Pr Me 2— NHERE R H
3-92 i-Pr Me 4— npLReE H
3-93 CH,Ph Me Ph H
3-94 CH,Ph Me 4-C1-Ph H
3-95 CH,Ph Me 2- WEWy AL H
3-96 CH,Ph Me 2- NEE AL H
3-97 A —2- e -1- & Me Ph H
3-98 A —2- e -1- & Me 4-C1-Ph H
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3-99 W-2- e -1- 3 Me 2 BEWyFE H

3-100 W-2- e -1- 3 Me 3 e HE H

3-101 W-2- e -1- 3 Me 3-Me—2— BEW; L H

3-102 W-2- e -1- 3 Me 4-Me—2— WEW; HE H

3-103 W -2- He-1- 3 Me 5-C1-2- WEWy 5k H

3-104 N -2- He-1- 3 Me 5-Me—2- WEW) KL H

3-105 W -2- He-1- 3 Me 3- AL A H

3-106 W -2- He -1- 3 Me 6-MeO— ALLHE —3- J& H

3-107 T -2-He-1- % H Ph H

3-108 H-2-Fe-1- % Me 6-Me— NHERE —3- 3 H

3-109 H-2-Fe-1- % Me 4-Me-Ph H

[0844]

G5 R! R’ R° (R,
3-110 W -2- e -1- 3 Me 4-Br-Ph H
3-111 W-2-fe-1- 3 Me 4-F-Ph H
3-112 W -2- e -1- 3 Me 5-C1- MLAE —2- 3L H
3-113 W-2- e -1- 3 Me 5-Br— fLAE —2- 3L H
3-114 W -2- e -1- 3 Me 5-F- mhE —2- 3L H
3-115 W -2- e -1- 3 Me 5-Me— MLAE —2- 3L H
3-116 W-2-He-1- 3 Me 2- MiErE R H
3-117 W -2 -1- 3 Me 4- TiERE 5L H
3-118 W -2-He-1- 3 Me 4-C1-Ph 4-Me
3-119 W -2-He-1- 3 Me Ph 4-Me
3-120 N LR Me Ph H
3-121 NS Me 4-C1-Ph H
3-122 TR 5 3 Me 2 WBEWy H
3-123 A TR 3 3 Me 3 ey Sk H
3-124 RS Me 3-Me—2— WENYHE H
3-125 A TR 3 3 Me 3— Atk iE FE H
3-126 RS Me 5-C1-2— WEWYBE H
3-127 N E RS Me 5-Me—2— WENy 3L H
3-128 A TR 3 5 Me 4-Me—2— WEN HE H
3-129 A TR 3 5 Me 6-MeO— NLAE —3- F& H
3-130 N RS Me 6—0H- NitigE —3- FE H
3-131 NS Me 6-Me— MLRE —3- & H
3-132 NS Me 4-Me—Ph H
3-133 NS Me 4-Br—Ph H
3-134 NN FEH A Me 4-F-Ph H
3-135 NN FEH A Me 5-C1- Nigrg —2- 3 H
3-136 NS Me 5-Br— Nrg —2- 3 H
3-137 N FEH A Me 5-F- nigng —2- 3 H
3-138 INFEH A Me 5-Me— MR —2- 3 H
3-139 RS A Me 2 fLmE S H
3-140 RS Me 4 THpmE 3L H
3-141 N FEH A Me 4-C1-Ph 4-Me
3-142 N FE A Me Ph 4-Me
3-143 NN FE A H Ph H
3-144 3,3- & -2- BN 2-M-1- i Me Ph H
3-145 3,3- & -2-HN 24 -1- i Me 4-C1-Ph H
3-146 3,3~ & 2~ wN 2 M -1- H Me 2— IBENY 5L H
3-147 3,3- & -2-HN -2- 4 -1- i Me 2- fitrE R H
3-148 (1- FEIRARE ) FEE Me Ph H
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[0845]
5 R R® (R,
3-149 1- FHEEIAEL ) FHEE Me 4-C1-Ph H
3-150 1- FHEEIAE ) FHEE Me 2 WEWY 5L H
3-151 1- FHEIANE ) B Me 2- ML e H
3-152 4- ST —2-He-1- 3 Me Ph H
3-153 4- AT —2-He-1- 3 Me 4-C1-Ph H
3-154 4- FART -2-fh-1- Me 2 BEWyFE H
3-155 4- ST 2-fe-1- 3 Me 2— fLRE 3 H
3-156 (2,2- —SFINHNE ) HE Me Ph H
3-157 (2,2- —FIHNE ) HE Me 4-C1-Ph H
3-158 (2,2- —SIANF ) FIE Me 2 BENy FL H
3-159 (2,2- —“FIANFE ) B Me 2 NHERE I H
3-160 T-2-f-1- % Me Ph H
3-161 T-2-f-1- % Me 4-C1-Ph H
3-162 T -2- e -1- K Me 2 BEWyFE H
3-163 T-2-H-1- K Me 3 ey AL H
3-164 T-2-H-1- K Me 3-Me—2- BEW;FL H
3-165 T -2-h-1- K Me 4-Me—2— BENGY HE H
3-166 T-2-H-1- K Me 5-C1-2- BEWyHL H
3-167 T -2-h-1- K& Me 5-Me—2— HEMY 3 H
3-168 T -2- 4 -1- 3 Me 3- niErE R H
3-169 T -2- 4 -1- Me 6-MeO- MERE —3- % H
3-170 T-2-He-1- % H Ph H
3-171 T-2-H-1- % Me 6-Me— NERE —3- % H
3-172 T -2-fe-1- Me 4~Me-Ph H
3-173 T -2-He-1- Me 4-Br-Ph H
3-174 T -2- e -1- 3 Me 4~F-Ph H
3-175 T -2-He-1- 3 Me 5-C1- MLRE —2- 3 H
3-176 T-2-H-1- K Me 5-Br- Mg —2- 3 H
3-177 T-2-fe-1- K Me 5-F- Mg —2- 5 H
3-178 T 2= -1- & Me 5-Me— ALLIE —2- % H
3-179 T2 -1- 3 Me 2- ML mESE H
3-180 T -2- 4 -1- 3 Me 4— THERE H
3-181 T-2-%-1- % Me 4-C1-Ph 4-Me
3-182 T-2-%-1- % Me Ph 4-Me
3-183 1- B 2 -1- 3 Me Ph H
3-184 1- B -2 4 -1- 3 Me 4-C1-Ph H
3-185 1- R —2- e -1- Me 2 BEWyFE H
3-186 1- B -2 -1- 3 Me 2- MiErE R H
3-187 1- WRFE LFE Me Ph H
[0846]
9’5 R! R’ R® (R,
3-188 1- NI LI Me 4-C1-Ph H
3-189 1- MR LK Me 2 BEW FE H
3-190 1- AL 23 Me 2- MHLREEE H
3-191 I TR Me Ph H
3-192 I T 5 Me 4-C1-Ph H
3-193 I TN 5 Me 2 BEWyFE H
3-194 I TA ik Me 2— MLREFE H
3-195 3- FET 2- M -1- & Me Ph H
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3-196 3- FFET 2- M -1- K Me 4-C1-Ph H
3-197 3- FHET 2- M -1- % Me 2- BEW) AL H
3-198 3- FEET —2- B -1- & Me 2- MitrE R H
3-199 2— FHELPH —2- 5 —1- %k Me Ph H
3-200 2- FHILTH -2- M -1- F Me 4-C1-Ph H
3-201 2- FHFLTH -2 M -1- F Me 2— WEWy BE H
3-202 2- FHFLH -2- M —1- Fk Me 2 MEE R H
3-203 (2E)—1- HEET —2- J% —1- 3% Me Ph H
3-204 (2B)-1- BT 2- 4% -1- 3 Me 4-C1-Ph H
3-205 (2E)-1- HEET -2-H —1- 3 Me 2- WEMY L H
3-206 (QF)-1- FIELT —2- 4% —1- 3L Me 2— MLrE H
3-207 3- FEERF -2 -1- % Me Ph H
3-208 3-FEERF -2 -1- K Me 4-C1-Ph H
3-209 3- HKEN —2- e -1- & Me 2 BEWyFE H
3-210 3- FEEW -2 f-1- K Me 2- MiERE R H
3-211 TR Me Ph H
3-212 TR Me 4-C1-Ph H
3-213 TR Me 2 BEWyFE H
3-214 TR Me 2 LnE S H
3-215 A Me Ph H
3-216 R A Me 4-C1-Ph H
3-217 R A Me 2 BEWy 3L H
3-218 IR FH L Me 2- ML RE S H
3-219 WA Me Ph H
3-220 O FEH A Me 4-C1-Ph H
3-221 O FE A Me 2 WEW FE H
3-222 O A Me 2 MERESE H
3-223 T-3--1- & Me Ph H
3-224 T-3--1- % Me 4-C1-Ph H
3-225 T-3-%-1- % Me 2 WEWy 3L H
3-226 T-3-%-1- & Me 2— Mg H

[0847]

= R‘ R* R® (R%,
3-227 2- ST 2- M -1 3 Me Ph H
3-228 2- SR 2- 1 -1- & Me 4-C1-Ph H
3-229 2- FARA 2 M —1- 3 Me 2 BEWy B H
3-230 2- FARHA 2 M —1- 3 Me 3 BEN FE H
3-231 - SRR 2- 4 -1- & Me 3-Me—2— WEWyFL H
3-232 - SfRH 22— -1- & Me 4-Me—2— BEW) FE H
3-233 - SfRH 22— -1- & Me 5-C1-2— WEWy 5k H
3-234 - SfH -2-F-1- & Me 5-Me—2— WEW; 5L H
3-235 2- FARVAN 2 M -1 A Me 3- g H
3-236 - SR -2- M -1- & Me 6-MeO- MEHE —3- % H
3-237 2 SRHE -2 -1- & Me 6-OH- MLrE —3- & H
3-238 2- S 2- 1 -1- & Me 6-Me— MERE —3- % H
3-239 2- S 2- M -1 3 Me 4-Me-Ph H
3-240 2- SR 2- 1 -1- & Me 4-Br-Ph H
3-241 - S 2- -1 Me 4~F-Ph H
3-242 2- SR 2- 1 -1- 3 Me 5-C1- MERE —2- % H
3-243 2- SN —2- & -1 3 Me 5-Br- MERE —2- % H
3-244 2- SALH —2- & -1 A Me 5-F- nitmE —2- % H
3-245 2- SN —2- & -1- 3 Me 5-Me— MEHE —2- % H
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3-246 2- SN —2- & -1 3 Me 2- MiErE H
3-247 2- SN 2- & -1- 3 Me 4- TiEnE 3 H
3-248 2— SRR -2- 4 -1 i Me 4-C1-Ph 4-Me
3-249 2- SN 2- & -1- 3 Me Ph 4-Me
3-250 2- SN —2- M -1 3 H Ph H
3-251 2- HERE LI Me Ph H
3-252 2- FEE I Me 4-C1-Ph H
3-253 2- HERLHE Me 2- BEWy 3L H
3-254 2- HEH LI Me 2- MbE 5 H
3-255 DU e —2- JE R 3L Me Ph H
3-256 DU e —2- JE R 3L Me 4-C1-Ph H
3-257 USRI —2— 3 3 Me 2 BEWy B H
3-258 DU e —2— L F 3% Me 2— N IE S H
3-259 2-( —HERE) o Me Ph H
3-260 2-( —HREEE) o3 Me 4-C1-Ph H
3-261 2-( ZHHEEE) &3 Me 2 WEWYHL H
3-262 2-( —HERE) <& Me 2— Mtne K H
3-263 IR T -3- i Me Ph H
3-264 IR T -3- i Me 4-C1-Ph H
3-265 IR T -3 & Me 2 BEWy 3 H
[0848]
9’5 R! R’ R° (R,
3-266 EZIRT -3 i Me 2- MitrE R H
3-267 (3 FEERI T 3- ) HE Me Ph H
3-268 (3- FEEIRINT 3- ) HE Me 4-C1-Ph H
3-269 (3- FREEIMT 3- ) HE Me 2 WEWy 5 H
3-270 (3- FRESEIMT 3- 3 ) HE Me 2- MitnE H
3-271 2,2,2- =LK Me Ph H
3-272 2,2,2- =LK Me 4-C1-Ph H
3-273 2,2,2- =LK Me 2— WEWY FE H
3-274 2,2,2- = LHE Me 3- AbnE 5 H
3-275 2,2,2- =LK Me 6-Me— NEERE —3- 3L H
3-276 2,2,2- =LK Me 4-Me—Ph H
3-277 2,2,2- =LK Me 4-Br-Ph H
3-278 2,2,2- =LK Me 4-F-Ph H
3-279 2,2,2- =LK Me 5-C1- LRE —2- 3L H
3-280 2,2,2- =LK Me 5-Br— fAE —2- 3L H
3-281 2,2,2- =mLE Me 5-F- mRE —2- 3L H
3-282 2,2,2- =LK Me 5-Me— MLAE —2- 3L H
3-283 2,2,2- =LK Me 2- MiErE R H
3-284 2,2,2- =LK Me 4- TERE L H
3-285 CH, (4-C1-Ph) Me Ph H
3-286 CH, (4-C1-Ph) Me 4-C1-Ph H
3-287 CH, (4-C1-Ph) Me 2 MBEWY 5 H
3-288 CH, (4-C1-Ph) Me 3- MHLmE AL H
3-289 CH, (4-C1-Ph) Me 6-Me— MILIE —3- 3 H
3-290 CH, (4-C1-Ph) Me 4~Me-Ph H
3-291 CH, (4-C1-Ph) Me 4-Br-Ph H
3-292 CH, (4-C1-Ph) Me 4~F-Ph H
3-293 CH, (4-C1-Ph) Me 5-C1- Hitme -2- % H
3-294 CH, (4-C1-Ph) Me 5-Br- HithE -2- % H
3-295 CH, (4-C1-Ph) Me 5-F- fitrE —2- H
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3-296 CH, (4-C1-Ph) Me 5-Me— NtrE —2- F& H
3-297 CH, (4-C1-Ph) Me 2- Mg AL H
3-298 CH, (4-C1-Ph) Me 4- Mg Ak H
3-299 CH, (4-F-Ph) Me Ph H
3-300 CH, (4-F-Ph) Me 4-C1-Ph H
3-301 CH, (4-F-Ph) Me 2— WEWY B H
3-302 CH, (4-F-Ph) Me 3- MhtRE H
3-303 CH, (4-F-Ph) Me 6-Me— MHLRE —3- FE H
3-304 CH, (4-F-Ph) Me 4-Me-Ph H
[0849]
G5 R! [§ R° (R,
3-305 CH, (4-F-Ph) Me 4-Br—Ph H
3-306 CH, (4-F—Ph) Me 4-F-Ph H
3-307 CH, (4-F—Ph) Me 5-C1- nikme —2— J& H
3-308 CH, (4-F—Ph) Me 5-Br— Ntmg —2- J& H
3-309 CH, (4-F—Ph) Me 5-F— Mg —2— FE H
3-310 CH, (4-F—Ph) Me 5-Me— NEmE -2 F H
3-311 CH, (4-F-Ph) Me 2- NEHE AL H
3-312 CH, (4-F-Ph) Me 4- NHEIE 5 H
3-313 CH, (4-OMe—Ph) Me Ph H
3-314 CH, (4-0Me—Ph) Me 4-C1-Ph H
3-315 CH, (4-OMe—Ph) Me 2 BEWY 5L H
3-316 CH, (4-0Me—Ph) Me 3- nkpE H
3-317 CH, (4-OMe—Ph) Me 6-Me— AILAE —3- H H
3-318 CH, (4-0Me—Ph) Me 4-Me—Ph H
3-319 CH, (4-0Me—Ph) Me 4-Br—Ph H
3-320 CH, (4-OMe—Ph) Me 4-F-Ph H
3-321 CH, (4-0Me—Ph) Me 5-C1- mkie —2- 5 H
3-322 CH, (4-OMe—Ph) Me 5-Br— HitnE —2- % H
3-323 CH, (4-OMe—Ph) Me 5-F— nikig —2- J H
3-324 CH, (4-OMe—Ph) Me 5-Me— MLAE —2- FE H
3-325 CH, (4-OMe—Ph) Me 2— NHEIE R H
3-326 CH, (4-OMe—Ph) Me 4- ML mE gk H
3-327 2,2- R LE Me Ph H
3-328 2,2- “HmLHE Me 4-C1-Ph H
3-329 2,2- “HLHE Me 2 WEWy L H
3-330 2,2- “HLHE Me 2- NHkBE AL H
3-331 Ph Me Ph H
3-332 Ph Me 4-C1-Ph H
3-333 Ph Me 2 BEWy B H
3-334 Ph Me 2- NLBEHE H
3-335 - |LE Me Ph H
3-336 2- BLE Me 4-C1-Ph H
3-337 - BLE Me 2 WEWy 5L H
3-338 2- BLE Me 2— nHEdE H
3-339 2,2,3,3,3 HEANRE Me Ph H
3-340 2,2,3,3,3~ HIAKE Me 4-C1-Ph H
3-341 2,2,3,3,3 AN Me 2 WEWy H
3-342 2,2,3,3,3 TN Me 2— Nt BERE H
3-343 1- 25 -5 L —1H-nfem —4- 3 Me Ph H
[0850]
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9’5 R’ R’ R° ),
3-344 1- 3 -5 3L —1H- itk —4- L 3L Me 4-C1-Ph H
3-345 1- &3 -5 AL —1H- nipmg —4- FEH L Me 2 WEWy 5 H
3-346 1- 23 -5 3L —1H- nikme —4- FE 3L Me 2- NErEHE H
3-347 Et Me SRk -3 3 H
3-348 Et Me Wbk —2- 3L H
3-349 W -2-He-1- % Me Mk -3 3L H
3-350 P -2- b -1- & Me bk —2- & H
3-351 T-2-H-1- % Me M -3 3 H
3-352 T-2-f-1- % Me Wbk —2- 3% H
3-353 2,2- “HLE Me 5-C1- LhE —2- 3L H
3-354 T-3-f—2- % Me 5-C1- MHRE —2- 3 H
3-355 T-3-f2- % Me M -3 & H
3-356 T-3-f2- % Me Mibk -2 3 H
3-357 T-3-f2- % Me Ph H
3-358 T-3-f2- % Me 4-C1-Ph H
3-359 T -3-f—2- % Me 2 BEWyFE H
3-360 T-3-f-2- % Me 3- MERERL H
3-361 T-3-f-2- % Me 6-Me— NELRE —3- & H
3-362 T-3-f-2- % Me 4~Me—Ph H
3-363 T-3-f2- % Me 4-Br-Ph H
3-364 T-3-f-2- % Me 4~F-Ph H
3-365 T-3-f-2- % Me 5-Br- MLAE —2- & H
3-366 T -3-fe-2- % Me 5-F- MitE —2- % H
3-367 T-3-H-2- % Me 5-Me— MLAE —2- 3L H
3-368 T-3-f-2- % Me 2- MitrE R H
3-369 T-3-f-2- % Me 4- nttnﬁ% H
3-370 Pr Me SEEENRR —3- H
3-371 Pr Me Wbk —2— 95'5 H
3-372 iPr Me SEMEIbR -3- JE H
3-373 iPr Me WEIbR —2— JE H
3-374 CH,Ph Me FEEI -3 5 H
3-375 CH,Ph Me Wbk —2- 3% H
3-376 AN 2 5 Me SRR -3 A H
3-377 NS Me Wbk —2- 3L H
3-378 3,3- & 2-HN 24 -1- i Me SRR -3 3% H
3-379 3,3- & 2-HWN 24 1- i Me Wbk —2- H
3-380 (1- FELIRRNEE ) 3L Me SRR -3 3 H
3-381 (1- HEERANIE ) HIE Me uﬁﬂﬂ\ —2- % H
3-382 4- ST 2-p-1- % Me Wbk —3- 3 H

[0851]
9’5 R! R’ R° (R,
3-383 4- FART 2B —1- K Me b —2- 5 H
3-384 (2,2- —SAAFE ) B Me SEMERE -3- 5 H
3-385 (2,2- —SAAFE ) FIE Me Wb —2- 5 H
3-386 1- FHEET —2- 4 -1- 3 Me SRk -3 & H
3-387 1- IR -2 fe —1- 3 Me sk -2 & H
3-388 1- RO HE Me SRMEI -3- A H
3-389 1- IR 5 Me MEmb —2- £ H
3-390 I T 5 Me SEMERR -3 5 H
3-391 I T 5 Me WENbk —2- 3 H
3-392 3- T —2- 15 -1- & Me SRR -3 H
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3-393 - FHET 2- M -1- & Me Wbk -2 % H
3-394 TR R Me SRR -3 H
3-395 W] R Me WENbR —2- 3 H
3-396 IR IS Me SRR -3 H
3-397 ﬂ TRIE R Me Wbk —2- & H
3-398 2- FARH —2- 4% -1- K& Me SRR -3 H
3-399 2- FANH 2- 4% -1- & Me bk -2 Jk H
3-400 DU &l —2— 5 FH L Me SEMEIbE -3- H
3-401 DO RN —2- JEF 3L Me Wbk —2- 3% H
3-402 PUS eI —2— FLF 3L Me 5-C1- fikmg —2— 3t H
3-403 PUS eI —2— FLR 3L Me 5-Br— itRE —2— FE H
3-404 FARINTT -3 3 Me SRR -3 5 H
3-405 FRINTT -3 3 Me bk —2- 5 H
3-406 AT -3 & Me 5-C1- Nigrg —2- 3 H
3-407 %%PFT -3- #£ Me 5-Br— Nag —2- 3 H
3-408 JLIRT -3- i Me 5-Me— MLAE —2- 3L H
3-409 (3 FEARNT -3- &) FE Me SRR -3 5 H
3-410 (3~ FHEAIMNT -3- 4 ) FHHE Me Wb —2- 5 H
3-411 (3- FRESNT 3- ) FE Me 5-C1- MiLhE -2- B H
3-412 (3- FREIMT 3K ) FE Me 5-Br— Mthg -2- 3 H
3-413 2,2,2- =LK Me SRk -3 & H
3-414 2,2,2- =LK Me Wbk -2 & H
3-415 2,2,2- =LK Me 5-C1- fLAE —2- 3L H
3-416 2,2,2- =@M LK Me 5-Br— MLAE —2- 3L H
3-417 2,2- “HRLE Me SN -3 3 H
3-418 2,2- “HRLHE Me EIpR —2— 3 H
3-419 2,2- “HRLHE Me 5-C1- fikAg —2- 3 H
3-420 2,2- “HRLHE Me 5-Br— fitAE —2- 3t H
3-421 Et Me 5-1- MHLIE —2- H

[0852]
i R' R* R’ (R,
3-422 Et Me 5-1- MEE —9- 3 H
3-423 Et cl 4~F-Ph H
3-424 Et Cl 3- AtbiE H
3-425 Et Cl 5-C1- NithE -2- & H
3-426 Et 1 5-Br— NithE -2- 3 H
3-427 Et cl 5-F- fikiE —2- %k H
3-428 Et Cl 51— fikhE —2- % H
3-429 Et Cl 5-Me— fiLiE —2- %& H
3-430 Et Cl 6-Me— HLAE —3- FE H
3-431 Et Cl 4-Me— MHEAE —2- 35 H
3-432 Et Cl 4-F- IiERE —2- 35 H
3-433 Et Cl 4-C1- MiiE —2- 3% H
3-434 Et Cl 4-Br- fLAE —2- % H
3-435 Et Cl 4-0Me— ALAE —2- FE H
3-436 Et C1 2 WEIEFHE H
3-437 Et Cl 5-F- Mg —2- 3 H
3-438 Et cl 5-C1- MEmE —2- 3 H
3-439 Et cl 5-Br— MENE —2- 3 H
3-440 Et Cl 5-1- Mg —2- 3 H
3-441 Et 1 5-Me— MEIE —2- 3t H
3-442 Et cl 5-Me— At —2- %k H
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3-443 Et Cl 2- IHREFL H
3-444 Et Cl SN -3 5 H
3-445 Et Cl EIpR —2— 3% H
3-446 Et Cl 1,3~ FFfmEm: 2 3L H
3-447 Et Cl 7-C1-1, 3— ZEFfmemys —2— Ft H
3-448 Et Cl 2— MEMpIL H
3-449 Et Cl 5-Br— BEM: —2- JE H
3-450 Et Cl 5-Me— MEM: —2— HE H
3-451 Et Cl 5-C1- MBEMp —2— H
3-452 Et Cl 2— MEWyFEL H
3-453 Et Cl 3-Me—2- My KL H
3-454 Et Cl 4-Me—2— MENY FE H
3-455 Et Cl 5-Br—2- MEmy KL H
3-456 Et Cl 5-C1-2- MEMyIE H
3-457 Et Me 3-Br—Ph H
3-458 Et Me A NWEIR L H
3-459 RS Me 4 WEMERL H
3-460 W24k -1- 3 Me 4 TEEIA AL H
[0853]
Y= R! R* R® (R%),
3-461 T-2-f-1- Me 4— TGE4REL H
3-462 T -3 -2- K Me 4— EI4REL H
3-463 Pr Me 4— EI4REL H
3-464 iPr Me 4— TGEIAREL H
3-465 CH,Ph Me 4— TEARIL H
3-466 3,3 =5 -2 WA -2- M -1- 3 Me 4— TBEIARFL H
3-467 (1- FHEERN AL ) HEE Me 4~ BEIRIL H
3-468 4-FRT 2-fh-1- & Me 4— TEE gL H
3-469 (2,2- —FINE) HE Me 4— WEMREL H
3-470 1- BN -2k —1- FE Me 4~ TEMeEL H
3-471 1- R EE 2 HE Me 4— TEE gL H
3-472 e Me 4— T4 H
3-473 3-HET 2-F-1- & Me 4— TEEMR L H
3-474 T ERHE Me 4— TGEMREL H
3-475 R FE AL Me 4— TBEIARFL H
3-476 - SN 2- 1 -1- & Me 4— TEEIAREL H
3-477 DU ey —2— FLHZE Me 4 eI L H
3-478 (3- FREEMINT 3- 5 ) B Me 4— IBEIAEEL H
3-479 2,2,2- =@ LEE Me 4— TBEI4REL H
3-480 2,2- “RLHE Me 4— TBE4REL H
3-481 RT3 & Me 4— TBEIARFL H
3-482 N FEH A Me 3-Br-Ph H
3-483 W-2- e -1- Me 3-Br—Ph H
3-484 T -2- e -1- K Me 3-Br—Ph H
3-485 T -3 -2- K Me 3-Br—Ph H
3-486 Pr Me 3-Br—Ph H
3-487 iPr Me 3-Br—Ph H
3-488 CH,Ph Me 3-Br—Ph H
3-489 3,3 =& -2- N -2- M -1- 3 Me 3-Br—Ph H
3-490 (1- FEIRHR ) HIE Me 3-Br—Ph H
3-491 4-FGRT 2-fh-1- K Me 3-Br—Ph H
3-492 (2,2- —F@INAH ) FHE Me 3-Br-Ph H

90



CN 102083818 B w R B 87/170 1L
3-493 1- R -2 $h —1- FE Me 3-Br-Ph H
3-494 1- R EE L FE Me 3-Br—Ph H
3-495 I T Me 3-Br-Ph H
3-496 3- FET —2- M -1- K Me 3-Br—Ph H
3-497 N RS Me 3-Br-Ph H
3-498 IR IR FE Me 3-Br-Ph H
3-499 - SN —2- M -1- & Me 3-Br-Ph H

[0854]
G5 R’ [§ R° (R),
3-500 DUS eI —2- FLFE 3L Me 3-Br-Ph H
3-501 (3- FEAEZ T —3- &) HE Me 3-Br-Ph H
3-502 2,2,2- =@ LEE Me 3-Br-Ph H
3-503 2,2- “RLE Me 3-Br—Ph H
3-504 AT -3 H Me 3-Br-Ph H
3-505 Et Me 2-Cl1- MEMe —4- B H
3-506 N FEH A Me 2-C1- BEME —4- 3L H
3-507 W-2- e -1- Me 2-Cl- BEM: —4- 3L H
3-508 T -2- e -1- K Me 2-Cl1- BEM: —4- 3L H
3-509 T -3 -2- K Me 2-Cl- BEM: —4- 3L H
3-510 Pr Me 2-Cl- BEM —4- 3 H
3-511 iPr Me 2-Cl1— MEM —4— 3 H
3-512 CH,Ph Me 2-C1- BEM: —4- 5 H
3-513 3,3 —5 -2- A 2- M -1- & Me 2-Cl1- BEM: —4- 3L H
3-514 (1- FHEMHRE ) FHE Me 2-C1- BEM: 4 3L H
3-515 4-GRT 2-fh-1- £ Me 2-Cl1— BEM: —4- 3L H
3-516 (2,2- ZSHINANEE ) HE Me 2-Cl1- BEM: —4- 3L H
3-517 1- R -2 $h —1- FE Me 2-C1- BEM —4- 3L H
3-518 1- R EE L FE Me 2-C1— WEME —4- 3 H
3-519 I T Me 2-C1— WEME —4- 3 H
3-520 - FHET 2-M-1- K& Me 2-C1- BEM: —4— L H
3-521 N RS Me 2-C1- MEM: —4- 3L H
3-522 IR FE A Me 2-Cl1- MEM: —4- FE H
3-523 - SN 2- 1 -1- & Me 2-Cl1- MEM: —4- 3 H
3-524 DU s —2— LR 3L Me 2-C1- MEMr —4- 3t H
3-525 (3- FHIEAIAT -3- 3 ) FHEE Me 2-C1- BEM —4- JL H
3-526 2,2,2- =®LEE Me 2-C1- MEm: —4- 3 H
3-527 2,2- “RIE Me 2-C1- MEM: —4- 3 H
3-528 AT -3 & Me 2-C1— MgEmr —4- 3 H
3-529 Et Me 2-Br— BEM —4- B H
3-530 N FEH A Me 2-Br— BEM —4- FL H
3-531 W-2- e -1- Me 2-Br— BEM4: —4- 3 H
3-532 T -2- e -1- K Me 2-Br- BEM4: 4 3L H
3-533 T -3 -2- K Me 2-Br- BEM4: 4 3L H
3-534 Pr Me 2-Br— BEM —4- B H
3-535 iPr Me 2-Br— BEM —4- B H
3-536 CH,Ph Me 2—Br— BEM: —4- 5 H
3-537 3,3 Z5 -2- A 2- M -1- & Me 2-Br— BEI4: —4- 3L H
3-538 (1- FHIEMHNR ) A Me 2-Br— BEME —4- FL H
[0855]

' R' R* R’ (R,
3-539 4-FGRT 2- e -1- £ Me 2-Br— BEM: —4- 3 H
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3-540 (2,2- ZHIANE ) HE Me 2-Br— BEM: —4- 3L H
3-541 1- HEEN —2- 4 -1- 3 Me 2-Br— BEM: —4- FL H
3-542 1- IR EE O HE Me 2-Br— MEM —4- H
3-543 i TN 5k Me 2-Br— MEME —4- FE H
3-544 - FHET 2- M -1- K& Me 2-Br— WEmM: —4- 5t H
3-545 N LS Me 2-Br— MEME —4- FE H
3-546 IR I Me 2-Br— MEME —4- FE H
3-547 - SR 24 -1 & Me 2-Br— WEM: —4- FE H
3-548 DU &R —2— 2 FH 3 Me 2-Br— MBEME —4- FL H
3-549 (3- FHIEAIIM T -3- 3 ) I Me 2-Br— MEM: —4- H
3-550 2,2,2- =R LE Me 2—Br— MEM: —4— H
3-551 2,2- “HR.LIE Me 2-Br— MEM: —4- 3 H
3-552 AT -3- & Me 2-Br— MEM —4- L H
3-553 PR B Me 5-Br— MEM: —2- 3 H
3-554 W-2-H-1- K Me 5-Br— BEM4: —2- 3 H
3-555 T-2-H-1- K Me 5-Br— BEM: —2- 3 H
3-556 T -3 Hr-2- K Me 5-Br— BEM: —2- 3 H
3-557 Pr Me 5-Br— BEME —2— AL H
3-558 iPr Me 5-Br— BEME —2— AL H
3-559 CH,Ph Me 5-Br— BEM: —2- 5 H
3-560 3,3 —& -2- WA 21 -1- & Me 5-Br— BEI4: —2- 3 H
3-561 (1- FEIRHE ) FH Me 5 Br— MEM -2 3 H
3-562 - SRT 2- e -1- K Me 5-Br— BEI: —2- 3 H
3-563 (2,2- ZHIAAE ) FE Me 5 Br— WEM —2- 3 H
3-564 1- R —2- $h —1- FE Me 5-Br— BEME —2- FL H
3-565 1- IR FE 23 Me 5-Br— BEM: —2- 3 H
3-566 I TA ik Me 5-Br— WBEM: -2 3 H
3-567 - FHET - M -1- K& Me 5-Br— BEM -2 3 H
3-568 N S Me 5-Br— BEM: —2- H
3-569 IR I Me 5-Br— WEM —2- 3 H
3-570 - SRR -2 -1 & Me 5-Br— WEM —2- 3 H
3-571 DU e —2— 5 FF Me 5-Br— WEM: —2— FL H
3-572 (3- FESERINT 3- %) HE Me 5-Br— BEME —9- FL H
3-573 2,2,2- =LK Me 5-Br— MEM —9— H H
3-574 2,2- LI Me 5-Br— MEMW —9— H H
3-575 EZRIAT -3 & Me 5-Br— BEM: —2- 3 H
3-576 N S Me 5-C1- BEME —2- FL H
3-577 W-2-H-1- Me 5-C1- BEM: —2- 3 H

[0856]
e R* R* R® (R%,
3-578 T -2- e -1- % Me 5-C1- BEM: —2- 3 H
3-579 T -3-f—2- 3 Me 5-C1- BEM: —2- 3 H
3-580 Pr Me 5-C1- BEMp —2— AL H
3-581 iPr Me 5-C1- BEMp —2— AL H
3-582 CH,Ph Me 5-C1— BEM: —2— 5 H
3-583 3,3- “5 -2- A 24 -1- & Me 5-C1- BEM: —2- 3 H
3-584 (1- FEIANH ) FHE Me 5-C1- MEM —2- 3 H
3-585 4- ST - -1- K Me 5-C1- BEM: —2- 3 H
3-586 (2,2- ZSIANE ) HH Me 5-C1- MEM: —2- 3 H
3-587 1- RN —2- fh —1- 5 Me 5-C1- BEME —2- FL H
3-588 1- AR 5L 23 Me 5-C1- BEM: —2- 3% H
3-589 I Me 5-C1- MEM —2— F H
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3-590 3- AT —2- 4 -1- 3 Me 5-C1— e —2— 3t H
3-591 T I Me 5-C1— MEMe —2- 3 H
3-592 AR E 5 Me 5-C1— MEMe —2— 3t H
3-593 - SR 2- -1 & Me 5-C1- BEM: —2- 3L H
3-594 USRI —2— 5 3L Me 5-C1- WEMe —2— %t H
3-595 (3- HIAEIIM T -3- 3 ) HE Me 5-C1— WEMe —2- 3t H
3-596 2,2,2- =@ LIk Me 5-C1— MEme —2- 3t H
3-597 2,2- “HRLE Me 5-C1— e —2— 3t H
3-598 RN T -3- 3 Me 5-C1- BEME —2- FL H
3-599 Et Me 5-0S0,Me— AHLAE —2— F& H
3-600 NS Me 5-0SOMe— FHLIE —2- H
3-601 W-2-fe-1- % Me 5-0S0,Me— HLIE —2— K& H
3-602 T-3-f2- % Me 5-0S0,Me— HiLIE —2— K& H
3-603 iPr Me 5-0S0Me— HHIE —2— & H
3-604 CH,Ph Me 5-0S0,Me— HiLIE —2— K& H
3-605 (2,2- Z—SIANE ) HHE Me 5-0S0,Me— HiLiE —2— % H
3-606 A Me 5-0S0,Me— HitIE —2— K& H
3-607 2,2,2- ZmLHE Me 5-0S0,Me— HitmE —2— % H
3-608 2,2- “HLE Me 5-0S0,Me— HitiE —2— K& H
3-609 RN T -3 5 Me 5-0SOMe— FLIE —2- 3 H
3-610 Et Me 6-C1-1,3~ A IFmE: —2- 3L H
3-611 NS Me 6-Cl-1,3 FIfmem: 2 3 H
3-612 W-2-He-1- % Me 6-C1-1,3~ A IFmEm: —2- 3L H
3-613 T -3-fe-2- % Me 6-C1-1,3~ HIfmem 2 3L H
3-614 iPr Me 6-C1-1,3~ A IFBEm: —2- 3L H
3-615 CH,Ph Me 6-C1-1,3~ HIFmEme 2 3L H
3-616 (2,2- ZSIANE ) HH Me 6-Cl-1,3- HFf-memp —2- 3L H

[0857]

'S R’ R’ [ (),
3-617 e Me 6-C1-1, 3~ HFIfmEme: —2- 3 H
3-618 2,2,2- ZRMLHE Me 6-C1-1, 3~ JRIFMEM: —2- J H
3-619 2,2- “HILE Me 6-C1-1, 3~ FFfmemy: —2- 3 H
3-620 EZIRT -3 A Me 6-C1-1,3 FIfmem 2 3 H
3-621 Et Me 6-Br-1,3- HIfmEm: —2- 3 H
3-622 N S Me 6-Br—1,3— FHmEme —2- 3 H
3-623 W -2- e -1- 3 Me 6-Br-1, 3 HIfmem 2 3£ H
3-624 T -3 —2- Me 6-Br—1, 3~ A IFHEM: —2- 3 H
3-625 iPr Me 6-Br-1, 3 HIfmEms: 2 3 H
3-626 CH,Ph Me 6-Br—1, 3~ HIfmEm: 2 3L H
3-627 (2,2- SR ) BHE Me 6-Br-1, 3~ FIfmem: 2o 3£ H
3-628 lE Me 6-Br—1, 3— HIFmEm: 2 3L H
3-629 2,2,2- =M LE Me 6-Br-1,3 HIFmem: 2 3£ H
3-630 2,2- “H.LIE Me 6-Br-1,3 HIFmEm: 2 3£ H
3-631 AR T -3 K& Me 6-Br-1,3— R IfmEm: —2- 3 H
3-632 Et Me 1,3~ FFfmEm: —o- 5 H
3-633 RN JE A Me 1, 3~ RFFIEM: —2- 5 H
3-634 W -2k -1- 3 Me 1,3~ FFfmEm: —2- 5 H
3-635 T -3- 4 —2- Me 1,3~ X3f 2- A H
3-636 iPr Me 1,3~ EIfmEm: —2- & H
3-637 CH,Ph Me 1,3~ EIfmEm: —2- 5 H
3-638 (2,2- “EM AR ) HE Me 1,3 FIfnEm —o- %t H
3-639 Ve Me 1,3 FIfnEm —2- %t H
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3-640 2,2,2- =L Me 1,3~ EIfmEm: —2- 5 H
3-641 2,2- “RLE Me 1,3~ EIfmEm: —2- & H
3-642 LT -3- i Me 1,3~ EIfmEm: —2- 5 H
3-643 Et Me 6-C1-1, 3~ K FfMEmMe: —2- 3L H
3-644 N LiES Me 6-C1-1, 3~ K FfMEmM: —2- 3L H
3-645 W -2 e -1- 3 Me 6-C1-1, 3~ K FFMEmM: —2- 3L H
3-646 T -3- 4 —2- Me 6-Cl-1, 3~ FFFmEm: —2- 3 H
3-647 iPr Me 6-C1-1, 3~ FIFFMEM: -2 3L H
3-648 CH,Ph Me 6-C1-1, 3— A= JFMEm: —o— 5t H
3-649 (2,2- ZFINE ) HIHE Me 6-C1-1, 3~ HHfnEme: —2- %t H
3-650 Ve Me 6-C1-1, 3~ HFIFfmEm: —2- 3 H
3-651 2,2,2- =5 LI Me 6-C1-1, 3~ HFIFfmEm: —2- 3 H
3-652 2,2 “HLE Me 6-C1-1, 3~ FIFfmEm: —2- 5 H
3-653 FRINT -3- 3 Me 6-Cl-1,3~ A IFEER —2— 3 H
3-654 Et Me 6-Br—1,3- FIfMEM: —2- 5 H
3-655 NN FE A Me 6-Br—1,3- FFfMEM: —2- 3 H

[0858]
G5 R’ R’ R’ ®),
3-656 W-2-He-1- % Me 6-Br—1,3- MM —2- 3 H
3-657 T-3-f-2- % Me 6-Br-1, 3~ FFfmEmM: —2- 5 H
3-658 iPr Me 6-Br-1, 3~ MM —2- 5 H
3-659 CH,Ph Me 6-Br—1,3— ZEIFMEM: —o— 3 H
3-660 (2,2- SR ) HH Me 6-Br—1, 3— HHNEMe —2— %t H
3-661 e Me 6-Br—1, 3- z;xaﬁcuﬁﬁu -2- 3 H
3-662 2,2,2- =L Me 6-Br—1, 3~ FFfMEM: —2- K H
3-663 2,2- “RLE Me 6-Br-1, 3- zxafFuﬁEu -2 A H
3-664 LT -3- Me 6-Br—1, 3— K FfMEM: -2 3L H
3-665 Et Me 7-C1-1, 3- i;*:a‘fFu,igu% -2 A H
3-666 B E S Me 7-C1-1, 3- K FfmEme -2 3L H
3-667 W -2-He-1- % Me 7-C1-1, 3~ ZEFFuEEM: -2 FL H
3-668 T-3-H—2- % Me 7-C1-1, 3~ ZEHfmEm: -2 3L H
3-669 iPr Me 7-Cl1-1, 3 ZEFFmEme -2 3L H
3-670 CH,Ph Me 7-C1-1, 3— P —2— 3 H
3-671 (2,2- ZFINE ) HIHE Me 7-C1-1, 3— K FfmEm: —2- 3 H
3-672 SlE Me 7-C1-1, 3 ZEFEMEme —2— 3L H
3-673 2,2,2- =5 LI Me 7-C1-1, 3- ZEFpmEme —2— L H
3-674 2,2~ “HLE Me 7-C1-1, 3 ZEIFEmEme 2 3L H
3-675 FRIT -3- & Me 7-Cl-1, 3~ ZEFEIEEM: —2- 3L H
3-676 NS Me 5-T- Niwg —2- F& H
3-677 W2 He-1- % Me 5-T- MEHE —2- % H
3-678 T-3-f-2- % Me 5-T- MEHE —2- % H
3-679 iPr Me 51— fikhE —2- % H
3-680 CH,Ph Me 5-1- HitmE —2- 3 H
3-681 (2,2- I ANE ) HIE Me 5-1- fitne —2— %t H
3-682 lE Me 5-1- fitng —2- %t H
3-683 2,2,2- =L Me 5-T- MERE —2- % H
3-684 2,2~ “RLE Me 5-T- MERE —2- % H
3-685 AHIAT -3 3 Me 5-1- fitnE —2— %t H
3-686 Et Me 5-NH,~ fithe -2- % H
3-687 TRA AR Me 5-NH,— HtiE —2- % H
3-688 W -2- e -1- Me 5-NH,— HtiE —2- & H
3-689 CH,Ph Me 5-NH,~ fithe -2- % H
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3-690 (2,2- —HIHNE) THE Me 5-NH,~ AtLRE —2- 5 H
3-691 2,2,2- =@ LE Me 5-NH,— HtiE —2- 5 H
3-692 2,2- “mLE Me 5-NH,— Mg —2- 5 H
3-693 ST -3- 1 Me 5-NH,— HtiE —2- % H
3-694 Et Me 5-0H- MERE -2 F& H

[0859]
Y= R! R* R® (R%),
3-695 N iE S Me 5-OH- MR —2— FE H
3-696 W-2-He-1- Me 5-OH- fiLiE —2- & H
3-697 CH,Ph Me 5-OH- nkig —2- % H
3-698 (2,2- ZEIHNE) FE Me 5-0H- MHEmE —2- 3L H
3-699 2,2,2- =M LE Me 5-OH- fitiE —2- % H
3-700 2,2- “HR.LIE Me 5-OH- fitiE —2— %t H
3-701 AT -3 & Me 5-OH- fitig —2— % H
3-702 Et Me 5—-0CHF,~ HitiE —2- 3 H
3-703 A A Me 5-0CHF,~ fitig —2- 3 H
3-704 W-2-H-1- Me 5-0CHF,~ fitiE —2- 3 H
3-705 CH,Ph Me 5-0CHF,— Hitng —2- 3 H
3-706 (2,2- —FIAE) FHE Me 5-0CHF,— ki —2— 3 H
3-707 2,2,2- =M LE Me 5-0CHF,~ fitiE —2- 3 H
3-708 2,2- —H.LIE Me 5-0CHF,~ fitiE —2- 3 H
3-709 FORINTT -3 A Me 5-0CHF,~ fitiE —2- 3 H
3-710 Et Me 5-MeO— HLAE —2— FE H
3-711 NS Me 5-MeO- fitng —2- %t H
3-712 W-2-H-1- % Me 5-MeO- fitng —2- %t H
3-713 CH,Ph Me 5-MeO— MLHE -2 F& H
3-714 (2,2- ZHIANE) FE Me 5-MeO- HtAE —2- H
3-715 2,2,2- =LK Me 5-MeO- At —2— % H
3-716 2,2- “HRLHE Me 5-MeO- At —2- % H
3-717 AT -3- 3 Me 5-MeO— MitAE —2- J& H
3-718 Et Me 5-MeS— e —2- 3 H
3-719 N LS Me 5-MeS— Nitig —2- & H
3-720 W-2-He-1- 3 Me 5-MeS— fitng —2- % H
3-721 CH,Ph Me 5-MeS— MLAE —2— FE H
3-722 (2,2- ZRIHANE) FE Me 5-MeS— MEAE —2- 3 H
3-723 2,2,2- =LK Me 5-MeS— fitnE —2- %t H
3-724 2,2- “HR.LIE Me 5-MeS— fitng —2- %t H
3-725 AT -3 & Me 5-MeS— fitnE —2— %t H
3-726 Et Me 5-NHMe— AitAE —2- J& H
3-727 NN FE A Me 5-NHMe— NHLRE —2— 3 H
3-728 W-2-H-1- Me 5-NHMe— NHLAE —2— 3 H
3-729 CH,Ph Me 5-NHMe— HtiE —2- 5 H
3-730 (2,2- —HINNE ) FE Me 5-NHMe— MlLRE —2- 2 H
3-731 2,2,2- =@M LK Me 5-NHMe— NHLAgE —2— % H
3-732 2,2- —H.LIE Me 5-NHMe— NHLRE —2— 3 H
3-733 AN T -3 K& Me 5-NHMe— NHLRE —2— & H
[0860]
9’5 R R’ R’ (R,
3-734 Et Me 5-NMe,— HILHE —2- % H
3-735 B Me 5-NMe,— HLAE —2- 5 H
3-736 W-2- e -1- Me 5-NMe,— HHLAE —2- & H
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3-737 CH,Ph Me 5-NMe,~ MELAE —2- & H
3-738 (2,2- ZRIHE) FE Me 5-NMe,— MiLAE —2- J& H
3-739 2,2,2- =LK Me 5-NMe,— HIEIE —2- HE H
3-740 2,2- “HLHE Me 5-NMe,— NHEBE —2- & H
3-741 FORINT -3- H Me 5-NMe,— HHLIE —2- & H
3-742 - AT -2- & Me 4-C1-Ph H
3-743 - AT 2- K& Me 4-Br-Ph H
3-744 3-FET -2- % Me 5-C1- NiEng —2- & H
3-745 3R] -2- K Me 5-Br— ki —2— 3t H
3-746 S-BHT -2-K Me 5-C1-2- BEWyFL H
3-747 -BHT -2- K Me 5-Br-2— BEMy L H
3-748 3- LHEK -1- P -3- H Me 4-C1-Ph H
3-749 3- LHEK -1- P -3- H Me 4-Br—Ph H
3-750 3- LHR -1- P -3- H Me 5-C1- NithE -2- 3 H
3-751 3- LHER -1- P -3- H Me 5-Br- MthE -2- 3 H
3-752 3— LHER -1- P -3- H Me 5-C1-2— WEmy 5L H
3-753 3— LHER -1- P —3- H Me 5—Br—2— BEmy 5L H
3-754 - =F Me 4-C1-Ph H
3-755 HEEE Me 4-Br-Ph H
3-756 —HEEE Me 5-C1- MLAE —2- 3L H
3-757 - F Me 5-Br— MLAE —2- 3L H
3-758 R Me 5-C1-2- BEW;HL H
3-759 Y EE-E Me 5-Br-2- BEW;FL H
3-760 2,2,3,3- UG AR Me 4-C1-Ph H
3-761 2,2,3,3- PUGE AR Me 4-Br-Ph H
3-762 2,2,3,3- PUg N Me 5-C1- nigng —2- H
3-763 2,2,3,3- PUgINFE Me 5-Br— Ning —2- % H
3-764 2,2,3,3- UG AR Me 5-C1-2— WEWy 5L H
3-765 2,2,3,3- DY NRE Me 5-Br-2— BEWy AL H
3-766 4,4,4- =7 T 3 Me 4-C1-Ph H
3-767 4,4,4- =5 T & Me 4-Br-Ph H
3-768 4,4,4- =5 T & Me 5-C1- NiEhg —2- & H
3-769 4,4,4- =& T3 Me 5-Br— HHRE —2- 3L H
3-770 4,4,4- =5/ T % Me 5-C1-2— BEWyFL H
3-771 4,4,4- =5 T 3 Me 5-Br—2- BEWy L H
3-772 LRI R Me 4-C1-Ph H

[0861]
= R! R* R® (R%),
3-773 LIRS PR Me 4-Br-Ph H
3-774 LIRS AR Me 5-C1- MLRE —2- 3L H
3-775 LIRS B R Me 5-Br— MLAE —2- 3L H
3-776 LRI A Me 5-C1-2— ey L H
3-777 LRI A Me 5-Br-2- MEmy H
3-778 2- AR OFHE Me 4-C1-Ph H
3-779 2- @M FHE Me 4-Br-Ph H
3-780 2- @M OFHE Me 5-C1- Nigrg —2- 3 H
3-781 2- @M OFHE Me 5-Br— Niag —2- % H
3-782 2- @M LFHE Me 5-C1-2- WEmy 5k H
3-783 2- @M OHE Me 5-Br—2- ey 5k H
3-784 3- ENE Me 4-C1-Ph H
3-785 3- EN Me 4-Br-Ph H
3-786 3 N FE Me 5-C1- nikig —2- % H
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3-787 3- EAE Me 5-Br— MLAE —2- 3L H
3-788 3 FIN A Me 5-C1-2- BEW; 5L H
3-789 3 N FE Me 5-Br—2- MEWy L H
3-790 2- LRI LK Me 4-C1-Ph H
3-791 2- LAEFE LK Me 4-Br-Ph H
3-792 2- LA LHE Me 5-C1- MHLAE -2 F& H
3-793 2- LRI LHE Me 5-Br- MLAE —2- F H
3-794 2- LERHE Me 5-C1-2— WEWY 3L H
3-795 - LRI Me 5-Br—2— BEmy 5k H
3-796 2- R -1- 3 Me 4-C1-Ph H
3-797 2- R -1- 3 Me 4-Br—Ph H
3-798 1- FRFHN 2- 3 Me 5-C1- Nigrg —2- % H
3-799 1- IR 2- 3 Me 5-Br— Nag —2- 3 H
3-800 1- PR 2- Me 5-C1-2- BEMy 5L H
3-801 1- FRREN 2- 3 Me 5-Br-2- BEWy 5L H
3-802 - FAEET -1- Me 4-C1-Ph H
3-803 - FEET -1- i Me 4-Br-Ph H
3-804 - FHAEET -1- i Me 5-C1- MLhE —2- 3L H
3-805 - FHAEET -1- i Me 5-Br- MLAE —2- 3L H
3-806 2- AR T —1- & Me 5-C1-2- BEWy Jk H
3-807 - FHAERKRET -1- £ Me 5-Br—2- MEWy 5k H
3-808 1,3 —5&A 2 & Me 4-C1-Ph H
3-809 1,3 —5&A 2 & Me 4-Br-Ph H
3-810 1,3 —&A 2 & Me 5-C1- MLAE —2- 3L H
3-811 1,3~ —58A 2 & Me 5-Br— MLAE —2- 3L H

[0862]
' R! R* R’ (R,
3-812 1,3~ A 2 & Me 5-C1-2- WEWyHE H
3-813 1,3~ A —2- & Me 5-Br—2- WEWy 5L H
3-814 2,3~ —HHEIENE Me 4-C1-Ph H
3-815 2,3~ “HERERNE Me 4-Br-Ph H
3-816 2,3~ ZHEENE Me 5-C1- MERE —2- 3L H
3-817 2,3~ —HEENE Me 5-Br- MAE —2- 3L H
3-818 2,3~ “HERENE Me 5-C1-2—- WEWy 5L H
3-819 2,3~ ~HEAFENIE Me 5-Br-2- WEWy R H
3-820 1,3~ S -4- FEHEE Me 4-C1-Ph H
3-821 1,3~ S -4- FEHEE Me 4-Br—Ph H
3-822 1,3~ "SI —4- FEFE Me 5-C1- MEwE —2- & H
3-823 1,3~ —FH N -4- FLHE Me 5-Br- MERE —2- & H
3-824 1,3~ I —4- FEHRE Me 5-C1-2— BEmy 5L H
3-825 1,3- &I —4- FEHFE Me 5-Br-2- BEWyFL H
3-826 1,1,1,4,4,4- & ] 2~ 3 Me 4-C1-Ph H
3-827 1,1,1,4,4,4- & ] 2- 3 Me 4-Br-Ph H
3-828 1,1,1,4,4,4- N&E ] 2~ 3 Me 5-C1- MtRE —2- & H
3-829 1,1,1,4,4,4- & ] 2~ 3 Me 5-Br- MtAE —2- & H
3-830 1, 1,1,4,4,4- N1 —2- & Me 5-C1-2- BEWyHL H
3-831 L, 1,1,4,4,4- N1 —2- & Me 5-Br—2- WBEW; L H
3-832 L,1- 5[ 2 & Me 4-C1-Ph H
3-833 L, 1- 5[ 2 & Me 4-Br-Ph H
3-834 L,1- —58A 2 & Me 5-C1- MiAE —2- & H
3-835 L, 1- —58A 2 & Me 5-Br- HitAE —2- A& H
3-836 L,1- %A —2- & Me 5-C1-2- BEWy HL H
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3-837 1, 1- 5N -2- % Me 5-Br—2- WEWy 5 H
3-838 1- 5N -2- i Me 4-C1-Ph H
3-839 1- 5N -2 3 Me 4-Br-Ph H
3-840 1- 5N -2 3 Me 5-C1- NiEAE —2- & H
3-841 1- A —2- % Me 5-Br- Mg —2- 3 H
3-842 1- FN —2- 3 Me 5-C1-2- MEMy 5L H
3-843 1- FN —2- 3 Me 5-Br—2- MEMy 5k H
3-844 1- AR —2- % Me 4-C1-Ph H
3-845 1- WA —2- K& Me 4-Br—Ph H
3-846 1- RARA 2- & Me 5-C1- ntmg —2— Ft H
3-847 1- RARA 2- & Me 5-Br— itRE —2— FE H
3-848 1- R —2- & Me 5-C1-2- BEWy 5L H
3-849 1- AR —2- & Me 5-Br—2— WEWy 5k H
3-850 - 540 2- & Me 4-C1-Ph H

[0863]
G5 R’ R’ R° R,
3-851 - 540 2 & Me 4-Br-Ph H
3-852 - 540 2 & Me 5-C1- fLAE —2- 3L H
3-853 - 540 2- & Me 5-Br- fLAE —2- 3L H
3-854 - S| 2- & Me 5-C1-2- BEWyHL H
3-855 - S| —2- & Me 5-Br-2- BEW; AL H
3-856 - RINEIELE Me 4-C1-Ph H
3-857 - RINEFELE Me 4-Br-Ph H
3-858 - RINEFELE Me 5-C1- nigrg —2- 3 H
3-859 - RINEFELE Me 5-Br— nitig —2- % H
3-860 - RINEFELE Me 5-C1-2— MEMy HL H
3-861 2- RINEFELKE Me 5-Br—2- MEMy 5L H
3-862 DU eI —3— JE Me 4-C1-Ph H
3-863 DU eI —3— JE Me 4-Br-Ph H
3-864 DU e —3— it Me 5-C1- MLAE —2- H
3-865 PUS el —3— Me 5-Br- fitAE —2- & H
3-866 DU IR —3- Me 5-C1-2- BEWyHL H
3-867 DU R —3— & Me 5-Br—2- BEWy L H
3-868 2-(2,2,2- =R LEHR) i Me 4-C1-Ph H
3-869 2-(2,2,2- =R LEHR) i Me 4-Br-Ph H
3-870 2-(2,2,2- =RLEHR) 2k Me 5-C1- HRE —2- 3 H
3-871 2-(2,2,2- =R LEHR) 2K Me 5-Br- LAE —2- 3L H
3-872 2-(2,2,2- =8 LEHE) LFH Me 5-C1-2— BEWy 5L H
3-873 2-(2,2,2- =R LEK) LIk Me 5—Br—2— BEMy 5L H
3-874 (3,3,4,4,4~ A ] 2- % Me 4-C1-Ph H
3-875 (3,3,4,4,4- HE T 2 % Me 4-Br-Ph H
3-876 (3,3,4,4,4- A& ] 2- % Me 5-C1-nitmg —2— 3 H
3-877 (3,3,4,4,4- h&E | 2- % Me 5-Br— nitng —2- % H
3-878 (3,3,4,4,4- HE T 2 & Me 5-C1-2— WEWy 5L H
3-879 (3,3,4,4,4- H ] 2- & Me 5-Br-2- BEWyFL H
3-880 I-(N,N- —HEFEBEL) 2 -1- & Me 4-C1-Ph H
3-881 I-(N,N- —HEFEBEL) 2 -1- & Me 4~Br-Ph H
3-882 1-(N, N- “HEFERERIEL) 4 -1- K& Me 5-C1- NHmE —2- 3L H
3-883 1-(N, N- “HEFERIEL) 4 -1- K& Me 5-Br— NHLmE —2- 3 H
3-884 1-(N, N- “HREFRERIEL) 4 -1- K& Me 5-C1-2— WEmy 5L H
3-885 1-(N, N- ZHREFRERIEL) 4 -1- K& Me 5-Br—2- MEMy 5L H
3-886 (1,3~ —MWEkr —2— ) FH3E Me 4-C1-Ph H

©
(0]




CN 102083818 B ] 95/170 L
3-887 (1,3~ — Wk —2- ) R Me 4-Br-Ph H
3-888 (1,3~ —WEkr —2- %) R Me 5-C1- fikag —2- 3 H
3-889 (1,3 —MWEky —2— Jb) FHE Me 5-Br- fitAE —2- 3t H

[0864]
G5 R’ R’ R° (R),
3-890 (1,3- Wik —2- 5L ) HH Me 5-C1-2— WEWyBE H
3-891 (1,3 —MWEgy —2—- FE ) FFEE Me 5-Br—2— Wy 3L H
3-892 L1,1- =%&7T 2- % Me 4-C1-Ph H
3-893 L1,1- =& 7T 2- % Me 4-Br-Ph H
3-894 L1,1- =& 71 2- % Me 5-C1- LhE —2- 3L H
3-895 L1,1- =& 71 23 Me 5-Br— MRE —2- 3L H
3-896 L,1,1- =71 2- % Me 5-C1-2- BEMy 5L H
3-897 L,1,1- =& 71 2- % Me 5-Br-2- BEWy 5L H
3-898 - (KT 2- EEHERE) - % Me 4-C1-Ph H
3-899 - (KT —2- EEHERE) - %5 Me 4-Br-Ph H
3-900 - (KT 2- EEHER) 1- % Me 5-C1- fLhE —2- 3L H
3-901 - (KT —2- EEHER) 1- %5 Me 5-Br— MLAE —2- 3L H
3-902 2-(IRT —2- EEREEERE) 1- % Me 5-C1-2- BEM 5L H
3-903 - (IRT —2- EEREER) 1- % Me 5-Br-2- BEWy 5L H
3-904 BHIRT —o- HH I Me 4-C1-Ph H
3-905 ERINT —o- FH I Me 4-Br-Ph H
3-906 BHIRT —o- FH I Me 5-C1- NmE —2- 3% H
3-907 FIIR T —2- FEH L Me 5-Br— fLAE —2- 3L H
3-908 AT -2 FEHEE Me 5-C1-2— ey 5L H
3-909 FIRIRT —2- FEHEE Me 5-Br—2- MEMyRE H
3-910 2,2- “HEHELIHE Me 4-C1-Ph H
3-911 2,2- "HEFIE LI Me 4-Br-Ph H
3-912 2,2- "I LI Me 5-C1- Hkmg —2- % H
3-913 2,2- “HHEIELLIE Me 5-Br— MLAE -2 3 H
3-914 2,2- “HEIAELKE Me 5-C1-2— WEWyBE H
3-915 2,2- “HEIK LK Me 5-Br—2- MEmyHE H
3-916 1- FACAEE Me 4-C1-Ph H
3-917 1- FACHEE Me 4-Br-Ph H
3-918 1- AR E Me 5-C1- NigRg —2- 3 H
3-919 1- AR E Me 5-Br— NLAg —2- 3 H
3-920 1- FACA Me 5-C1-2— ey H
3-921 1- BARAE Me 5-Br—2— ey H
3-922 4- ST 2- £ Me 4-C1-Ph H
3-923 4- ST 2- & Me 4-Br-Ph H
3-924 4- ST 2- & Me 5-C1- fLhE —2- 3L H
3-925 4- ST 2- & Me 5-Br— fLAE —2- 3L H
3-926 4- FART —2- Me 5-C1-2- BEWy 3L H
3-927 4- FART —2- Me 5-Br—2- BEWy 5L H
3-928 3- S AH -2- & Me 4-C1-Ph H
[0865]
G5 R R’ R’ (),
3-929 3- SH 2- & Me 4-Br-Ph H
3-930 3- SfRH —2- & Me 5-C1- MERE —2- % H
3-931 3- SRH 2- & Me 5-Br- MEAE —2- % H
3-932 3- SN —2- & Me 5-C1-2- BEW; L H
3-933 3- SN —2- & Me 5-Br—2- BEW; L H
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3-934 2-(2- HRCEE) oF Me 4-C1-Ph H
3-935 2-(2- FRCEE) 4F Me 4-Br-Ph H
3-936 2-(2- FRCEE) F Me 5-C1- MEmE —2- 3L H
3-937 2-(2- FRCEE) L3 Me 5-Br— MLmE —2- 3 H
3-938 2-(2- FRCHEHE) 25 Me 5-C1-2- ey 5L H
3-939 2-(2- ERCEKE) 23 Me 5-Br—2- Iy 5 H
3-940 2,2- R Me 4-C1-Ph H
3-941 2,2- R Me 4-Br-Ph H
3-942 2,2- R Me 5-C1- MHERE —2- 3 H
3-943 2,2- R LI Me 5-Br- MERE —2- % H
3-944 2,2- —S I Me 5-C1-2— BEmy 5L H
3-945 2,2- —S I Me 5-Br—2— BEmy 5k H
3-946 2,3~ “SANH Me 4-C1-Ph H
3-947 2,3~ “SAHE Me 4-Br—Ph H
3-948 2,3 “SANH Me 5-C1- MERE —2- % H
3-949 2,3~ “SAH Me 5-Br- MtHE —2- & H
3-950 2,3~ S NE Me 5-C1-2— WEWy 5L H
3-951 2,3 S NE Me 5-Br-2- BEWy 5L H
3-952 1,3 —5A 2 & Me 4-C1-Ph H
3-953 1,3~ 5/ 2- & Me 4-Br-Ph H
3-954 1,3~ 5/ 2- & Me 5-C1- MERE —2- % H
3-955 1,3- 5/ 2- & Me 5-Br- MEAE —2- % H
3-956 1,3 —5 A/ 2- & Me 5-C1-2- BEWyHL H
3-957 1,3 —5 A/ 2- & Me 5-Br-2- BEW; FL H
3-958 2- 52,2 LK Me 4-C1-Ph H
3-959 2- 5 2,2- LK Me 4-Br-Ph H
3-960 2- 5 2,2- LK Me 5-C1- MERE —2- % H
3-961 2- 5 2,2- LK Me 5-Br- NtAE —2- 3 H
3-962 2-52,2- LK Me 5-C1-2- MEWy 5L H
3-963 2- 5 2,2- LK Me 5-Br—2- BEWy AL H
3-964 1- # 2- IR -2- 3 Me 4-C1-Ph H
3-965 -5 2- FERE 2- 1 Me 4-Br-Ph H
3-966 -5 2- FHERE 2- 3 Me 5-C1- MERE —2- 3% H
3-967 -5 2- FHERE 2- Me 5-Br- MEiE —2- % H

[0866]
G5 R’ R’ R° (R,
3-968 -5 2- FHEKF —2- & Me 5-C1-2- BEWyHL H
3-969 -5 2- FHELH —2- & Me 5-Br-2- MEMyHL H
3-970 1- & -3 HEHERE 2- & Me 4-C1-Ph H
3-971 -5 -3 HEER 2 & Me 4-Br-Ph H
3-972 - & 3 HEER 2- & Me 5-C1- fLhE —2- 3L H
3-973 1- % 3 HEER 2- & Me 5-Br— MLAE —2- 3L H
3-974 1- 5 -3~ AN —2- & Me 5-C1-2- BEWy 3 H
3-975 1- 5 -3 AN —2- & Me 5-Br-2- BEW 5L H
3-976 3,3,3 =HANE Me 4-C1-Ph H
3-977 3,3,3 =H A Me 4-Br-Ph H
3-978 3,3,3 —ENE Me 5-C1- MERE —2- % H
3-979 3,3,3 —HNE Me 5-Br- MERE —2- % H
3-980 3,3,3- =HNE Me 5-C1-2- WEW; FL H
3-981 3,3,3 =HNE Me 5-Br—2- BEWy 5L H
3-982 - FRKE Me 4-C1-Ph H
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3-983 2- AARE Me 4-Br-Ph H
3-984 2- FORFE Me 5-C1- fitrE —2- % H
3-985 2- FORFE Me 5-Br- fitAE —2- % H
3-986 2- FAARIE Me 5-C1-2- WEmy 5k H
3-987 2- FORKEE Me 5-Br-2- ZEMy 5L H
3-988 2- FAREmE -3 3 Me 4-C1-Ph H
3-989 2- FARLmE -3 3 Me 4-Br-Ph H
3-990 2- FARHEIE -3- 3 Me 5-C1- NiLiE —2- % H
3-991 2- FARHLIE -3- % Me 5-Br— itRE —2- 3t H
3-992 2— SR RE —3- 3 Me 5-C1-2— BEMy H
3-993 2- SR RE —3- 3 Me 5-Br-2- WEWy 5L H
3-994 3- S fentng —2- 3 Me 4-C1-Ph H
3-995 3- S AtntnE —2- 3 Me 4-Br-Ph H
3-996 3- F AR E —2- & Me 5-C1- ki —2— 3 H
3-997 3- FARHLE —2- FE Me 5-Br— Nitig —2- 3 H
3-998 3- SUfCnkeE —2- & Me 5-C1-2- BEWY L H
3-999 3- SfenkrE —2- 3 Me 5-Br—2- BEWy Bt H
3-1000 LI Me 4-C1-Ph H
3-1001 A LFE Me 4-Br-Ph H
3-1002 FELFE Me 5-C1- nikmg —2- 3 H
3-1003 FLELFE Me 5-Br— nitng —2- F& H
3-1004 TR HE Me 5-C1-2— MEMyRE H
3-1005 TR HE Me 5-Br—2- BEWy 3L H
3-1006 1,2,2,2- VU 25 Me 4-C1-Ph H

[0867]
Gi 5 R R’ R RD,
3-1007 1,2,2,2- ISR LHE Me 4-Br-Ph H
3-1008 1,2,2,2- WU LHE Me 5-C1- Hkmg —2- % H
3-1009 1,2,2,2- VU CH: Me 5-Br— HLAE -2 3 H
3-1010 1,2,2,2- U L5 Me 5-C1-2— WEWYBE H
3-1011 1,2,2,2- U L3 Me 5-Br—2— WEWy 5L H
3-1012 1,1,2,2- JUsR &3 Me 4-C1-Ph H
3-1013 1,1,2,2- PUsR &3 Me 4-Br-Ph H
3-1014 1,1,2,2- JUsR & Me 5-C1- LhE —2- 3L H
3-1015 1,1,2,2- JUsR 2 Me 5-Br— fRE —2- 3L H
3-1016 1,1,2,2- Vs &% Me 5-C1-2— BEMY L H
3-1017 1,1,2,2- U L3 Me 5-Br—2- BEMy 3L H
3-1018 1,1,2- =3 Me 4-C1-Ph H
3-1019 1,1,2- =/ 3 Me 4-Br—Ph H
3-1020 1,1,2- =3 Me 5-C1- fLAE —2- 3L H
3-1021 1,1,2- =/ L3 Me 5-Br— fLAE —2- 3L H
3-1022 1,1,2- =& L3 Me 5-C1-2— BEMyRE H
3-1023 1,1,2- =® L3 Me 5-Br—2- BEMyBE H
3-1024 - FHET —3- i -2- & Me 4-C1-Ph H
3-1025 2- FHET -3-$h—2- i Me 4-Br—Ph H
3-1026 - FHET -3- e —2- i Me 5-C1- fLhE —2- 3L H
3-1027 2- FHET -3-fh—2- £ Me 5-Br— fLAE —2- 3L H
3-1028 2—- FFET -3- Hr—2- & Me 5-C1-2- BEWy 5L H
3-1029 2—- FHEET -3- Hr—2- & Me 5-Br-2- BEWy 5L H
3-1030 I-( CEREHI) 4 -1- K Me 4-C1-Ph H
3-1031 I-( CEREHI) 4 -1- K Me 4-Br—Ph H
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3-1032 1-( ZEFEHBIE) 4 -1- % Me 5-C1- nigng —2- H
3-1033 I-( CEREHI) 4 -1- K Me 5-Br— NitiE —2- % H
3-1034 I-( CEREHI) 4 -1- K Me 5-C1-2— MEmyHE H
3-1035 I-( CEEHKE) 4 -1- % Me 5-Br—2— MEmy R H
3-1036 1,1,2,3,3,3- NEAHE Me 4-C1-Ph H
3-1037 1,1,2,3,3,3- /NEAE Me 4-Br-Ph H
3-1038 1,1,2,3,3,3- ;NEAHE Me 5-C1- MLAE -2 F& H
3-1039 1,1,2,3,3,3- /NEAE Me 5-Br— niLig —2- % H
3-1040 1,1,2,3,3,3- N#E AL Me 5-C1-2— MEMy L H
3-1041 1,1,2,3,3,3 ANHENE Me 5-Br-2- MEMy R H
3-1042 e Me 4-C1-Ph H
3-1043 513 Me 4-Br-Ph H
3-1044 513 Me 5-C1- Nigrg —2- 3 H
3-1045 FT 3 Me 5-Br— NAg —2- 3 H

[0868]

] R! R* R® (R,
3-1046 RS Me 5-C1-2- BEWy 5L H
3-1047 LS Me 5-Br-2- BEWy 5L H
3-1048 n— RIE Me 4-C1-Ph H
3-1049 n— JRIE Me 4-Br-Ph H
3-1050 n— RIE Me 5-C1- MERE —2- % H
3-1051 n— R Me 5-Br- MEAE —2- & H
3-1052 n— I Me 5-C1-2- BEW;HL H
3-1053 n— I Me 5-Br-2- BEW; FL H
3-1054 n— BEEE Me 4-C1-Ph H
3-1055 n— B Me 4-Br-Ph H
3-1056 n— BEE Me 5-C1- MERE —2- % H
3-1057 n— B Me 5-Br- MEAE —2- % H
3-1058 n— B Me 5-C1-2- WEWy Bk H
3-1059 n— Bt Me 5-Br—2- WEWy 5k H
3-1060 n- 5 Me 4-C1-Ph H
3-1061 n- % Me 4-Br-Ph H
3-1062 n— T3 Me 5-C1- ALiE —2- %k H
3-1063 n- T3 Me 5-Br— AltiE -2- %k H
3-1064 n- & Me 5-C1-2- WEwy 3 H
3-1065 n- 5 Me 5-Br-2- MWy 3 H
3-1066 R EE Me 4-C1-Ph H
3-1067 R EE Me 4-Br—Ph H
3-1068 INRFE Me 5-C1- fitne —2- %t H
3-1069 INRIE Me 5-Br— fitag —2- % H
3-1070 R EE Me 5-C1-2- WEWY 5L H
3-1071 R EE Me 5-Br—2- BEWy 5L H
3-1072 o Me 4-C1-Ph H
3-1073 o Me 4-Br-Ph H
3-1074 o Me 5-C1- MEAE —2- & H
3-1075 b7 Me 5-Br- MEAE —2- & H
3-1076 7w Me 5-C1-2— ey Bk H
3-1077 7w Me 5-Br—2- ey 5k H
3-1078 sBu Me 4-C1-Ph H
3-1079 sBu Me 4-Br-Ph H
3-1080 sBu Me 5-C1- ki —2- %k H
3-1081 sBu Me 5-Br- MEAE —2- % H
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3-1082 sBu Me 5-C1-2— HEmY 5E H
3-1083 sBu Me 5-Br-2- WEmy AL H
3-1084 & -3 A Me 4-C1-Ph H
[0869]
] R' R* R’ (R,
3-1085 &k -3 3 Me 4-Br-Ph H
3-1086 % -3- 3 Me 5-C1- MLAE -2 F& H
3-1087 & -3 3 Me 5-Br— ALAE —2- 3 H
3-1088 K3 & Me 5-C1-2— BEWyJL H
3-1089 k-3 & Me 5-Br—2- BEWy L H
3-1090 I-( FEERE) o -1- % Me 4-C1-Ph H
3-1091 I-( FEERE) o -1- % Me 4-Br-Ph H
3-1092 1-( FEREHEE) 4 -1- & Me 5-C1- nigrg —2- % H
3-1093 1-( SR ) 4 -1- & Me 5-Br— fitng —2- %t H
3-1094 I-( FEEHE) 4 -1- K& Me 5-C1-2— BEWy 5L H
3-1095 I-( FEREHE) 4 -1- K& Me 5-Br—2— BEWy 5L H
3-1096 2,2,2- —EMNLEE Me 4-C1-Ph H
3-1097 2,2,2- MR E Me 4-Br-Ph H
3-1098 2,2,2- MR E Me 5-C1- nigrg —2- 3 H
3-1099 2,2,2- MR LE Me 5-Br— Nag —2- 3 H
3-1100 2,2,2- Z=HMRE Me 5-C1-2— WEMy 5L H
3-1101 2,2,2- ZFMRCE Me 5—Br—2- WBEMy 5L H
3-1102 - FARAE Me 4-C1-Ph H
3-1103 - FARAE Me 4-Br—Ph H
3-1104 - FARAE Me 5-C1- MERE —2- % H
3-1105 3- FAVAFE Me 5-Br— nitig —2- % H
3-1106 3- FACHFE Me 5-C1-2— MEWy AL H
3-1107 3- FANAFE Me 5-Br-2— ey AL H
3-1108 2-(2- HEHE LA ) oK Me 4-C1-Ph H
3-1109 2-(2- HEIECEIAE ) 4% Me 4-Br-Ph H
3-1110 2-(2- FEILCHEHE ) oK Me 5-C1- NHEmE -2 F H
3-1111 2-(2- FEICEE ) oK Me 5-Br— MmE —2- 3t H
3-1112 2-(2- FEIECEE ) oK Me 5-C1-2- MEmy 5L H
3-1113 2-(2- FEIECHEIE ) o & Me 5-Br—2- MEmy AL H
3-1114 TH -2- EHE Me 4-C1-Ph H
3-1115 TH -2- EHE Me 4-Br-Ph H
3-1116 TH —2- EHE Me 5-C1- LRE —2- 3L H
3-1117 TH 2 EHE Me 5-Br— fLhE —2- 3L H
3-1118 TR —2- FEHE Me 5-C1-2- BEWyHL H
3-1119 TR —2- FEHE Me 5-Br-2- BEWyFL H
3-1120 T-3-f-1- % Me 4-C1-Ph H
3-1121 T -3 fe-1- 3 Me 4-Br-Ph H
3-1122 T-3-fe-1- 3 Me 5-C1- MLhE —2- % H
3-1123 T -3 fe-1- % Me 5-Br- MEAE —2- & H
[0870]
9’5 R! R’ R° (R,
3-1124 T3k -1- Me 5-C1-2— MEmy 3L H
3-1125 T-3-fe-1- % Me 5-Br-2- BEWy 5L H
3-1126 (2,2- —S A ) HE Me 4-C1-Ph H
3-1127 (2,2- S NE) FIHE Me 4-Br-Ph H
3-1128 (2,2- “FIANE) FIHE Me 5-C1- ik mgE —2- % H
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3-1129 (2,2- ZHIARNE) FE Me 5-Br— MLAE —2- 3L H
3-1130 (2,2- —FHMAE) HE Me 5-C1-2- MEWyHL H
3-1131 (2,2- “EIRAR) HIL Me 5-Br—2- MEWy 5L H
3-1132 2-(N,N- “ZRFHE) & -1- % Me 4-C1-Ph H
3-1133 2-(N,N- “ZHERH) &4 -1- & Me 4-Br-Ph H
3-1134 2-(N,N- ZZHEHE) 2 -1- & Me 5-C1- ALmE —2- % H
3-1135 2-(N,N- —ZFEFIE ) 4 -1- 3 Me 5-Br— e -2 J H
3-1136 2-(N,N- “ZHFIE) &4 -1- & Me 5-C1-2— MMy HE H
3-1137 2-(N,N- —ZFHEKE ) 4 -1- 3 Me 5-Br-2- WEWy R H
3-1138 2- RILIRFE Me 4-C1-Ph H
3-1139 2- RFERFL Me 4-Br-Ph H
3-1140 2- RIFEARFL Me 5-C1- Nigrg —2- 3 H
3-1141 2- BRFERHL Me 5-Br— NAg —2- 3 H
3-1142 2- BFERHL Me 5-C1-2— WEWy 5L H
3-1143 2- BFERHL Me 5-Br—2— BEWy 5 H
3-1144 T & Me 4-C1-Ph H
3-1145 tBu Me 4-Br-Ph H
3-1146 tBu Me 5-C1- nithe -2- % H
3-1147 tBu Me 5-Br- NtAE —2- & H
3-1148 tBu Me 5-C1-2- HEmY R H
3-1149 tBu Me 5-Br-2- HEmy R H
3-1150 1- RN Me 4-C1-Ph H
3-1151 1- IR Me 4-Br—Ph H
3-1152 1- FIEIANIE Me 5-C1- MiLhg —2- 5 H
3-1153 1- FIEIANIE Me 5-Br- Mithg —2- 5 H
3-1154 1- FHIELIAN I Me 5-C1-2—- BEMyHE H
3-1155 1- FIEIAA I Me 5-Br—2— BEMyHE H
3-1156 — FE e Me 4-C1-Ph H
3-1157 — FAJE R e ik R Me 4-Br—Ph H
3-1158 — FE e e ik R Me 5-C1- MLAE -2 F& H
3-1159 = AR R AL Me 5-Br— MitiE —2- % H
3-1160 = FL T I A O Me 5-C1-2- MEMy 5L H
3-1161 = R AR Eﬁ;i Me 5-Br—2- BEMy 5L H
3-1162 2,3 —4& -1H- &i -5 Me 4-C1-Ph H
[0871]
G5 R! R’ R° (R,
3-1163 2,3~ & -1H-#fi -5 & Me 4-Br-Ph H
3-1164 2,3~ & -1H-#i 5 % Me 5-C1- fLhE —2- 3L H
3-1165 2,3~ & -1H- #i 5 & Me 5-Br— fLAE —2- 3L H
3-1166 2,3- “& -1H- i -5 % Me 5-C1-2— WEW; 5 H
3-1167 2,3- & -1H-Bfi -5 % Me 5-Br—2— WEW; 5 H
3-1168 1- RN T A Me 4-C1-Ph H
3-1169 1- RT3 Me 4-Br—Ph H
3-1170 1- FIEAT 3 Me 5-C1- nigrg —2- 3 H
31171 1- FIEAT 3 Me 5-Br— NAg —2- 3 H
3-1172 1- RT3 Me 5-C1-2— WEWy 5L H
3-1173 1- RT3 Me 5-Br—2— WEWy 5L H
3-1174 - (HI T -3-H) o -1- Me 4-C1-Ph H
3-1175 - (EAT -3-H) o -1- % Me 4-Br-Ph H
3-1176 - (T -3- %) &4 -1-F Me 5-C1- nikig —2- % H
3-1177 -( BT -3-K) & -1-% Me 5-Br— LR —2- % H
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3-1178 - (BT -3-%) o -1- & Me 5-C1-2- BEWy KL H
3-1179 - (AT -3-3) 24 -1- 3 Me 5-Br—2— WEWy 5L H
3-1180 Bu Me 4-C1-Ph H
3-1181 Bu Me 4-Br-Ph H
3-1182 Bu Me 5-C1- HLiE -2 F& H
3-1183 Bu Me 5-Br— MLiE -2 F& H
3-1184 Bu Me 5-C1-2— MEmy 5k H
3-1185 Bu Me 5-Br-2- WEWy 5L H
3-1186 2-(N,N- —ZFFHIE ) 4 -1- 3% Me 4-C1-Ph H
3-1187 2-(N,N- —ZFFIE ) 4 -1- 3% Me 4-Br-Ph H
3-1188 2-(N,N- “ZHFHE) &4 -1- % Me 5-C1- nikmg —2— 3t H
3-1189 2-(N,N- —ZFFHIE ) 4 -1- 3% Me 5-Br— NLAg —2- 3 H
3-1190 2-(N,N- 2 RFH ) & -1- % Me 5-C1-2- BEW L H
3-1191 2-(N,N- —ZHFI ) 24 -1- 3 Me 5-Br—2- BEMyBE H
3-1192 o— (M —4- K ) Z-1- Me 4-C1-Ph H
3-1193 - (M —4- K ) Z-1- Me 4-Br-Ph H
3-1194 o— (M —4- K ) Z-1- K Me 5-C1- fLAE —2- 3L H
3-1195 - (M —4- K ) 2 -1- K Me 5-Br- fLhE —2- 3L H
3-1196 2-(gmk 4- %) 24 -1-F Me 5-C1-2- MEWy 5k H
3-1197 2 (nopk -4- %) £ -1- K Me 5-Br—2— WEW; 5 H
3-1198 2- S ftmEmy —3- A Me 4-C1-Ph H
3-1199 2- S fLmEwy -3 A Me 4-Br-Ph H
3-1200 2- FARBEY; -3- F Me 5-C1- MiLAE —2— F& H
3-1201 2- FACHEY) -3- B Me 5-Br- Mthg -2- 5 H

[0872]
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| 4-Br-ph

Me

[ 3-1235

[0873]
kel R' R* R® (R%),
3-1236 [ ( PSR | A Me 5-C1- g —2- A& H
3-1237 [ ( PR | A Me 5-Br— HiE —2- A&

i |
i
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3-1238 [( ISR ) S0 | B Me 5-C1-2- ey 5L H
3-1239 [(FEEEREE ) S | B Me 5-Br—2- ey 5L H
3-1240 1-[ (R ) 85 ] o3 Me 4-C1-Ph H
3-1241 - ORI ) B2 ] o3 Me 4-Br-Ph H
3-1242 1-[ (LRI ) 85 | o3 Me 5-C1- Mg -2- J& H
3-1243 1-[ (LSRRI ) 85 | o3 Me 5-Br- MLAE -2 F H
3-1244 1-[ ( CEFEEWIE ) B ] 43 Me 5-C1-2— MEWy 5L H
3-1245 I-[(ZEFEREL ) Bk ] 2% Ve 5-Br—2- BEWy 5L H
3-1246 I- LRI -1- 5 Me 4-C1-Ph H
3-1247 I- ZWEHE L -1- 5 Me 4-Br-Ph H
3-1248 I- WAL -1- 5 Me 5-C1- HHEiE —2- 3 H
3-1249 - ZEIE L -1- 5 Me 5-Br— HHIE —2- FE H
3-1250 1- LIRS -1 3 Me 5-C1-2- BEWHE H
3-1251 - CERE L -1- K Me 5—Br—2— BEmy 5k H
3-1252 1-(2- FRABHEERE) 4 -1- % Me 4-C1-Ph H
3-1253 1-(2- FREABHEER ) 4 -1- 3 Me 4-Br-Ph H
3-1254 1-(2- FENBEERE) & -1- & Me 5-C1- MHmE —2- 3 H
3-1255 1-(2- FENBEERE) & -1- & Me 5-Br— MmE —2- 3 H
3-1256 1-(2- FENBEERE) & -1- & Me 5-C1-2— WEWy 5L H
3-1257 1-(2- FENBEERE) & -1- & Me 5-Br-2- ey L H
3-1258 1- AEERE 2- FER -1- & Me 4-C1-Ph H
3-1259 1- A —2- A —1- & Me 4-Br-Ph H
3-1260 1- NBEE 2- R -1- 4% Me 5-C1- nikmg —2- 3 H
3-1261 1- NBEE 2- R -1- 3% Me 5-Br— Hitrg —2- F& H
3-1262 1- A —2- B3LN -1- 5 Me 5-C1-2- ey 5L H
3-1263 1- AL —2- FEEPN -1- 3 Me 5-Br—2- BEW; 5t H
3-1264 I-(ROEEBREERE) 2-1- & Me 4-C1-Ph H
3-1265 I-(ROEEBREERE) 2-1- & Me 4-Br-Ph H
3-1266 - (M OEEBIEER) 2 -1- 3 Me 5-C1- HLAE -2 3 H
3-1267 - (FOEEBREEE) 2 -1- 5 Me 5-Br- MLAE -2 F H
3-1268 - (FOEEBEERE) 2 -1- 3 Me 5-C1-2— MEWy 5L H
3-1269 I-(REEREAERE) £ -1- & Me 5-Br-2- MWy R H
3-1270 S Me 4-C1-Ph H
3-1271 S Me 4-Br-Ph H
3-1272 SIS Me 5-C1- nikmg —2— 3t H
3-1273 I ES Me 5-Br- NLAg —2- 3 H
3-1274 T EE Me 5-C1-2— BEmy 5L H

[0874]
9= R* R* R® (R%,
3-1275 TR Me 5-Br-2- BEWy 5L H
3-1276 CH, (4-Me—Ph) Me 4-C1-Ph H
3-1277 CH, (4-Me—Ph) Me 4-Br-Ph H
3-1278 CH, (4-Me—Ph) Me 5-C1- nikme —2—- J& i
3-1279 CH, (4-Me—Ph) Me 5-Br— Ntmg —2- J& H
3-1280 CH, (4-Me—Ph) Me 5-C1-2- WEW B H
3-1281 CH, (4-Me—Ph) Me 5-Br—2- BEW; 3L H
3-1282 CHMe (4-C1-Ph) Me 4-C1-Ph H
3-1283 CHMe (4-C1-Ph) Me 4-Br-Ph H
3-1284 CHMe (4-C1-Ph) Me 5-C1- fikAE —2- 3t H
3-1285 CHMe (4-C1-Ph) Me 5-Br— fitAE —2- 3t H
3-1286 CHMe (4-C1-Ph) Me 5-C1-2- BEW; 5L H
3-1287 CHMe (4-C1-Ph) Me 5-Br—2- MEMy 5L H

108




CN 102083818 B w R B 105/170 7L
3-1288 CHMePh Me 4-C1-Ph H
3-1289 CHMePh Me 4-Br-Ph H
3-1290 CHMePh Me 5-C1- g —2- A& H
3-1291 CHMePh Me 5-Br— ntng —2- % H
3-1292 CHMePh Me 5-C1-2— MEMy 5L H
3-1293 CHMePh Me 5-Br—2- MEMy 5L H
3-1294 1L, 1,1- =mA 2 & Me 4-C1-Ph H
3-1295 1, 1,1- =mA 2 & Me 4-Br-Ph H
3-1296 L1, 1- =K 2- & Me 5-C1- HLRE —2- 3L H
3-1297 L,1,1- =HA 2- & Me 5-Br- MHAE —2- 3 H
3-1298 L1,1- =8N —2- & Me 5-C1-2- BEMy 5L H
3-1299 L,1,1- =%A 2- & Me 5-Br-2- BEWy 5L H
3-1300 (1- 2.3 -3~ H3E —1H- M —4-F£) HIE | Me 4-C1-Ph H
3-1301 (1- 2.3 -3 H3E —1H-mme —4- 3£ ) HFHIE | Me 4-Br-Ph H
3-1302 (1- &3 -3~ HEE 1H-nfme —4- Z5£) HIE | Me 5-C1- fLAE —2- 3L H
3-1303 (1- &3 -3~ HIE 1H-nfme—4-25) HIE | Me 5-Br— fLAE —2- 3L H
3-1304 (1- Z5 -3 HEL —1H- e —4- 55 ) 3L [ Me 5-C1-2- BEWy 5k H
3-1305 (1- 25 -3 HEE —1H- e —4— 35 ) 3L | Me 5-Br—2- MEW; 5k H
3-1306 Pr Me 4-C1-Ph H
3-1307 Pr Me 4-Br-Ph H
3-1308 Pr Me 5-C1- MiLhE —2- 3 H
3-1309 Pr Me 5-Br- MthE -2- 3 H
3-1310 Pr Me 5-C1-2- MEmy 5t H
3-1311 Pr Me 5-Br—2- MEMy R H
3-1312 n— | )\t dk Me 4-C1-Ph H
3-1313 AN e Me 4-Br-Ph H

[0875]
G R’ [ ®),
3-1314 n— + )\ JidE Me 5-C1- MLAE -2 3% H
3-1315 n— + )\pidE Me 5-Br- MLAE -2 F& H
3-1316 n—- + )\t Me 5-C1-2- MEMy 5L H
3-1317 n— )\ Me 5-Br—2- BEWy L H
3-1318 n— 75 ki sk Me 4-C1-Ph H
3-1319 R AT Me 4-Br—Ph H
3-1320 R Ay Me 5-C1- NigRg —2- 3 H
3-1321 R AT Me 5-Br— NLRg —2- 3 H
3-1322 R AT Me 5-C1-2— BEmy 5L H
3-1323 Ay Me 5-Br—2— BEmy 5k H
3-1324 ST -3 FLEE Me 4-C1-Ph H
3-1325 /«H T -3- HEHE Me 4-Br-Ph H
3-1326 LT -3 EHEE Me 5-C1- fLhE —2- 3L H
3-1327 LR T -3 EEE Me 5-Br— MLAE —2- 3L H
3-1328 HZRIA T -3 R Me 5-C1-2- BEWyHL H
3-1329 HZRIA T -3 A Me 5-Br-2- BEWyHL H
3-1330 3- AT 3- & Me 4-C1-Ph H
3-1331 3- FHEEZIRT 3- & Me 4-Br-Ph H
3-1332 3- FRELIFT 3- & Me 5-C1- fLAE —2- 3L H
3-1333 3- FEERIAT -3- & Me 5-Br— NAg —2- 3 H
3-1334 3- HEAESRMT -3- K& Me 5-C1-2- EWy 5L H
3-1335 3- AT -3 % Me 5-Br—2— MEMY R H
3-1336 - S 2- -1 & Me 4-C1-Ph H
3-1337 - S 2- -1 & Me 4-Br-Ph H
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3-1338 2- S —2- M -1 3 Me 5-C1- fLAE —2- 3L H
3-1339 2- S 2- & -1- 3 Me 5-Br— fitAE —2- 3t H
3-1340 - SRRH —2- 4 -1- & Me 5-C1-2- BEW; HL H
3-1341 2- S 2- 1 -1- 3 Me 5-Br—2- MEMy 5L H
3-1342 (3E)- & —3- M5 —2- % Me 4-C1-Ph H
3-1343 (3E)- [} —3- M5 —2- % Me 4-Br-Ph H
3-1344 (3E)- [} —3- M5 —2- % Me 5-C1- MLAE -2 F& H
3-1345 (3E) - J& -3- M 2- % Me 5-Br— fitiE —2- % H
3-1346 (3E) - & -3~ M5 —2- 3L Me 5-C1-2- MEWy 5L H
3-1347 (3E) - & -3~ M —2- 3L Me 5-Br—2- BEWy L H
3-1348 (2,2~ " FHIEAMILEIL) AR Me 4-C1-Ph H
3-1349 (2,2~ " FHEAMILEIL) AR Me 4-Br-Ph H
3-1350 (2,2~ —FHEABEEEI ) HE Me 5-C1- fLRE —2- 3L H
3-1351 (2,2- — ARSI ) Fi Me 5-Br— MRE —2- F& H
3-1352 (2,2- —HERBEAE) FE Me 5-C1-2— BEWy 3L H
[0876]

G5 R! R’ R° (R,
3-1353 (2,2- —HAFIEAIRL) FiR Me 5-Br—2— WEMy 5L H
3-1354 - ( FNEEBREER) o -1- & Me 4-C1-Ph H
3-1355 2-( mNEEBIEERE ) 4 -1- & Me 4-Br-Ph H
3-1356 2-( mNEIEBIEEIRE ) 4 -1-H Me 5-C1- MEmE —2- 3L H
3-1357 2-( mNEIEREERE ) 4 -1-H& Me 5-Br— ALmE —2- L H
3-1358 - (RNEREBREERE) 2-1- & Me 5-C1-2- BEWyHL H
3-1359 - ( RNEEBEERE) 2-1- % Me 5-Br-2- BEWy L H

[0877]  UbAN, AR T AR HE (D AEPE NR 238 . <01 AL S NMR 2% H
LAFE 400MHz (CDCLy) R ) 'H-NMR 1% ('H BZREFEAREAE ) 15k, —2omfl AL G W) R E AL
AR 8 (ppm) W1F A

[0878]  NMR {k&4 3-135(CDC1,, 400MHz, & #4574 ppm) -

[0879] 0. 28 (m, 2H) ;0. 58 (m, 2H) ;1. 12 (m, 1H) ;2. 40 (s, 3H) ;3. 54 (s, 2H) ;3. 95(d, 2H) ;
7.52(d, 1H) ;7. 78(dd, 1H) ;8.52(d, 1H) ;8. 65 (s, 2H) ;9. 09 (s, 1H) ,

[0880]  NMR 4¥. &%) 3-353 (CDCL,, 400MHz, & 457k ppm) -

[0881]  2.38(s,3H) ;3.62(s,2H) ;4. 32(txd, 2H) ;5. 95 (txt, 1H) ;7. 33(d, 1H) ;7. 75 (dd,
1H) ;8.58(d, 1H) ;8. 67 (s,2H) ;9. 10 (s, 1H) .

[0882]  NMR 4X &%) 3-112(CDCL,, 400MHz, & #4574 ppm) -

[0883] 2. 38(s,3H) ;2.49 (t,1H) ;3.60 (s, 2H) ;4. 70(d, 2H) ;7. 41 (d, 1H) ;7.74(dd, 1H) ;
8.54(d, 1H) ;8. 65 (s,2H) ;9. 08 (s, 1H) »

[0884]  NMR 4X &%) 3-25 (CDCL,, 400MHz, & Hif7 4 ppm) :

[0885] 1. 26(t,3H) ;2.38(s,3H) ;3.52(s,2H) ;4. 16 (g, 2H) ;7. 49 (d, 1) ;7. 77 (dd, 1H) ;
8.53(d, 1H) ;8. 65 (s,2H) ;9. 08 (s, 1H) »

[0886]  NMR 41X &%) 3-26 (CDC1,, 400MHz, & Hf7 4 ppm) :

[0887] 1. 28(t,3H) ;2.38(s,3H) ;3.51 (s, 2H) ;4. 17(q, 2H) ;7. 41 (d, 1H) ;7.91(dd, 1H) ;
8.63(d, 1H) ;8. 64 (s, 2H) ;9. 09 (s, 1H) .

[0888]  NMR {k&4 3-136 (CDC1,, 400MHz, & #4572k ppm) -

[0889] 0. 28 (m, 2H) ;0. 58 (m, 2H) ;1. 12 (m, 1H) ;2. 40 (s, 3H) ;3. 52 (s, 2H) ;3.97(d, 2H) ;
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7.43(d, 1H) ;7.91(dd, 1H) ;8.63(d, 1H) ;8.65(s, 2H) ;9. 08(s, 1H) .

[0890]  NMR 4k &4 3-176 (CDC1,, 400MHz, & #f7 K ppm) -

[0891]  1.82(s,3H) ;2.38(s,3H) ;3.59 (s, 2H) ;4. 22(s, 2H) ;7. 48(d, 1H) ;7.90(dd, 1H) ;
8.64(d, 1H) ;8.65(s,2H) ;9. 09 (s, 1H) .

[0892]  NMR 41L& 3-161 (CDC1,, 400MHz, & B4 A4 ppm) -

[0893]  1.85(s,3H) ;2.38(s,3H) ;3.42(s,2H) ;4. 22 (s, 2H) ;7. 21(d, 2H) ;7. 40 (d, 2H) ;
8.62 (s, 2H) ;9. 04 (s, 1H) .

[0894]  NMR 4k&4) 3-121 (CDCL,, 400MHz, & Ff7 Ky ppm) -

[0895] 0. 29 (m, 2H) ;0. 59 (m, 2H) ;1. 12 (m, 1H) ;2. 39 (s, 3H) ;3. 40 (s, 2H) ;3.92(d, 2H) ;
7.21(d, 2H) ;7.40(d, 2H) ;8.62(s,2H) ;9. 03 (s, 1H) .

[0896]  NMR k&4 3-4 (CDC1,, 400MHz, & Hf7 K ppm) -

[0897]  1.27(t,3H) ;2.38(s,3H) ;3. 38(s,2H) ;4. 17 (g, 2H) ;7. 20(d, 2H) ;7. 40 (d, 2H) ;
8.62 (s, 2H) ;9.03 (s, 1H) .

[ogos] %K 4. (Ib”) WIHLEW

[0899]
O—H
6
(R9) (Ib™")
[0900]
Yo R* R® R* R’ (R,
4-1 H H Ph Ph H
4-2 H H Me Ph H
[0901]
o= R? R® R* R® (R%,
4-3 H H Me 5-1-2— BEW; B H
4-4 H H Me 2 IR 3L H
4-5 H H Me Ph 6—0Me
4-6 Me H Me Ph 4-Me
4-7 H H Me Ph 6-C1
4-8 H H Me Ph 4-CF,
4-9 H H Me Ph 6-CF,
4-10 H H Me Ph 4-Me
4-11 H H Me Ph 4,6-Me,
4-12 H H Me Ph 4,6-C1,
4-13 H H Me 4-MeO-Ph 4-Me
4-14 H H Me 4-Me0O-Ph H
4-15 Me H Me Ph H
4-16 H H Me 4-Me—Ph 4-Me
4-17 H H Me 4-Me—Ph 4-C1
4-18 H H Me 4-Me—Ph H
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4-19 H H Me 3-C1-Ph H

4-20 H H Me 3-CF,~Ph H

4-21 H H Me 3-CF,~Ph 4-Me

4-22 H H Me 3,4-C1,~Ph 4-Me

4-23 H H Me 3-C1-Ph 4-Me

4-24 H H Me 2-C1-Ph 4-Me

4-25 H H Me 2,4-C1,~Ph 4-Me

4-26 H H Me 4-CF,~Ph 4-Me

4-27 H H Me 4-C1-Ph 4-Me

4-28 H H Me 4-C1-Ph H

4-29 H H Me 3,4-C1,~Ph H

4-30 H H Me 4-CF,~Ph H

4-31 H H Me 4-C1-Ph 4-C1

4-32 H H Me Ph 4-C1

4-33 H H Me 2-C1-Ph H

4-34 H H Me 4-tBu-Ph 4-Me

4-35 H H Me 3,5 Me,~Ph 4-Me

4-36 H H Me Ph 4-0Me

4-37 H H Me 4-C1-Ph 4-0Me

4-38 H H Me 4-Me—Ph 4-Me

4-39 H H Me 4-F-Ph 4-C1

4-40 H H Me 4-F-Ph 4-Me

4-41 H H Me 3-Me—Ph 4-Me

[0902]

éﬁ% RZ RS R4 R5 (R6> .
4-42 H H Me 4~ (COOH) —Ph 4-Me
4-43 H H Me 3-Br-Ph 4-Me
4-44 H H Me 4-Ph-Ph 4-Me
4-45 H H Me 4~ (COOH) —Ph H
4-46 H H Me 3, 5-Me,~Ph H
4-47 H H Me Ph 4-SMe
4-48 H H Me 4-C1-Ph 4-SMe
4-49 H H Me 3-C1-4-Me-Ph H
4-50 H H Me 3-CF,~4-C1-Ph H
4-51 H H Me 3-CF,~4-C1-Ph 4-Me
4-52 H H Me 3-C1-4-Me—Ph 4-Me
4-53 H H Me 2- MtAE AL 4-C1
4-54 H H Me 4-C1-Ph 4-F
4-55 H H Me 2— MR E 4-Me
4-56 H H Me 3-Me—2- WEWY 5L 4-Me
4-57 H H Me 4—Me—2— By HE 4-Me
4-58 H H Me 5-C1-2— ey 5L 4-Me
4-59 H H Me 5-C1-2— ey 5L 4-C1
4-60 H H Me 3— BEWyHL 4-Me
4-61 H H Me 2— Ry 5L H
4-62 H H Me 3-Me—2— WEWY 5L H
4-63 H H Me 4-Me—2— IR L H
4-64 H H Me 5-C1-2— BEWy 5L H
4-65 H H Me 5-Me—2— WEN 5L H
4-66 H H Me 6-MeO— Mg —3- K& H
4-67 H H Me 5-Br—2- BEwy 5L H
4-68 H H Me 5-Br—2- WEWy 5L 4-Me
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4-69 H H Me 3- BEmY 5L H
4-70 H H Me 4-C1-Ph 4-S (0) Me
4-T1 H H Me 4-Br-Ph 4-Me
4-72 H H Me 1,3~ FFfp A e -5 i 4-Me
4-73 H H Me 4-T-Ph 4-Me
4-74 H H Me 3,5-C1,~Ph 4-Me
4-175 H H Me 4~PhO-Ph 4-Me
4-76 H H Me 6-0H- IHLIE —3- 3 H
4-77 H H Me Ph 4-S (0) Me
4-78 H H H Ph H
4-79 H H H Ph 4-Me
4-80 H H Et Ph H

[0903]
Y= R? R® R* R® (R%,
4-81 H H n—Pr Ph H
4-82 H H CH,C1 Ph H
4-83 H H CHC1, Ph H
4-84 H H CH,F Ph H
4-85 H H CHF, Ph H
4-86 H H C1 Ph H
4-87 H H Et Ph 4-Me
4-88 H H n—Pr Ph 4-Me
4-89 H H CH,C1 Ph 4-Me
4-90 H H CHC1, Ph 4-Me
4-91 H H CH,F Ph 4-Me
4-92 H H CHF, Ph 4-Me
4-93 H H 1 Ph 4-Me
4-94 H H Et 4-C1-Ph H
4-95 H H n—Pr 4-C1-Ph H
4-96 H H CH,C1 4-C1-Ph H
4-97 H H CHC1, 4-C1-Ph H
4-98 H H CH,F 4-C1-Ph H
4-99 H H CHF, 4-C1-Ph H
4-100 H H Cl 4-C1-Ph H
4-101 H H Et 4-Me-Ph H
4-102 H H n—Pr 4~Me—Ph H
4-103 H H CH,C1 4-Me-Ph H
4-104 H H CHCL, 4-Me-Ph H
4-105 H H CH,F 4-Me-Ph H
4-106 H H CHF, 4-Me-Ph H
4-107 H H C1 4-Me-Ph H
4-108 H H Et 2 ML AEFE H
4-109 H H n-Pr 2 MHLAEFE H
4-110 H H CH,C1 2- ML AL H
4-111 H H CHC1, 2- ML AL H
4-112 H H CH,F 2- Mg AL H
4-113 H H CHF, 2- Mg AL H
4-114 H H cl 2 ML AEFE H
4-115 H H Me 2 ML AEFE H
4-116 H H Me 5-C1- NithE -2- & H
4-117 H H Me 5-C1- Nithe -2- & 4-C1
4-118 H H Me 5-C1- MLAE —2- 3L 4-Me
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[ 4-119 [ H | H [ Me | 5-Br—mituE —2- 3 | H |
[0904]
%% RZ RS R4 R5 (RG) .
4-120 H H Me 5-Br— MLAE —2— 3L 4-C1
4-121 H H Me 5-Br— HLAE —2- 3t 4-Me
4-122 H H Me 5-F- Mg -2 H
4-123 H H Me 5-Me— NiLnE -2 & H
4-124 H H Me 5-Me— NitnE -2- & 4-Me
4-125 H H Me 2,4-C1,~Ph H
4-126 H H Me 4-CH,COOH-Ph 4-Me
4-127 H H Me 3, 4-Me,~Ph 4-Me
4-128 H H Me 4-Br-Ph H
4-129 H H Me 3, 4-Me,~Ph H
4-130 H H Me 3-Me—Ph H
4-131 H H Me 4~F-Ph H
4-132 H H Me 4~ (Me—CO) —Ph H
4-133 H H Me 4~tBu-Ph H
4-134 H H Me 4-C1-3-Me-Ph H
4-135 H H n—Pr 4-C1-Ph 4-Me
4-136 H H Me 3- Mk %k H
4-137 H H Me 4 ML AE FE H
4-138 H H € (0)OMe Ph H
4-139 H H Me 6-Me— ALAE —3- % H
4-140 H H Me 4-C1-Ph 4-S0,Me
4-141 H H Me 3- nibme Ak 4-Me
4-142 H H Me 2,3-C1,~Ph 4-Me
4-143 H H Me 2- ML AEFE 4-Me
4-144 H H H 4-C1-Ph 4-Me
4-145 H H Me 6-C1- MERE -3- 5 H
4-146 H H Me Ph 4-Me
4-147 H H Me 4-Me— MERE —2- K& H
4-148 H H Me 4-Me— ALLIE —2- F& 4-Me
4-149 H H Me 4-Me— ALLIE —2- Bk 4-C1
4-150 H H Me 4-Me— NHERE —2- 3 4-F
4-151 H H Me 4-F- fiLiE —2- %k H
4-152 H H Me 4-C1- ALiE —2- % H
4-153 H H Me 4-Br- ALAE —2- % H
4-154 H H Me 4-0Me— ALAE —2- FE H
4-155 H H Me 5-CF,— fithE —2- % H
4-156 H H Me 6-OMe— ALLAE —2- K& H
4-157 H H cyPr 4-C1-Ph H
4-158 H H CN 4-C1-Ph H
[0905]
e R® R’ R* R® (R,
4-159 H H CN 4-C1-Ph 4-Me
4-160 H H CN 4~Me-Ph H
4-161 H H CN 4~Me-Ph 4-Me
4-162 H H CN Ph H
4-163 H H CN Ph 4-Me
4-164 H H CN 2 MHEAE FE H
4-165 H H CN 3- Mk K H
4-166 H H CN 5-C1- NithE -2- J& H
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4-167 H H CN 5-Br— MithE -2- 5 H

4-168 H H CN 5-F- Nithe -2- 5 H

4-169 H H CN 5-Me— NithE —2- & H

4-170 H H CN 6-Me— ALAE —3- J& H

4-171 H H CN 4-Me— MERE —2- K& H

4-172 H H CN 4-F- fiEmE —2- 5 H

4-173 H H CN 4-C1- MERE —2- 5 H

4-174 H H CN 4-Br- ALiE —2- %k H

4-175 H H CN 4-0Me— ALLRE —2- B& H

4-176 H H FH Ik 4-C1-Ph H

4-177 H H FH I 4-C1-Ph 4-Me

4-178 H H FH e 4-Me—Ph H

4-179 H H FH e 4-Me—Ph 4-Me

4-180 H H FH Ph H

4-181 H H FH e Ph 4-Me

4-182 H H FH I 2 HLnE S H

4-183 H H FH e 3- NErESL H

4-184 H H FH 5-C1- nigng —2- % H

4-185 H H FH e 5-Br— Niag —2- % H

4-186 H H FH e 5-F- nigng —2- % H

4-187 H H FH e 5-Me— NEAgE —2- % H

4-188 H H FH I 6-Me— MLRE —3— %t H

4-189 H H FH e 4-Me— MLRE —2— %t H

4-190 H H FH I 4-F- MiLRE —2— % H

4-191 H H FH 4-C1- nithE —2— %t H

4-192 H H FH 4-Br— fLRE —2— %t H

4-193 H H FH Ik 4-0Me— MLRE —2- % H

4-194 H H CH,0H 5-Me— HitHE —2- K H

4-195 H H CH,0H 4-C1-Ph H

4-196 H H CH,0H 4-Me- MHEBE —2- K& H

4-197 H H CH,0H 4-~Me-Ph H

[0906]

Yo R® R’ R* R® (R%),
4-198 H H CH,0H Ph H
4-199 H H CH,OH 2— NHERE AL H
4-200 H H Me 2— NEEIA AL H
4-201 H H Me 2— MEEIA AL 4-C1
4-202 H H Me 2— MEEIA AL 4-Me
4-203 H H Me 4-Me— BEM -0 £ H
4-204 H H Me 4-Me— BEME —0— B 4-C1
4-205 H H Me 4-Me— BEM —0— B 4-Me
4-206 H H Me 5-Me— WEME —2— L H
4-207 H H Me 5-Br— MEM —2— H H
4-208 H H Me 5-Br— MEM —2— H 4-Me
4-209 H H Me 5-Cl- HEmM —2— H
4-210 H H Me 4,6-Me,~ HHEIE —2- & H
4-211 H H Me 4,6-Me,~ HEIE —2- 4-Me
4-212 H H Me 2 MHEAE FE 4-F
4-213 H H Me 2- MEEEE H
4-214 H H Me 5-Me— Nt -2- & H
4-215 H H Me 2 MR HE 4-Me
4-216 H H Me 1,3~ FIfmEm: 2 3L H
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4-217 H H Me 1,3 FIfmem o 3L 4-Me
4-218 H H Me 7-Cl-1, 3 ZEFEmEm: -2 3L H
4-219 H H Me 1, 5-Me,— Nt —3- 5 H
4-220 H H Me 1, 5-Me,~ MM -3 J& 4-Me
4-221 H H Me 4, 5-Me,~ BEM —2— 5t H
4-222 H H Me 4,5-C1,~ BEME —2- 5 H
4-223 H H Me 2 WEIEHE H
4-224 H H Me 2 WENESE 4-Me
4-225 H H Me 5-F- IEIE —2- K& H
4-226 H H Me 5-C1- MENE —2- L H
4-227 H H Me 5-Br— MENE —2- L H
4-228 H H Me 5-Me— MENE —2- %L H
4-229 H H Me 5-Me— MENE —2- %L 4-Me
4-230 H H Me 4, 6-Me,~ WENE —2— Kt H
4-231 H H Me 4, 6-Me,~ WENE —2— Kt 4-Me
4-232 H H Me 3— BEMEEL H
4-233 H H Me 6-Me— MkME —3- 3% H
4-234 H H Me 1,2,4- = —3- % H
4-235 H H Me 6-Me—1,2,4- —ME —3- %t H
4-236 H H Me 2 MHEAE TS 6—0Me
[0907]

gﬁ% RZ RS R4 R5 (R6) .

4-237 H H Me 2— Mitne 5L 6-C1

4-238 H H Me 3,5-C1,~Ph H

4-239 H H Me SRMEIbE -3 5 H

4-240 H H Me EIpR —2— 3 H

[0908] b4, IEAE K T A K HIE (D) AW NR 2085 . mBI LS NMR & H
DAFE 400MHz (CDCLy) I ) 'H-NMR 1% ('H BZREFEAREAE ) 15k . —Somfl AL G R4
A% 6 (ppm) WR TS -

[0909]  NMR fk.&4 4-236 (CDC1,, 400MHz, & #4457k ppm) -

[0910]  2.42(s,3H) ;3.50 (s, 2H) ;4. 06 (s, 3H) ;7. 18(d, 1H) ;7. 58 (m, 1H) ;7. 60 (m, 1H) ;
7.88 (brs, 1H) ;8. 01 (m, 1H) ;8. 03 (d, 1H) ;8. 70 (m, 1H) .

[0911]  NMR 4444 4-237 (CDCL,, 400MHz, & B4 4 ppm) -

[0912]  2.43(s,3H) ;3.47 (s, 2H) ;7. 44 (m, 1H) ;7. 48 (m, 1H) ;7. 64 (d, 1H) ;7. 86 (m, 1H) ;
8.17(d, 1H) ;8. 67 (m, 1H) .

[09013] % 5.3 (Ib””) Ktk&WY
[0914]
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[0915]

[0916]

1)

e R? R’ R* R® (R,
5-1 H H Ph Ph H
5-2 H H Me Ph H
5-3 H H Me 5-1-2— WEWy 5L H
5-4 H H Me 2— IR 5 H
5-5 H H Me Ph 6—0Me
5-6 Me H Me Ph 4-Me
éﬁ% RZ RS R4 R5 (R6) .
5-7 H H Me Ph 6-C1
5-8 H H Me Ph 4-CF,
5-9 H H Me Ph 6-CF,
5-10 H H Me Ph 4-Me
5-11 H H Me Ph 4,6-Me,
5-12 H H Me Ph 4,6-C1,
5-13 H H Me 4-Me0-Ph 4-Me
5-14 H H Me 4-Me0-Ph H

5-15 Me H Me Ph H

5-16 H H Me 4-Me-Ph H

5-17 H H Me 4-Me-Ph 4-Me
5-18 H H Me 4-Me-Ph 4-C1
5-19 H H Me 3-C1-Ph H

5-20 H H Me 3-CF,~Ph H

5-21 H H Me 3-CF,~Ph 4-Me
5-22 H H Me 3,4-C1,~Ph 4-Me
5-23 H H Me 3-C1-Ph 4-Me
5-24 H H Me 2-C1-Ph 4-Me
5-25 H H Me 2,4-C1,~Ph 4-Me
5-26 H H Me 4-CF,~Ph 4-Me
5-27 H H Me 4-C1-Ph 4-Me
5-28 H H Me 4-C1-Ph H

5-29 H H Me 3,4-C1,~Ph H

5-30 H H Me 4-CF,~Ph H

5-31 H H Me 4-C1-Ph 4-C1
5-32 H H Me Ph 4-C1
5-33 H H Me 2-C1-Ph H

5-34 H H Me 4-tBu-Ph 4-Me
5-35 H H Me 3, 5-Me,~Ph 4-Me
5-36 H H Me Ph 4-0Me
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5-37 H H Me 4-C1-Ph 4-0Me
5-38 H H Me 4-Me-Ph 4-Me
5-39 H H Me 4~F-Ph 4-Me
5-40 H H Me 4~F-Ph 4-C1
5-41 H H Me 3-Me—Ph 4-Me
5-42 H H Me 4-COOH-Ph 4-Me
5-43 H H Me 3-Br-Ph 4-Me
5-44 H H Me 4~Ph-Ph 4-Me
5-45 H H Me 4-COOH-Ph H
[0917]
Y5 R® R® R* R® (R,
5-46 H H Me 3, 5-Me,~Ph H
5-47 H H Me Ph 4-SMe
5-48 H H Me 4-C1-Ph 4-SMe
5-49 H H Me 3-C1-4-Me-Ph H
5-50 H H Me 3-CF,~4-C1-Ph H
5-51 H H Me 3-CF,~4-C1-Ph 4-Me
5-52 H H Me 3-C1-4-Me-Ph 4-Me
5-53 H H Me 2 MHEAEFE 4-C1
5-54 H H Me 4-C1-Ph 4-F
5-55 H H Me 2— BRIy 5L 4-Me
5-56 H H Me 3-Me—2— EMWY KL 4-Me
5-57 H H Me 4-Me—2— MM HE 4-Me
5-58 H H Me 5-C1-2— MEmy AL 4-Me
5-59 H H Me 5-C1-2— WEmY AL 4-C1
5-60 H H Me 3— WEWy HL 4-Me
5-61 H H Me 2— IgENY KL H
5-62 H H Me 3-Me—2— WEMY KL H
5-63 H H Me 4-Me—2— WENGY FE H
5-64 H H Me 5-C1-2- WEWy KL H
5-65 H H Me 5-Me—2- BENyFL H
5-66 H H Me 6-MeO— ALLIE —3- %k H
5-67 H H Me 5-Br-2- Wy 3 H
5-68 H H Me 5-Br-2- My 3 4-Me
5-69 H H Me 3- WEmy L H
5-70 H H Me 4-C1-Ph 4-S (0) Me
5-71 H H Me 4-Br-Ph 4-Me
5-72 H H Me 1,3 FIfFH IR G 5 i 4-Me
5-73 H H Me 4-T-Ph 4-Me
5-74 H H Me 3,5-C1,~Ph 4-Me
5-75 H H Me 4-~PhO-Ph 4-Me
5-76 H H Me 6-OH- fiLAE —3- F& H
5-77 H H Me Ph 4-S (0) Me
5-78 H H H Ph H
5-79 H H H Ph 4-Me
5-80 H H Et Ph H
5-81 H H n—Pr Ph H
5-82 H H CH,C1 Ph H
5-83 H H CHC1, Ph H
5-84 H H CH,F Ph H
[0918]
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éﬁ% RZ RS R4 R5 (R6> .
5-85 H H CHF, Ph H
5-86 H H Cl Ph H
5-87 H H Et Ph 4-Me
5-88 H H n-Pr Ph 4-Me
5-89 H H CH,C1 Ph 4-Me
5-90 H H CHC1, Ph 4-Me
5-91 H H CH,F Ph 4-Me
5-92 H H CHF, Ph 4-Me
5-93 H H cl Ph 4-Me
5-94 H H Et 4-C1-Ph H
5-95 H H n—Pr 4-C1-Ph H
5-96 H H CH,C1 4-C1-Ph H
5-97 H H CHC1, 4-C1-Ph H
5-98 H H CH,F 4-C1-Ph H
5-99 H H CHF, 4-C1-Ph H
5-100 H H C1 4-C1-Ph H
5-101 H H Et 4-Me-Ph H
5-102 H H n—Pr 4-Me-Ph H
5-103 H H CH,C1 4-Me-Ph H
5-104 H H CHC1, 4-Me-Ph H
5-105 H H CH,F 4-Me-Ph H
5-106 H H CHF, 4-Me-Ph H
5-107 H H Cl1 4-Me-Ph H
5-108 H H Et 2- MLAEFE H
5-109 H H n-Pr 2 MHEAE FE H
5-110 H H CH,C1 2- Mg Ak H
5-111 H H CHCI, 2- kg Ak H
5-112 H H CH,F 2- nikrE H
5-113 H H CHF, 2- NiErE H
5-114 H H 1 2- MHLIEFE H
5-115 H H Me 2— NHIE FE H
5-116 H H Me 5-C1- NiEng —2- & H
5-117 H H Me 5-C1- NiEnE —2- & 4-C1
5-118 H H Me 5-C1- MiEhE -2- & 4-Me
5-119 H H Me 5-Br— MthE -2- 3 H
5-120 H H Me 5-Br— MithE -2- 3 4-C1
5-121 H H Me 5-Br— Mithg -2- 3 4-Me
5-122 H H Me 5-F- fifhe —2- % H
5-123 H H Me 5-Me— NithE —2- %& H

[0919]
= R? R® R* R® (R%,
5-124 H H Me 5-Me— NithE -2- B 4-Me
5-125 H H Me 2,4-C1,~Ph H
5-126 H H Me 4—(CH,COOH) —Ph 4-Me
5-127 H H Me 3, 4-Me,~Ph 4-Me
5-128 H H Me 4-Br-Ph 4-Me
5-129 H H Me 3, 4-Me,~Ph H
5-130 H H Me 3-Me-Ph H
5-131 H H Me 4~F-Ph H
5-132 H H Me 4~ (Me—CO0) —Ph H
5-133 H H Me 4~tBu-Ph H
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5-134 H H Me 4-C1-3-Me—Ph H
5-135 H H n—Pr 4-C1-Ph 4-Me
5-136 H H Me 3- NErE L H
5-137 H H Me 4- MLiE L H
5-138 H H € (0) OMe Ph H
5-139 H H Me 6-Me— fiLAE —3- & H
5-140 H H Me 4-C1-Ph 4-S02Me
5-141 H H Me 3- MEREHE 4-Me
5-142 H H Me 2,3-C1,~Ph 4-Me
5-143 H H Me 2- ML BE R 4-Me
5-144 H H H 4-C1-Ph 4-Me
5-145 H H Me 6-C1- MmeE —3- 5 H
5-146 H H Me Ph 4-Me
5-147 H H Me 4-Me— MERE —2- K& H
5-148 H H Me 4-Me— MERE —2- 5 4-Me
5-149 H H Me 4-Me— MERE —2- 5 4-C1
5-150 H H Me 4-Me— MiLRE —2- 3L 4-F
5-151 H H Me 4-F— niLrg —2- H
5-152 H H Me 4-C1— mmg —2— 5 H
5-153 H H Me 4-Br— M meE —2- 5 H
5-154 H H Me 4—OMe— MLAE —2— FE H
5-155 H H Me 5-CFy fithe —2- % H
5-156 H H Me 6—OMe— HILE —2— FE H
5-157 H H cyPr 4-C1-Ph H
5-158 H H CN 4-C1-Ph H
5-159 H H CN 4-C1-Ph 4-Me
5-160 H H CN 4-Me—-Ph H
5-161 H H CN 4-Me-Ph 4-Me
5-162 H H CN Ph H
[0920]
e R® R® R* R® (R,
5-163 H H CN Ph 4-Me
5-164 H H CN 2- MibRE 5L H
5-165 H H CN 3- MEREFHE H
5-166 H H CN 5-C1- MLAE —2- FE H
5-167 H H CN 5-Br— MLAE —2- FE H
5-168 H H CN 5-F— MiLiE —2- FE H
5-169 H H CN 5-Me— MILAE —2— FE H
5-170 H H CN 6-Me— MHERE —3- 5 H
5-171 H H CN 4-Me— MERE —2- K& H
5-172 H H CN 4-F— mmg —2- 5 H
5-173 H H CN 4-C1- mkmg —2— 5 H
5-174 H H CN 4-Br— MR —2- 5 H
5-175 H H CN 4-OMe— MILRE —2— FE H
5-176 H H FH I 4-C1-Ph H
5-177 H H FH I 4-C1-Ph 4-Me
5-178 H H FH I 4-Me-Ph H
5-179 H H FH I 4-Me-Ph 4-Me
5-180 H H FH I Ph H
5-181 H H FH I Ph 4-Me
5-182 H H FH I 2— NHEpE %L H
5-183 H H HH IR 3- MHAE H
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5-184 H H FH ek 5-C1- nigng —2- & H
5-185 H H FH ek 5-Br— NiEng —2- % H
5-186 H H FH Ik 5-F— tLiE —2- H
5-187 H H FH 5-Me— NiEigE —2- & H
5-188 H H i 6-Me— AHLIE —3- H
5-189 H H e 4-Me— MERE —2- %5 H
5-190 H H FH ik 4-F- fLiE —2- %k H
5-191 H H FH Ik 4-C1- NHEmE —2- 3 H
5-192 H H FH Ik 4-Br- fLRE —2- % H
5-193 H H FH Ik 4-0Me— MILRE —2- %E H
5-194 H H CH,0H 5-Me— HitHE —2- K& H
5-195 H H CH,0H 4-C1-Ph H
5-196 H H CH,0H 4-Me— NEAE —2- FE H
5-197 H H CH,0H 4-Me—Ph H
5-198 H H CH,0H Ph H
5-199 H H CH,0H 2- NI AL H
5-200 H H Me 2— MEEIA AL H
5-201 H H Me 2— MEEIA AL 4-C1
[0921]
= R? R® R* R® (R%,
5-202 H H Me 2 MEEIA AL 4-Me
5-203 H H Me 4-Me— MEM: —2— FL H
5-204 H H Me 4-Me— MEM: —2— FL 4-C1
5-205 H H Me 4-Me— MEM: —2— FL 4-Me
5-206 H H Me 5-Me— WEME —2— L H
5-207 H H Me 5-Br— WEM —2- H
5-208 H H Me 5-Br— WEM —2- 4-Me
5-209 H H Me 5-C1- MEmMe —2— 3 H
5-210 H H Me 4, 6-Me,~ MHEIE —2- F& H
5-211 H H Me 4,6-Me,~ MHIE —2- F& 4-Me
5-212 H H Me 2— NHE FE 4-F
5-213 H H Me 2- ML EEFE H
5-214 H H Me 5-Me— NiEME -2- & H
5-215 H H Me 2- MHEREFE 4-Me
5-216 H H Me 1,3 FFfmem o 3L H
5-217 H H Me 1,3~ FIfmem: 2 3L 4-Me
5-218 H H Me 7-C1-1, 3- ZEFfmemys 2 3L H
5-219 H H Me 1, 5-Me,— MM —3- 5 H
5-220 H H Me 1,5-Me,~ MM -3 3 4-Me
5-221 H H Me 4,5-Me,~ WBEM: —2— FL H
5-222 H H Me 4,5-Cl,~ BEM —2— F H
5-223 H H Me 2 WENE R H
5-224 H H Me 2 Mg R 4-Me
5-225 H H Me 5-F- MEE —9- 3 H
5-226 H H Me 5-Cl- MEIE —2- 3 H
5-227 H H Me 5-Br— MENE -2 3 H
5-228 H H Me 5-Me— MEIE —2- 3 H
5-229 H H Me 5-Me— MENE —2- 3 4-Me
5-230 H H Me 4, 6-Me,~ WEIE —2— K H
5-231 H H Me 4,6-Me,~ MENE —2— JE 4-Me
5-232 H H Me 3- mEmEEL H
5-233 H H Me 6-Me— MANE —3- 3t H
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5-234 H H Me 1,2,4- =M -3- 3L H
5-235 H H Me 6-Me—1,2,4— —ME -3- % H
5-236 H H Me 4-C1-Ph 5-Me—6-C1
5-237 H H Me 4-C1-Ph 6-C1
5-238 H H Me 2 NHEAE L 6-C1
5-239 H H Me 3,5-C1,~Ph H
5-240 H H Me SR -3 3 H
[0922]
= R? R® R* R® (R%),
5-241 H H Me ZEph -2 B H

[0023] A, dEAE A T AR HIIES (D LED NR 085 . mB AL S NMR & H
LAAE 400MHz (CDC1y) T 'H-NMR 1% ('H RZRELAREAE ) 103%. — SRk &R AL
A% 6 (ppm) W R -

[0924]  NMR 4444 5-236 (CDCL,, 400MHz, & #4374 ppm) -

[0925]  2.37(s,3H) ;2.43(s,3H) ;3.35(s,2H) ;3.69 (s, 3H) ;7. 22(d, 2H) ;7.35(d, 2H) ;
7.90 (s, 1H) .

[0926]  NMR 4X, &%) 5-237 (CDC1,, 400MHz, & #4574 ppm) -

[0927]  2.35(s,3H) ;3. 36 (s, 2H) ;3.69 (s, 3H) ;7.24(d,2H) ;7. 37(d, 2H) ;7.52(d, 1H) ;
8.01(d, 1H).

[0928]  NMR 4k &4 5-238 (CDC1,, 400MHz, & #4572k ppm) -

[0920]  2.37(s,3H) ;3.49 (s, 2H) ;3.68(s,3H) ;7. 30 (m, 1H) ;7. 54 (m, 1H) ;7.56(d, 1H) ;
7.80 (m, 1H) ;8. 05 (d, 1H) ;8. 55 (m, 1H) »

[0930]  NMR 41L& 5-2(CDCl,, 400MHz, & HA7 A ppm) -

[0931]  2.38(s,3H) ;3.41(s,2H) ;3.69 (s, 3H) ;7. 28 (m, 2H) ;7. 39 (m, 3H) ;7. 55(dd, 1H) ;
7.88(dd, 1H) ;9. 02(dd, 1H)

[0932]  NMR fK&4 5-28 (CDC1,, 400MHz, & Hif7 4 ppm) -

[0933] 2. 37(s,3H) ;3.38(s,2H) ;3.69(s,3H) ;7. 23(d, 2H) ;7. 38(d, 2H) ;7. 57 (dd, 1H) ;
7.98(dd, 1H) ;9. 01 (dd, 1H) ,

[0934] % 6.3 (Ib””) HItL&W
[0935]

(Re)n (Ib 29 ’)
[0936]
k) R' R’ [§ (R,
61 Et Me Ph il
62 Et Me Ph 4 Me
63 Et Me 3CL Ph i
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6-4 Et Me 4-C1-Ph H

6-5 Et Me 4-C1-Ph 4-Me

6-6 Et Me 2— WENy FL H

6-7 Et Me 3 MEWy KL H

6-8 Et Me 3-Me—2— WEWY KL H

6-9 Et Me 4-Me—2— IBENSy HE H

6-10 Et Me 5-Br—2— WEmy £k H

6-11 Et Me 5-Br—2- BEWy L 4-Me

6-12 Et Me 5-C1-2— WEWy 5L H

6-13 Et Me 5-C1-2- WEWy K& 4-Me

6-14 Et Me 5-1-2- MENgy L H

6-15 Et Me 5-Me—2- WEWY 5L H

6-16 Et Me 3- MEREFE H

6-17 Et Me 6-MeO— MHEHE —3- K& H

6-18 Et Me 6-OH- MtRE —3- 5 H

6-19 Et Me 6-Me— IitRE —3- 5 H

6-20 Et Me 4-Me—Ph H

6-21 Et Me 4-Me—Ph 4-Me

6-22 Et Me 4-Br-Ph H

6-23 Et Me 4-F-Ph H

624 Et Me 4-F-Ph 4-Me

6-25 Et Me 5-C1- MLAE —2- FE H

6-26 Et Me 5-Br— MiLHE —2- & H

6-27 Et Me 5-F— g —2- % H

6-28 Et Me 5-F— g —2- % 4-Me

6-29 Et Me 5-C1- Mtig —2- % 4-Me

6-30 Et Me 5-Br- HEHE —2- % 4-Me

6-31 Et Me 5-Me— NitHE —2- K& H

[0937]

5 R' R* R’ (R,
6-32 Et Me 5-Me— MERE —2- K& 4-Me
6-33 Et Me 2- MEE 5L 4-Me
6-34 Et Me 2- MLE 5L H
6-35 Et Me 4- NiERE 5L H
6-36 Et Me 4-Me— MERE —2- K& H
6-37 Et Me 4-Me— NHERE —2- 3 4-Me
6-38 Et Me 2— BEMEL H
6-39 Et Me 4-Me— BEME —2— FL H
6-40 Et Me 5-Br— BEM —2— FL H
6-41 Et Me 5-C1— BEM —2— FL H
6-42 Et Me 5-Me— BEM —2— FL H
6-43 Et Me 4, 5-Me,~ BEME —0— JE H
6-44 Et Me 4,5-C1,~ BEM —2— JE H
6-45 Et Me 4, 6-Me,— MILAE —2— FE H
6-46 Et Me 2- MEmERE H
6-47 Et Me 2 WENE R H
6-48 Et Me 2 WENE R 4-Me
6-49 Et Me 5-C1- Mg —2- L H
6-50 Et Me 5-Br— MENE —2- L H
6-51 Et Me 5-Me— MENE —2- L H
6-52 Et Me 5-Me— MERE —2- L 4-Me
6-53 Et Me 4,6-Me,~ MEIE —2— % H
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6-54 Et Me 4, 6-Me,~ MERE —2— JE 4-Me
6-55 Et Me 1,3~ A FfmEm: o 3L H
6-56 Et Me 7-C1-1, 3~ ZEFpmEme —2- 3L H
6-57 Et Me 1, 5-Me,~ Mt —3- J& H
6-58 Et Me 5-Me— Nitiz —2- K& H
6-59 Et Me 5-F- Mg —2- 3k H
6-60 Et Me 4,6-Me,~ MEIE —2- K& H
6-61 Et Me 3— Mk MR gL H
6-62 Et Me 6-Me— MikME —3- 3L H
6-63 Et Me 1,2,4)- =M -3- 3L H
6-64 Et Me 6-Me—1,2,4- —ME -3- & H
6-65 Pr Me Ph H
6-66 Pr Me 4-C1-Ph H
6-67 Pr Me 2— EWy 3L H
6-68 Pr Me 3- i RE H
6-69 Pr Me 6-Me— MHLRE —3- K& H
6-70 Pr Me 4-Me—Ph H
[0938]

G5 R’ R’ R’ ®),
6-71 Pr Me 4-Br-Ph H
6-72 Pr Me 4-F-Ph H
6-73 Pr Me 5-C1- MLAE —2— FE H
6-74 Pr Me 5-Br— Mg —2- FE H
6-75 Pr Me 5-F— g —2- F& H
6-76 Pr Me 5-Me— MLHE —2— FE H
6-77 Pr Me 2- Mt K H
6-78 Pr Me 4— NpEnE AL H
6-79 i—Pr Me Ph H
6-80 i—Pr Me 4-C1-Ph H
6-81 i-Pr Me 2 WEWY 5 H
6-82 i-Pr Me 3- Mk AE H
6-83 i-Pr Me 6-Me— MERE —3- K& H
6-84 i-Pr Me 4-Me—Ph H
6-85 i-Pr Me 4-Br-Ph H
6-86 i-Pr Me 4-F-Ph H
6-87 i-Pr Me 5-C1- MLAE —2- FE H
6-88 i-Pr Me 5-Br— MLAE —2- FE H
6-89 i-Pr Me 5-F— MiLiE —2- 3 H
6-90 i-Pr Me 5-Me— MILAE —2— FE H
6-91 i-Pr Me 2— NiERE R H
6-92 i-Pr Me 4— L pE L H
6-93 CH,Ph Me Ph H
6-94 CH,Ph Me 4-C1-Ph H
6-95 CH,Ph Me 2 WEWy L H
6-96 CH,Ph Me 2- NEpEAE H
6-97 W-2-H-1- & Me Ph H
6-98 W -2- H-1- 3 Me 4-C1-Ph H
6-99 W -2- 4 -1- 3 Me 2 WENy 5 H
6-100 W -2- M —1- 3 Me 3 WEWy HE H
6-101 N —2- He—1- 3 Me 3-Me—2— WEW; HL H
6-102 N —2- He—1- 3 Me 4-Me—2— WEW) FE H
6-103 72— He—1- 3 Me 5-C1-2- WEWy Jk H

124



CN 102083818 B OB B 121/170 T

6-104 W-2- e -1- 3 Me 5-Me—2- MEW; Hk H

6-105 N —2- B —1- FE Me 3 AL HE KL H

6-106 -2 He-1- 3 Me 6-MeO- MELAE —3- FE H

6-107 N -2- He-1- 3 H Ph H

6-108 W -2- He-1- 3 Me 6-Me— NEHE —3- 3 H

6-109 N -2- He-1- 3 Me 4-Me-Ph H

[0939]
G5 R’ [§ R’ (R),
6-110 W -2- e -1- 3 Me 4-Br-Ph H
6-111 N -2- e -1- 3 Me 4~F-Ph H
6-112 W -2-He-1- 3 Me 5-C1- LRE —2- 3L H
6-113 W -2- e -1- 3 Me 5-Br— MAE —2- 3L H
6-114 W -2- e -1- 3 Me 5-F- hE —2- 3L H
6-115 W -2- e -1- 3 Me 5-Me— MHLAE —2- 3L H
6-116 W-2-fe-1- 3 Me 2- MiLrE R H
6-117 W -2- e -1- 3 Me 4 TERE L H
6-118 W-2- e -1- 3 Me 4-C1-Ph 4-Me
6-119 W -2- e -1- 3 Me Ph 4-Me
6-120 RN EE Me Ph H
6-121 N FEH A Me 4-C1-Ph H
6-122 RS Me 2 MEWY I H
6-123 RS Me 3 ey Sk H
6-124 RS AL Me 3-Me—2— WEW L H
6-125 N LR Me 3- MibaeE 5k H
6-126 NS Me 5-C1-2— MEMYRE H
6-127 TR 5 3 Me 5-Me—2— MEMY L H
6-128 A TR 3 3 Me 4-Me—2- WEW) FE H
6-129 A TR 3 3 Me 6-MeO- MHLAE —3— % H
6-130 A TR 3 3 Me 6—0H- MitAE —3- & H
6-131 RS Me 6-Me— NHEIE —3- & H
6-132 N E RS Me 4-Me-Ph H
6-133 A TR 3 5 Me 4-Br-Ph H
6-134 A TR 3 5 Me 4-F-Ph H
6-135 N RS Me 5-C1- nikmg —2- Ft H
6-136 NS Me 5-Br— NAg —2- 3 H
6-137 NS Me 5-F- nigng —2- 3 H
6-138 NS Me 5-Me— MR —2- 3 H
6-139 RS Me 2 MHEAEFE H
6-140 RS Me 4— MHEAE FE H
6-141 NS Me 4-C1-Ph 4-Me
6-142 N FEH A Me Ph 4-Me
6-143 INFEH A H Ph H
6-144 3,3- & -2-HKN 2 K-1- i Me Ph H
6-145 3,3- 52BN 24 -1- i Me 4-C1-Ph H
6146 3,3 —5 -2- A 21 -1- & Me 2 BEWy FE H
6-147 3,3- & -2-HN 2K -1- i Me 2- MitrE R H
6-148 (1- FEIRHE ) FE Me Ph H
[0940]

ke R R R (R,
6-149 (1- FHEIRNE ) FHE Me 4-C1-Ph H
6—150 (1- FEIRAE ) FEE Me 2 WEWY H
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6-151 (1- FEER NI ) HEE Me 2 MLnE 5 H
6-152 4- AT 2-He-1- 3 Me Ph H
6-153 4- ST —2-He-1- 3 Me 4-C1-Ph H
6—154 4-FRT 2-fh-1- K Me 2— BEWy I H
6-155 4- ST —2-He-1- 3 Me 2- MitrE H
6-156 (2,2- —FIAANHE) FHE Me Ph H
6-157 (2,2- Z—HINE) FE Me 4-C1-Ph H
6-158 (2,2- ZHIHAE) FIE Me 2- WEWy 5k H
6-159 (2,2- S AHIL) FE Me 2- L mESE H
6-160 T -2- 4 -1- 3 Me Ph H
6-161 T-2-%-1- % Me 4-C1-Ph H
6-162 T -2-f-1- % Me 2 BEN, L H
6-163 T -2- e -1- K Me 3 ey 5L H
6-164 T 2- R -1- K Me 3-Me—2— MEMY R H
6-165 T 2R -1- K Me 4-Me—2— EEMGY HE H
6-166 T -2-Hh-1-K Me 5-C1-2- Emy 3 H
6-167 T-2-H-1- K Me 5-Me—2- BEW;FL H
6-168 T-2- 4 -1- Me 3- MErEEL H
6-169 T -2- 4 -1- Me 6-MeO- MELHE —3- 5 H
6-170 T -2- 4 -1- 3 H Ph H
6-171 T -2- 4 -1- Me 6-Me— MEHE —3- % H
6-172 T-2-f-1- % Me 4-Me-Ph H
6-173 T-2-H-1- % Me 4-Br-Ph H
6-174 T -2-fe-1- 3 Me 4~F-Ph H
6-175 T-2-fe-1- % Me 5-C1- MLAE —2- 3L H
6-176 T -2-fe-1- Me 5-Br- MLAE —2- 3L H
6-177 T -2-He-1- Me 5-F- MitiE —2- % H
6-178 T -2-He-1- & Me 5-Me— MLAE —2- 3 H
6-179 T -2-He-1- 3 Me 2- MitrE R H
6-180 T -2-He-1- 3 Me 4— ML 3 H
6-181 T -2-He-1- 3 Me 4-C1-Ph 4-Me
6-182 T -2-H-1- 3 Me Ph 4-Me
6-183 1- FHIETT —2- 4 -1- 3 Me Ph H
6-184 1- BT -2 fe -1- 3 Me 4-C1-Ph H
6-185 1- RN 2 fe-1- 3 Me 2 WEITY L H
6-186 1- FEET —2- 4 —1- 3 Me 2- MiLrE H
6-187 1- WRE L FE Me Ph H

[0941]
G5 R! R’ R® (R,
6-188 1- NI LI Me 4-C1-Ph H
6-189 1- T 23 Me 2- WEWYRE H
6—190 1- NI LI Me 2— NEIEHRE H
6-191 o Me Ph H
6-192 o Me 4-C1-Ph H
6-193 e Me 2 BEWyFE H
6-194 I TR Me 2- MitrE R H
6-195 3-FHET 21 -1- % Me Ph H
6-196 3-FHET 2- 1 -1- % Me 4-C1-Ph H
6-197 3 HET 2- M -1- & Me 2— BEWy 3L H
6-198 3- HET —2- B -1- % Me 2- MikmE R H
6-199 2- RN —2- M -1- & Me Ph H
6-200 2— HILPH —2- M —1- F Me 4-C1-Ph H
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6-201 2- RN -2- i -1- 5 Me 2- BEWy 5L H
6—202 2— FHILPH —2- M —1- 3 Me 2- MitrE R H
6-203 (2E)-1- FHEET —2- 4 —1- Me Ph H
6-204 (2E)-1- LT —2- 5 —1- & Me 4-C1-Ph H
6-205 (2E)-1- LT —2- J —1- Fk Me 2 WEWy BE H
6-206 (2B)-1- LT —2- M5 —1- % Me 2- Mg H
6-207 3- AREEH -2 f-1- K Me Ph H
6-208 3- FKIEH -2- P -1-F Me 4-C1-Ph H
6-209 3- RFEN 2 B -1- F Me 2— WEWyFE H
6-210 3- RIHH -2- f-1- Me 2- MEnE H
6-211 RT R Me Ph H
6-212 RTHE R Me 4-C1-Ph H
6-213 T ERE Me 2 BEW FE H
6-214 B RS Me 2 MHERESE H
6-215 A RS H Me Ph H
6-216 M RFE R Me 4-C1-Ph H
6-217 I RFE R Me 2 BEWy 3L H
6-218 A RS H Me 2- MLRESE H
6-219 WO R Me Ph H
6—220 IR O3 3L Me 4-C1-Ph H
6-221 e R Me 2 BEWy 3L H
6-222 L3 H 3 Me 2- Mg 3L H
6-223 T -3 -1- & Me Ph H
6-224 T-3- 4 -1- & Me 4-C1-Ph H
6-225 T34 -1- & Me 2 ey S H
6-226 T-3-%-1- & Me 2- MitrE R H

[0942]

%% Rl R4 R5 (RG) .
6-227 - SRR —2- K -1- & Me Ph H
6-228 - SRR 2- K -1- & Me 4-C1-Ph H
6-229 2- FARA —2- M —1- % Me 2 WEWy L H
6-230 2- JAN -2- M -1- Me 3— IEWy HE H
6-231 2- SR 2- 4 -1- & Me 3-Me—2— WEWy L H
6-232 2- SR —2- 4 -1- & Me 4-Me—2— BEW) FE H
6-233 2- SR 2- 4 -1- & Me 5-C1-2- WEWy 5k H
6-234 2- SR —2- 4 -1- & Me 5-Me—2— WEWy FL H
6-235 2- FARHA 2 M —1- 3 Me 3 AL AEFE H
6-236 - SRR 2- 4 -1- & Me 6-MeO— ELRE —3— 3L H
6-237 - SfRH 22— -1- & Me 6—0H— e —3— 3L H
6-238 - SfRH 22— -1- & Me 6-Me— HELRE —3— 3L H
6-239 - SfH -2-F-1- & Me 4-Me—Ph H
6—240 - SfRH 22— -1- & Me 4-Br—Ph H
6-241 - SfRH 22— -1- & Me 4-F-Ph H
6-242 2 SARIN —2- M5 -1- 3 Me 5-C1- fithE —2— %t H
6-243 - SRR —2- 4 -1- & Me 5-Br— fitRE —2— %t H
6—244 - SRR —2- 4 -1- & Me 5-F- MitmE —2- % H
6245 - SRR -2- 4 -1- & Me 5-Me— MiLRE —2— %t H
6-246 - SRR —2- 4 -1- & Me 2- MiErE R H
6-247 - SRR —2- 4 -1- & Me 4- TiEmE 3 H
6-248 - SRR —2- 4 -1- & Me 4-C1-Ph 4-Me
6-249 - SRR -2- 4 -1- & Me Ph 4-Me
6—250 - SRR —2- 4 -1- & H Ph H
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6-251 2- BRI LI Me Ph H
6-252 2- BRI LI Me 4-C1-Ph H
6-253 2- FEFE 23 Me 2 WEWy HE H
6-254 2- FEHE LK Me 2— At 5L H
6-255 DU MR —2— 55 Me Ph H
6-256 DU MR —2- 5 5 Me 4-C1-Ph H
6-257 DU iR —2- JE R Me 2- WEMy I H
6-258 DU e —2- JE R Me 2- NHEE AL H
6-259 2-( ZHERE) &k Me Ph H
6-260 2-( ZHERE) &k Me 4-C1-Ph H
6-261 2-( ZHERE) &k Me 2 WEWY HL H
6-262 - (ZHERE) &% Me 2- NHEE AL H
6-263 Aau T 3% Me Ph H
6-264 AT 3- & Me 4-C1-Ph H
6-265 AT 3 & Me 2 WEWy 5L H
[0943]

G5 R R’ R° (),
6-266 FORIATT -3 A Me 2- NEERE H
6267 (3- AT -3- &) HE Me Ph H
6-268 (3- LA T —3- &) HE Me 4-C1-Ph H
6-269 (3- HREEZM T 3 ) B Me 2— BEMy L H
6-270 (3- HREZM T 35 ) B Me 2- Nk AL H
6-271 2,2,2- =R LI Me Ph H
6-272 2,2,2- =R LI Me 4-C1-Ph H
6-273 2,2,2- =@ LK Me 2 Wy 5 H
6-274 2,2,2- =R LI Me 3- nkAE H
6-275 2,2,2- =@ LI Me 6-Me— AHLIE —3- JE H
6-276 2,2,2- =@ LIk Me 4-Me—Ph H
6-277 2,2,2- = LIk Me 4-Br—Ph H
6-278 2,2,2- =@ LIk Me 4-F-Ph H
6-279 2,2,2- =WLE Me 5-C1- Hitme —2- % H
6-280 2,2,2- =@ LI Me 5-Br— NEEE —2- J H
6-281 2,2,2- =@ LI Me 5-F- niLrE —2- 3 H
6-282 2,2,2- Z@|LIE Me 5-Me— NEHE —2- FE H
6-283 2,2,2- =@ LI Me 2— NERERE H
6-284 2,2,2- =@|LIE Me 4— NERERE H
6-285 CH, (4-C1-Ph) Me Ph H
6-286 CH, (4-C1-Ph) Me 4-C1-Ph H
6-287 CH, (4-C1-Ph) Me 2 WEWy 5 H
6-288 CH, (4-C1-Ph) Me 3- MR HE H
6—289 CH, (4-C1-Ph) Me 6-Me— MILIE —3- & H
6-290 CH, (4-C1-Ph) Me 4-Me—Ph H
6-291 CH, (4-C1-Ph) Me 4-Br—Ph H
6-292 CH, (4-C1-Ph) Me 4-F-Ph H
6-293 CH, (4-C1-Ph) Me 5-C1- nikme —2- J& H
6-294 CH, (4-C1-Ph) Me 5-Br— Ntmg —2- J& H
6-295 CH, (4-C1-Ph) Me 5-F— Mg —2- F& H
6-296 CH, (4-C1-Ph) Me 5-Me— NitmE —2- F& H
6-297 CH, (4-C1-Ph) Me 2- Mg AL H
6-298 CH, (4-C1-Ph) Me 4- Mg Ak H
6-299 CH, (4-F-Ph) Me Ph H
6-300 CH, (4-F-Ph) Me 4-C1-Ph H
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6-301 CH, (4-F-Ph) Me 2 WENy 5L H
6-302 CH, (4-F-Ph) Me 3- MHmE AL H
6-303 CH, (4-F-Ph) Me 6-Me— HLAE —3- 2 H
6-304 CH, (4-F-Ph) Me 4-Me—Ph H

[0944]
5 R' R* R® (R,
6-305 CH, (4-F-Ph) Me 4-Br-Ph H
6-306 CH, (4-F-Ph) Me 4-F-Ph H
6-307 CH, (4-F-Ph) Me 5-C1- nikme —2- J& H
6-308 CH, (4-F-Ph) Me 5-Br— MtmE —2- J& H
6-309 CH, (4-F-Ph) Me 5-F— MLE —2- FE H
6-310 CH, (4-F-Ph) Me 5-Me— NimE —2- J H
6-311 CH, (4-F-Ph) Me 2- NI AL H
6-312 CH, (4-F-Ph) Me 4 NHERE L H
6-313 CH, (4-0Me—Ph) Me Ph H
6-314 CH, (4-0Me—Ph) Me 4-C1-Ph H
6-315 CH, (4-OMe—Ph) Me 2 WEW; 5 H
6-316 CH, (4-0Me—Ph) Me 3- IHmEdE H
6-317 CH, (4-OMe—Ph) Me 6-Me— MILIE —3- 3 H
6-318 CH, (4-0Me—Ph) Me 4-Me—Ph H
6-319 CH, (4-0Me—Ph) Me 4-Br—Ph H
6-320 CH, (4-0Me—Ph) Me 4-F-Ph H
6-321 CH, (4-OMe—Ph) Me 5-C1- Nikme —2- F& H
6-322 CH, (4-OMe—Ph) Me 5-Br— NtrE —2- F& H
6-323 CH, (4-OMe—Ph) Me 5-F— g —2- F& H
6-324 CH, (4-OMe—Ph) Me 5-Me- HitHE -2- % H
6-325 CH, (4-OMe—Ph) Me 2- Mg Ak H
6-326 CH, (4-0Me—Ph) Me 4- HtBE A H
6-327 2,2- “HLE Me Ph H
6-328 2,2- "R E Me 4-C1-Ph H
6-329 2,2- “LH Me 2- WEW AL H
6-330 2,2- LK Me 2— NHEmE AL H
6-331 Ph Me Ph H
6-332 Ph Me 4-C1-Ph H
6-333 Ph Me 2 WEWY 5 H
6-334 Ph Me 2— NHkmE AL H
6-335 2- BLHE Me Ph H
6-336 2- BLHE Me 4-C1-Ph H
6-337 2- BLHE Me 2 WEW 5 H
6-338 - J|LHE Me 2— HHE L H
6-339 2,2,3,3,3~ HEARE Me Ph H
6-340 2,2,3,3,3 HEAIE Me 4-C1-Ph H
6-341 2,2,3,3,3 HEAIE Me 2 WEWy 5 H
6-342 2,2,3,3,3 HEAIE Me 2- NERERE H
6-343 1- L5 -5 FIEE —1H- Hitme —4- FIE Me Ph H
[0945]
E R' R* R® (R%),
6-344 1- L3 —5- HHE —1H- nteige —4- 3L Me 4-C1-Ph H
6-345 1- 23 -5 FI3E —1H- nppmse —4- AL Me 2 Wy 5L H
6-346 1- 3 -5 HIEE —1H- nthmg —4— 3L Me 2— NHERE 5L H
6-347 Et Me 2- Mg Ak 6-C1
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6-348 T -3-fh-2- % Me 5-C1- g —2- 3 H
6-349 T -3k -2- % Me SRR —3- 3 H
6-350 T -3-fh-2- % Me Wbk —2— 3% H
6-351 T -3-fh-2- % Me Ph H
6-352 T -3-fh-2- % Me 4-C1-Ph H
6-353 T -3 —2- Me 2— WEWY FE H
6354 T -3-fh-2- & Me 3- nERE 5 H
6-355 T -3 —2- 3 Me 6-Me— MHLIE —3- 3L H
6-356 T -3k 2- % Me 4-Me—Ph H
6-357 T -3k 2- % Me 4-Br—Ph H
6-358 T -3k 2- % Me 4-F-Ph H
6-359 T -3k 2- % Me 5-Br— MmE —2- 3 H
6-360 T 32— % Me 5-F- nmE —2- 3 H
6-361 T -3k 2- % Me 5-Me— N IE —2- 3 H
6-362 T 34 2- % Me 2 MHRE 3 H
6-363 T -3 2- % Me 4— MHRE S H
6-364 Et Me SR -3 5 H
6-365 Et Me Wbk —2— 5 H

[0946]  [bAk, JbE Rk T AR HEER (D ALEWH NR 24l . =1L S P01 NVR % H
LAAE 400MHz (CDCLy) F ) 'H-NMR 1% ('H BZRLAREAE ) 103k, —Somfl Ak &9 R AL
A% 6 (ppm) W1 RS -

[0947]  NMR 4k&4 6-347 (CDC1,, 400MHz, & EAA7 A4 ppm) -

[0948]  1.23(t3H) ;2. 38 (s, 3H) ;3. 48(s,2H) ;4.12(q,2H) ;7. 41 (m, 1H) ;7.57(d, 1H) ;
7.68 (m, 1H) ;7. 93 (m, 1H) ;8. 09 (d, 1H) ;8. 62 (m, 1H) .

[o9a9] % 7. (IC”) WHL&EY

[0950]
(R®),

[0951]
éﬁ% RZ RS R4 R5 (R6) .
7-1 H H Ph Ph H
7-2 H H Me Ph H
7-3 H H Me 5-1-2- BEWy 5k H
-4 H H Me 2— IR 3L H
7-5 Me H Me Ph 5-Me
7-6 H H Me Ph 5-CF,
-7 H H Me Ph 5-Me
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7-8 H H Me 4-Me0-Ph 5-Me

7-9 H H Me 4-Me0-Ph H

7-10 Me H Me Ph H

7-11 H H Me 4-Me-Ph 5-Me

7-12 H H Me 4-Me-Ph 5-C1

7-13 H H Me 4-Me-Ph H

7-14 H H Me 3-C1-Ph H

7-15 H H Me 3-CF,~Ph H

7-16 H H Me 3-CF,~Ph 5-Me

7-17 H H Me 3,4-C1,~Ph 5-Me

7-18 H H Me 3-C1-Ph 5-Me

7-19 H H Me 2-C1-Ph 5-Me

7-20 H H Me 2,4-C1,~Ph 5-Me

7-21 H H Me 4-CF,~Ph 5-Me

7-22 H H Me 4-C1-Ph 5-Me

7-23 H H Me 4-C1-Ph H

7-24 H H Me 3,4-C1,~Ph H

7-25 H H Me 4-CF,~Ph H

7-26 H H Me 4-C1-Ph 5-C1

7-27 H H Me Ph 5-C1

7-28 H H Me 2-C1-Ph H

7-29 H H Me 4-tBu-Ph 5-Me

7-30 H H Me 3,5-Me,~Ph 5-Me

[0952]

éﬁ% RZ RS R4 R5 (R6> .
7-31 H H Me Ph 5-0Me
7-32 H H Me 4-C1-Ph 5-0Me
7-33 H H Me 4-Me-Ph 5-Me
7-34 H H Me 4-F-Ph 5-C1
7-35 H H Me 4-F-Ph 5-Me
7-36 H H Me 3-Me-Ph 5-Me
7-37 H H Me 4~ (COOH) ~Ph 5-Me
7-38 H H Me 3-Br-Ph 5-Me
7-39 H H Me 4-Ph-Ph 5-Me
7-40 H H Me 4—(COOH)—Ph H
7-41 H H Me 3, 5-Me,~Ph H
7-42 H H Me Ph 5-SMe
7-43 H H Me 4-C1-Ph 5-SMe
7-44 H H Me 3-C1-4-Me—Ph H
7-45 H H Me 3-CF,~4-C1-Ph H
7-46 H H Me 3-CF,~4-C1-Ph 5-Me
7-47 H H Me 3-C1-4-Me—Ph 5-Me
7-48 H H Me 2- MtRe 5L 5-C1
7-49 H H Me 4-C1-Ph 5-F
7-50 H H Me 2— Ry 5L 5-Me
7-51 H H Me 3-Me—2— MY 5L 5-Me
7-52 H H Me 4-Me—2— RNy 5L 5-Me
7-53 H H Me 5-C1-2- WEwy 5L 5-Me
7-54 H H Me 5-C1-2- ey 5L 5-C1
7-55 H H Me 3— BEWy HL 5-Me
7-56 H H Me 2— BEWY 5L H
7-57 H H Me 3-Me—2— WEN KL H
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7-58 H H Me 4-Me—2— MEIYHE H
7-59 H H Me 5-C1-2— MEmy AL H
7-60 H H Me 5-Me—2— MEMY AL H
7-61 H H Me 6-MeO— MLHE —3- Kk H
7-62 H H Me 5-Br-2- MWy KL H
7-63 H H Me 5-Br-2- MWy KL 5-Me
7-64 H H Me 3- WEWy K H
7-65 H H Me 4-C1-Ph 5-S (0) Me
7-66 H H Me 4-Br-Ph 5-Me
7-67 H H Me 1,3 I —EIF G 5 & 5-Me
7-68 H H Me 4-T-Ph 5-Me
[0953]

Y= R’ R® R* R® (R,

7-69 H H Me 3,5-C1,~Ph 5-Me

7-70 H H Me 4-PhO-Ph 5-Me

7-71 H H Me 6-OH- IHLAE —3- FE H

7-72 H H Me Ph 5-S (0) Me

7-73 H H H Ph H

7-74 H H H Ph 5-Me

7-75 H H Et Ph H

7-76 H H n—Pr Ph H

77 H H CH,C1 Ph H

7-78 H H CHC1, Ph H

7-79 H H CH,F Ph H

7-80 H H CHF, Ph H

7-81 H H 1 Ph H

7-82 H H Et Ph 5-Me

7-83 H H n—Pr Ph 5-Me

7-84 H H CH,C1 Ph 5-Me

7-85 H H CHCI, Ph 5-Me

7-86 H H CH,F Ph 5-Me

7-87 H H CHF, Ph 5-Me

7-88 H H cl Ph 5-Me

7-89 H H Et 4-C1-Ph H

7-90 H H n—Pr 4-C1-Ph H

7-91 H H CH,C1 4-C1-Ph H

7-92 H H CHC1, 4-C1-Ph H

7-93 H H CH,F 4-C1-Ph H

7-94 H H CHF, 4-C1-Ph H

7-95 H H cl 4-C1-Ph H

7-96 H H Et 4-Me—Ph H

7-97 H H n-—Pr 4-Me—Ph H

7-98 H H CH,C1 4-Me—Ph H

7-99 H H CHC1, 4~Me—Ph H

7-100 H H CH,F 4-Me—Ph H

7-101 H H CHF, 4~Me—Ph H

7-102 H H Cl 4-Me-Ph H

7-103 H H Et 2 MHERESE H

7-104 H H n-Pr 2 ML RESE H

7-105 H H CH,C1 2- NEpE AL H

7-106 H H CHC1, 2- NEE L H

7-107 H H CH,F 2- NEE AL H

132



CN 102083818 B w R B 129/170 7L
[0954]
%% RZ RB R4 R5 (R6> .
7-108 H H CHF, 2- NEE AL H
7-109 H H Cl 2 ML REHE H
7-110 H H Me 2- MLAE H
7-111 H H Me 5-C1- Mg —2- 5 H
7-112 H H Me 5-C1- AkiE —2- %k 5-C1
7-113 H H Me 5-C1- AkiE —2- %k 5-Me
7-114 H H Me 5-Br— fltiE —2- %k H
7-115 H H Me 5-Br— fiLiE —2- %k 51
7-116 H H Me 5-Br— fiLiE —2- %k 5-Me
7-117 H H Me 5-F- fikiE —2- %k H
7-118 H H Me 5-Me— AiLiE —2- %& H
7-119 H H Me 5-Me— AiLiE —2- %& 5-Me
7-120 H H Me 2,4-C1,-Ph H
7-121 H H Me 4-CH,COOH-Ph 5-Me
7-122 H H Me 3, 4-Me,~Ph 5-Me
7-123 H H Me 4-Br-Ph H
7-124 H H Me 3, 4-Me,~Ph H
7-125 H H Me 3-Me-Ph H
7-126 H H Me 4-F-Ph H
7-127 H H Me 4~ (Me—CO0) ~Ph H
7-128 H H Me 4~tBu-Ph H
7-129 H H Me 4-C1-3-Me—Ph H
7-130 H H n—Pr 4-C1-Ph 5-Me
7-131 H H Me 3 ML AE gL H
7-132 H H Me 4— M REHE H
7-133 H H € (0) OMe Ph H
7-134 H H Me 6-Me— NHEHE —3- K& H
7-135 H H Me 4-C1-Ph 5-S0,Me
7-136 H H Me 3- NEREHE 5-Me
7-137 H H Me 2,3-C1,~Ph 5-Me
7-138 H H Me 2- MHLIESE 5-Me
7-139 H H H 4-C1-Ph 5-Me
7-140 H H Me 6-C1- ItiE —3- 3% H
7-141 H H Me Ph 5-Me
7-142 H H Me 4-Me— MHEIE —2— FE H
7-143 H H Me 4-Me— MHEIE —2- FE 5-Me
7-144 H H Me 4-Me— MHEAE —2- FE 5C1
7-145 H H Me 4-Me— MEHE —2- 3 5-F
7-146 H H Me 4-F- IiiE —2- 3% H
[0955]
= R? R® R* R® (R%,
7-147 H H Me 4-C1- fitng —2- 5 H
7-148 H H Me 4-Br— Mtng —2- 3 H
7-149 H H Me 4-0Me— ALAE —2- K& H
7-150 H H Me 5-CF,— fithe —2- % H
7-151 H H Me 6-OMe— ALAE —2- K& H
7-152 H H cyPr 4-C1-Ph H
7-153 H H CN 4-C1-Ph H
7-154 H H CN 4-C1-Ph 5-Me
7-155 H H CN 4~Me-Ph H
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7-156 H H CN 4~Me-Ph 5-Me
7-157 H H CN Ph H
7-158 H H CN Ph 5-Me
7-159 H H CN 2 MHEPE HE H
7-160 H H CN 3- NiERESL H
7-161 H H CN 5-C1- MEAE —2- H
7-162 H H CN 5-Br— MLAE —2- H
7-163 H H CN 5-F- nitng -2- & H
7-164 H H CN 5-Me— NiLHE —2- J& H
7-165 H H CN 6-Me— ALLIE —3- Bk H
7-166 H H CN 4-Me— ALLAE —2- B H
7-167 H H CN 4-F- fiLiE —2- % H
7-168 H H CN 4-C1- fiLiE —2- % H
7-169 H H CN 4-Br- fLAE —2- % H
7-170 H H CN 4-0Me— AILAE —2- FE H
7-171 H H FH e 4-C1-Ph H
7-172 H H FH e 4-C1-Ph 5-Me
7-173 H H FH 4-Me—Ph H
7-174 H H FH e 4-Me—Ph 5-Me
7-175 H H FH e Ph H
7-176 H H FH e Ph 5-Me
7-177 H H FH I 2— Mg 5 H
7-178 H H FH e 3- NERESE H
7-179 H H FH I 5-C1- nigng —2- % H
7-180 H H FH I 5-Br— NEng —2- % H
7-181 H H FH 5-F- nikng —2- % H
7-182 H H FH i 5-Me— MLAE —2- 3L H
7-183 H H FH ek 6-Me— MLRE —3- %t H
7-184 H H FH Ik 4-Me— MEME —2- % H
7-185 H H FH Pk 4-F- TiLRE —2- & H

[0956]

Y= R? R? R* R® (R%),
7-186 H H FH e 5 4-C1- fiLRE —2- % H
7-187 H H FH e i 4-Br— fLRE —2- % H
7-188 H H FH e 5 4-0Me— AILRE —2— %E H
7-189 H H CH,0H 5-Me— HitHE —2- K& H
7-190 H H CH,0H 4-C1-Ph H
7-191 H H CH,0H 4-Me— NkAE —2- & H
7-192 H H CH,0H 4-Me-Ph H
7-193 H H CH,0H Ph H
7-194 H H CH,0H 2- NkRE AL H
7-195 H H Me 2— MEEMRAL H
7-196 H H Me 2— MEEMRAL 5-C1
7-197 H H Me 2— MEEMRAL 5-Me
7-198 H H Me 4-Me— BEME —2— B H
7-199 H H Me 4-Me— MEME —2— FL 5-C1
7-200 H H Me 4Me— MEME —2— FL 5-Me
7-201 H H Me 5-Me— BEMp —2— £t H
7-202 H H Me 5-Br— BEMp —2— £t H
7-203 H H Me 5-Br— MEM: —2- % 5-Me
7-204 H H Me 5-C1- MBEMp —2— it H
7-205 H H Me 4,6-Me,~ MEIE —2— 5 H
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7-206 H H Me 4,6-Me,~ HEIE —2- 5 5-Me
7-207 H H Me 2- NEREFL 5-F
7-208 H H Me 2- b H
7-209 H H Me 5-Me— iz —2- % H
7-210 H H Me 2- Mt 5-Me
7-211 H H Me 1,3~ FFfmem: —o- 3% H
7-212 H H Me 1, 3- ZEFfmems —2— FL 5-Me
7-213 H H Me 7-Cl1-1,3- ZEFfmeme -2 1L H
7-214 H H Me 1, 5-Me,— fHtm: —3- 5 H
7-215 H H Me 1, 5-Me,~ Nt —3- J& 5-Me
7-216 H H Me 4, 5-Me,~ WEME —2— L H
7-217 H H Me 4,5-Cl,~ BEME —2— L H
7-218 H H Me 2 WEE S H
7-219 H H Me 2 WENE R 5-Me
7-220 H H Me 5-F- BENE —2- 3 H
7-221 H H Me 5-C1- BEIE —2- 3% H
7-222 H H Me 5-Br— BENE —2- 3 H
7-223 H H Me 5-Me— BENE —2- 3 H
7-224 H H Me 5-Me— BENE —2- 3% 5-Me

[0957]
Y= R? R® R* R® (R%),
7-225 H H Me 4, 6-Me,~ MERE —2— JE H
7-226 H H Me 4, 6-Me,~ MERE —2— K 5-Me
7-227 H H Me 3— BAMERL H
7-228 H H Me 6-Me— MkFE —3- 3L H
7-229 H H Me 1,2,4- =W -3~ 3L H
7-230 H H Me 6-Me—1,2,4- =M -3- i H
7-231 H H Me 3,5-C1,~Ph H
7-232 H H Me SN -3 H
7-233 H H Me Wb —2- % H
[o958] % 8.: (IC"”) WItL&W
[0959]
O—Me
R
@]
Re)n (Ic’ b ,)
[0960]
éﬁ% RZ RS R4 R5 (R6) .
81 H H Ph Ph H
82 H H Me Ph H
8-3 H H Me 5-1-2- BEW; L H
84 H H Me 2— R 3L H
85 Me H Me Ph 5-Me
86 H H Me Ph 5-CF,
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87 H H Me Ph 5-Me
8-8 H H Me 4-MeO—Ph 5-Me
8-9 H H Me 4-MeO-Ph H
8-10 Me H Me Ph H
8-11 H H Me 4-Me—Ph H
8-12 H H Me 4-Me—Ph 5-Me
8-13 H H Me 4-Me—Ph 5-C1
8-14 H H Me 3-C1-Ph H
8-15 H H Me 3-CF,~Ph H
8-16 H H Me 3-CF,~Ph 5-Me

[0961]
= R? R’ R* R® (R,
8-17 H H Me 3,4-C1,~Ph 5-Me
8-18 H H Me 3-C1-Ph 5-Me
8-19 H H Me 2-C1-Ph 5-Me
8-20 H H Me 2,4-C1,~Ph 5-Me
8-21 H H Me 4-CF,~Ph 5-Me
8-22 H H Me 4-C1-Ph 5-Me
8-23 H H Me 4-C1-Ph H
8-24 H H Me 3,4-C1,~Ph H
8-25 H H Me 4-CF,~Ph H
8-26 H H Me 4-C1-Ph 5-C1
8-27 H H Me Ph 5-C1
8-28 H H Me 2-C1-Ph H
8-29 H H Me 4—tBu—Ph 5-Me
8-30 H H Me 3, 5-Me,~Ph 5-Me
8-31 H H Me Ph 5-0Me
8-32 H H Me 4-C1-Ph 5-0Me
8-33 H H Me 4-Me—Ph 5-Me
8-34 H H Me 4-F-Ph 5-Me
8-35 H H Me 4-F-Ph 5-C1
8-36 H H Me 3-Me—Ph 5-Me
8-37 H H Me 4~COOH-Ph 5-Me
8-38 H H Me 3-Br-Ph 5-Me
8-39 H H Me 4~Ph-Ph 5-Me
8-40 H H Me 4-COOH-Ph H
8-41 H H Me 3, 5-Me,~Ph H
842 H H Me Ph 5-SMe
8-43 H H Me 4-C1-Ph 5-SMe
844 H H Me 3-C1-4-Me—Ph H
845 H H Me 3-CF,~4-C1-Ph H
8146 H H Me 3-CF,~4-C1-Ph 5-Me
8-47 H H Me 3-C1-4-Me—Ph 5-Me
8-48 H H Me 2- ML RESE 51
8-49 H H Me 4-C1-Ph 5-F
8-50 H H Me 2 BEWHL 5-Me
851 H H Me 3-Me—2- MMy L 5-Me
8-52 H H Me 4-Me—2— MBEN; FE 5-Me
8-53 H H Me 5-C1-2- MEmy 5t 5-Me
8-54 H H Me 5-C1-2- ey %k 5-C1
8-55 H H Me 3— BEWy L 5-Me

[0962]
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e R? R® R* R® (R,
8-56 H H Me 2— IENyFL H
8-57 H H Me 3-Me—2— WEMY KL H
8-58 H H Me 4-Me—2— WENGY FE H
8-59 H H Me 5-C1-2- WEWY 5L H
8-60 H H Me 5-Me—2— WEWY 5L H
861 H H Me 6-MeO- MELIE —3- H
8-62 H H Me 5-Br—2— My 3t H
8-63 H H Me 5-Br—2— My 3t 5-Me
8-64 H H Me 3— MgENsy L H
8-65 H H Me 4-C1-Ph 5-S (0) Me
8-66 H H Me 4-Br-Ph 5-Me
867 H H Me 1,3 FIFEH NG -5 & 5-Me
8-68 H H Me 4-T-Ph 5-Me
8-69 H H Me 3,5-C1,~Ph 5-Me
8-70 H H Me 4-PhO-Ph 5-Me
871 H H Me 6-OH- IHLAE —3- FE H
8-72 H H Me Ph 5-S(0) Me
8-73 H H H Ph H
8-74 H H H Ph 5-Me
8-75 H H Et Ph H
8-76 H H n—Pr Ph H
8-77 H H CH,C1 Ph H
8-78 H H CHC1, Ph H
8-79 H H CH,F Ph H
8-80 H H CHF, Ph H
8-81 H H Cl Ph H
8-82 H H Et Ph 5-Me
8-83 H H n-Pr Ph 5-Me
8-84 H H CH,C1 Ph 5-Me
8-85 H H CHC1, Ph 5-Me
8-86 H H CH,F Ph 5-Me
8-87 H H CHF, Ph 5-Me
8-88 H H cl Ph 5-Me
8-89 H H Et 4-C1-Ph H
8-90 H H n—Pr 4-C1-Ph H
8-91 H H CH,C1 4-C1-Ph H
8-92 H H CHC1, 4-C1-Ph H
8-93 H H CH,F 4-C1-Ph H
[0963]

e R? R’ R* R® (R,

8-94 H H CHF, 4-C1-Ph H

8-95 H H c1 4-C1-Ph H

8-96 H H Et 4-Me—Ph H

8-97 H H n—Pr 4~Me—Ph H

8-98 H H CH,C1 4-Me—Ph H

8-99 H H CHC1, 4~Me—Ph H

8-100 H H CH,F 4-Me—Ph H

8-101 H H CHF, 4~Me—Ph H

8-102 H H 1 4~Me—Ph H

8-103 H H Et 2 ML REHE H

8-104 H H n-Pr 2 ML REHE H
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8-105 H H CH,C1 2- NEE AL H
8-106 H H CHC1, 2- NEE AL H
8-107 H H CH,F 2- NkE AL H
8-108 H H CHF, 2- NERE AL H
8-109 H H Cl 2— N rERE H
8-110 H H Me 2- NEmERE H
8-111 H H Me 5-C1- Mg —2- 5 H
8-112 H H Me 5-C1- Mg —2- 5 5-C1
8-113 H H Me 5-C1- Mg —2- 5 5-Me
8-114 H H Me 5-Br— fLmE —2- L H
8-115 H H Me 5-Br— Mg —2- 5 5-C1
8-116 H H Me 5-Br— Mg —2- 5 5-Me
8-117 H H Me 5-F- MitiE —2- & H
8-118 H H Me 5-Me— MiEAE —2- K& H
8-119 H H Me 5-Me— NitAE —2- K& 5-Me
8-120 H H Me 2,4-C1,~Ph H
8-121 H H Me 4—(CH,COOH) —Ph 5-Me
8-122 H H Me 3, 4-Me,~Ph 5-Me
8-123 H H Me 4-Br-Ph 5-Me
8-124 H H Me 3, 4-Me,~Ph H
8-125 H H Me 3-Me—Ph H
8-126 H H Me 4-F-Ph H
8-127 H H Me 4—(Me—C0)—Ph H
8-128 H H Me 4—tBu-Ph H
8-129 H H Me 4-C1-3-Me—Ph H
8-130 H H n—Pr 4-C1-Ph 5-Me
8-131 H H Me 3- NErE L H
8-132 H H Me 4- MEBE AL H
[0964]
G5 R’ R’ R’ R’ (),
8-133 H H € (0)OMe Ph H
8-134 H H Me 6-Me— MERE —3- K& H
8-135 H H Me 4-C1-Ph 5-S0,Me
8-136 H H Me 3- MERESHE 5-Me
8-137 H H Me 2,3-C1,~Ph 5-Me
8-138 H H Me 2- MiERE 5L 5-Me
8-139 H H H 4-C1-Ph 5-Me
8-140 H H Me 6-C1- MEmeE —3- 5 H
8-141 H H Me Ph 5-Me
8-142 H H Me 4-Me— MERE —2- 5 H
8-143 H H Me 4-Me— MERE —2- 5 5-Me
8-144 H H Me 4-Me— MERE —2- K& 5-C1
8-145 H H Me 4-Me— MiLRE —2- 3 5-F
8-146 H H Me 4-F— memg —2- 5 H
8-147 H H Me 4-C1- nmg —2- 5 H
8-148 H H Me 4-Br— MEmgE —2- 5 H
8-149 H H Me 4-OMe— MLE —2— FE H
8-150 H H Me 5-CFy— fithe —2- % H
8-151 H H Me 6—OMe— HLIE —2— FE H
8-152 H H cyPr 4-C1-Ph H
8-153 H H CN 4-C1-Ph H
8-154 H H CN 4-C1-Ph 5-Me
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8-155 H H CN 4-Me-Ph H

8-156 H H CN 4-Me-Ph 5-Me

8-157 H H CN Ph H

8-158 H H CN Ph 5-Me

8-159 H H CN 2— N iE L H

8-160 H H CN 3 HLmE AL H

8-161 H H CN 5-C1- MLAE —2- H

8-162 H H CN 5-Br- MLIE —2- 5 H

8-163 H H CN 5-F- MitiE —2- % H

8-164 H H CN 5-Me— MEHE —2- K& H

8-165 H H CN 6-Me— MERE —3- K& H

8-166 H H CN 4-Me— NHERE —2- K& H

8-167 H H CN 4-F- nitag —2- & H

8-168 H H CN 4-C1- mkmg —2- 5 H

8-169 H H CN 4-Br— MEreE —2- K& H

8-170 H H CN 4—0Me— MILRE —2— FE H

8171 H H FH 4-C1-Ph H

[0965]

o R R R R® (R,
8172 H H FH B 4-C1-Ph 5-Me
8-173 H H FH B 4-Me—Ph
8174 H H FH B 4-Me-Ph 5-Me
8-175 H H FH B Ph
8-176 H H FH B Ph 5-Me
8-177 H H HH 2- NEmERE
8-178 H H HH I 3- MHERE S H
8-179 H H FH I 5-C1- HtEiE —2- & H
8-180 H H FH I 5-Br- HLHE —2- & H
8-181 H H HH e 5-F- nikig —2- H
8-182 H H FH i 5-Me— HELIE —2- & H
8-183 H H FH i 6-Me— MILRE —3- & H
8-184 H H FH B 5 4-Me— MERE —2- 3 H
8-185 H H FH i 4-F- nigmg —2- X H
8-186 H H FH e 4-C1- MEmE —2- % H
8-187 H H e 4-Br— MERE —2- 3 H
8-188 H H I 4-0Me— NLRE —2- 3 H
8-189 H H CH,OH 5-Me— HitHE —2- K& H
8-190 H H CH,OH 4-C1-Ph H
8-191 H H CH,OH 4-Me— NkAE —2- & H
8-192 H H CH,0H 4-Me—Ph H
8-193 H H CH,0H Ph H
8-194 1 H CH,OH 2- NkRE AL H
8-195 H H Me 2— IBEMREL H
8-196 H H Me 2— IGEMREL 5-C1
8-197 H H Me 2— IBEMREL 5-Me
8-198 H H Me 4-Me— MEM —2— FE H
8-199 H H Me 4-Me— WEM: —2— FE 5-C1
8-200 H H Me 4-Me— WEM —2— FE 5-Me
8-201 H H Me 5-Me— BEM —2— FE H
8-202 H H Me 5-Br— BEM —2— FE H
8-203 H H Me 5-Br— BEM —2— FE 5-Me
8-204 H H Me 5-C1- BEMe —2— FE H
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8-205 H H Me 4,6-Me,~ HEIE —2— H
8-206 H H Me 4, 6-Me,~ HEIE —2- 5 5-Me
8-207 H H Me 2- NErESE 5-F
8-208 H H Me 2— NEPRAE H
8-209 H H Me 5-Me— HHLIE —2- H
8-210 H H Me 2— MR HL 5-Me
[0966]
me R’ R® R* R® (R,
8211 H H Me 1,3~ ZEFmEm: 2 3 H
8-212 H H Me 1,3~ ZEFmEm: 2 3 5-Me
8-213 H H Me 7-Cl-1, 3~ ZEFEmEm: —2- 3L H
8-214 H H Me 1, 5-Me,— fHtm: —3- 5 H
8-215 H H Me 1, 5-Me,~ Nt -3 3 5-Me
8-216 H H Me 4, 5-Me,~ BEME —2— FEL H
8-217 H H Me 4,5-C1,~ BEME —2— FE H
8-218 H H Me 2- BEWERL H
8-219 H H Me 2 BEWERL 5-Me
8-220 H H Me 5-F- WEIE —2- 3L H
8-221 H H Me 5-Cl— WEIE —2- 3L H
8-222 H H Me 5-Br— WEIE —2- 3 H
8-223 H H Me 5-Me— MEIE —2- 3L H
8-224 H H Me 5-Me— MEIE —2- L 5-Me
8-225 H H Me 4, 6-Me,~ MERE —2— Kt H
8-226 H H Me 4, 6-Me,~ MERE —2— K 5-Me
8-227 H H Me 3— MkIERL H
8-228 H H Me 6-Me— MikiE —3- 3L H
8-229 H H Me 3-(1,2,4)- =MEH H
8-230 H H Me 6-Me—(1,2,4)— =& -3- % H
8-231 H H Me 3,5-C1,~Ph H
8-232 H H Me SR -3 A H
8-233 H H Me MEIbE —2- Fk H
[0967] £ 9.3 (1C””7) LS
[0968]
(R®),
G\N/N2 (IC””)
1
[0969]
s R R* R’ (R%),
9-1 Et Me Ph H
9-2 Et Me Ph 5-Me
[0970]
i R' [§ ¥ (R,
9-3 Et Me 3-C1-Ph H
9-4 Et Me 4-C1-Ph H

140



CN 102083818 B w R B 137/170 BT
9-5 Et Me 4-C1-Ph 5-Me
9-6 Et Me 2- WEWy HE H
9-7 Et Me 3— WENy B H
9-8 Et Me 3-Me—2— MEMY L H
9-9 Et Me 4-Me—2— MBENGy L H
9-10 Et Me 5-Br—2— WEmy 5k H
9-11 Et Me 5-Br-2- BENyFL 5-Me
9-12 Et Me 5-C1-2— BEN; HE H
9-13 Et Me 5-C1-2— Wy KL 5-Me
9-14 Et Me 5-1-2- My KL H
9-15 Et Me 5-Me—2— MMy KL H
9-16 Et Me 3 AL e FE H
9-17 Et Me 6-MeO— ALIE —3- FE H
9-18 Et Me 6-OH- IHLAE —3- FE H
9-19 Et Me 6-Me— ALHE —3- F& H
9-20 Et Me 4-Me—Ph H
9-21 Et Me 4-Me—Ph 5-Me
9-22 Et Me 4-Br—Ph H
9-23 Et Me 4-F-Ph H
9-24 Et Me 4-F-Ph 5-Me
9-25 Et Me 5-C1- NithE -2- B H
9-26 Et Me 5-Br— MithE -2- 5 H
9-27 Et Me 5-F- fitie —2- %k H
9-28 Et Me 5-F- fitiE —2- %k 5-Me
9-29 Et Me 5-C1- fikiE —2- %k 5-Me
9-30 Et Me 5-Br— fitig —2- %t 5-Me
9-31 Et Me 5-Me— ftiE —2- %k H
9-32 Et Me 5-Me— fitig —2- 5-Me
9-33 Et Me 2— MLrEFE 5-Me
9-34 Et Me 2— ML rEFL H
9-35 Et Me 4 MERE 5L H
9-36 Et Me 4-Me— ALLIE —2- Bk H
9-37 Et Me 4-Me— MILRE —2- % 5-Me
9-38 Et Me 2— NEEIA AL H
9-39 Et Me 4-Me— BEM —2— £ H
9-40 Et Me 5-Br— MEM —2- H H
9-41 Et Me 5-C1- MEM: —2— H
[0971]
= R* R* R® (R%,
9-42 Et Me H5-Me— MEME —2— L H
9-43 Et Me 4, 5-Me,~ WEM: —0— L H
9-44 Et Me 4,5-C1,— BEM: —2— 1L H
9-45 Et Me 4, 6-Me,— MILAE —2— FE H
9-46 Et Me 2 NH IR H
9-47 Et Me 2 WENEHE H
9-48 Et Me 2 WEIEHE 5-Me
9-49 Et Me 5-C1- MEng —2- 3 H
9-50 Et Me 5 Br— MEIE -2 3 H
9-51 Et Me 5-Me— MEIE —2- 3 H
9-52 Et Me 5-Me— MEIE —2- 3 5-Me
9-53 Et Me 4, 6-Me,~ MERE —2— JE H
9-54 Et Me 4, 6-Me,~ MERE —2— JE 5-Me
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9-55 Et Me 1,3~ FFfmem o 3L H

9-56 Et Me 7-C1-1, 3~ ZEFFmEM: —2- 3£ H

9-57 Et Me 1, 5-Me,~ MM -3 J& H

9-58 Et Me 5-Me— nhiE& —2—- H

9-59 Et Me 5-F- WEIE —2- 3k H

9-60 Et Me 4, 6-Me,~ MERE —2— JE H

9-61 Et Me 3 MAREEL H

9-62 Et Me 6-Me— MAME —3- 3L H

9-63 Et Me 1,2,4- =M —3- 3 H

9-64 Et Me 6-Me—1,2,4— =& -3- X H

9-65 Pr Me Ph H

9-66 Pr Me 4-C1-Ph H

9-67 Pr Me 2— ey 5L H

9-68 Pr Me 3- MERE L H

9-69 Pr Me 6-Me— MHERE —3- K& H

9-70 Pr Me 4-Me—Ph H

9-71 Pr Me 4-Br-Ph H

9-72 Pr Me 4-F-Ph H

9-73 Pr Me 5-C1- MEAE —2— FE H

9-74 Pr Me 5-Br— MiLAE —2— FE H

9-75 Pr Me 5-F— MitiE —2- & H

9-76 Pr Me 5-Me— MILAE —2— FE H

9-77 Pr Me 2— it pE L H

9-78 Pr Me 4— MiEnE 5L H

9-79 i-Pr Me Ph H

9-80 i-Pr Me 4-C1-Ph H

[0972]

9’5 R’ R’ R’ (R),
9-81 i-Pr Me 2— WEWY 5L H
9-82 i-Pr Me 3— niEiE 5 H
9-83 i-Pr Me 6-Me— MiLRE —3- & H
9-84 i-Pr Me 4-Me-Ph H
9-85 i-Pr Me 4-Br-Ph H
9-86 i-Pr Me 4-F-Ph H
9-87 i-Pr Me 5-C1- MLAE —2- FE H
9-88 i-Pr Me 5-Br— MLAE —2- FE H
9-89 i-Pr Me 5-F— MiLiE —2- FE H
9-90 i-Pr Me 5-Me— MILAE —2— FE H
9-91 i-Pr Me 2— MERE R H
9-92 i-Pr Me 4— MR L H
9-93 CH,Ph Me Ph H
9-94 CH,Ph Me 4-C1-Ph H
9-95 CH,Ph Me 2 BEWy L H
9-96 CH,Ph Me 2- Nk H
9-97 W -2-f-1- Me Ph H
9-98 W-2-$-1- Me 4-C1-Ph H
9-99 W -2- e -1- Me 2 BENy 5L H
9-100 N —2— He—1- 3 Me 3 WEWy HE H
9-101 N —2— He—1- 3 Me 3-Me—2- MEWy & H
9-102 N —2— He—1- 3 Me 4-Me—2— WEW) HE H
9-103 N —2— M —1- 3 Me 5-C1-2- MEWy & H
9-104 7 —2— He —1- 3 Me 5-Me—2— WEW; 5 H

142



CN 102083818 B w R B 139/170 7L

9-105 N -2- B —1-FE Me 3- Mk % H

9-106 W-2-He-1- Me 6-MeO- MELRE —3— 3L H

9-107 W-2-He-1- 3% H Ph H

9-108 W-2-He-1- 3 Me 6-Me— NERE —3- 3 H

9-109 W-2-He-1- 3 Me 4-Me—Ph H

9-110 W-2-He-1- 3 Me 4-Br-Ph H

9-111 W-2-He-1- 3 Me 4-F-Ph H

9-112 W-2- He-1- 3 Me 5-C1- MHRE —2- 3L H

9-113 W-2-He-1- 3 Me 5-Br— HHRE —2- 3L H

9-114 -2 e —1- 3 Me 5-F- HiE —2- 3L H

9-115 W-2- He-1- 3 Me 5-Me— MHRE —2- 3L H

9-116 -2 e —1- 3 Me 2- MiLrE H

9-117 W -2- %k -1- 3 Me 4 TERE L H

9-118 W-2-H-1- % Me 4-C1-Ph 5-Me

9-119 W-2-H-1- % Me Ph 5-Me

[0973]

el R' R* R® (R%),
9-120 RS Me Ph H
9-121 INFEH A Me 4-C1-Ph H
9-122 RN EE Me 2 BEW FE H
9-123 RS Me 3 ey 5L H
9-124 N FE A Me 3-Me—2— BEMY L H
9-125 RS AL Me 3- MibieE 5k H
9-126 N LR Me 5-C1-2— WEWy 5L H
9-127 TR 2 3 Me 5-Me—2— MEMY L H
9-128 A TR 3 3 Me 4-Me—2- BEN) HE H
9-129 A TR 3 3 Me 6-MeO- MHLAE —3— % H
9-130 A TR 3 5 Me 6—0H- fitAE —3- & H
9-131 A TR 3 3 Me 6-Me— MHLAE —3- JE H
9-132 N E RS Me 4-Me-Ph H
9-133 N E RS Me 4-Br-Ph H
9-134 A TR 3 5 Me 4-F-Ph H
9-135 A TR 3 R 5 Me 5-C1- ikmg —2- 3t H
9-136 N RS Me 5-Br— itRE —2- FE H
9-137 PN LS Me 5-F- nigag —2- 3 H
9-138 NS Me 5-Me— MR —2- 3 H
9-139 RS Me 2 MHAEFE H
9-140 RS Me 4— MHEAE FE H
9-141 NN FEH A Me 4-C1-Ph 5-Me
9-142 NN FEH A Me Ph 5-Me
9-143 N FEH A H Ph H
9-144 3,3- & -2 HKN 2 K1 Me Ph H
9-145 3,3- & -2-HKN 2 K-1- i Me 4-C1-Ph H
9-146 3,3- 52BN 24 -1- i Me 2 WEWYRL H
9-147 3,3- 52BN 2 M-1- i Me 2- MitrE R H
9-148 (1- FEIRHE ) FHE Me Ph H
9-149 (1- FEIAHNE ) FHE Me 4-C1-Ph H
9-150 (1- FEER NI ) 2L Me 2 BEW H
9-151 (1- FEERNEE ) 2L Me 2 MHAE FE H
9-152 4- FART 2-H-1- % Me Ph H
9-153 4- FART 2 -1- % Me 4-C1-Ph H
9-154 4- FART 2- e -1- % Me 2 WEW H
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9-155 4- FART —2-fh-1- K Me 2- fitrE R H
9-156 (2,2- ZSHIAANEE ) HE Me Ph H
9-157 (2,2- —EHHE) HIE Me 4-C1-Ph H
9-158 (2,2- ZRIHNIE) HHE Me 2 Wy 5L H

[0974]
5 R' R* R® (R,
9-159 (2,2- —SINHKRE ) HIEE Me 2- MibRE 5 H
9-160 T -2-H-1- 3 Me Ph H
9-161 T -2-H-1- 3 Me 4-C1-Ph H
9-162 T -2- e -1- K Me 2 BEWyFE H
9-163 T -2-He-1- Me 3 e 5L H
9-164 T -2-Hh-1- K Me 3-Me—2- MEMY R H
9-165 T -2-h-1-F% Me 4-Me—2— EENGY HE H
9-166 T-2-H-1- K Me 5-C1-2- BEWyHL H
9-167 T -2-H-1- K Me 5-Me—2- BEW; FL H
9-168 T -2- 4 -1- Me 3- NiErE R H
9-169 T-2-%-1- % Me 6-MeO- NEHE —3- 3L H
9-170 T-2- e -1- H Ph H
9-171 T-2-f-1- Me 6-Me— NERE —3- 5 H
9-172 T -2-f-1- Me 4-~Me-Ph H
9-173 T -2- 4 -1- 3 Me 4-Br-Ph H
9-174 T-2-4-1- Me 4~F-Ph H
9-175 T -2- 4 -1- Me 5-C1- MERE —2- % H
9-176 T -2- 4 -1- Me 5-Br- MEAE —2- % H
9-177 T -2- 4 -1- Me 5-F- mitmE —2- % H
9-178 T -2- 4 -1- Me 5-Me— NiERE —2- % H
9-179 T -2-He-1- Me 2- MibnE H
9-180 T-2-H-1- % Me 4- THEmE 3 H
9-181 T-2-F-1-% Me 4-C1-Ph 5-Me
9-182 T -2- e -1- 3 Me Ph 5-Me
9-183 1- BN 2k —1- FE Me Ph H
9-184 1- BT —2- fe—1- 3 Me 4-C1-Ph H
9-185 1- RN -2- g -1- & Me 2 eIy L H
9-186 1- FEETT —2- 4 -1- 3 Me 2— MR H
9-187 1- W LHE Me Ph H
9-188 1- W LHE Me 4-C1-Ph H
9-189 1- W LFHE Me 2 BEWy B H
9-190 1- BN FEEZHE Me 2- MHLRESE H
9-191 e Me Ph H
9-192 e Me 4-C1-Ph H
9-193 IR Me 2 WEW AL H
9-194 B Me 2- MmedE H
9-195 S-FHET 2-F-1- % Me Ph H
9-196 S-FHET 2-F-1- % Me 4-C1-Ph H
9-197 3-HIET 2- g 13K Me 2— WEW I H
[0975]
Y = R* R* R® (R%,
9-198 - BHET 24 -1- & Me 2— NHErEHE H
9-199 - RN —2- 5 -1- & Me Ph H
9-200 - RN —2- M -1- & Me 4-C1-Ph H
9-201 - RN —2- M -1- & Me 2 WEWy 5 H
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9-202 - RN —2- 5 -1- & Me 2- MiknE R H
9-203 (2E)-1- BHEET -2- & —1- 3 Me Ph H
9-204 (2E)-1- BHEET -2- I —1- 3 Me 4-C1-Ph H
9-205 (2E)-1- HEET —2- & —1- % Me 2- Wy AL H
9-206 (2E)—1- BT -2 J —1- 3 Me 2- ML e H
9-207 3- RN -2- P -1- Me Ph H
9-208 3- RFIEN -2- P -1- F Me 4-C1-Ph H
9-209 3- RN -2- P -1- K Me — Mgy H
9-210 3- EEH -2 H-1- K Me 2— MLnE H
9-211 RT R Me Ph H
9-212 R E R Me 4-C1-Ph H
9-213 T I A Me 2- WEWYRE H
9-214 I RS Me 2 fLnE s H
9-215 IR FH Me Ph H
9-216 IR A Me 4-C1-Ph H
9-217 IR A Me 2- BEWyHL H
9-218 IR Me 2 MHLRESE H
9-219 R R Me Ph H
9-220 IR O3 3 Me 4-C1-Ph H
9-221 IO FEHE Me 2 BEW L H
9-222 IOFEHE Me 2 MHEAE I H
9-223 T-3-4-1- % Me Ph H
9-224 T-3-4-1- & Me 4-C1-Ph H
9-225 T -3 -1- & Me 2 BEWy H
9-226 T-3-%-1- % Me 2- NErE R H
9-227 - SRH -2 -1- & Me Ph H
9-228 - SR -2 -1- & Me 4-C1-Ph H
9-229 2- LN —2- 1 -1- & Me 2 BEWy I H
9-230 2- FARAN —2- I —1- % Me — BEWY FE H
9-231 - SARH 2- M -1- % Me 3-Me—2- MEMYHL H
9-232 - SR —2- M -1- & Me 4-Me—2- WEN) HE H
9-233 2— SARH -2- 4 -1 Me 5-C1-2— MENy KL H
9-234 - SAH 2- 1 -1- & Me 5-Me—2— BENWy L H
9-235 2- AR —2- i —1- % Me 3— MHEWEFE H
9-236 - SR 2- 5 -1- & Me 6-MeO— HHRE —3- 3L H

[0976]
s R1 R* R® (R%),
9-237 - SRH 2 -1- & Me 6-OH- MEmE —3- % H
9-238 - SR -2 -1- & Me 6-Me— NEHE —3- 3 H
9-239 - SR -2 -1- & Me 4-Me-Ph H
9-240 - SRH -2 -1- & Me 4-Br-Ph H
9-241 - SR 2K -1- & Me 4~F-Ph H
9-242 2 SRR -2 -1- & Me 5-C1- MLAE —2- 3L H
9-243 - SRH 2K -1- & Me 5-Br— fLAE —2- 3L H
9-244 - SRH -2 -1- & Me 5-F- LRE —2- 3L H
9-245 - SRRH 2K -1- & Me 5-Me— MLAE —2- 3L H
9-246 - SR 2- K -1- Me 2- MitrE R H
9-247 - SR 2- 1 -1- Me 4- TiErE 5L H
9-248 - SRW 2- 1 -1- & Me 4-C1-Ph 5-Me
9-249 - SR 2- 1 -1- Me Ph 5-Me
9-250 - SR 2- 1 -1- & H Ph H
9-251 2- HEREOHE Me Ph H
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9-252 2- FEI OH Me 4-C1-Ph H
9-253 2- HERLHE Me 2 Wy 5 H
9-254 2- HEECE Me 2— fitnE 5 H
9-255 USRI —2— FE H 3L Me Ph H
9-256 DU R —2- JE F 3L Me 4-C1-Ph H
9-257 DYl —2— Fk F Me 2- MR 5 H
9-258 USRI —2- & HH 3k Me 2— fitnE 5 H
9-259 - (ZHHEREHE) & Me Ph H
9-260 2-(ZHEERE) &k Me 4-C1-Ph H
9-261 - (ZHHEREHE) & Me 2- WEWY L H
9-262 - (ZHHEREHE) o& Me 2- NHEmE AL H
9-263 AT 3 & Me Ph H
9-264 AT 3- & Me 4-C1-Ph H
9-265 AT 3- & Me 2— BEWy FL H
9-266 AAENT -3 & Me 2- MiE A H
9-267 (3- FRESEZRNT -3- &) F& Me Ph H
9-268 (3- AT —3- &) FHE Me 4-C1-Ph H
9-269 (3- HEESAT -3 5 ) H Me 2- BEMy L H
9-270 (3- HESFRAT 35 ) Me 2- Nk H
9-271 2,2,2- =@L3k Me Ph H
9-272 2,2,2- =@.L3k Me 4-C1-Ph H
9-273 2,2,2- =@ L3k Me 2 WEWy 5 H
9-274 2,2,2- =@.L3k Me 3- nkiE H
9-275 2,2,2- =@L3k Me 6-Me— ALAE —3- 3L H

[0977]
i R R R R,
9-276 2,2,2- =R LK Me 4-Me—Ph H
9-277 2,2,2- —H LK Me 4-Br-Ph H
9-278 2,2,2- =H LK Me 4-F-Ph H
9-279 2,2,2- =R LIk Me 5-C1- Hitme —2- % H
9-280 2,2,2- =R LE Me 5-Br— HitnE —2- K& H
9-281 2,2,2- =R LE Me 5-F- niLrE —2- 3 H
9-282 2,2,2- =R LE Me 5-Me— NtHE —2- FE H
9-283 2,2,2- =RLE Me 2- Nk L H
9-284 2,2,2- =H|LE Me 4- ke H
9-285 CH, (4-C1-Ph) Me Ph H
9-286 CH, (4-C1-Ph) Me 4-C1-Ph H
9-287 CH, (4-C1-Ph) Me 2 BEIY L H
9-288 CH, (4-C1-Ph) Me 3- MR AL H
9-289 CH, (4-C1-Ph) Me 6-Me— MiLIE —3- 3 H
9-290 CH, (4-C1-Ph) Me 4-Me—Ph H
9-291 CH, (4-C1-Ph) Me 4-Br—Ph H
9-292 CH, (4-C1-Ph) Me 4-F-Ph H
9-293 CH, (4-C1-Ph) Me 5-C1- nkme —2—- J& H
9-294 CH, (4-C1-Ph) Me 5-Br— Ntmg —2- J& H
9-295 CH, (4-C1-Ph) Me 5-F— Nitmg —2- J& H
9-296 CH, (4-C1-Ph) Me 5-Me— NtmE -2 F& H
9-297 CH, (4-C1-Ph) Me 2- ML AL H
9-298 CH, (4-C1-Ph) Me 4- Mg AL H
9-299 CH, (4-F—Ph) Me Ph H
9-300 CH, (4-F—-Ph) Me 4-C1-Ph H
9-301 CH, (4-F-Ph) Me 2— WEWy AL H
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9-302 CH, (4-F-Ph) Me 3- HitmE AL H
9-303 CH, (4-F-Ph) Me 6-Me— AILAE —3- 3 H
9-304 CH, (4-F-Ph) Me 4-Me—Ph H
9-305 CH, (4-F—-Ph) Me 4-Br—Ph H
9-306 CH, (4-F-Ph) Me 4-F-Ph H
9-307 CH, (4-F-Ph) Me 5-C1- HitmE —2- % H
9-308 CH, (4-F-Ph) Me 5-Br— HitnE —2- % H
9-309 CH, (4-F-Ph) Me 5-F- niLrE —2- 3t H
9-310 CH, (4-F-Ph) Me 5-Me— NEmE -2 J H
9-311 CH, (4-F-Ph) Me 2— Mg B H
9-312 CH, (4-F-Ph) Me 4- N IE B H
9-313 CH, (4-0Me—Ph) Me Ph H
9-314 CH, (4-0Me—Ph) Me 4-C1-Ph H
[0978]
G5 R! R’ R° (R,
9-315 CH, (4-OMe—Ph) Me 2 WEWy 5 H
9-316 CH, (4-0Me—Ph) Me 3- MHmESE H
9-317 CH, (4-OMe—Ph) Me 6-Me— MILIE —3- J H
9-318 CH, (4-0Me—Ph) Me 4-Me—Ph H
9-319 CH, (4-0Me—Ph) Me 4-Br—Ph H
9-320 CH, (4-0Me—Ph) Me 4-F-Ph H
9-321 CH, (4-OMe—Ph) Me 5-C1- nikme —2- F& H
9-322 CH, (4-OMe—Ph) Me 5-Br— Ntrg —2- F& H
9-323 CH, (4-OMe—Ph) Me 5-F— g —2- F& H
9-324 CH, (4-OMe—Ph) Me 5-Me— NtRE —2- F& H
9-325 CH, (4-OMe—Ph) Me 2- Mg L H
9-326 CH, (4-0Me—Ph) Me 4— NS H
9-327 2,2- “HLHE Me Ph H
9-328 2,2- “HRLE Me 4-C1-Ph H
9-329 2,2- “LH Me 2- WEW 5 H
9-330 2,2- “HLHE Me 2- Mg HE H
9-331 Ph Me Ph H
9-332 Ph Me 4-C1-Ph H
9-333 Ph Me 2 WEWY 5 H
9-334 Ph Me 2— NHEmE AL H
9-335 2- BLHE Me Ph H
9-336 2- |LHE Me 4-C1-Ph H
9-337 2- BLHE Me 2 WEW 5 H
9-338 2- BLHE Me 2— HHEdE H
9-339 2,2,3,3,3 HEAIE Me Ph H
9-340 2,2,3,3,3 HEAIE Me 4-C1-Ph H
9-341 2,2,3,3,3 HEAIE Me 2 WEW; 5 H
9-342 2,2,3,3,3~ HEAIE Me 2- Mg H
9-343 1- 5 5 HHE —1H- nthig —4- 3 Me Ph H
9-344 1- 3 5 HHE —1H- nteige —4- 3L Me 4-C1-Ph H
9-345 1- 23 -5 3L —1H- nppme —4- FP3E Me 2 WEW; 5 H
9-346 1- 3 —5- FIEE —1H- nthig —4— FF3E Me 2- NERERE H
9-347 T -3 -2- K Me 5-C1- HitmE —2- & H
9-348 T -3 -2- K Me SRR -3 %k H
9-349 T -3 -2- K Me Wbk —2— 3k H
9-350 T -3 -2- K Me Ph H
9-351 T -3 -2- K Me 4-C1-Ph H
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9-352 T -3 e —2- Me 2 WEWy 5 H
9-353 T -3 fe—2- 3 Me 3- NERESL H

[0979]
o5 R' R® (R,
9-354 T -3-He-2- % 6-Me— HILHE —3- & H
9-355 T -3-He-2- % 4-Me-Ph H
9-356 T -3-He-2- % 4-Br-Ph H
9-357 T-3-H-2-% 4-F-Ph H
9-358 T-3-f-2-% 5-Br— HitAE —2- 3 H
9-359 T -3-H-2-% 5-F- MitiE —2- % H
9-360 T -3 -2- 3 5-Me— ERE —2- % H
9-361 T-3-H-2- K 2— MtiE H
9-362 T -3-H-2-H 4— g 3 H
9-363 Et RN -3- X H
9-364 Et M —2— X H
[o980] £ 10 .=, (1d”) L&Y
[0981]
R
1
RS
(R9), tz ~ 1)
3
[0982]
s R? R® R* R® (R,
10-1 H H Ph Ph H
10-2 H H Me Ph H
10-3 H H Me 5-1-2- WEWy L H
10-4 H H Me 2— MR 3 H
10-5 H H Me Ph 3-0Me
10-6 Me H Me Ph 5-Me
10-7 H H Me Ph 3-C1
10-8 H H Me Ph 5-CF,
10-9 H H Me Ph 3-CF,
10-10 H H Me Ph 5-Me
10-11 H H Me Ph 3,5 Me,
10-12 H H Me Ph 3,5-Cl,
10-13 H H Me 4-MeO-Ph 5-Me
10-14 H H Me 4-MeO-Ph H
[0983]
éﬁ% RZ RS R4 R5 (R6) .
10-15 Me H Me Ph H
10-16 H H Me 4-Me-Ph 5-Me
10-17 H H Me 4-Me-Ph 5-C1
10-18 H H Me 4-Me-Ph H
10-19 H H Me 3-C1-Ph H
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10-20 H H Me 3-CF,~Ph H

10-21 H H Me 3-CF,~Ph 5-Me

10-22 H H Me 3,4-C1,~Ph 5-Me

10-23 H H Me 3-C1-Ph 5-Me

10-24 H H Me 2-C1-Ph 5-Me

10-25 H H Me 2,4-C1,~Ph 5-Me

10-26 H H Me 4-CF,~Ph 5-Me

10-27 H H Me 4-C1-Ph 5-Me

10-28 H H Me 4-C1-Ph H

10-29 H H Me 3,4-C1,~Ph H

10-30 H H Me 4-CF,~Ph H

10-31 H H Me 4-C1-Ph 5-C1

10-32 H H Me Ph 5-C1

10-33 H H Me 2-C1-Ph H

10-34 H H Me 4—tBu-Ph 5-Me

10-35 H H Me 3,5-Me,~Ph 5-Me

10-36 H H Me Ph 5-OMe

10-37 H H Me 4-C1-Ph 5-OMe

10-38 H H Me 4-Me-Ph 5-Me

10-39 H H Me 4~F-Ph 5-C1

10-40 H H Me 4~F-Ph 5-Me

10-41 H H Me 3-Me—Ph 5-Me

10-42 H H Me 4~ (COOH) —Ph 5-Me

10-43 H H Me 3-Br-Ph 5-Me

10-44 H H Me 4~Ph-Ph 5-Me

10-45 H H Me 4~(COOH) —Ph H

10-46 H H Me 3, 5-Me,~Ph H

10-47 H H Me Ph 5-SMe

10-48 H H Me 4-C1-Ph 5-SMe

10-49 H H Me 3-C1-4-Me-Ph H

10-50 H H Me 3-CF,~4-C1-Ph H

10-51 H H Me 3-CF,~4-C1-Ph 5-Me

10-52 H H Me 3-C1-4-Me-Ph 5-Me

10-53 H H Me 2 AL IEFE 5-C1

[0984]

= R? R® R* R® (R%),
10-54 H H Me 4-C1-Ph 5-F
10-55 H H Me 2- BENY I 5-Me
10-56 H H Me 3-Me—2— MEWY R 5-Me
10-57 H H Me 4-Me—2— MY HE 5-Me
10-58 H H Me 5-C1-2- MEmy 5 5-Me
10-59 H H Me 5-C1-2— MEmy 3L 5-C1
10-60 H H Me 3- MmNy L 5-Me
10-61 H H Me 2- MENY L H
10-62 H H Me 3-Me—2— MEmY AL H
10-63 H H Me 4-Me—2— MBI HE H
10-64 H H Me 5-C1-2— MEmy AL H
10-65 H H Me 5-Me—2— IENY KL H
10-66 H H Me 6-MeO— MLHE —3- FE H
10-67 H H Me 5-Br-2- My AL H
10-68 H H Me 5-Br-2- MEmy AL 5-Me
10-69 H H Me 3- My L H

149



CN 102083818 B w R B 146/170 7L
10-70 H H Me 4-C1-Ph 5-S (0) Me
10-71 H H Me 4-Br-Ph 5-Me
10-72 H H Me 1,3~ KA e -5 & 5-Me
10-73 H H Me 4-T1-Ph 5-Me
10-74 H H Me 3,5-C1,~Ph 5-Me
10-75 H H Me 4-PhO-Ph 5-Me
10-76 H H Me 6-OH- MHERE -3- 5 H
10-77 H H Me Ph 5-S (0) Me
10-78 H H H Ph H
10-79 H H H Ph 5-Me
10-80 H H Et Ph H
10-81 H H n—Pr Ph H
10-82 H H CH,C1 Ph H
10-83 H H CHC1, Ph H
10-84 H H CH,F Ph H
10-85 H H CHF, Ph H
10-86 H H Cl Ph H
10-87 H H Et Ph 5-Me
10-88 H H n—Pr Ph 5-Me
10-89 H H CH,C1 Ph 5-Me
10-90 H H CHC1, Ph 5-Me
10-91 H H CH,F Ph 5-Me
10-92 H H CHF, Ph 5-Me

[0985]
%% RZ RS R4 R5 (R6> .
10-93 H H cl Ph 5-Me
10-94 H H Et 4-C1-Ph H
10-95 H H n—Pr 4-C1-Ph H
10-96 H H CH,C1 4-C1-Ph H
10-97 H H CHC1, 4-C1-Ph H
10-98 H H CH,F 4-C1-Ph H
10-99 H H CHF, 4-C1-Ph H
10-100 H H cl 4-C1-Ph H
10-101 H H Et 4-Me—Ph H
10-102 H H n—Pr 4-Me—Ph H
10-103 H H CH,C1 4~Me—Ph H
10-104 H H CHC1, 4-Me—Ph H
10-105 H H CH,F 4-Me-Ph H
10-106 H H CHF, 4-Me-Ph H
10-107 H H c1 4-Me—Ph H
10-108 H H Et 2 MHEAE TS H
10-109 H H n-Pr 2 MHEAE TS H
10-110 H H CH,C1 2- MiLrE 5L H
10-111 H H CHC1, 2- fiErE R H
10-112 H H CH,F 2- Nk H
10-113 H H CHF, 2- Nk AL H
10-114 H H Cl 2 MHLAEFE H
10-115 H H Me 2 MHAE FE H
10-116 H H Me 5-C1- NithE -2- 5 H
10-117 H H Me 5-C1- NithE -2- & 5-C1
10-118 H H Me 5-C1- Nithe -2- & 5-Me
10-119 H H Me 5-Br— NitheE -2- & H
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10-120 H H Me 5-Br— NithE -2- 5 5-C1
10-121 H H Me 5-Br— NithE -2- 5 5-Me
10-122 H H Me 5-F- nitie —2- %k H
10-123 H H Me 5-Me— NitAE —2- & H
10-124 H H Me 5-Me— MLAE —2- 3L 5-Me
10-125 H H Me 2,4-C1,~Ph H
10-126 H H Me 4-CH,COOH-Ph 5-Me
10-127 H H Me 3, 4-Me,~Ph 5-Me
10-128 H H Me 4-Br-Ph H
10-129 H H Me 3, 4-Me,~Ph H
10-130 H H Me 3-Me-Ph H
10-131 H H Me 4~F-Ph H

[0986]
= R? R® R* R® (R%),
10-132 H H Me 4~ (Me—C0) —Ph H
10-133 H H Me 4—tBu-Ph H
10-134 H H Me 4-C1-3-Me-Ph H
10-135 H H n—Pr 4-C1-Ph 5-Me
10-136 H H Me 3- Mk L H
10-137 H H Me 4 ML AEFE H
10-138 H H € (0) OMe Ph H
10-139 H H Me 6-Me— ALAE —3- F& H
10-140 H H Me 4-C1-Ph 5-S0,Me
10-141 H H Me 3 ML AE FE 5-Me
10-142 H H Me 2,3-C1,~Ph 5-Me
10-143 H H Me 2- N mE S 5-Me
10-144 H H H 4-C1-Ph 5-Me
10-145 H H Me 6-C1- MEIE —3- FE H
10-146 H H Me Ph 3-Me
10-147 H H Me 4-Me— MERE —2- K& H
10-148 H H Me 4-Me— ALLIE —2- B 5-Me
10-149 H H Me 4-Me— ALLIE —2- F& 5-C1
10-150 H H Me 4-Me— ALLIE —2- Bk 5-F
10-151 H H Me 4-F- fiLiE —2- % H
10-152 H H Me 4-C1- ALiE —2- %k H
10-153 H H Me 4-Br— ALiE —2- % H
10-154 H H Me 4-0Me— AILAE —2- FE H
10-155 H H Me 5-CFy— Mithe —2- & H
10-156 H H Me 6-OMe— MHLAE —2- FE H
10-157 H H cyPr 4-C1-Ph H
10-158 H H CN 4-C1-Ph H
10-159 H H CN 4-C1-Ph 5-Me
10-160 H H CN 4-Me-Ph H
10-161 H H CN 4-Me-Ph 5-Me
10-162 H H CN Ph H
10-163 H H CN Ph 5-Me
10-164 H H CN 2 ML AEFE H
10-165 H H CN 3- Ak Ak H
10-166 H H CN 5-C1- NithE -2- & H
10-167 H H CN 5-Br— Nithe -2- 5 H
10-168 H H CN 5-F- fithE —2- %k H
10-169 H H CN 5-Me— fLHE —2- %k H
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| 10-170 [ | H | o | 6-Me— HitpE -3 & | H |
[0987]
%% RZ RB R4 R5 (R6) .
10-171 H H CN 4-Me— MERE —2- 5 H
10-172 H H CN 4-F- miemE —2- F H
10-173 H H CN 4-C1- MEwE —2- 5 H
10-174 H H CN 4-Br— ALiE —2- %k H
10-175 H H CN 4-0Me— ALLIE —2- B H
10-176 H H FH e 5 4-C1-Ph H
10-177 H H FH e 3 4-C1-Ph 5-Me
10-178 H H B e i 4-Me—Ph H
10-179 H H FH e i 4-Me—Ph 5-Me
10-180 H H B e i Ph H
10-181 H H B e i Ph 5-Me
10-182 H H FH I 2 HbnE S H
10-183 H H FH I 3— NHEREHE H
10-184 H H B e i 5-C1- nigrg —2- % H
10-185 H H B e i 5-Br— Nag —2- % H
10-186 H H B e i 5-F- fitne —2- %t H
10-187 H H B e i 5-Me— fitnE —2— %t H
10-188 H H B e i 6-Me— HELRE —3— 3L H
10-189 H H B e i 4-Me— MEERE —2— 3 H
10-190 H H B e i 4-F- g —2— 3 H
10-191 H H B e i 4-C1- kRE —2— 3 H
10-192 H H B e i 4-Br— MERE —2— 3 H
10-193 H H B e i 4-0Me— MEERE —2— 3 H
10-194 H H CH,OH 5-Me— NtRE —2- F& H
10-195 H H CH,0H 4-C1-Ph H
10-196 H H CH,0H 4-Me— ki —2- F H
10-197 H H CH,0H 4-Me-Ph H
10-198 H H CH,0H Ph H
10-199 H H CH,OH 2- MHIEFE H
10-200 H H Me 2— NEEA AL H
10-201 H H Me 2— NFEMRAL 5-C1
10-202 H H Me 2— NFEMARAL 5-Me
10-203 H H Me 4-Me— WBEM —2— FL H
10-204 H H Me 4-Me— BEM —2— FL 5-C1
10-205 H H Me 4-Me— BEM: —2— FL 5-Me
10-206 H H Me 5-Me— WEME —2— L H
10-207 H H Me 5-Br— MEM —2- HL H
10-208 H H Me 5-Br— MEM —2- HL 5-Me
10-209 H H Me 5-C1- MEM —2— L H
[0988]
Y= R? R® R* R® (R,
10-210 H H Me 4,6-Me,~ MHLIE —2- F H
10-211 H H Me 4, 6-Me,~ HEIE —2— & 5-Me
10-212 H H Me 2 MHERESE 5F
10-213 H H Me 2- MR EE H
10-214 H H Me 5-Me— fitlE —2- %k H
10-215 H H Me 2 MR HE 5-Me
10-216 H H Me 1,3~ FEFfmem: 2o 3L H
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10-217 H H Me 1,3- FEHfmem —2- 5 5-Me
10-218 H H Me 7-C1-1, 3~ HILmEm: —2- 3L H
10-219 H H Me 1, 5-Me,— Nt —3- 5 H
10-220 H H Me 1, 5-Me,~ Nt -3 J& 5-Me
10-221 H H Me 4, 5-Me,~ BEM: -2 Kt H
10-222 H H Me 4,5-C1,~ BEME: —2- 5L H
10-223 H H Me 2- WEEHE H
10-224 H H Me 2- MEEH 5-Me
10-225 H H Me 5-F— MERE —2- FE H
10-226 H H Me 5-C1- MEng —2- H H
10-227 H H Me 5-Br— MEIE —2- H H
10-228 H H Me 5-Me— Mg —2- F H
10-229 H H Me 5-Me— MEIE —2- H 5-Me
10-230 H H Me 4, 6-Me,~ MERE —2— JE H
10-231 H H Me 4, 6-Me,~ MERE —2— JE 5-Me
10-232 H H Me 3- AR H
10-233 H H Me 6-Me— MkE —3- 3L H
10-234 H H Me 1,2,4- —ME 3 3% H
10-235 H H Me 6-Me—1,2,4— =ME —3- J H
10-236 H H Me 4-C1-Ph 2-0Me
10-237 Me H Me 2- ke AL 2-0Me
10-238 Me H Me 4-C1-Ph 2-0Me
10-239 H H Me 3,5-C1,~Ph H
10-240 H H Me SRR —3- %k H
10-241 H H Me IR —2— JiE H

[0980]  JAb, AN T AR IR (1) HLEW NVR 085 . 7”8 AL S NMR & H
LATE 400MHz (CDCL,) "R 'H-NMR 1% CH B HEIEIREAR ) o5k —SoRBil AL SR
FAIR% 6 (ppm) 41 RS

[0990]  NMR 4L454) 10-236 (CDC1,, 400MHz, & FAA7 A ppm)

[0991]  2.39(s,3H) ;3. 23 (s, 3H) ;3.39 (s, 2H) ;7. 24(d, 2H) ;7. 38(d, 2H) ;8.01(d, 1H) ;
8.63(d, 1H) o m.p. :169-171°C.,

[0992]  NMR {k&4 10-237 (CDC1,, 400MHz, 8 FAA7 A ppm) -

[0993]  1.51(d,3H) ;2.49(s,3H) ;3.29(s,3H) ;3.72(q, 1H) ;7. 30 (m, 1H) ;7. 46 (m, 1H) ;
7.82(m, 1H) ;8. 10(d, 1H) ;8. 64 (d, 1H) ;8. 70 (m, 1H) ;14. 32 (brs, IH) »

[0994]  NMR 4X44) 10238 (CDC1,, 400MHz, & FAA7A ppm) -

[0995]  1.40(d,3H) ;2.42(s,3H) ;3. 24 (s, 3H) ;3.58(q, IH) ;7. 25(d, 2H) ;7. 38(d, 2H) ;
7.98(d, 1H) ;8.62(d, 1H) . m.p. :176-178°C.

[o996] % 11 .30 (1d”7”) WHk&W
[0997]
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[0998]

[0999]

(R%)

i = R’ R’ R* R’ (R,
11-1 H H Ph Ph H
11-2 H H Me Ph H
11-3 H H Me 5-1-2- WEWyFL H
11-4 H H Me 2— W 5 H
11-5 H H Me Ph 3-0Me
11-6 Me H Me Ph 5-Me
11-7 H H Me Ph 3-C1
11-8 H H Me Ph 5-CF,
11-9 H H Me Ph 3-CF,
11-10 H H Me Ph 5-Me
11-11 H H Me Ph 3,5 Me,
%% RZ RS R4 R5 (R6) .
11-12 H H Me Ph 3,5-Cl,
11-13 H H Me 4-Me0-Ph 5-Me
11-14 H H Me 4-Me0-Ph H
11-15 Me H Me Ph H
11-16 H H Me 4-Me-Ph H
11-17 H H Me 4-Me-Ph 5-Me
11-18 H H Me 4-Me-Ph 5-C1
11-19 H H Me 3-C1-Ph H
11-20 H H Me 3-CF,~Ph H
11-21 H H Me 3-CF,~Ph 5-Me
11-22 H H Me 3,4-C1,~Ph 5-Me
11-23 H H Me 3-C1-Ph 5-Me
11-24 H H Me 2-C1-Ph 5-Me
11-25 H H Me 2,4-C1,~Ph 5-Me
11-26 H H Me 4-CF,~Ph 5-Me
11-27 H H Me 4-C1-Ph 5-Me
11-28 H H Me 4-C1-Ph H
11-29 H H Me 3,4-C1,~Ph H
11-30 H H Me 4-CF,~Ph H
11-31 H H Me 4-C1-Ph 5-C1
11-32 H H Me Ph 5-C1
11-33 H H Me 2-C1-Ph H
11-34 H H Me 4-tBu-Ph 5-Me
11-35 H H Me 3, 5-Me,~Ph 5-Me
11-36 H H Me Ph 5-0Me
11-37 H H Me 4-C1-Ph 5-0Me
11-38 H H Me 4-Me-Ph 5-Me
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11-39 H H Me 4~F-Ph 5-Me

11-40 H H Me 4~F-Ph 5-C1

11-41 H H Me 3-Me—Ph 5-Me

11-42 H H Me 4-COOH-Ph 5-Me

11-43 H H Me 3-Br-Ph 5-Me

11-44 H H Me 4-Ph-Ph 5-Me

11-45 H H Me 4-COOH-Ph H

11-46 H H Me 3, 5-Me,~Ph H

11-47 H H Me Ph 5-SMe

11-48 H H Me 4-C1-Ph 5-SMe

11-49 H H Me 3-C1-4-Me-Ph H

11-50 H H Me 3-CF,~4-C1-Ph H

[1000]

5 R’ R’ R* R’ (R,
11-51 H H Me 3-CF,~4-C1-Ph 5-Me
11-52 H H Me 3-C1-4-Me-Ph 5-Me
11-53 H H Me 2- ML RESE 5-C1
11-54 H H Me 4-C1-Ph 5-F
11-55 H H Me 2— EWY 5L 5-Me
11-56 H H Me 3-Me—2— MEmMY HE 5-Me
11-57 H H Me 4-Me—2— MY KL 5-Me
11-58 H H Me 5-C1-2— MEmy AL 5-Me
11-59 H H Me 5-C1-2— MEmy AL 5-C1
11-60 H H Me 3— BEWy HL 5-Me
11-61 H H Me 2— IBEY 5L H
11-62 H H Me 3-Me—2— MMy AL H
11-63 H H Me 4-Me—2— WENY FE H
11-64 H H Me 5-C1-2- My 5L H
11-65 H H Me 5-Me—2— MENY KL H
11-66 H H Me 6-MeO— MEME —3- FE H
11-67 H H Me 5-Br-2- WEWy KL H
11-68 H H Me 5-Br-2— MWy L 5-Me
11-69 H H Me 3- BEWyEL H
11-70 H H Me 4-C1-Ph 5-S(0) Me
11-71 H H Me 4-Br-Ph 5-Me
11-72 H H Me 1,3 FIF IR e 5 3 5-Me
11-73 H H Me 4-T-Ph 5-Me
11-74 H H Me 3,5-C1,~Ph 5-Me
11-75 H H Me 4-PhO-Ph 5-Me
11-76 H H Me 6-OH- IHLRE ~3- FE H
11-77 H H Me Ph 5-S(0) Me
11-78 H H H Ph H
11-79 H H H Ph 5-Me
11-80 H H Et Ph H
11-81 H H n—Pr Ph H
11-82 H H CH,C1 Ph H
11-83 H H CHC1, Ph H
11-84 H H CH,F Ph H
11-85 H H CHF, Ph H
11-86 H H 1 Ph H
11-87 H H Et Ph 5-Me
11-88 H H n—Pr Ph 5-Me
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[ 11-89 | H | H | cHCL | Ph [ 5-Me |
[1001]
Y 5 R [ R R/ R’ (R),
11-90 H H CHC1, Ph 5-Me
11-91 H H CH,F Ph 5-Me
11-92 H H CHF, Ph 5-Me
11-93 H H 1 Ph 5-Me
11-94 H H Et 4-C1-Ph H
11-95 H H n—Pr 4-C1-Ph H
11-96 H H CH,C1 4-C1-Ph H
11-97 H H CHCL, 4-C1-Ph H
11-98 H H CH,F 4-C1-Ph H
11-99 H H CHF, 4-C1-Ph H
11-100 H H Cl 4-C1-Ph H
11-101 H H Et 4-Me-Ph H
11-102 H H n—Pr 4-Me-Ph H
11-103 H H CH,C1 4-Me-Ph H
11-104 H H CHC1, 4-Me-Ph H
11-105 H H CH,F 4-Me-Ph H
11-106 H H CHF, 4-Me-Ph H
11-107 H H c1 4-Me-Ph H
11-108 H H Et 2 ML AEFE H
11-109 H H n-Pr 2 ML AE FE H
11-110 H H CH,C1 2- NiErE R H
11-111 H H CHCI, 2- Mg AL H
11-112 H H CH,F 2- Mg Ak H
11-113 H H CHF, 2- kg Ak H
11-114 H H Cl 2- NEngE AL H
11-115 H H Me 2- niprE H
11-116 H H Me 5-C1- Nkmg -2 J& H
11-117 H H Me 5-C1- NiEng -2 3% 5-C1
11-118 H H Me 5-C1- MHRE —2- 3L 5-Me
11-119 H H Me 5-Br— MHRE -2 3L H
11-120 H H Me 5-Br- Mithg -2- 3% 51
11-121 H H Me 5-Br- Nithg -2- 3 5-Me
11-122 H H Me 5-F- nitng -2- 5 H
11-123 H H Me 5-Me— MtHE -2- 3 H
11-124 H H Me 5-Me— NitiE -2- 5 5-Me
11-125 H H Me 2,4-C1,~Ph H
11-126 H H Me 4- (CH,COOH) —Ph 5-Me
11-127 H H Me 3, 4-Me,—Ph 5-Me
11-128 H H Me 4-Br-Ph 5-Me
[1002]
TRl R? R® R* R® (R%),
11-129 H H Me 3, 4-Me,~Ph H
11-130 H H Me 3-Me-Ph H
11-131 H H Me 4~F-Ph H
11-132 H H Me 4~ (Me—C0) -Ph H
11-133 H H Me 4~tBu-Ph H
11-134 H H Me 4-C1-3-Me-Ph H
11-135 H H n—Pr 4-C1-Ph 5-Me
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11-136 H H Me 3- MiEnE L H
11-137 H H Me 4- ML 5L H
11-138 H H € (0) OMe Ph H
11-139 H H Me 6-Me— NERE —3- % H
11-140 H H Me 4-C1-Ph 5-S0,Me
11-141 H H Me 3- N AE 5-Me
11-142 H H Me 2,3-C1,~Ph 5-Me
11-143 H H Me 2- MEE 5L 5-Me
11-144 H H H 4-C1-Ph 5-Me
11-145 H H Me 6-C1- MEmE —3- 5 H
11-146 H H Me Ph 5-Me
11-147 H H Me 4-Me— MERE —2- K& H
11-148 H H Me 4-Me— MHERE —2- K& 5-Me
11-149 H H Me 4-Me— MHERE —2- K& 5-C1
11-150 H H Me 4-Me— itng —2- 3L 5-F
11-151 H H Me 4-F— mmg —2- 5 H
11-152 H H Me 4-C1- mEmgE —2- 5 H
11-153 H H Me 4-Br— MEreE —2- 5 H
11-154 H H Me 4-OMe— MILAE —2— FE H
11-155 H H Me 5-CF,— Nikbg —2- % H
11-156 H H Me 6—OMe— MitHE —2- K& H
11-157 H H cyPr 4-C1-Ph H
11-158 H H CN 4-C1-Ph H
11-159 H H CN 4-C1-Ph 5-Me
11-160 H H CN 4-Me—Ph H
11-161 H H CN 4-Me—Ph 5-Me
11-162 H H CN Ph H
11-163 H H CN Ph 5-Me
11-164 H H CN 2- N e H
11-165 H H CN 3- M AE S H
11-166 H H CN 5-C1- Nkmg -2 F& H
11-167 H H CN 5-Br— MLAE -2 H

[1003]
Y= R? R® R* R® (R,
11-168 H H CN 5-F- MLiE —2- & H
11-169 H H CN 5-Me— MILAE —2- FE H
11-170 H H CN 6-Me— MERE —3- K& H
11-171 H H CN 4-Me— MERE —2- 5 H
11-172 H H CN 4-F— niERg —2- J H
11-173 H H CN 4-C1— MERE —2- 5 H
11-174 H H CN 4-Br— MERE —2- K& H
11-175 H H CN 4-OMe— MHERE —2- 5 H
11-176 H H FH B 4-C1-Ph H
11-177 H H FH B 4-C1-Ph 5-Me
11-178 H H FH B 4-Me-Ph H
11-179 H H FH I 4-Me—Ph 5-Me
11-180 H H FH B Ph H
11-181 H H FH B Ph 5-Me
11-182 H H HH I 2- NEmERE H
11-183 H H HH I 3- MHERESE H
11-184 H H HH I 5-C1- HEHE —2- & H
11-185 H H I 5-Br- WEHE —2- & H
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11-186 H H FH ek 5-F- HtiE —2- 3 H

11-187 H H B e i 5-Me— HtLIE —2- 3L H

11-188 H H B e 5 6-Me— HERE —3- % H

11-189 H H B e 5 4-Me— MERE —2- %= H

11-190 H H HH e 4-F- kg —2- % H

11-191 H H FH 4-C1- NERE —2- %5 H

11-192 H H FH B 5 4-Br— MEHE —2- K& H

11-193 H H FH P S 4-OMe— MEERE —2— 3L H

11-194 H H CH,OH 5-Me— MtmE —2- J& H

11-195 H H CH,0H 4-C1-Ph H

11-196 H H CH,OH 4-Me— MiLnE —2- 3 H

11-197 H H CH,0H 4-Me—Ph H

11-198 H H CH,0H Ph H

11-199 H H CH,0H 2— NHRE I H

11-200 H H Me 2— MEEIA AL H

11-201 H H Me 2— MEEMRAE 5-C1

11-202 H H Me 2 IEIpFL 5-Me

11-203 H H Me 4Me— MEME —2— 3L H

11-204 H H Me 4Me— MEME —2— FL 5-C1

11-205 H H Me 4Me— MEME —2— FL 5-Me

11-206 H H Me 5-Me— MEM: —2— JE H

[1004]

= R? R® R* R® (R,
11-207 H H Me 5-Br— BEM —2— FL H
11-208 H H Me 5-Br— BEM —2— FE 5-Me
11-209 H H Me 5-C1- mEme —2— FE H
11-210 H H Me 4, 6-Me,~ MEIE —2- 5 H
11-211 H H Me 4, 6-Me,~ MEIE —2- 5 5-Me
11-212 H H Me 2- NEmERE 5-F
11-213 H H Me 2— NEPRHE H
11-214 H H Me 5-Me— LM —2- K& H
11-215 H H Me 2- MHMEFE 5-Me
11-216 H H Me 1,3~ FFfmem o 3L H
11-217 H H Me 1,3~ ZEFpmems 2 3L 5-Me
11-218 H H Me 7-Cl1-1, 3- ZEFFmEm: —2- 3L H
11-219 H H Me 1, 5-Me,— Mt —3- 5 H
11-220 H H Me 1, 5-Me,— Nt —3- 5 5-Me
11-221 H H Me 4, 5-Me,~ BEME —2— FL H
11-222 H H Me 4,5-C1,~ BEME —2— FE H
11-223 H H Me 2 WENE R H
11-224 H H Me 2 WEE R 5-Me
11-225 H H Me 5-F- mEng —2- % H
11-226 H H Me 5-C1- MEIE —2- 3% H
11-227 H H Me 5-Br— MEIE —2- 3 H
11-228 H H Me 5-Me— MEIE —2- 3 H
11-229 H H Me 5-Me— MEIE —2- 3 5-Me
11-230 H H Me 4, 6-Me,~ WEIE —2- H
11-231 H H Me 4, 6-Me,~ WEIE —2- 5-Me
11-232 H H Me 3- MENEEL H
11-233 H H Me 6-Me— MkME —3- 3L H
11-234 H H Me 1,2,4- =W -3- 3L H
11-235 H H Me 6-Me—1,2,4- =ME -3- i H
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11-236 Me H Me 2 MHERESE 2-C1
11-237 H H Me 4-C1-Ph 2-C1
11-238 Me H Me 4-C1-Ph 2-C1
11-239 H H Me 3,5-C1,~Ph H
11-240 H H Me SR -3- T H
11-241 H H Me bR —2- 3% H

[1005] A, i A T Ak HIE S (D AW NR 085 . R~ B AL S NMR % H
LAE 400MHz (CDC1,) "I "H-NVR 3% (CH R IRER ) o5k . — SR Bl Al SRR E AL
A% 6 (ppm) 41T A

[1006]  NMR 4k-&4 11-236 (CDC1,, 400MHz, 8 47K ppm) :

[1007]  1.42(d,3H) ;2. 39 (s, 3H) ;3.65 (s, 3H) ;3.72(q, 1H) ;7. 35 (m, 1H) ;7. 44 (m, 1H) ;
7.80 (m, 1H) ;8. 31 (m, 1H) ;8. 61 (m, 1H) ;8. 98 (m, 1H) .

[1008]  NMR 4X44) 11-28 (CDC1,, 400MHz, & #4724 ppm) -

[1009] 2. 37 (s, 3H) ;3.38(s,2H) ;3. 70 (s, 3H) ;7.20(d, 2H) ;7. 36 (d, 2H) ;8.17(dd, 1H) ;
8.38(d, 1H) ;8.86(d, 1H) .

[1010]  NMR 4444 11-237 (CDC1,, 400MHz, & FAA7A ppm) -

[1011]  2.36(s,3H) ;3.36 (s, 2H) ;3.69(s,3H) ;7.22(d, 2H) ;7. 39(d, 2H) ;8. 34(d, 1H) ;
8.85(d, 1H) o m.p. :126-128°C.

[1012]  NMR 4k-&4 11-238(CDC1,, 400MHz, 8 FAA7 4 ppm) -

[1013]  1.40(d,3H) ;2. 37 (s, 3H) ;3. 56(q, 1H) ;3.68(s, 3H) ;7. 22(d, 2H) ;7. 40 (d, 2H) ;
8.33(d, 1H) ;8.82(d, 1H) .

[1014] % 12 .38 (1d””) WHLEY
[1015]

[1016]
kel R! R’ R’ ®),
12-1 Et Me Ph H
12-2 Et Me Ph o Me
12-3 Et Me 3-C1-Ph H
12-4 Et Me 4-C1-Ph H
12-5 Et Me 4-C1-Ph o Me

[1017]
ke R R R R,
12-6 Et Me 2- WEWy 5L H
12-7 Et Me 3- MEWY A H
12-8 Et Me 3-Me—2- BEMY AL H
12-9 Et Me 4-Me—2- EWy KL H
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12-10 Et Me 5-Br—2- WEWy 5L H
12-11 Et Me 5-Br-2- ey 5 5-Me
12-12 Et Me 5-C1-2- MEmy 5L H
12-13 Et Me 5-C1-2— MEmy 5L 5-Me
12-14 Et Me 5-1-2- WEWyJE H
12-15 Et Me 5-Me—2— BENY KL H
12-16 Et Me 3- NibneE %k H
12-17 Et Me 6-MeO— HELRE —3— 3L H
12-18 Et Me 6—OH- ML ME —3- 3 H
12-19 Et Me 6-Me— NHERE —3- 3 H
12-20 Et Me 4-Me—Ph H
12-21 Et Me 4-Me-Ph 5-Me
12-22 Et Me 4-Br-Ph H
12-23 Et Me 4-F-Ph H
12-24 Et Me 4-F-Ph 5-Me
12-25 Et Me 5-C1- Mkme —2- 5 H
12-26 Et Me 5-Br— MtmE —2- 5 H
12-27 Et Me 5-F— MiLE —2— FE H
12-28 Et Me 5-F— MiLiE —2— 3 5-Me
12-29 Et Me 5-C1- MLAE —2— FE 5-Me
12-30 Et Me 5-Br— HitiE —2- 3 5-Me
12-31 Et Me 5-Me— MLHE —2— FE H
12-32 Et Me 5-Me— MLIE —2— 3 5-Me
12-33 Et Me 2- NLne 5L 5-Me
12-34 Et Me 2— Mbne KL H
12-35 Et Me 4— Mt 5L H
12-36 Et Me 4-Me— NERE —2- K& H
12-37 Et Me 4-Me— MERE —2- % 5-Me
12-38 Et Me 2— IBEMe AL H
12-39 Et Me 4-Me— WEM: —2- K& H
12-40 Et Me 5-Br— MEM: —2— FL H
12-41 Et Me 5-C1- WM -2 3 H
12-42 Et Me 5-Me— BEME —2— FL H
12-43 Et Me 4, 5-Me,~ BEMp —2— F H
12-44 Et Me 4,5-C1,~ WEME —2— L H
[1018]
i R! R’ R® (R),
12-45 Et Me 4,6-Me,~ MEIE —2- F& H
12-46 Et Me 2 NP H
12-47 Et Me 2 WEREHL H
12-48 Et Me 2- BEIE R 5-Me
12-49 Et Me 5-Cl1- Mg —2- H
12-50 Et Me 5-Br— Mg —2- L H
12-51 Et Me 5-Me— MENE —2— L H
12-52 Et Me 5-Me— MENE —2- L 5-Me
12-53 Et Me 4,6-Me,— WERE —2— JE H
12-54 Et Me 4, 6-Me,~ MERE —2— JE 5-Me
12-55 Et Me 1,3~ ZEHfmEm: —2- 3 H
12-56 Et Me T-Cl-1, 3~ ZEFEmEm: —2- 3L H
12-57 Et Me 1, 5-Me,~ MM -3 J& H
12-58 Et Me 5-Me— HHFE —2- 3 H
12-59 Et Me 5-F- BEIE —2- 3 H
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12-60 Et Me 4, 6-Me,~ MERE —2— K H
12-61 Et Me 3- MEMERE H
12-62 Et Me 6-Me— MkPE —3- % H
12-63 Et Me 1,2,4- =& —3- 3L H
12-64 Et Me 6-Me—1,2,4- =M -3- % H
12-65 Pr Me Ph H
12-66 Pr Me 4-C1-Ph H
12-67 Pr Me 2 WEN H
12-68 Pr Me 3- MHERERE H
12-69 Pr Me 6-Me— MHERE —3- K& H
12-70 Pr Me 4-Me-Ph H
12-71 Pr Me 4-Br-Ph H
12-72 Pr Me 4-F-Ph H
12-73 Pr Me 5-C1- MLAE —2- FE H
12-74 Pr Me 5-Br— MtrE —2- 5 H
12-75 Pr Me 5-F— mitme —2- 5 H
12-76 Pr Me 5-Me— MLAE —2— FE H
12-77 Pr Me 2- MitRe 5L H
12-78 Pr Me 4— nhERe 5L H
12-79 i-Pr Me Ph H
12-80 i-Pr Me 4-C1-Ph H
12-81 i-Pr Me 2— EWY 5L H
12-82 i-Pr Me 3— MHEmEFE H
12-83 i-Pr Me 6-Me— MERE —3- K& H
[1019]
ke R R R R,
12-84 i-Pr Me 4-Me-Ph H
12-85 i-Pr Me 4-Br-Ph H
12-86 i-Pr Me 4-F-Ph H
12-87 i-Pr Me 5-C1- Nkme -2 J& H
12-88 i-Pr Me 5-Br— MLAE -2 H
12-89 i-Pr Me 5-F- MiLiE —2- 3 H
12-90 i-Pr Me 5-Me— MLAE —2— FE H
12-91 i-Pr Me 2- NiERE 5L H
12-92 i-Pr Me 4— g H
12-93 CH,Ph Me Ph H
12-94 CH,Ph Me 4-C1-Ph H
12-95 CH,Ph Me 2 WEW AL H
12-96 CH,Ph Me 2- ML AL H
12-97 -2 e —1- 3 Me Ph H
12-98 W —2- e —1- 3 Me 4-C1-Ph H
12-99 -2 e —1- 3 Me 2— BEWY I H
12-100 -2 e —1- 3 Me 3 BEWy HL H
12-101 N —2— e —1- 3 Me 3-Me—2- BEWyJE H
12-102 N —2— e —1- 3 Me 4-Me—2— WEW) Hk H
12-103 W-2-H-1- Me 5-C1-2- BEWy & H
12-104 N —2— e —1- 3 Me 5-Me—2- HEWy & H
12-105 A -2- B -1- & Me 3— kA H
12-106 A -2- B -1- & Me 6-MeO— M RE —3— 3 H
12-107 N —2— M —1- 3 H Ph H
12-108 A -2- B -1- & Me 6-Me— fHLiE —3- H
12-109 7 —2— He—1- 3 Me 4-Me-Ph H

161



CN 102083818 B OB B 158/170 T

12-110 -2 e —1- 3 Me 4-Br-Ph H
12-111 -2 e -1- 3 Me 4~F-Ph H
12-112 -2 He —1- 3 Me 5-C1- LAE —2— 3L H
12-113 -2 e —1- 3 Me 5-Br— MLAE —2— 3L H
12-114 -2 e -1- 3 Me 5-F- IiLAE —2- 3L H
12-115 -2 M —1- 3 Me 5-Me— MLAE —2- 3L H
12-116 -2 e -1- 3 Me 2— N3 H
12-117 W-2-He-1- Me 4~ ML IEFE H
12-118 -2 e —1- 3 Me 4-C1-Ph 5-Me
12-119 -2 e —1- 3 Me Ph 5-Me
12-120 IR 2 Me Ph H
12-121 NN FE R Me 4-C1-Ph H
12-122 N S Me 2- BEWYRE H

[1020]
G5 R! R’ R° (R,
12-123 N FEH A Me 3 WEmy AL H
12-124 N FEH A Me 3-Me—2— BEMY L H
12-125 NS Me 3- fitmE A H
12-126 R TA Me 5-C1-2— MEMYRE H
12-127 IR Me 5-Me—2— MEMY L H
12-128 N FEH A Me 4-Me—2— BEN HE H
12-129 IR FE A Me 6-MeO- MiLRE —3— %t H
12-130 NS Me 6—0H- fitRE —3- %t H
12-131 N RS Me 6-Me— MLRE —3- %t H
12-132 NS Me 4-Me—Ph H
12-133 N RS Me 4-Br-Ph H
12-134 N RS Me 4-F-Ph H
12-135 N RS Me 5-C1- nikig —2- % H
12-136 N E RS Me 5-Br— nitig —2- & H
12-137 RS Me 5-F- MLiE —2- 3 H
12-138 N E RS Me 5-Me— MLAE —2- FE H
12-139 A TR 35 H 5 Me 2— NHEmE HE H
12-140 A TR 35 H 5 Me 4— NHERE FE H
12-141 NS Me 4-C1-Ph 5-Me
12-142 NS Me Ph 5-Me
12-143 R R H Ph H
12-144 3,3 —H-2-EHN -2 F-1- % Me Ph H
12-145 3,3 "H -2-EN -2 F-1- % Me 4-C1-Ph H
12-146 3,3 —5 -2- A 21 -1- & Me 2 MBEWY 5 H
12-147 3,3- & -2-HKN 2% -1- i Me 2- MiErE R H
12-148 (1- FHEEFREL ) B3 Me Ph H
12-149 (1- FEIRNE ) FE Me 4-C1-Ph H
12-150 (1- HEER NI ) HIE Me 2 BEW L H
12-151 (1- HEER NI ) 3L Me 2 MHAE I H
12-152 4- ST 2- e -1- 3 Me Ph H
12-153 4- ST 2- e -1- 3 Me 4-C1-Ph H
12-154 4-GRT 2-fh-1- £ Me 2 BEW H
12-155 4- ST 2-fe-1- 3 Me 2- MitrE R H
12-156 (2,2- ZHIARE ) FE Me Ph H
12-157 (2,2- ZHIARE ) FE Me 4-C1-Ph H
12-158 (2,2- —SE A ) FHE Me 2 MEWy 5 H
12-159 (2,2- “FIAANIE ) FIHE Me 2- NErEFE H
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12-160 T -2-fe-1- % Me Ph H
12-161 T-2-fe-1- Me 4-C1-Ph H

[1021]
%_I%L Rl R4 R5 (R6)n
12-162 T -2-He-1- Me — WEWY 3L H
12-163 T -2- e -1- 3 Me 3— WEWy HE H
12-164 T -2- 4 -1- 3 Me 3-Me—2- WEM;HL H
12-165 T -2- e -1- 3 Me 4-Me—2— WEN) BE H
12-166 T -2- e -1- 3 Me 5-C1-2— BEWyFL H
12-167 T -2- e -1- K Me 5-Me—2— BEWyFL H
12-168 T2 -1-FE Me 3- Atk L H
12-169 T-2-f-1- Me 6-MeO— MHHE —3- 3L H
12-170 T-2-f-1- H Ph H
12-171 T-2-f-1- Me 6-Me— MERE —3- 3 H
12-172 T-2-f-1- Me 4-Me-Ph H
12-173 T -2-f-1- Me 4-Br-Ph H
12-174 T-2-f-1- Me 4~F-Ph H
12-175 T -2-fe-1- Me 5-C1- MLAE —2- 3L H
12-176 T-2-f-1- Me 5-Br— MLAE —2- L H
12-177 T-2-fe-1- % Me 5-F- LhE —2- 3L H
12-178 T-2-fe-1- Me 5-Me— MLAE —2- 3L H
12-179 T-2-fe-1- % Me 2- MitrE R H
12-180 T2 -1- 3 Me 4 MHEAE FE H
12-181 T-2-H-1- Me 4-C1-Ph 5-Me
12-182 T -2-fe-1- Me Ph 5-Me
12-183 1- BB -2k —1- FE Me Ph H
12-184 1- BB -2k —1- FE Me 4-C1-Ph H
12-185 1- FELN —2- B -1- % Me 2— MRy FE H
12-186 1- R —2- e -1- & Me 2- fitmE L H
12-187 - MR 23 Me Ph H
12-188 1- INR R 2 Me 4-C1-Ph H
12-189 1- N LFE Me 2— BEN) FE H
12-190 1- R HEE 23 Me 2— fLnE H
12-191 e Me Ph H
12-192 S Me 4-C1-Ph H
12-193 I TH Me 2- WEMYRE H
12-194 e Me 2- MiErE R H
12-195 3-FET 2 -1- % Me Ph H
12-196 3 BHET 2- 4% -1- 3 Me 4-C1-Ph H
12-197 -HET 2 -1- % Me 2 BEW L H
12-198 3 BHET 2- 4% -1- 3L Me 2- MiErE R H
12-199 - FER 2- M -1- & Me Ph H
12-200 2- RN 2 —1- F Me 4-C1-Ph H
[1022]
9’5 R! R’ R° (R,
12-201 2- WHENRN 2- M -1- & Me 2— BEWYJE H
12-202 2- IR —2- M -1- & Me 2- NErE R H
12-203 (2E)-1- FIEET 2- ¥ -1- % Me Ph H
12-204 (2E)-1- FIEET —2- M -1- % Me 4-C1-Ph H
12-205 (2E)-1- R —2- J5 —1- K& Me 2 WEWy 5L H
12-206 (2E)-1- AT —2- J5 —1- & Me 2- NEnE A H
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12-207 3- REEN —2- fh-1- K Me Ph H
12-208 3- REEN -2- fh-1- K Me 4-C1-Ph H
12-209 3- REEN -2- fh-1- K Me 2 WEW) FE H
12-210 3- RFEEE -2 b -1- Me 2- NkrEFE H
12-211 AT R Me Ph H
12-212 N RS Me 4-C1-Ph H
12-213 TR R Me 2 WEW 5k H
12-214 N T RS Me 2- NERE 5 H
12-215 IR FE 5 Me Ph H
12-216 IR FE R Me 4-C1-Ph H
12-217 IR FE AL Me 2— WENy L H
12-218 IR FE A Me 2— ML RE 3L H
12-219 R A R Me Ph H
12-220 e E A Me 4-C1-Ph H
12-221 R A R Me 2 BEW FE H
12-222 I FEH I Me 2— NikrE 3L H
12-223 T -3 -1- Me Ph H
12-224 T -3 -1- Me 4-C1-Ph H
12-225 T -3 -1- Me 2 BEWy L H
12-226 T-3-%-1- % Me 2- NigrE R H
12-227 - SRKN -2-F-1- & Me Ph H
12-228 - SN —2- 1 -1- & Me 4-C1-Ph H
12-229 - FRK -2-F-1- & Me 2 WEWy H
12-230 - SRR —2- 4 -1- & Me 3 WEWy S H
12-231 - GRRH -2- 4 -1- & Me 3-Me—2- BEM KL H
12-232 - SRRH —2- 4 -1- & Me 4-Me—2— WEW;HL H
12-233 - GRRH —2- 4 -1- & Me 5-C1-2- BEWy 5L H
12-234 - SRRAH —2- 4 -1- & Me 5-Me—2- BEW; KL H
12-235 2- S —2- M -1- 3 Me 3- i mEdL H
12-236 - SACH —2- M -1- & Me 6-MeO— ALLAE —3- 5 H
12-237 - SARH —2- M -1- & Me 6-OH- MHEIE —3- & H
12-238 2- SACH —2- 15 -1- & Me 6-Me— AILAE —3- 5 H
12-239 - SN 2 -1- & Me 4~Me—Ph H
[1023]

= R1 R* R® (R%,
12-240 - SN 2- 1 -1- & Me 4-Br—Ph H
12-241 - SN 2- M -1- & Me 4-F-Ph H
12-242 - SMH -2 -1- & Me 5-C1- MkRE —2- % H
12-243 - SMH -2- M -1- & Me 5-Br- NtAE —2- & H
12-244 - SMH -2-H-1- & Me 5-F- NitE —2- & H
12-245 - SMRH -2 -1- & Me 5-Me— NMtHE —2- % H
12-246 - SMH 2 -1- & Me 2- MiErE R H
12-247 - SMRH -2 -1- & Me 4- L RE L H
12-248 2 SARH —2- M -1- 3 Me 4-C1-Ph 5-Me
12-249 - SRKW 2-F-1- & Me Ph 5-Me
12-250 - SN 2- 1 -1- & H Ph H
12-251 2- HER Me Ph H
12-252 2- HEA OHE Me 4-C1-Ph H
12-253 - FHEI O Me 2 BEWyFE H
12-254 2- PEKE LH Me 2- NErESE H
12-255 DO s —2— KL FF 3L Me Ph H
12-256 DO e —2- FEH L Me 4-C1-Ph H
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12-257 USRI —2— L 3L Me 2 WENy 5 H
12-258 DU SRR —2— JE HH 3 Me 2- MtiEsE H
12-259 2-(ZHHEAE) &3 Me Ph H
12-260 - (ZHHEAE) &3 Me 4-C1-Ph H
12-261 2-(ZHHERE) & Me 2- BEWY I H
12-262 2-( ZHHERE) & Me 2- Mk gL H
12-263 o] -3 % Me Ph H
12-264 ARNT -3- & Me 4-C1-Ph H
12-265 AT 3- & Me 2- WEWy L H
12-266 AT -3- 3 Me 2— NLrE R H
12-267 (3- AT -3- &) Me Ph H
12-268 (3- AT -3- &) X Me 4-C1-Ph H
12-269 (3- HEEAEARMT 3 %) HE Me 2- BRI H
12-270 (3- HHAERMT 3 %) HE Me 2- NHkBEHE H
12-271 2,2,2- =@LI Me Ph H
12-272 2,2,2- =@|LIE Me 4-C1-Ph H
12-273 2,2,2- =@mLE Me 2 WEWy AL H
12-274 2,2,2- =@LI Me 3- mEdE H
12-275 2,2,2- =HLIE Me 6-Me— HHiE —3- 3E H
12-276 2,2,2- =HLIE Me 4-Me—Ph H
12-277 2,2,2- =HLI Me 4-Br—Ph H
12-278 2,2,2- =@ LI Me 4-F-Ph H

[1024]
G5 R’ R’ [§ (R),
12-279 2,2,2- =LK Me 5-C1- HitmE —2- %k H
12-280 2,2,2- =LK Me 5-Br— HitnE —2- %k H
12-281 2,2,2- =LK Me 5-F- kg —2- 3k H
12-282 2,2,2- =@ LI Me 5-Me— HHtIE —2- 3 H
12-283 2,2,2- =R LI Me 2— N ek H
12-284 2,2,2- = LI Me 4- NtmE g H
12-285 CH, (4-C1-Ph) Me Ph H
12-286 CH, (4-C1-Ph) Me 4-C1-Ph H
12-287 CH, (4-C1-Ph) Me 2 WENy KL H
12-288 CH, (4-C1-Ph) Me 3 HLmE L H
12-289 CH, (4-C1-Ph) Me 6-Me— MiLAE —3- & H
12-290 CH, (4-C1-Ph) Me 4-Me—Ph H
12-291 CH, (4-C1-Ph) Me 4-Br—Ph H
12-292 CH, (4-C1-Ph) Me 4-F-Ph H
12-293 CH, (4-C1-Ph) Me 5-C1- nikme —2- Ji& H
12-294 CH, (4-C1-Ph) Me 5-Br— Ntme —2- J& H
12-295 CH, (4-C1-Ph) Me 5-F- nitmg —2- 3% H
12-296 CH, (4-C1-Ph) Me 5-Me— Ntmg —2- J& H
12-297 CH, (4-C1-Ph) Me 2- NHEmE AL H
12-298 CH, (4-C1-Ph) Me 4- Nk H
12-299 CH, (4-F—Ph) Me Ph H
12-300 CH, (4-F—Ph) Me 4-C1-Ph H
12-301 CH, (4-F-Ph) Me 2 Mg 5 H
12-302 CH, (4-F-Ph) Me 3- MHLmE AL H
12-303 CH, (4-F-Ph) Me 6-Me— AILRE —3- 3 H
12-304 CH, (4-F-Ph) Me 4-Me—Ph H
12-305 CH, (4-F-Ph) Me 4-Br—Ph H
12-306 CH, (4-F-Ph) Me 4-F-Ph H
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12-307 CH, (4-F-Ph) Me 5-C1- nikre —2- F& H
12-308 CH, (4-F-Ph) Me 5-Br- Hitng -2- K& H
12-309 CH, (4-F-Ph) Me 5-F- Nitre —2- 3k H
12-310 CH, (4-F-Ph) Me 5-Me- HitHE —2- % H
12-311 CH, (4-F-Ph) Me 2- HtweE kL H
12-312 CH, (4-F-Ph) Me 4- HtweE AL H
12-313 CH, (4-0Me—Ph) Me Ph H
12-314 CH, (4-OMe—Ph) Me 4-C1-Ph H
12-315 CH, (4-OMe—Ph) Me 2 WEWY 5 H
12-316 CH, (4-OMe—Ph) Me 3- NHLmE AL H
12-317 CH, (4-OMe~Ph) Me 6-Me— fiLAE —3- & H
[1025]
G5 R! R’ R° (R,
12-318 CH, (4-0Me—Ph) Me 4-Me—Ph H
12-319 CH, (4-0Me—Ph) Me 4-Br—Ph H
12-320 CH, (4-0Me—Ph) Me 4-F-Ph H
12-321 CH, (4-OMe—Ph) Me 5-C1- nikme —2- J& H
12-322 CH, (4-OMe—Ph) Me 5-Br— Ntme —2- J& H
12-323 CH, (4-OMe—Ph) Me 5-F— Mg —2- 7 H
12-324 CH, (4-OMe—Ph) Me 5-Me— NtmE —2- J& H
12-325 CH, (4-OMe—Ph) Me 2- Nk AL H
12-326 CH, (4-OMe—Ph) Me 4- NERESE H
12-327 2,2- R LE Me Ph H
12-328 2,2- “HLHE Me 4-C1-Ph H
12-329 2,2- “HLHE Me 2 Mgy 5L H
12-330 2,2- “HLHE Me 2— N H
12-331 Ph Me Ph H
12-332 Ph Me 4-C1-Ph H
12-333 Ph Me 2 WEWyFE H
12-334 Ph Me 2- Htre A H
12-335 2- LIk Me Ph H
12-336 2- I Me 4-C1-Ph H
12-337 - FLEE Me 2 WEWy FE H
12-338 2- mLH Me 2- nkpE A H
12-339 2,2,3,3,3- A% Me Ph H
12-340 2,2,3,3,3- ILE A% Me 4-C1-Ph H
12-341 2,2,3,3,3- AN Me 2— BEWy FE H
12-342 2,2,3,3,3~ FLEARE Me 2— Mg H
12-343 1- L3 -5 HFE —1H- ke —4- H 3% Me Ph H
12-344 1- L3 -5 FFE —1H- ke —4- 3% Me 4-C1-Ph H
12-345 1- K -5 HEL —1H- npme —4— HEE Me 2 MBENy 5 H
12-346 1- 23 -5 HIEE —1H- nftie —4— 5L Me 2- NEBERE H
12-347 T -3 fh-2- K Me 5-C1- HitiE —2- 3 H
12-348 T -3 fh-2- K Me SRR -3 % H
12-349 T -3 fh-2- K Me Wb -2 H
12-350 T -3 fh-2- K Me Ph H
12-351 T -3-ph-2- K Me 4-C1-Ph H
12-352 T -3 fh-2- Me 2— BEMy L H
12-353 T3 p-2- K Me 3- MHLmE AL H
12-354 T -3 -2- K Me 6-Me— HHLIE —3- 3 H
12-355 T -3 -2- K Me 4-Me—Ph H
12-356 T -3 -2- K Me 4-Br—Ph H
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[1026]
G5 R’ R’ [§ (R),
12-357 T -3- He—2- 3 Me 4-F-Ph H
12-358 T -3- He-2- F Me 5-Br— LHE —2— H
12-359 T -3- He-2- 3 Me 5-F- HLHE —2- 3 H
12-360 T -3- fe-2- 3 Me 5-Me— HtLAE —2— FE H
12-361 T -3- He-2- 3 Me 2- NikrgE 3 H
12-362 T -3 He—2- FE Me 4 NiERE 5L H
12-363 Et Me SRR —3- & H
12-364 Et Me Mk —2— 3 H
[1027] % 13 . (I1D) MEW (FEE)
[1028]
.
(1n
[1029]
?ﬁ% Rl Rz R3 R4 R5
13-1 Me H H Ph Ph
13-2 Me H H Me Ph
13-3 Me H H Me 2— HRNR 5L
13-4 Me Me H Me Ph
13-5 Me H H Me 4-Me0-Ph
13-6 Me H H Me 4-Me—Ph
13-7 Me H H Me 3-CF,~Ph
13-8 Me H H Me 3,4-C1,~Ph
13-9 Me H H Me 3-C1-Ph
13-10 Me H H Me 2-C1-Ph
13-11 Me H H Me 2,4-C1,~Ph
13-12 Me H H Me 4-CF,~Ph
13-13 Me H H Me 4-C1-Ph
13-14 Me H H Me 4-CF,~Ph
13-15 Me H H Me 4~tBu-Ph
13-16 Me H H Me 3, 5-Me,~Ph
13-17 Me H H Me 4-Me—Ph
13-18 Me H H Me 4-F-Ph
13-19 Me H H Me 3-Me—Ph
[1030]
TRl R! R? R? R* R®
13-20 Me H H Me 4-COOH-Ph
13-21 Me H H Me 3-Br-Ph
13-22 Me H H Me 4-Ph-Ph
13-23 Me H H Me 3-C1-4-Me-Ph
13-24 Me H H Me 3-CF,~4-C1-Ph
13-25 Me H H Me 2 WEW)
13-26 Me H H Me 3-Me—2- BEW 5L
13-27 Me H H Me 4-Me—2- WEW;HL
13-28 Me H H Me 5-C1-2- BEW; 5L
13-29 Me H H Me 5-1-2— MEmy AL
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13-30 Me H H Me 3 WEWy HE

13-31 Me H H Me 3— kA

13-32 Me H H Me 5-Me—2- BEW; 5L

13-33 Me H H Me 6-MeO- MHLIE —3-

13-34 Me H H Me 5-Br-2- WEWy 5

13-35 Me H H Me 4-Br-Ph

13-36 Me H H Me 1, 3~ R R A 5 &

13-37 Me H H Me 4-T1-Ph

13-38 Me H H Me 4-PhO-Ph

13-39 Me H H Me 6-OH- MERE —3- K&

13-40 Me H H H Ph

13-41 Me H H Et Ph

13-42 Me H H n—Pr Ph

13-43 Me H H CH,C1 Ph

13-44 Me H H CHC1, Ph

13-45 Me H H CH,F Ph

13-46 Me H H CHF, Ph

13-47 Me H H Cl Ph

13-48 Me H H n—Pr 4-C1-Ph

13-49 Me H H CH,C1 4-C1-Ph

13-50 Me H H CHC1, 4-C1-Ph

13-51 Me H H CH,F 4-C1-Ph

13-52 Me H H CHF, 4-C1-Ph

13-53 Me H H 1 4-C1-Ph

13-54 Me H H Et 4-Me-Ph

13-55 Me H H n-Pr 4-Me-Ph

13-56 Me H H CH,C1 4-Me-Ph

[1031]

s R' R? R’ R* R’
13-57 Me H H CHC1, 4-Me-Ph
13-58 Me H H CH,F 4-Me-Ph
13-59 Me H H CHF, 4-Me—Ph
13-60 Me H H 1 4-Me-Ph
13-61 Me H H Et 2- MbnE 5
13-62 Me H H n—Pr 2- Mbne
13-63 Me H H CH,C1 2— NHkE AL
13-64 Me H H CHC1, 2- NHkRE AL
13-65 Me H H CH,F 2- NHkE AL
13-66 Me H H CHF, 2- NHLBEHE
13-67 Me H H Cl 2— MkrEdE
13-68 Me H H Me 2— NipmEdE
13-69 Me H H Me 5-C1- NkiE —2- 5
13-70 Me H H Me 5-Br— NithE —2- 5
13-71 Me H H Me 5-F— mitme —2- 5
13-72 Me H H Me 5-Me— NitAE —2- %
13-73 Me H H Me 4-Me— MHERE —2- K&
13-74 Me H H Me 2,4-C1,~Ph
13-75 Me H H Me 4-CH,COOH-Ph
13-76 Me H H Me 4— (MeC0) —Ph
13-77 Me H H Me 4-tBu-Ph
13-78 Me H H Me 4-C1-3-Me—Ph
13-79 Me H H n-Pr 4-C1-Ph
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13-80 Me H H Me 3- nigrE R
13-81 Me H H Me 4- TiEnE 3
13-82 Me H H € (0) OMe Ph
13-83 Me H H Me 6-Me— MLAE —3- FE
13-84 Me H H Me 2,3-C1,~Ph
13-85 Me H H H 4-C1-Ph
13-86 Me H H Me 6-C1- NEmE -3- J&
13-87 Me H H Me — BEMRIL
13-88 Me H H Me 4—Me— WMEME —2- 3
13-89 Me H H Me 5-Br— BEM: —2- 3
13-90 Me H H Me 5-C1- BEME —2- FL
13-91 Me H H Me 5-Me— BEM: —2- 3
13-92 Me H H Me 4,5 Me,~ BEME —2— Kt
13-93 Me H H Me 4,5-C1,~ BEM: —9— JL
[1032]
= R! R? R® R* R’
13-94 Me H H Me 4, 6-Me,~ NEHE —2- 5
13-95 Me H H Me o— HrmERL
13-96 Me H H Me 2 IEIEHL
13-97 Me H H Me 5-C1- BERE —2- J&
13-98 Me H H Me 5-Br— BERE —2- J&
13-99 Me H H Me 5-Me— MEIE —2- 3
13-100 Me H H Me 4, 6-Me,~ MERE —2— Kt
13-101 Me H H Me 1,3~ FIfmem: 2o 3L
13-102 Me H H Me 7-Cl-1, 3~ ZEIFmEm: -2 3L
13-103 Me H H Me 1, 5-Me,~ Nt -3 J&
13-104 Me H H Me 5-Me— Mg —2- FE
13-105 Me H H Me 5-F- IEIE —2- KL
13-106 Me H H Me 4, 6-Me,~ MEIE —2— K&
13-107 Me H H Me 3- MEESAL
13-108 Me H H Me 6-Me— MAME —3- FL
13-109 Me H H Me 1,2,4- =M -3- %
13-110 Me H H Me 6-Me—1,2,4- —M& —3- F
13-111 Et H H Ph Ph
13-112 Et H H Me Ph
13-113 Et H H Me — el
13-114 Et Me H Me Ph
13-115 Et H H Me 4-MeO-Ph
13-116 Et H H Me 4-Me-Ph
13-117 Et H H Me 3-CF,~Ph
13-118 Et H H Me 3,4-C1,~Ph
13-119 Et H H Me 3-C1-Ph
13-120 Et H H Me 2-C1-Ph
13-121 Et H H Me 2,4-C1,~Ph
13-122 Et H H Me 4-CF,~Ph
13-123 Et H H Me 4-C1-Ph
13-124 Et H H Me 4-CF,~Ph
13-125 Et H H Me 4~tBu-Ph
13-126 Et H H Me 3, 5-Me,~Ph
13-127 Et H H Me 4~Me-Ph
13-128 Et H H Me 4~F-Ph
13-129 Et H H Me 3-Me—Ph
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| 13-130 [ Et [ H | H | Me | 4-COOH-Ph |
[1033]
%% Rl Rz Ra R4 R5
13-131 Et H H Me 3-Br-Ph
13-132 Et H H Me 4-Ph-Ph
13-133 Et H H Me 3-C1-4-Me-Ph
13-134 Et H H Me 3-CF,~4-C1-Ph
13-135 Et H H Me 2— WEN) L
13-136 Et H H Me 3-Me—2— BEWY 5L
13-137 Et H H Me 4-Me—2— WBEN)) BE
13-138 Et H H Me 5-C1-2- BEWy FL
13-139 Et H H Me 5-1-2- BEWy 5k
13-140 Et H H Me 3 e 5L
13-141 Et H H Me 3- nErEL
13-142 Et H H Me 5-Me—2- BEW 5L
13-143 Et H H Me 6-MeO— HILIE —3— 3L
13-144 Et H H Me 5-Br-2- BEW;FL
13-145 Et H H Me 4-Br—Ph
13-146 Et H H Me 1,3~ F3 AR E -5 &
13-147 Et H H Me 4-1-Ph
13-148 Et H H Me 4-PhO-Ph
13-149 Et H H Me 6—OH- NEiE —3- %
13-150 Et H H H Ph
13-151 Et H H Et Ph
13-152 Et H H n—Pr Ph
13-153 Et H H CH,C1 Ph
13-154 Et H H CHC1, Ph
13-155 Et H H CH,F Ph
13-156 Et H H CHF, Ph
13-157 Et H H Cl Ph
13-158 Et H H n-Pr 4-C1-Ph
13-159 Et H H CH,C1 4-C1-Ph
13-160 Et H H CHC1, 4-C1-Ph
13-161 Et H H CH,F 4-C1-Ph
13-162 Et H H CHF, 4-C1-Ph
13-163 Et H H 1 4-C1-Ph
13-164 Et H H Et 4-Me—Ph
13-165 Et H H n—Pr 4-Me—Ph
13-166 Et H H CH,C1 4-Me—Ph
13-167 Et H H CHC1, 4-Me—Ph
[1034]
Y= R! R? R® R* R
13-168 Et H H CH,F 4-Me—Ph
13-169 Et H H CHF, 4-Me—Ph
13-170 Et H H cl 4-Me—Ph
13-171 Et H H Et 2— MtE R
13-172 Et H H n—Pr 2— NtE R
13-173 Et H H CH,C1 2— MtE R
13-174 Et H H CHCI, 2— MtiE R
13-175 Et H H CH,F 2— ftiE R
13-176 Et H H CHF, 2— ftiE R
13-177 Et H H Cl 2— ftiE R
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13-178 Et H H Me 2— NERERE
13-179 Et H H Me 5-C1- fikiE —2- %k
13-180 Et H H Me 5-Br— fitAE -2- %
13-181 Et H H Me 5-F- itig —2-
13-182 Et H H Me 5-Me— NHEHE —2-
13-183 Et H H Me 4-Me— NERE —2- J&
13-184 Et H H Me 2,4-C1,~Ph
13-185 Et H H Me 4-CH,COOH-Ph
13-186 Et H H Me 4~ (MeC0O) —Ph
13-187 Et H H Me 4~tBu-Ph
13-188 Et H H Me 4-C1-3-Me—Ph
13-189 Et H H n—Pr 4-C1-Ph
13-190 Et H H Me 3- niERERE
13-191 Et H H Me 4— N RERE
13-192 Et H H C (0) OMe Ph
13-193 Et H H Me 6-Me— MHLAE —3- FE
13-194 Et H H Me 2,3-C1,~Ph
13-195 Et H H H 4-C1-Ph
13-196 Et H H Me 6-C1- MiE —3- F&
13-197 Et H H Me 2 e
13-198 Et H H Me 4-Me— BEM: —2- 3
13-199 Et H H Me 5-Br- BEM: —2- B
13-200 Et H H Me 5-C1- BEM: —2- 3
13-201 Et H H Me 5-Me— BEM: —2- B
13-202 Et H H Me 4,5 Me,~ uz M —2— %
13-203 Et H H Me 4,5-C1,~ BEM: —2— L
13-204 Et H H Me 4, 6-Me,~ MLAE —2- J&
[1035]
s R' R? R® R* R’
13-205 Et H H Me 2— NHEIERE
13-206 Et H H Me 2- WEmESL
13-207 Et H H Me 5-C1- WENE —2- L
13-208 Et H H Me 5-Br— BEIE —2- 3
13-209 Et H H Me 5-Me— BENE —2- 3
13-210 Et H H Me 4,6-Me,~ MENE —2— Kt
13-211 Et H H Me 1,3 FIfmem o 3
13-212 Et H H Me 7-Cl-1, 3~ ZEFFmEM: —2- 3
13-213 Et H H Me 1, 5-Me,~ MM -3 2
13-214 Et H H Me 5-Me— MM -2- B
13-215 Et H H Me 5-F— IEIE —2- L
13-216 Et H H Me 4, 6-Me,~ MERE —2— Kt
13-217 Et H H Me 3— MEMEEL
13-218 Et H H Me 6-Me— MkFE —3- 3£
13-219 Et H H Me 1,2,4- =M 3 3L
13-220 Et H H Me 6-Me—1,2,4- —ME -3 %
13-221 Me H H Me 5-C1- nithe -3- %
13-222 Me H H Me 4-Br-3-Me—Ph
13-223 Me H H Me 4-C1-6-Me- AitRE —2- %
13-224 Me H H Me 2-Me— MEAE —4- FE
13-225 Me H H Me 3,5-C1,~Ph
13-226 Me H H Me Wbk —2— Xt
13-227 Me H H Me SREIpR —3— Kt
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13-228 Me H H Me 5-CF,— MtiE —2- &

13-229 Me H H Me 6-0Me— HILIE —2- 5k

13-230 Me H H Me 4-0Me— FILIE —2- Bk

13-231 Me H H Me 4-Br- MHAE —2- F%

13-232 Me H H Me 4-C1- HiLiE —2- %

13-233 Me H H Me 4-F- NEwE —2- F&

13-234 Me H H Me 3, 4-Me,~Ph

13-235 Me Me H Me 4-C1-Ph

13-236 Me Me H Me 5-C1- Hig —2- 3k

13-237 Me Me H Me 5-Br— HiE —2- 3k

13-238 Me Me H Me 5-Br— MERE —2— K&

13-239 Me Me H Me 5-C1- Mg —2- 3L

13-240 Me H H Me 4-NO,~Ph

13-241 Me Me H Me 2 MHAEFE

[1036]

9= R R? R® R* R’
13-242 Me H H Me 5- M TN LI RE 2 &
13-243 Me H H Me 5 FRAELLRE 2 X
13-244 Me H H Me 5 LpFEnnE 2 F
13-245 Me H H Me 5-Ph— BHBE —2- F&
13-246 Me H H Me 3-Br-Ph
13-247 Me H H Me 4— TEMFL
13-248 Me H H Me 2-C1- mEme —4- 3L
13-249 Me H H Me 2-Br— WMEM —4- 3
13-250 Me H H Me 5-0S0,Me— FHLIE —2- 3
13-251 Me H H Me 6-C1-1,3~ HFIfmem 2 3%
13-252 Me H H Me 6-Br—1, 3~ FIFmEm: 2 3L
13-253 Me H H Me 1,3~ FFFmEm: —o- 3
13-254 Me H H Me 6-C1-1, 3~ K FfMEmM: —2- 3L
13-255 Me H H Me 6-Br—1, 3— M —2- JE
13-256 Me H H Me 7-C1-1, 3— ZRFfmEm: —2- F
13-257 Me H H Me 5-NH,— mig —2- &
13-258 Me H H Me 5-0H- HHIE —2- 3k
13-259 Me H H Me 5-0CHF,— fithg —2- &
13-260 Me H H Me 5-MeO- NLIE —2- &
13-261 Me H H Me 5-MeS— HinE —2- 3
13-262 Me H H Me 5-NHMe— RHAE —2- FE
13-263 Me H H Me 5-NMe,~ NEEAE —2- &

[1037]  (B) il S it 5]

[1038] &) MyFEL LA R 7 AT 10 EREA X (D) WEWSTENEEYFRI 90 =&
I AIRA FER AR G A T LA

[1039]  b) Zp 73 T /K e AR s LR 77 A 3kAT - 25 R L (D 54,64
G E mE A AR T T 10 TR A AR SRR AR | = 2 v BRI IR R
BIVE R SR 2> B EAT IR A, IR %R S A AT BB ML (pinned—disk mill) A4
P

[1040]  ¢) B B T/K I UK 4 ) (dispersion concentrate) i BLF 77 2 3R1T -
¥ 20 EEGA (D WEYS 6 EREMIEME L _FB ( @ Triton X 207) .3 ERH 57
T =R IR £ I E (8E0) FN 71 E B WS V)l (WhEREI Ny 255 £ 277T°C UL ) BT
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BE IR WAEEKRENL (attrition ball mill) HftBE 240K T 5 Tk,

[1041] ) FLIME LAY 16 EREG (D AW AEREFIN 75 T &40 CEF
PERFALFI 10 B E M TEERY (oxyethylated nonylphenol) o

[1042]  e) JK A3 HUHEROR 8 o BL R 5 X3RS

[1043] KGLL YIRS -

[1044] 75 EEAX (D HLEW).

[1045] 10 &G AR BEIRES

[1046] 5 FEEAD T e B RN

[1047] 3 EEN R LG I

[1048] 7 EEfEIL L,

[1040]  REZIREGYIAETHAT BENL BT RS, JFRAZ0 RAEVAL R 8 bRk
BRI K AT REAL o

[1050] ) KA ECHEBORIFICE L LR A 3k15 -

[1051] 4 DAF 0B I A B rh kAT S 40 R0 P i

[1052] 25 EEinX (1) tbEY).

[1053] 5 EEM 2,2 - “ZEFkE 6,67 — AN,

[1054] 2 FE &4y B2 AR 2R A TR Al

[1055] 1 HE BN LIGEE.

[1056] 17 & 73R4S Al

[1057] 50 EEHK,

[1058] B Jo TR S ILERD BENL PRI BE  JE T A5 PR VB M5 25 1 o T ek S 40 Jo v s 1

AT EALTNT 5

[1059]  (C) A:4siiitifs

[1060] 1. ZFETEREAEH ZAEDHE AR 21

[1061] B MBI T M2 LB E VIR D B T AR AT e @b I 4=, FR R

T AR ECHIA AR R R WP) XA K AL G (1) DK &2 R T )
e L 600 T/ A ERIK i 2 (88 ) A 2 13878 55 2 1R, Hrh s in 0. 2% K3

W3

[1062] FEAPRG, M@ E THRED, 2 fRF b T X TR YN & R A&

o K3 )5, Wik 5 A AL )T I 20 Eu s, X 500 i s e 8k 4T B IV (BLE 2t

(%) THIBREIE T <100 % 3G T =0T, 0 %6 i M =20 T % R4 ) o

[1063]  AKKMEY (1) fEREAT 0. 32kg B /DTG 49 5T i H 28 X 1VF 20 #4d

VA R ZF 0 bR B0 T o 040, S Y09 'S 1-28.1-1564.,2-2,2-16,2-28,2-116,2-120,

2-132.2-117.1-116,1-119.1-210,1-214.1-236,2-47.2-64.2-65.,2-124.2-135,2-148.

2-155.2-215.2-217.2-224,2-241,2-240,2-243.2-249 ., 3-4,3-25.3-26.3-112.3-121.

3-135.3-36.3-161.3-176.3-353 &£ 1 & 12 PS5 LR A 0. 32kg 3 TEY) it

(%) it FH 2 308 ok 27 B2 e I S5 A, B W KA 224 (Alopecurus myosuroides) (#

. (Echinochloa crus galli). MY (Setaria viridis) M F7{H# 2 4 (Veronica

persica) , B RIEFHIBREIE
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(10641 [R] A, I 2F RV A I, A9 & B AL & W0 BRI AEFE mr il PEAL A 0350 & Rt A3 5 X
T HAED I WU SE, BRAL, A TR ARHED B AN /N KK o AR — 24 S B
B e R RE R LR O T 3R I ZF R ER VR AAEY) T A AR o

[1065] 2. ZFJE bR ek A A AEMIRE YA 25k

[1066] K 5 i FIXUF 24 5L R AEYIRE D M B T AR R b i b3 b, e
TAE S, M TiRED R AERKEM &R #Fh 2 2 3 /)5, 78— AL prid
Yo ARG, FEHIA TR ) (WP) TR A K AL G 9 (1) DK i s L 1 3 A
600 F+ / AUI/KIEHZR (L5 ) BRI L A7 L, HAasin 0. 2% KEERl. %
T Y TR S P e B KA PR R 3 ], ARG T 5 R AR BT B 24 EAT L B
o TR 0500 F VR F AT BIVEY (BAE 2 EE (%) THAIBRESEYE 100 % i M= e,
0% 15 M =L X HAEY) ) «

[10671 M RATLLBH S F H, REHAEY (1) fERFALT 0. 32kg B A 1E M) ) it
FH 6T R A B VO B R R AR B B R R 2 5 B R AR 2R G B v M. 9l an, A 4
T 1-28.1-154.2-2.2-16.2-28.2-116.2-120.2-132.2-117.1-116.1-119.1-210. 1-214.
1-236.2-47.2-64.2-65.2-124.2-135.2-148.2-155.2-215.2-217.2-224.2-241.2-240.
2-243.2-249,3-4.3-25.3-26.3-112.3-121.3-161.3-135.3-136.3-176.3-353 xFE 1 £ 12
LAY, DL A B 0. 32kg BT 2D 5 1149 0 1 e FH 23 08 1ok 1 5 2 ) D XA A
V), BInEF ez (Avena fatua) BB ZALEZZHL (Lolium multiflorum) KRR H5 Bl Hz A
B =8 (Viola tricolor) M KAHEFIN, A RIFHIFREIE M,
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