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-1 E-[1,2,3]- =M1 -3 ) T 28) -5 (27 - 2K F B SE b e 528 ) -3 4R -2 86~
O-F LB R AMEA, 11, 12- PR AL RS (10g) 3- LB EERFZ (2. 11g) AL AT (0. 3g)
A A EE 2 (15.5) TN Z i (200mL ) H R FE20 /N o 75 OB SE R » FHFRRHCTAR K I
=& R B MR A - B HLZ SR AR A, TR Ak gs , 13 2R 8k 59
(01411 Sl 7B: 11-N-(3-Z 2R -1 H B -[1,2,3 ] - =M1 -2 | T 2k ) -5l i Bk -
3-EM-2-F-AFERNEGA, 11, 12- PR E R IREE . 25°C-30°C N, K1 1-N-(3-Z 22K -1-
FEFEE-[1,2,3]-=mp-1-BE ] T J8) -5 (2" - H Bk S b Jrig i ) —3— AN -2 3R —6-0- I & 4L
BRNBEA, 11, 12-FRIRE I R AR (100g) 3- L R FEA % (20 ) AL 4 (10g) A1 — 57 P 3
N (155g) ¥ T 2 1 (600mL ) F 4 HE 127N o 3— 2. e 3 ZE Jri o 11-N— (3~ k-2 —1 ik Y k-
[1,2,3]-=Mp—1-JE T ) -5 (2" — 2 F I S b e 328 ) -3~ AR 231 6-0-FH R B &= N
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BEA, 11, 12- IR G2 IR R 1) BE /R M LU AT IR L1 .5 12291 .20 1 75 R B 58 i » =
YR A PMBNAGHCT H 5 S A SR A — S e 2B 5K 2 o & 7K B R &L vh AT
TSR, TR (NaSOs) FIR 4 , 13 BIFR B A 9 o 1% S5 B In 2 1 i (600mL) H1, F50°C -
55 C N BT A= B VR S 1 27N o FIE PR AR (10g) Ab BRI, ok i A e ik 4 o A 5 R i
iR T /K MELOACHIIR-S Y R & /KM pHE L3 . 5. 0 B ENLE , 25 B 2.6 (2700
TR EEEE (20R) ZEELE K E B BT AE RN A K E IR Z /K (1000mL, 214 % &) « L3 JE 4
PUvE A E A, FK e, BRIV pHA 2178, 8 T8, 15 B hs 8tk &4 ATk E i 5
LBET LS S — b Az E R

[0142]  SZJfEfFI8: 11-N- (3~ FE-FK-1-FEHF IE-[1,2,3]-=Me—1-J | T 3 ) -5 fi i e Ik~
3-EM-2-F-AFERNEA, 11, 12- PR G BRI o/ 11-N-(3-& 2R -1-HH - 1,2,
3] Wp—1-B 1T 3) -5 (2" IR F I R A e 2L ) - 3-SR -2- - B R N BEA, 11, 1234k
RS (6g) WA T H 1 (60mL ) H BRI ART /N o [ B8 BR i  IREE TR &), - = % A
FEME (30mL) FRE FF T 200 N B HE 2/ o ik SIS S BT A B [ A o AT IR B VT UE 45 AR BRUE AT
Al AT AR AT s I N BR A B R Ak S £, Bl IS TUE £ - SR B R B AR AL S P B >
98 % 411 i o # 57 STt 51 1 -8 , il & Hkg S it 4 8 1 A Ak & W (P 3R - i 8 KlFE & A 2D T4
0.1% MR FERIE L BRELZ10.07 % IR IEFKIE LR

[0143]  SZJfEfF19: 11-N-(3- & FE-FK-1-FEH IE-[1,2,3]-=Me—1-J | T3 ) -5 f i e Ik~
3-EM-2-F-AFEZENEGA, 11, 12- MR Z L BR B8 2lifk B IR BB AR (21kg) N F A
63LL IR LRI AF 1 . Akg 1 1-N-(3-Z -k -1 -FEH 36— 1,2, 3 ]-=Me—1-JE ] T 3L ) -5 1l
Wi I -3 A2 - B R NERA, 11, 12- IR F R BRI 14L L FR . BE A0 . TLZ i ¥
OB AT TR - LR L BR (1120) @Rk A, e il 5 38— MR &9 BiAbER
I FRAVR IR GE 2 A HE I P BT, 3B I # E 50-55 “C A R R W T 39L £ BF o Jf AR R
FE 22034 HFE25-30°C o i FEIE W56 /NI o SCEE I VA 2 B I 345 A B ] 4% o 3 3 o 4
240-45°C IR VIER T LR LR/ OISR (B A Jr 8 PF15L/0. 5L) o M H IR Z5 A1
) 2R £ 6 (R T VB 201 ) o (1% 9 V08 o e R BE A A A (15kg/kg MR HH) o U B e i v -
LR CBRIE AT (BFA FTIEYESOL) MU SRV M IF 5 58 — IR BB & I IR 4R 26 FF 1 Bk
JR A, B N ZE 50-55 CAH AR R YDVE AR T 39L 2 I S AR R sk /> 2 29220 314 H1 £25-30°C .
PRI 56 /NI S YSCEE I FHVA 2 B ek i A= G [ 4k K 8 0 i 22 ¥4 2122 10-15°C 150L7K
. T10-15°C T, 2212 I N HRHC1 (0. 97L) , 15 25 BV W - L VAR - T-10-25°C R , 4 UETR
8 N A Z K (0. TOLZ I 28LAKIE ) « B bt BT A2 VR 543043 8, & B WS AR ] 44
F45-50°C N T 4, B RIS /K EABE.5% .

[0144] St (519 T 35 3 i 36 SRS T B /D S (0 )9 Al VR & W v N , T/ i 1 ¥ 711
UUVE AR 1R BR A VR A 0 b DN 36 — Fhis 551 fa iU Hh B ] 4, i A 1 1-N- (32 R -1 2
HIE-[1,2,3]-=Me-1-JE ] T 38 ) -5 e dk -3 A02- - B R W ERA, 11, 12- 3R A
FLH TS .

[0145]  SEJtif510: 4B %~ T MLl 4 ff 1, 4- — IR T bein fil T DOMFHh I 2 8 FAL B8 (3
JEE IR 218 ) Kb o S B 5E U > FHZK R R IR TR A B 1 A- B AT e B HGHE FF UT
FEREF O = B (1. O8BE SR Y B INE 1, 4- — B B T Vi . 4 N T2 T , FH5 % 2h 1
WREIR G, FLBIK AR 56 1o 7 B BR 1 & /K 2, TR S AN BRAY, o K BT 28 B P2 ) 26 Bt
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R EE S A NUE  FEEOR IR GG 15 2R 8RR A I 1] £ 0 S B A AN BE R ' b
ML 31511, 4- B B AT e AL FHIE 550, Bl an, S a1, 4- — & B A
ThEIR R N BRI T .

[0146] B sjiafsll . Romero&sfETetrahedron letters,46:1483-1487(2005) 41 Al itk
(10 1) 2% KR P R I 7 V0 R BT s

NMes

[0147]

[0148]  (a)4-Z 2L | -1-lF,DMF; (b)TsCl, MENE ; (c)NaNs, DMF,80°C.

(01491  FEiZSLHEfh , B Sl A C-12_ B [ 3G A0 i Be A0 s T R i 54— - 1- T B R
JSE, [ e FH T FE 2 I S0 A B 2 26, B J5 S5 NaNs IO, 51 N 2 B A ANVEE , 1) % FH B I
M5E B B A (22 W, , 56 B LR HE A 4152006/0100164) o % L BT 75 2 2 /b A~
IR e B E I T G

[0150]  EhERszjti 2. LiangZs MRomeroZs (Tetrahedron letters,46:1483-1487(2005))
Fr i 1) 1) 2% DR N R ) 70 R s

Ng

0
[0151 ] ",,‘/

& N"l
O=<o :

0 F

o
[0152] AP AR ORI B (BN % L BT Huisgen S B A BRSO R = 5 BRI P MBI B B o
B N A 5 151 S-S e TR 3k 2Rt AR DR AP e 28 7 W) = rp B 25 o 3t — 2P
Bl HuisgenIp b, HAR2" - Z W S ORI RTAE IR 1, 2, 3- =M A A0 3 B £ B B[R] I M4
R PR 7 2 0B A i v B 8, 28 AN AR 0 7 0, A S R IR A 26, 1 75 2 ) 4k ) 4

WK,
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Abstract

Described herein are processes for the preparation of compounds of
formula (I):

and pharmaceutically acceptable salts, solvates. and hydrates thereof.
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