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B, AR 1 ~ 4 DBRIE RIS, B 1 ~ 4 DNBRIE T I8 o J5 1 R IR E T i
— Pl 2 P EAR A GESE, BRI FEU RIS P 1 — Rl 5k R® 5 R ERIE R C R Foo sk
7576 N- Z43R,

[0025]  Fl (R EAR AR IR AT DA SR AR BUUAR B =B, BRI mT UAH (R AS [A], BOARE
WHEBAH 1~ 5 MRIE PRI, B 1~ 5 MR 390 I 5 2RI E P
— B PR IR, &R T, 22, e R

[0026]  Fik il #% 2 FLIR 1 7 v v LR W HUR i, BLIR AR R = A 549«
AL AT FN T AT S BB A4 BE IR LG 1 :0. 2 ~ 5 32 ~ 10000, fLiEH 1 :0.5 ~ 3 :100 ~ 500, ¢ 5
PLiEA 1:0.5 ~ 2 :100 ~ 300 JRALEAHIEFIT s NI R —50 ~ 250°C, ik 4 50°C ~
180°C, e ALIE Ky 60°C ~ 150°C 5 NI [A] Ay 3 FB~ 120 /NN, PLE R 0. 2 ~ 24 /NI, 51
ik 0.2 ~ 15 /NI,

[0027]  Faf i) £ B FLIR B 7 VI8 TT LR A A SR G, AR R R o= Ui &
W) ERIEFIFN R AT BE 4 BE R B 1 :0. 2 ~ 5 :2 ~ 10000, fE1E K 1 :0.5 ~ 3 :100 ~ 500, 5
PLIEA 1:0.5 ~ 2:100 ~ 300 JB G s RNV R —50°C ~ 250°C, fLik A 50°C~ 180°C, ¥¥
FLIE A 60°C~ 150°C 5 ) NI [A] 4 3 FB~ 120 /NI, ARIE N 0. 2 ~ 24 /i, REFILIE K
0.2 ~ 15 /NI,

[0028]  FEVEIR GIERAMRR AL, iR R FI T LU RAL &9, 5l i FEE. &
B IENEE SR NEE I T BT B R K OB O 46 O TR R DU, fLik
IE T B R RN 5 BT IR I TR A TG mT LA A 20 T TR AE I » A e TR A T P ¥ T TR A2 T Bk
HNH TR AZ B, B 20 J5e TN AS BSR4 e TR A8 B 2 AT B LU VR A 5 B AN 281k RNV I AP
BAEMATR (R L8R MR ), 5., /K, CS, B CO,, RIE M R . L2 < /K Bk
CS,o

[0020]  TEASUEZRE G2, A A ML ] DU ER Cobe . Okt SBE T 31 O . — 4R
FNH VU EWR  FROR R & e =& e N, N- R EERZ N, N- L
W Jidz B PR, AL TR L DY W s R, 8 AU P kE =AU, B A e DY Ak
MR FR K o PRI AC BRI GG S N B AT LA 0. 01mol /L ~ 10mol/L, A& 4 0. 5mol/L ~ 5mol/
L, FEAALEA 0. 5mol /L ~ 3mol/Lo N AT LLZERE MR rhdEAT , il i) PSR 4
REET s R IREAE DT H A, 9 L SREEOK 4k

[0030]  TEAMRZR G, N AT LAE TS M AU B2 T AT, BT 1 T AR R R

11
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AR TR R RN A R I 4 ~ 20 ZKoRAT s RN Ik AT R
it AE DT TR, B 4 TP L 287 BOK R 24, BTt K BRI — SR e =S B TR
2 TR 3 VY SR, DICIE — SR e« — S e DY SR

[0031] A BG5S ARRR N & W 48 1) 46 H T 1 4 2 LR I A A5
i) FEpCe

[0032]  {EACKBIR AR =R A M 26 R FLIR I T, KA R A& M 4k
A PEA TR, 5 AN R BRI 1R 1 5 — S AR IN 6 00 (00 38 B P AN ) ELAN R P P i
SEAN ], DRIk AT LA 3 35 15 P8 R (R 5 AR N 5 I A FF IR 28 i) 6 SR LR IO
AT, J0E i 3 a4 ) i S P R P TR P AZ R (R T M 2R 5C0, M 25 i, AN SR B iR AR
HEANEATVS G, J2 Bl R 20 MBIl 5% 2R LR IN 5 % 5 R 0% S AL & W 45 ke
52 » W] LU RUORAT , IR ANAS, A Y7, ANTq BEAERT RIS g A 1 N 3R AE AEWR &
QUENES SN RS L A

R 1 152 BF

[0033]  LLI, &5 4 B B SRR AN U B A A BRI s it o], I

[0034] & 1:1,3- XU (2,6— 2R3k ) DKM —2- PR Eh A E 2 T I

[0035] &2 :fH 1,3- X (2,6- R ASEAREL ) DKM —2- IR Sh B AL R 215 B R 3L
P& (%) "HNMR 1% 4]

[0036] & 3:LL1,3- X (2,6- R ASEAREL ) DKM —2— BRI £h M AL R 215 B SR 5L
FRAE AR HE B (3% 20 7 b 1% 1

Bixxs

[0037] it T~ 4 Sk it i) m LARE — 25 Ui AR T, ST 2 D T B it AR PR A A BT
AU AT T AN 53 0 B 0 PP 28 S 51 AN LUATART 7 ACBR A 2 B, T IOk He Al
T 229 G AR A2 80 iy AN T 9 A T 18 SE TR i 25 A B ROV [ o A D5 B STt 9] P i e
R o AL N G E i LR 1.

[0038] & 1 Sl By R &g 5 A ik —

[0039]

12
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%5 %5 il 254
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[0040] 2k FTFh H e 2 SEC MO 14 0 O I 0 A2 38 A 40 B 4 000

2% FR AR A GE ) ZEH ML (NETZSCHSTA449C) 5 N, 44, FHEIERE 5°C /min, AR
T 50 ~ 350°C. LL1,3- X (2,6- "SR SEEL) Beme —2— Bmp b ), H TG/DTG i &
LB 1,

[0041] 2 5] P (1) S B B Ak 28 bt 'H NMR S0 45, 00 52 10 2% K 3R 4 0 4 - % b L AR 1Y
(Bruker DRX500) , LA d—CHC1,.d-DMSO 8% d—CH,COCH, A¥55. 58 FLER %Y 4> 5 F1 4 BB
PR RAHERE (23 (SEC) W58, SE56 4 1F 2 AL :25°C, %557 : THF (HPLC) , %i3£ : ImL/min, HPLC
7% WatersbH15, fKrill#% :RT (Wyatt Optilab rEX), ti%4F :HR3, HR4 1 HR5Styragel i 4t
SR, FRFE (BIE LM (PS)M, = 900 ~ 1. 74X 10°g/mol, PDI<I. 1,

[0042] SEHEH 1 -

[0043]  #f 1,3- X (2,6- — RN ) BRI —2- R R EE (A) (29mg, 75 umol) | 4 F i

13
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(5. 4mg, 50 p mol) « L- NAZHEE (1. 44g, 10mmol) ¥ T+ 10mL [ — 2R, 78 N, LRI e
140°C, Je WV 30 73 %o IR E% 1b SN, o S BRI AR oy, il i B I g e fE L 15
B 1. 20g EOE AR, HALF 0 86 %, RILIR A I 4> 18 M, Ay 18, 460, 43 B PDI 4 1. 05,
AR BB FLER G "1 NMR 33 &1 & SEC 3 K&l LB ] 2.3

[0044]  SZJEfH] 2 -

[0045] % 1,3- = (ABAFIEAEE ) DKM —2- 3R £ (J) (73. 54mg, 250 1 mol) | 2K F [
(5. 4mg, 50 n mol) \L- PACHE (0. 72g, 12. 5mmol) HIAN R MIEA, 48 Ar 537 F & 130°C,
VRN 1 /NI o AR E DT RN, 4 [ A = RS, FHEIN S, v i g ot
TIREEE, 153 0. 67g AEFEA, H4LR A 95% , BILERIIEIY 7> 75 M, N 32, 780, 43l
Ff PDI 4 1. 16,

[0046] St 3 -

[0047] % 1- T & -3- FAEBKME —2- FRIR & (0) (18. 21mg, 100w mol)  1E T FE (7. 41mg,
100w mol) « D— NAZHE (5. 768, 40mmol) AN NI Y, FHEL A, |RNVAs Hs 18 7 2Kk AE,
16 —50°C, R 60 /NI o IO ERER 26 11 N, 3 | VA — S R i i TR S,
DUESIEH TR EE. 153 2. 30g A A, A 54%, BARKNE BN, A
24, 850, /3 E4fE PDI Ky 1. 19,

[0048] St 4

[0049] % 1,3- W (2,6— — SR FEZIL ) BE Mk —2- ¥R Eh (D) (32. 6g, 75mmol) « F iz
(1. 6g,50mmol) « L- NAZME (21. 6g, 150mmol) AU MR, FH 500mL [ PU S e 5 i, 7
Ar R INFAE 40°C, Bt SNV 48 /NI o NN BB 2 11 R, A S N A 4 e AR\ TR
o Pl PRI R E L, 155 13, 58g F A A, HAAE T 63 %, RILIRIEI 7 T2 M,
k432, 43U PDI A 1. 00,

[0050]  SEjifs] 5 -

[0051] ¥ 1- 2K 2 -3— FF B Kk Mg —2- 32 R £k (Q) (16. 2mg, 75 mol) « 2K A i (10. 8mg,
100 1 mol) \D- A ACHEE (2. 88g,20mmol) JHAN S NI HT , I EL A, SN AR P R ) A 72 Kok AT,
TE0°C, RV 5 Ko MIAIKE LN, B S NI 20858, PRI Sl rh, YivE i s I g
PEE, 133 1. 3g AR, ALK 49%, BFLRIIEIY 77 T2 M, 4 18, 750, 43 HUE PDI
3 1. 08,

[0052]  SEjifhl 6 -

[0053] % 1,3- — A1 5 BK M —2- 3% 1R 2 (N) (14. Olmg, 75 umol) . 4 — FE (1. 86mg,
30 umol) \D, L- NAZHE (2. 16g, 15mmol) MIARMNIEH, 7E Ar fR37F I0# A 96°C, S5l ) 3
2 /0o NN CS, Z0E [N, g e VA FH = S BT, FHEIN B, piiE d9egF T e
&, 193] 2. 10g BT, A F R 99%, IR IMEIY 5715 M, o~ 34, 900, 43 U PDI 4
1. 28,

[0054]  SEZjtfsl 7 -

[0055] 5 1,3 X (2,4,6- = FFREZIL ) BRI —2- FRERE: (B) (32. 6mg, 751 mol) \ 2K 4
i (9. 16mg, 75 umol) « D- IAZHE (1. 44g, 10mmol) M RN, B, VAN R A
4 ZKIRAE, TE 130°C, M 1 /i) SNSRI LR, R — S0P Be i, BRI
LEEH, PIUE TR R EE, 53 1. 2g B, H A0 97%, RILRINED 7+ &

14
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M, 4 18, 600, 43 B8 PDI 4 1. 35.

[0056]  SLJEf] 8 -

[0057]  #% 1,3 B (2,4,6- = FIFLIREL) BRme —2- %R (B) (32. 6mg, 75 umol) \ 7 N I
(9.01mg, 150 p mol) « D— AAZHE (1. 44g, 10mmol) ¥ T bmL ) N, N— — FIFE WL, 78 Ar
PRI INFAE 96°C, ]V 12 /NI o HIANIK 8 0k N, o S S AR N FR I v o Tk e
ZETE, 133 1. 32g AE K, FALR A 92%, BILIREIY 5> F &M, H 8, 580, 43 HUE PDI
111,

[0058]  SEjifs] 9 -

[0059] ¥ 1- T2 —3— LI IFIRME —2- R IR EE (M) (17. 41mg, 75 umol)  LEE (1. 73mg,
37.5umol) . D- TAHAZHE (8.64g,60mmol) ¥ T 100mL 1) PU S\l P, 76 Ar {797 N N2
50°C, RN 30 /NI o IR ERIR A 11 S N, 5 s AV ik 4 s 480N R A, Dle i pE TR
{HE, 1331 6. 20g G EMA, HALE Ky 76 %, BILIRMEE 012 M, 4 188, 750, 43 HUE PDI
1. 38,

[o060]  SEjsEfE] 10 -

[oo61] ¥ 1,3- = T Z& BK M —2- 3% 2 2k (1) (16. 81mg, 75 umol) . K 1 EE (10. 8mg,
100 1 mo1) \D— NAZHE (1. 44g, 10mmol) JIARMHEHT, 78 Ar fRF7F INFAE 120°C , 4l i
2 /0o NN CS, Z01 JNE,  Je NVA) FH = A BT s, FHEIN R, e 9EIF T e
#1338 1. 15g B, Ak F o 97 %, BILERINEIY 57 F &M, O~ 14, 210, 43 #U% PDI 4
1. 32,

[o062]  SEjiifsl 11 -

[0063] % 1,3— = (&F F & 28 3 ) WK M —2- 32 1R #h (6) (21.9mg, 75 mol) \ 2K & Ji#
(12. 21mg, 100 n mol) « L— N AZ M5 (1. 44g, 10mmol) A K N, 76 Ar LR 47 F n#h &2
250°C, JE AR N 20 7380 o IO SRR 26 11 N, 4 e VA = S R fe i i, FHEIN Sl
DIVER JEH TR R EE, 153 1. 1g A ERE, HALEN 89%, BILRHEI » FEM, A
11, 960, 4> B8 PDI 4 1. 48.

[o064]  SEjfs] 12 -

[0065]  #f 1,3— IR L FEBR M —2- R £ (C) (27.62mg, 100 umol)  FU T B (14. 8lmg,
200 1 mol) D, L- TNAZHE (7. 2g, 50mmol) ¥§T 50mL 1) 257, 76 Ar fRF7F 44 100°C, &
K30 738he NN CBRE A RNV, 44 [ SRR FR B A, Ui ik g T 2 1E 21, 15 21 6. 02g
44, # A Ze R 85 %, RFLIRINES 73+ &2 M, A 26, 320, 43 HUE PDI 4 1. 06,

[oo66]  SLjfA) 13 -

[0067] ¥4 1,3— — BT ZE K Mk —2- 3 % £ (P) (6. 72mg, 30 nmol) « A% FF i (16. 21mg,
150 1 mol) \D, L- NAZ Mg (3. 46g, 24mmol) AIA RN, 75 Ar &3 T In#A 200°C, 5l
N3 b, Tl NEE A RN, VA E W R NV TR 25, FHEIN OB, Dlve o g5
FIEE, 193] 2. 5g A EREK, HALE R 76 %, BILRMEEY /> F 2 M, 4 18, 850, 4 BUE PDI
1. 08,

[oo68]  SLjsfs] 14 -

[0069]  H#f 1,3- = (X A ZE S8 ) bR M —2- R IR 2k (H) (29. 21mg, 100 B mo1)  IE A B
(3. 00mg, 50 1 mol) \D—- AAZHE (43. 2g,0. 3mol) T 1000mL [ — FFEAH, 75 Ar {347 F b

15
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A B0C, MY 30 434 o AN CO, 28 11 S M., K S YA AR, D i 9 0 T e e
1331 39. 2g A4, HALE A 94 %, IR A 71 8 M, & 820, 73 HUE PDI 24 1. 00,
[0070]  SEjifs) 15 -

[0071] ¥ 1- £ 3 -3— ALK M —2- iR #h (F) (15. 4mg, 100 n mol)  1E A B# (3. 00mg,
50 pmol) \D—- RNAZHE (1. 44g, 10mmol) ¥ T ImL 1) FFNEHN T, 78 Ar {547 N In# % 20°C, 2
N 24 /NEF o TN CO, Z8ak SN, B S MR ARION PR AR, PivE i 9T TR 2 1E L 15 31 0. 26¢
A, H AL E R 18%, RFLIRIN A 73 F & M, A 8, 750, 735U PDI 24 1. 08,

[0072]  SEjEfs) 16 -

[0073] 4 1,3- = (X FIZEARTL ) BRI —2- IR #h (K) (22. 06mg, 75w mol)  FIEE (12mg,
375 umol) « L- NAZHE (0. 72g,5mmol) AOA I, A 30mL ) VU SR s ff, 76 Ar fR3
TN 40°C, BEFE R MY 48 /NI o HIN R B BR 26 11 N, o S A A AR R, UTTE
IR R EE, 153 0. 39g FHE B, AL #0454 %, BALBRINEIY/r FEM, 4 1, 250,
5y BREE PDI A 1. 16,

[0074]  SEjEfA) 17 -

[0075] % 1,3— — T 3L -3,4- G Bk M -2- B ER & (L) (29. 21mg, 100 umol)  IF ] E%
(7. 41mg, 100 L mo1) « D— NAZHE (5. 768, 40mmol) AU IVHEA, #HEL A, RNV A 18 7
KR, 7E 250°C, RV 5 /Mo AR ER IR 26 11 N, g e WA — U R b i PRI
CEE, TiE iy E T 2 1E L 153 5. bg A4, H A3 99% , RILR N A 7+ &
M, A 48, 780, 4+ B PDI A 1. 48.

[o076]  SEjifs) 18 -

[0077] B¢ 1- BT 2 —4,5- & —2- R IR h (B (7. 6mg, 30 nmol) . z< i (16. 21mg,
150 nmol) \D, L- N ACHE (3. 468, 24mmol) IO NI HT, 76 Ar R4 INFAZ 200°C , Jf &
N3 Fb o NS RN, VS G O TR R A PRI SR, DUvE i BT TR
ZIEE, 193] 2. 5g ALK, HALRA 80% , HILIR A /7 T2 M, 4 18, 800, 43 B PDI
Hy 1. 28,

[o078]  SEjEfsl 19 -

[0079] ¥ 1-(1- 2% & Z& ) W g —2- 32 R £k (S) (17. 5mg, 75 mol) « & 1 JiE (10. 8mg,
100k mol) \D— N AZHE (1. 44g, 10mmol) IARIHEHT, 75 Ar LRI F IIFE 120°C , gl i
2 /NI o NN CS, #8600 [N, 4 e VA FH = S BT, FHEIN B, e 9egF T e
&, 193] 1. 15g AR, A F R 97%, BIALBRMEIY 5> F3=M, o~ 13, 210, 43 5U% PDI 4
1. 32,

[0080]  SEjsfH] 20 -

[0081]  # 2,4,5—- = 2K 3£ —1,2,4- = Mk —3- & 8 £k (T) (25.6mg,75umol) . 57 N B
(9. 01mg, 150 u mol) « D- NATES (1. 44g, 10mmol) ¥%§ T bmL ¥ N, N- — P IE k%, 75 Ar
PRI I 96°C, [V 12 /NI o IIANIK 8 1k SN o SR AN FR o e b 9
PIEE, 33 1. 32g MM, #FALEN 92%, BILEREIY 5> FEM, N 8, 560, 43 HUE PDI
111,
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