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—M1,2,3, 4- OSBRI & 73 0%

BRARGUE
[0001] ARSI KN A & 0 B BRECR S, JCH AL Je—FhbL2-pd IR L WE N HI46
JEUR}, e S AR R R AR B OB B S AR 1751, 2, 3, 4 DU S IR 1 5 s

EREA

[0002] W] LA RS 5+ B HB R I BRI AT AW, 2 B L& B G W s B 211
— KRB M R FAT D) 2 AT B R, B AR B A s M AR v, e e
LR VT 2 Ba DA 32 RAE W S 0 2 i B2 2R T AR e R A5 R K 2 30251
FE MG EE RLI AT A DL I e e HATT AR 0 A Dy — P B B 25 ) vh ()44, 2R 250 R 0
et B AT B AHIE

[0003]  1,2,3,4-PUSMEmbk & A — AN IRIRFIPRANME 5T 22 e ORI 2 2% , AT LAE R BA R 7
AR B 285 F 4 AT B, AN TTAS B0 AS [F] 1) 2= 24 rh (A AAR B v A S 40 Tt —
AR TS AR TR A A A

[0004]  HIA i#EkAmes;Kucharska, Journal of the Chemical Society,1962,p.1509.4k
T 11,2,3,4- VUSRI 7 ) £ v s — PR LA AR R mg ko kL, DY SRR i, 7
T T R I ER R AR B PR s A — RO iR SR L3R R e Dy SRR, DD S AR LIS
Jii, 7E 2 s — B B AR A 2 P2 o 3X PR RN 7 VAT FH R ROk} 5 B, ELASE H fE s iR Y
SEREONIR R, Jo AR M HL2R 5 K AR R IE GRS .

KEANE

[(0005] LA 4 RAFAE L3 1 B, 2% FR AR 11,2, 3., 4 DU A ) ) 45y
i ARR IR 25 R Z BN FR AL =25 SRR AR 01,2, 3, 4- DU LI , 1207 %
JEORE S 15 AP0 O 2, T L e P A W ik 7 DU SRR AR T B, 22 AT
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[0011] (1) 2-ARZE 0% (2) 5% — H R Ee8b & (3) , I NAFFIN, N X H iR fig 3
R 2 AR 2 SRR & 404 5
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[0013]  (3) &% Ja ,N,N W ER RS AR 3 1 3, - bk (5) Bt PR 4 #1584k 541811, 2,3,
4- DY E G

[0014] PR (1) Frid () R PSRN K2 FROK G BE (2) W TV TR T2 #50.01-0. 2g/
mLEE BN -3 4 R AR IR Be 2R &9 (3) F1-3 4|1 — KB W, 7E0-30°C
ZME R 1120, [ N EEF G, KRR, F 28R e ek — &0 H B AR EL, A3 MR vk R A% 26
PR VRN R VBN TN B R /K, T4, Wk 4B 2508 77, R e i A 2 A Bl 465 o W 1IN N
R R T 2 R AP (1) 2- 1 AR 2 Bk (4) o TR I A & e O BR 4T 2 < DY &k
MR\ 1, 4= A S IR N, N— 2 R 5 R fr i — PR R P AR 1) — sl 2

[0015]  2B5% (2) dh ik e B2 3 A2 9 BN, N SO0 B s i i (47 ) 2—pi AR 2L 6 (4) ¥ TV
FIHHZEL0.01-0. 2g/mLAJVETR , MK K N0 . 05-0 . 224 5 ff) pg 4 4, 0. 05-0. 224 B AN, N —
TR T3 BB, AR SRR N INFAEI80-140°C ik MA4-12h, Jx R4 R 5
W S NI BE S BERIR G JE AR E AT AL S BN, N XU BRI SE R 4711 3, 4- S bk R AL &
5.

[0016] PR HIEFI VUSRI 25 1, 4- =4S ER N, N FF 25 PR e i, — R 25 S
1) — A B 22 il s B Bl oA e R B ik G 6 ] 4

(00171 2B% (3) o Firidt B R 477 2 88 3o TR ke A 7K At 3 3 1 A I I 07 25 ok = S 1)
ik

[0018] AR HHA s M ARRRAET

[0019]  AT7 24 FH ) SR 187 5 25 15, JER AR 2 A SCHRI 29 1/100 5 B4 T 200 FE#E
FH & ARG, A o FH i S sl it s B P AR S B 2 AR A, 22 4 P vy S A HE T

B [=115¢ BR
[0020] B INA KR E A .

B A

[0021]  "RHIZE A B I AN STt 1], 0k A A B 34T BAR R IR o

[0022] Sy fsi1

[0023]  —Fh1,2,3,4- VU MGk 1) il 25 T7 7%, ik il J7 A BAR P IR G R -

[0024] (1) FRE2-VRARIK 210, 0g T 100mL A IR, 0 N 60mL — 50 % 25 IR P BE VAL AR,
WTOMA B R IR = L BE8 . Tg M = 2R FL i [ 4R 14 . 3, I FE [ N 4h , e MR AK Ik
50mL 1mol /L) &k BRI — I, 50mL AL FIAK R S BN B — ¢, LOOmL YA & #h /K Bl — ik,
A HUAH F TG /KB R B T, ok i, DR VR e 28 B 25 0 57149 21128 . 5 A i o #H i A Sl TRk AN 2 TR
CPEIRA VAR R BRI . 2g A A, BIAN, N - = 2 405 F Bk -2 AR 2R 2, e ik, 72
#61% .LCMS (EST) :m/z 359,361 M+H) “. 'H-NMR (400MHz ,DMS0) 69.62 (s, 1H) ,7.59(d,J=
7.7Hz,1H) ,7.41(s,1H) ,7.30 (t,J=7.4Hz,1H) ,7.17(td,J=7.7,1.7Hz,1H) ,4.13-4.01
(m,4H) ,3.86 (s, 1H) ,3.71-3.53 (m, 1H) ,3.00-2.80 (m,2H) ,1.25-1.12 (m,6H) .

[0025]  (2) FREADIR (1) HIFHHIN,N — = Z 58 H B -2- AR 2 24 k5 . 0g T 100mL 5 [
A, IIN30mML 1, 4= S NIAE AR, IR Cul 0.14g,N,N ~—H 3 2, — f&60mg FIfk IR
Hi5. 0g, BAMRY TR BLOER , ¥A H B %05, e S k8, pEk s f5 i 43, FHPE EA
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=20: 1S 33, 2g A o[l 44, BN N1, 2- — Z A FE I BERE-1,2, 3, 4- DU S 8k, 77 %82 % ,
LCMS (EST) :m/z 279 (M+H) *o 'H-NMR (400MHz , DMS0) 87.58 (t,J=7.0Hz,1H) ,7.38-7.17 (m,
2H) ,7.16-7.05 (m, 1H) ,4.47-3.83 (m,5H) ,3.56-3.43 (m, 1H) ,3.05-2.93 (m, 1H) ,2.89-2.74
(m, 1H) ,1.34-0.95 (m,6H) .

[0026]  (3) FRES IR (3) HIfFHIL, 2- ~ L AFEHBEHR-1,2,3,4-TUE MMk 1. 0g, ¥ T 10mL
HEE A, IO 10mL 10 % A S BN S IR BRI, SO iE 28 o 2 HR I, N 10mL /K i B
H B8 B2 HL (10mL*3) , A HLAH A IM HC1PE%: (20mL*2) , & FFRRBE/KAH » FHHRER [ 14 1
TpH=9-10, F FH LR LR 2L (20%3) , A ALAH & ShoK BEss , oK B ER AN T8 , il JE ik 4,
B F310mg o IR Y, BIFT A 1,2, 3, 4- DU S mamk , 7= %64 % ,LCMS (EST) :m/z 135 (M+H)
. "H-NMR (400MHz , DMSO0) 89.35 (s, 1H) ,7.59 (t,J=7.0Hz,1H) ,7.39-7.16 (m,2H) ,7.14-6.98
(m,1H) ,5.21 (s, 1H) ,3.35-3.15(m,2H) ,3.05-2.93 (m, 1H) ,2.89-2.74 (m, 1H) .

[0027]  SiZjstifs2

[0028]  —F1,2,3,4- VU MEMK IR il 25 T7 7%, ik il J7 A BAR P IR G R -

[0029] (1) FRE2-JRARA 2B . 0g T 100mL B L3 b, N 20mL 2, 1R 2 Fig = iR it RE VA R
WK IMANER IR = RN R . bg 1 =R IRk [ 442 . 6 g, = i FHt [ W 2h, [ MR AK IR
FA30mL 1m ol /LA Hs £h BR Wi — R, 30mL Y FIRR FR S NP 5 — VK, 30mL A Al Eh /K e s —
U AN TG /K B R AT 158, 1 98 , JEVBUIE 25k 2534 71U 2104 . gL it o R it 2 T JR AT JZ AT
afift,, HPE:EA=20: 1JE A3 21 . 6 g Eulfl 4, BIN, N - 53 P 4008 F Ik k-2 - IR OR 2, 2
Jifk, P2 Z83% o LCMS (ESI) :m/z 387,389 (M+H) "

[0030]  (2) FREEAER (1) HIAFHIN, N — = 55 P AU B -2 IR R 1. 0g - 100mL A
A, IIN20mL DMFYAAR , X I CuBr 100mg,N,N' - — FH £ 7, — Je50mg AR 41 . 7g,
AR T MAAEN120°C B Th, ¥ E1EZ R, TN 100mL /K H# R, FHEAZEHL (50mL*3) , F AL
FH v A B R K e — IR KR BR AT 58, 1 98, Wk 4 J5 i 4%, FHPE :EA=20: 145 3
520mg [ € [l 44, B 1, 2- — J N AL -1, 2,3, 4- DU MMk , 72 2265 % , LCMS (EST) :m/z
307 (M+H)

[0031]  (3) FRE A IR (2) MIfF ML, 2- RN A Bt AR -1, 2,3, 4- DU A g Mk L. 0g, ¥ T
10mL THFH, JIA10mL 10% B S EACEEE0 C 4 BE 57, [ SR iE 28R 25 THE , i N 10mL 7K Fii
e, R 2 BEREHL (10mL*3) , A5 HLAE I IM HC1¥E%% (20mL*2) , & FF B /K AH  FH B IR 4 [l
RV pH=9-10, f§ FH LR L BEZEHL (20%3) , A HLA & EhKBes, oK B RN T8 , it )&
Wi 15 3)330mg To A HPIR Y , DR FTIR 1, 2, 3, 4-DU S Mk , P2 %76 % , LOMS (EST) :m/z 135
(M+H) ™

[0032]  Sijstifl3

[0033]  —Fh1,2,3,4- VU MGk IR il 25 T7 7%, ik il 2 J7 A BAR P IR 4R -

[0034] (1) FRE2-FACIE Z /1. 0g T 100mLEA L, AN N 20mL THE % iR H $E 1A #R , 1K IRk
IR = R U T BE2 . 8g M = IR JL W [ 143 . 2, I M HE S M1 . 5h, I LA IR H
Imo1/LAH: Eh R 20mL e ik — 1K, 20mL A Ak R S AN E % — UK, 20mL A & Eh /K e i — Ik, A
MLAH TG B R T , ik %, VIV e 725 B 253 7145 2115 . 8l it o FH i & ik AT E M i A
FIPE:EA=20: 13 lifS 21 . 6g o il 44, BIN N = 0T 405 F B A -2 IIROR 2 i, = 3
86% .LCMS (ESI) :m/z 463 (M+H) s
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[0035]  (2) FREEAHR (1) HIAFHIN, N = 0T 480 FH B - 2- IR 2 6 R 1. 0g T 100mL A
CE AR, AN 40mL 2, B VA f# IR I NCuCl 50mg, N, N’ - — 1 3£ 7, — f£40mg A% B 440 . 9g
R T IR N R, A H B = 0, SRR U8, JE R 4 e ik k , FPE:EA=20: 13k
15 2151 0mg [ ([ 4, BRI, 2- U T SR k-1, 2, 3, 4- DU &gk, 72 % 70% , LCMS
(BSI) :m/z 335 (M+H) *.
[0036]  (3) FrEE 4R (2) HFH L, 2- AU T AL L L1, 2,3, 4- DY E Mg ik 400mg , II A
5mL 7M HC1/MeOH, =5 Jia ¥4k S S 1h, Js2 ¥k B4 e 45 31| 245mg 1 35 (A [ 44, BIFTik 1,2, 3,
4-PU S ek, Ui 22999 , LCMS (EST) :m/z 135 (M+H) 7,
[0037]  sjitifs4
[0038]  —#1,2,3,4- VU MEMK IR fil 25 T7 0%, ik il 2 J7 A BAR S IR G R -
[0039] (1) FRE2-E AT 4B 1g T 100mL A LI, i N 20mL DME ‘% 5 Bt R V5 A8 o 1
MNMER HF R FHE2 . Sg M =B M [ A2 . 6g, IR £k SN 77 o B SN 3] N 150mL A
AKHE B AT L, SRR A E AT 44k, FPE:EA=20:1-10: 1ZEBAE 21 1gH
[ <, BN, N — A A 2 R I -2 - U AROR 2 i, 725639 %6 L LCMS (EST) :m/z 439,441 (WHH) *.
[0040]  (2) FREEAD IR (1) HIFFHIN,N - RS L H B R -2-S O 4 36 kL . 0g T~ 100mL 5 [
A, IN20mL DMSOIE MR « Rk A Cul 90mg,N, N — —FE 7, — Fz40mg FIBREE£42 . 2g , &
AR B S BN, ¥ 203 2 05, NN 100mL /K FiBE , FHEAREEY (50mL*3) , 45 HLAH FH i Fn
ERARPETR— IR, LK BRR N T8, ik i, W4 e ik 4%, FPE :EA=30:1-20: 1 £ i3 21630mg
A, BI 1, 2- R A L L -1, 2, 3, 4- DU S Mk, 72 2268 % , LCMS (EST) :m/z 403 (M+
"
[0041]  (3) FREPIR (2) HIfHHI1, 2- R L EEA-1,2,3,4- VU MEMHK500mg , S 10mL
HBE VA A, PRI N50mg 10 % fPd/C, & N = I HE S B L. 5h, S BRI 8 e 145 2
160mg TC LR, B ATik 1,2, 3, 4-DU S mampk , i 297 % , LCMS (EST) :m/z 135 (M+H) ¥,
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