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HAEENT CRlEE/ CFRCTE=5: 1) 4if 58 BFrME &9, 73R M58 % .
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[01211 ' NMR(4OOMHZ,CDC13) 87.31(m,J=13.0,5.5Hz,5H) ,7.26-7.10(m,11H) ,7.00(d,
J=8.3Hz,2H) ,6.62(d,]=8.8Hz,2H) ,4.60-4.42 (m,2H) ,3.45(dd,J=15.0,7.0Hz,4H) ,
3.29-3.21(m,2H) ,2.89-2.73 (m,4H) ,2.42(s,1H) ,1.87-1.77(m,4H) ,1.58(s,4H) ,1.35(d,
J=T7.1Hz,2H) .
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A58% o

[0131]  Z5RgaEa |-

[0132]1 'H NMR (4OOMHZ,CDC13)87.58(t,J=8.5Hz,2H) ,7.42(td,J=12.0,9.1Hz,4H) ,
7.37-7.27 (m,8H) ,7.21(dd,J=17.8,10.5Hz,8H) ,6.66 (t,J=9.3Hz,2H) ,4.57 (s, 2H) ,
3.68-3.38(m,4H) ,3.29(s,2H) ,2.84(d,J=5.9Hz,4H) .

[0133] 555

[0134]  N,N-TOREE-4- (2- (47 - OMFE-[1,17 - IR -4-38) -5,6- —%(-1,4- A

N
[0135] © O -

ot
HQ
4T REE ] 1 I -4 -9 9. % - OH ey A
9136 (1)1 (-SR] 440 2,2 SHRC AL ) ()

%

[0137]  Kp4- I AR R (20mmol , Teq) +Se0, (30mmol, 1. 5eq) JIN & A %kt : /K
=30:1(20mL) FJ100mL L AT, 100°C X W 5h. Ji/f;fi)wml FLASBRIAA, DK B [
PRHER, 8, AR P TR AR A - (47 - O R - [, 1 -OK ] -4-30) -2, 2- TRt
T

[0138] (2)2- (4- (:jpiﬁfﬁ?kﬁ) ORFL) -2-F2 5 -1- (07 - OIHFE- 1,17 - IR AL -4-30) 2

‘@EW

[0139]  F¥41- (4 SOIEE- T, U -BEK] -4-5D) -2, 2- B A0 (10mmol , 1eq) N,N- K
FORJHE (10mmol , Teq) I EI100mL 2 FIHRHT, FEIIATK (5ml) |, [F137E S W 20h o FLASBRIA T,
HENT GRS hE=4:1) aifb 3205752 - (4- (COREERD) R3D) -2- 8 h-1- (47 -
CWEe- 11,17 - IR R ] -4-38) AT

[0140]  (3)N,N- " AJE-4- (2- (47 -OMdk- (1,17 -] -4-2) -5,6- —%(-1,4- A madh
O MR TR Gk :

[0141]  FEiEPESARIR T B2 (4- (COREL D) KD -2- 380 -1- (47 - kE- 11,17 -
BEOREL] -4-3E) O (2mmol) JFREELEE (0.5mL) FIZK (5mL) = FHEERES( (0. 5mL) JINF]
25mLI = T, [R1A R R 6h o FLASBRIES AR ENT Rk CFRCFE=4:1) 2t 132 B s
WEY, 7% 61 % .

[0142]  ShkgRAEAT -

14
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[0143]1  'H NMR (400MHz,CDC1,) 87.55(d,J=8.4Hz,2H) ,7.49(d,J=8.2Hz,2H) ,7.42(d,]
=8.6Hz,2H) ,7.28-7.22 (m,6H) ,7.14(d,J=8.8Hz,2H) ,7.12-7.07 (m,4H) ,7.02(t,]J=
7.3Hz,2H) ,6.92(d,J=8.6Hz,2H) ,6.77(dd,J=17.6,10.9Hz,1H) ,5.81(dd,J=17.6,
0.8Hz,1H) ,5.49-5.18(m, 1H) ,4.62-4.49 (m,2H) ,3.32-3.11 (m, 2H) .

[0144]  5jitEf5l6

[0145]  N,N- —KFL-4- - OMFEIRFL-5,6- 41, 4-ARA AT G50 2K

[0146] @'N S
|

T
[0147] &Rl 7 TER 65, T4 - I 3R CRA RS E 15 H 4 - CIGEEIOR i, B
FEMCEY, 58 =20 = IR 58 % o
[0148]  ShkyRAFLT -
[0149]  'H NMR (400MHz,CDC1,) §7.33-7.22(m,8H) ,7.20-7.11 (m,6H) ,7.06(dd,J=10.5,
4.2Hz ,2H) ,7.00-6.94 (m,2H) ,6.80-6.64 (m, 1H) ,5.78(dd,J=17.6,0.8Hz,1H) ,5.33-5.22
(m,1H) ,4.59-4.46 (m,2H) ,3.31-3.19 (m,2H) .
[0150]  SJitEd5l7
[0151]  4-(2- (4" -FJukidd- (1,17 -] -4-25) -5,6- "4 - 1, 4-SMmAAC a2 N,
N- ZRHELR N -

(01531 45177 L IR S 915 , FRVA -+ USRI S SRR (R S35 R4 - LK SR e
A B FTRRAL 2, 5= 2 Pl 56 % o

[0154]  £EARAEATT -

[0155] '{ NMR(4OOMHZ,CDC13) 87.50(d,J=8.1Hz,2H) ,7.41(d,J=8.4Hz,2H) ,7.27-7.24
(m,6H) ,7.16-7.07(m,8H) ,7.02(t,J="7.3Hz,2H) ,6.93(dd,J=8.8,2.1Hz,2H) ,4.58-4.54
(m,2H) ,3.30-3.25(m,2H) ,2.72-2.58 (m,2H) ,1.68-1.62(m,2H) ,1.28(s,32H) ,0.91(t,]J=
6.8Hz,3H) »

(01561 1S

0157 4-(2- ([1,1° B3] -4-3) -5,6- /-1, 4- SRR —H0) N N- —+ g bk
S

15
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CCS /\/\/\/\/\/\
>

[0158] O "
J

[0159] & Ry LA S REAI4, N, N-1E - B SR e RO I4 N, N- — 2R O FEK
Ji, BIS AR S, S5 =20 P e 57 % .
[0160]  Z5AgAEQ T -
[0161]1 'H NMR (400MHz,CDC13) 87.57(dt,J=3.1,1.9Hz,2H) ,7.45-7.38 (m,4H) ,7.35-
7.31(m,1H) ,7.31-7.29(m,2H) ,7.14-7.06 (m,2H) ,6.50 (t,J=5.9Hz,2H) ,4.58-4.49 (m,
2H) ,3.31-3.16 (m,6H) ,1.57 (d,J=5.6Hz,4H) ,1.30(d,J=10.4Hz,36H) ,0.91 (t,]=
6.9Hz,6H) .
[0162]  SJitEA519
[0163]  4-(2-4- (1,10-SBIEREIR-5-35) RKIE-5,6- —4(-1,4-AMAIAC 50 -N,N-—
PRI«

|/\s

O. = O

-

[0164] ‘D |

=
O P
| N
=N

[0165] &Ry kA ShEAL, T4~ (1, 10-2BIERSWE) 2K ORI BI L R4 -T2 L,
BT EARE 59, 26 =20 P IRCR M52 % o

[0166]  Z5AgFAEL T -

[01671 'H NMR (4OOMHZ,CDC13) 89.19(d,J=4.2Hz,2H) ,8.33-8.14 (m,2H) ,7.70 (s, 1H) ,
7.63(dt,J=18.4,9.2Hz,1H) ,7.58-7.47 (m,1H) ,7.44-7.33 (m,2H) ,7.33-7.27 (m,2H) ,
7.16(dd,J=22.4,8.8Hz,2H) ,6.64(d,J=8.7Hz,2H) ,4.71-4.45 (m,2H) ,3.36-3.19 (m,
2H) ,2.95(s,6H) .

[0168]  SJE510

(01691  4-(2- ([1,1 -HeaR]-4-50) -5,6- "4 -1,4-FMAAC 538 -N,N- —HIELK
Ji -

(\s
O~
[0170] O O e

01711 H s i A S L, FHA- IR R RS I i 4- R O/, RIS b &

16
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W, B =20 P AR 49 %
[0172]  Z54LAEAT I
[0173]  'H NMR (400MHz,CDC1,) 87.56 (d,J="7.6Hz,2H) ,7.52-7.35(m,4H) ,7.34-7.30 (m,
1H) ,7.28(s,2H) ,7.13(t,J=15.9Hz,2H) ,6.60(d,J=8.5Hz,2H) ,4.61-4.46 (m,2H) ,3.33-
3.19(m,2H) ,3.07-2.76 (m,6H) .
[0174] 5t fhi11
[0175]  4- (2- (4-F ] 50 K50 -5,6- 51, 4- ST D) -NN- T FREER) .
s
(SN

[0176] O O r|v’

[0177] SRl JT AR SEBIL, T4-50 T IR CEPRRESHE G4 - 1R O, BIA3 Hs
W, 5= 62 % .

[0178]  ShARAEAT P -

[0179] 'H NMR (400MHZ,CDC13) 87.22-7.08(m,6H) ,6.60(d,J=8.8Hz,2H) ,4.58-4.43 (m,
2H) ,3.28-3.17(m,2H) ,2.94(s,6H) ,1.26(s,9H) »

f0180]  5ifsfilL2

[0181]  4- (2- (4- T3 ZKID) -5,6- & -1,4- A 3D -N N-+ 3001 .
® o

o182] @ N\_L\—\_\_L

[0183] A Ak T LA ST, N, N-1E+ “HE REOR AR S 41 1 1 N, N - IE FHJEOR

1%, RIS EARE &, 55— 20 iR 53 % .

[0184]  ZEMYERAELT T -

[0185]  'H NMR (400MHz,CDC1,) 87.28 (s, 1H) ,7.19-7.12 (m,8H) ,7.24-6.93 (m, 121) ,7.10-
7.05(m,4H) ,6.48(d,J=8.9Hz,4H) ,6.48(d,J=8.9Hz,4H) ,4.50(dd,J=5.1,3.8Hz,4H) ,
4.50(dd,J=5.1,3.8Hz,4H) ,3.28-3.15(m,12H) ,3.31-3.16 (m,12H) ,1.57 (s,9H) ,1.57 (s,
8H) ,1.45-1.30 (m,23H) ,1.35-1.27 (m,71H) ,1.30(s,16H) ,1.28(d,J=7.7Hz,85H) ,0.91
(t,J=6.9Hz,12H) ,0.91(t,J=6.9Hz,12H) ,0.06-0.05 (m,2H) .

[0186]  SJE{5I13

[0187]  N,N- " HIEE-4- (2- (4- OIGEIRED) -5,6- &1, 4- M 0 D) Z801% -

[0188]

17
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(01891 & pl s TAMI S EHIL, T4 - CHEER SRS B L4 - TR28 S, BIAS H AR
EW, B =2 R 54 % .

[0190]  ZhHgRAEAT T -

[01911  'H NMR (400MHz,CDC1,) §7.22-7.08 (m,6H) ,6.59 (d,J=8.6Hz,2H) ,5.69 (d,J=
17.6Hz,1H) ,5.20(d,J=10.9Hz, 1H) ,4.55-4.47 (m,2H) ,3.27-3.20 (m,2H) ,2.94 (s, 6H) .
[0192]  5jitedhil14

[0193]  N,N-"HHEE-4- (2- (4-WRRED) -5,6- -1, 4- AR 30 K

S
ON/

[0194]

O

NO,

[01951 5k 7y vE R e il , T4 - AEFE R SRR Hh 4 - R i, B H AR
G, =R 50 % 6

[0196]  Sjiaf5115

[0197]  4- (3- (4- (CHIEEED) AH) -5,6- "4 -1, 4- AR Ih-2-50) Fhis:

S
ON/

[0198] |

O

Ifl
N
[0199] &Rl 7 iE R STEBIL, 4 - SRR SR AR S BI L Fh 4 - R R, BT H s
G, R TR N62% .
[0200]  SjEf5l16
[0201]  N,N- “HIEL-4- (2-Z555) -5,6- — 401, 4- A T 30 K% .

o0

[0202]

o]
5

[0203] &l 7 vE RSB, T4 - 252 CFEARSE AL Fh 94 - K O, BT Hbrb &

Yy, 55 =0 P IR 58 %

[0204]  SJHEAILT

[0205]  N,N- “HIEL-4- (2- (4- 5D K30 -5,6- "4 -1, 4- AP i a2 K%
S

0. =
>
[0206] O rlu/
<F

[0207) 4P BEIF SHEAIT , A - =S AL LR R SHa 1 Fh 4 - B 2R, B4

18
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FMEEYD, 55 =207 R 94T %

[0208]  sLjiEf518

[0209]  N- ((47- (3- (4- (CARHEHD) KFD) -5,6- -1, 4-FmAhc —i-2-45) - [1,
17 - IR ] - 4- 1) ) FREE A B -

[0210]

(02111 & a5 TA R Sl bl5, JIN- ((47 - CEEE- (1,17 - 1] -4-25) FER) FUER NI I
RS BI5 14 - IR T, B3 EAME &9, 56 =20 Pl 952 %

[0212]  5ZjEf519

[0213]  4- (3-2KJL-5,6- "4~ 1,4- d-2-50) IRk

o

[0214] NH2

(o]
[0215] (1)2,2—:?%%2”‘&2@@@_&%9@%5&:
HO

[0216] KK £ (20mmol, 1eq) Se0, (30mmol,1.5eq) MIANEIE A Bk /K=30:1
(20mL) f¥J100mL - [T HT, 100°C S 5h o 3 I8 SN, FLASBRIA T, DI/ B 2 e AR HH R
T, AT TR RS 2, 2- TRRIR O

O
(02171 (2)2- (4-5Uk %)Hé%liﬁmﬁmz R
HO

[0218]  B2,2- " FIIK A (10mmol , leq) 2K (10mmol , leq) SN 100mLI B IR AP,

FRIING (15mL) |, [B198 5 B 18h o FL2SBRIA A, FEEAT (il / — S ke =4:1) itk 15207~

2 (4- BRI -2-F8 - 1- K AP

[0219]  (3)4- (3-ZKKE-5,6- "4 -1,4- —BH-2-30) RISk

[0220]  42- (4- % FEAIL) -2-F2F-1- 2K AP (2mmol) £ % (0. 5mL) HHZE (5mL) - =H

FEAES (0. 5mL) M ZI25mLI) = TR, IR 6h o FLAS BRI AL IR T (i / CR &
=4:1) 2t 52 HAME S, 73 58 % .

[0221] 5L LAEAT I

[0222]  'H NMR (400MHz,CDC1,) §7.32-7.23 (m,2H) ,7.14-7.01 (m,5H) ,6.59(d, J=4.7Hz,

2H) ,4.57-4.40 (m,2H) ,3.26-3.16 (m,2H) »

[0223]  5ZjiEf5120

[0224]  4- (3- 4-FFEID) -5,6- —&(-1,4- Wd-2-35) -N N- —HIELRL .

19
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o]
[0226] (1) 1- (4-5 KD -2,2—:¥§%ZEEFMOH [EEYE:

HO
[0227]  Kp4- 5K LT (20mmol , Teq) +Se0, (30mmol, 1.5eq) NI & A %kt : /K=30:1
(20mL) [1J100mL - AT, 100°C R 5ho 15 R S S I, FLZSBRTA T, DK S #E B ZE AR B,
T, AR P AT T EAS P E - (4-ORED) -2, 2- R LA

O
[0228]  (2)1- (4-HUIRID) -2- (4- (G ZR30) -2- R IL L FN'\’ iN)Ey
HO

s

(02291  B1- (4-gokdh) -2,2- B HE AR (10mmol , leq) N, N- —HELIKZ (10mmol , leq)
BN Z]100mLA B D, FROINCK (15mL) |, [F137 S N2 18h o BLASBRIAF AR EHT (hik/ —
=41 Ak SR - @-FRED) -2- (4- (TSR K30 -2- 5L AR

[0230]  (3)4- (3- (4-3RKIL) -5,6- " &(-1,4- EH-2-FL) -N,N- ISR &K
[0231]  FEfEVESARORIT T, KL - (4-5R 8L -2- (4- (TSI K8 -2- 3R AT
(2mmol) <& 7 (0.5mL) FHZK (5mL) « = FHBERESC (0. 5mL) JIN EI25mL i) = T, 13RS
] 8ho FLAS IR AR AT (il / LR CRE=4: 1) 2t 38 B &9, 77258 % .
[0232]  ShkgRAELAT T -

[0233]  'H NMR (400MHz,CDC1,) §7.32-7.23 (m,2H) ,7.14-7.08 (m,4H) ,6.51 (d,J=4.7Hz,
2H) ,4.57-4.40(d,2H) ,3.26-3.13(d,2H) ,2.95(s,6H) «

[0234] 57521

[0235] N N- ] 3E-4- (3- (4- AL K30 -5,6- —40-1,4- —Wae-2-38) JXf% .

(@]
O. =
[0236] O O NS
k/\
CF5
HO
[0237] (1) 1- (4- =5 A -2, 2- FRILL i BRI
(o]

[0238]  Kp4- =g ALK 2 (20mmol , 1eq) +Se0, (30mmol, 1.5eq) JIAZIEAT %kt :
JK=40:1(20mL) [tJ100mL 5 AT, 90°C SN 6ho 18k I8 S NI, FLASBRVAT , DIZKSEHE L 22 ]
PRI, 08, AE A TR TP T2 A i - (4- - =g FIERD) -2,2- — L.

[0239]  (2) 1- (4-- =G AR -2- (4- (2T R E) KIE) -2- 75 LT

o i
N I
o) Q)

20
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[0240]  341- (4-- =G EREL) -2,2- " EEHT (10mmol , leq) WN,N-1E ] FEOK %
(10mmol, leq) JHA R 100mLI L AT, FEINAGE (16mL) |, [91378 52 W 20h « ELZS FRIA S, A 2
B CalE/ S ki =4: 1) aifb A3 8] 72501 - @- - =3 HEIEED) -2- (4- (T HESR) K
) -2- BRI
[0241]  (3)N,N- T 2E-4- (3- (4- (AL K3 -5,6- 4~ 1,4- W -2-50) K
B
[0242]  FEAEPESARORIP B R L - (4-- =5 BERED) -2- (4- (2T B8 KA -2- %0
CH (2mmol) <& % (0.5mL) FHZK (5mL) « — FHELRESL (0. 5mL) JIA 2 25mLIY) = i, =]
N 6h o LA ERIA A AR BT (Lhlk/ QR O TE=4:1) it T 2 Hbrb &, 772N
59% .
[0243]  ShkgRAFEAT T -
[0244]  'H NMR (400MHz,CDC1,) 87.13 (d,J=8.3Hz,2H) ,7.08-7.02 (m,2H) ,6.98 (d,J=
8.3Hz,2H) ,6.47 (d,J=8.9Hz,2H) ,4.56-4.43 (m,2H) ,3.32-3.15(m,2H) ,1.82(d,J=
7.3Hz,4H) ,1.35(dt,J=15.2,7.2Hz,8H) ,0.96 (t,]=7.3Hz,6H) .
[0245]  SjE{f122
[0246]  4- (3- (4- (5-JRIE-3-F) oK) -5,6- A -1,4- %3E-2-38) -N,N- ISR
(\o
O, = ‘
[0247] O T

e

[0248] & Ry AR SLTEA20, FH4- (5-TR3E-3-55) KOS FI20HH 1 4- 5K LI,
AR EAMES Y, 56 =2 =l 54 % .
[0249]  S7jE{5123
[0250]  4- (3- ([1,1 -BfE]-4-30) -5,6- & -1,4- " %gi-2-3L) -N N- RIS,
|/\o
O, =

SWe

[0251] O @
e

[0252] & pl s i A S ite 120 , IR RSB B120 4 - SR S, N, N- —2REER
RS BI20 PN, N- RS, B AR 59, 28 =20 7 i e 0l 56 %

[0253]  Z5 bk « AR WIS B & WO TR TR SN A RIR AT A e D9 0k, It
RO 215 , TR S Ao TSR 2751, A T 2 5, J A2
T, A AR, A AT AR AR R R

[0254] DA bEFGADONAE IR e s 2, B FR Y X ARGUS B BN SR, A2 A
I AR B BIEA BHHTEE T, 38 AT AR 3T ARt ax 2o th S R A B R 4798
B2
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