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—#1-FE-1,2- TR ERFIETTE

BRARGE
(00011 AR B B A LA 2 5 BRI, JUHA e — Rl - 95 86 -1,2- IR AL il 4
Jiie

HREAR

[0002]  1-75%E-1,2- IR OKAEYI AT LLAE N — P A& B A, iz T KRR
250 R Z) S T Ay T R D RE MR A B BN, 1- 95 -1, 2- IR K, FE N - K AR &R
AR 2 - IR 1- 2R3 - - R O, S &P FH T & bt AE 2 52 BN, T AR A%
1-BREEE-1- BRI, WAL S T8 B M BRI R IR R 254 s ZE B %A
N AR YT - R -1 - F B O, A I8 5 O %8 TR 24 258 AR IR AT BRAA o F T 1 - 0 26k -
1,2- ZTIRCIEAE M R&T 2, IR NI R T RER & BT,

[0003]  ALGEH)G Rl -7 5 -1,2- ZIRAKEMI TR R 200, 5140 « (1) =3 5 A B 1 AL 1) 75
B 5 IR A SO (2) 3 5 DY T B A A e Bh A F T A e SNBSS SR (3) g8tk 71 S8 A A
FHTR 95 B0 e 5 AL PR SO < (A REAREAR T 5 S0 SE A R I Jee 5 VR AR ) SN (B) B IR 2 1
HEAAE TS, J7 3t 5 IR DR I S L s (6 SR AL B R L ke SNBSS 5 (7)1 48
ARG T, 1,2- =053 2t SNBS VLo AR FIR J7 VA B IS 3R, (H 2 X B 7 1652
B BAEAL TR BN A TR T 00 RT R A5 S ) PR 1] S 2 FH ) J PR PR K

[0004]  H i, ELHELA TS B L e /R SN, S Ml o S 7 ) Bl i e, ANAT TR R TR = 5%
TR AIBN) 51K N, 1,2- 07 3@ ke SNBS IR ML L, 2- =553k -1,2- TR AKRRITT L, &
LU NN, B4R Z % kT, J. Groshens, et al. Organic Preparations and
Procedures International, 2011, 43, 314.

NBS
O @
‘ mBM

reflux

[0006]  EARIX— TR R ITEA It 0 (B R AT IRAFAE — 2 A g H— I MR
‘ﬁﬁj‘@%?ﬂﬁﬁﬁu\ﬁ AL, HAGE 1, 2- 5 FAu &9 3L = AIBNAE 5 & 7
HICVEMEIAME A s 2o =, IR ZE900], 3500 1 5 b 9K

b ES

[0007] A B Ffr B A o ) B0 i) R 2l — R T o R A 1- 95 2 - 1, 2- IR 2
VR

[0008]  Syfif vk L3k 1) 5, A & B FTIR A —Fh1 - 75 35 -1, 2- IR Z B Hl 4 51k, HASAEAE
T AER AR T I 5 B e DL N -8R T B i (NBS) AR YOI B e B, T
80~120°C K A XA [ W7, 12~A8 /NI J5 [ BLZE IR, 28 25 T35 A JE M 40 s R4S 1 - 759@% 1,
2- IR s FTid 5 R e A 5 BTN - SR AT R R BE R T ¢ 2~5; TR

3
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75 Bk 77 FE e a b 451410 :0.1~1.0 mols
[0009] & RRERZRUN T FT s .
=3 3

e Ry
i r
RZ + Br—N S R? B,
[0010] R)\J R,Kr ]

Br

Br

]
O
.' .1' I
R 4
4 R
O
]
T
i —_—
3 Br

[0012] Pk ¥ 57298 O =3 22K . U b =S e DY A D S Sk < 1, 2
ALK OCE) (1, 2- R K HIAERE

R’ . . \
0015) BRI )\/REEERH‘mEZH/‘ﬂ FEFRIE EIC,~Cyg

[ 5 75 KL [ s RYRIR® 3 3l 45 [ 2B~ C,p AT I B ] 5 R 146 1 C o~y PO G B 1 B C ~C ) 55
P R 4 CyCy 1 IR i 5 A1

[0014] AKX 5IA AR LA LU TR

[0015] 1. AR B 75 B e AIN- AT ZBE M % (NBS) @B AT OB, i S8 AL 532, A —
AR R AR - D5 B -1, 2- RO KA, oKLk T & T2, e 7 1-J5 51,
2- ZIR IR B R TG o

[0016] 2 Ak B s S R FE I BRI 20 45, KORFRAIK 176 BusiAs .

[0017] 3 AR B s 87 SF At P < 45 ] B L 7 e vy G0 APV L 8, DXLtk & T Tl Ak
Eoaa

[0018] 4 AW e 37 SR AT FRITE T TG » IS R T, MBS BN, FF & ek (b 5
K

[0019] 5 HIHAKE &I, /] — 2 &GRS BB AN e A AL (A
P, RRGeHF 7 FiRMb SV HRE R & Bk £ -

BRI
[0020]  sjfifoll 1-ZFE-1,2- IR O KE3alf) il , HE gL T .
Q Br
—_ Br
[0021] =Rk
0
1a 2 3a
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[0022] HFHRESMAP T, BLFHEFK1a (0.5 mmol), NBS (1.25 mmol) AFADCE (2 mL) I
S R o FE100°C N HEHE1 20NN o 57 1k S 7R VA 50 28 SR, 28 VA AR Z 0T 20 1, BT UG
TR ARG (nL/mL) 24 28 T « 1 =0 100~1: 200, 431 - 2K EE -1, 2- IR ZKe3a, IR
FNT3%0

[0023]  1-%3E-1,2- ¥ HkE3a: 'H NMR (400 Miz, CDC1,) & 7.41-7.32 (m, 5H),
5.13 (dd, J = 10.6 Hz, 5.4Hz, 1), 4.07 (dd, J = 10.3 Hz, 5.5Hz, 1H), 4.01
(t, J = 10.5 Hz, 1H). '°C NMR (100 MHz, CDCl,) 6138.7, 129.2, 128.9, 127.7,
50.9, 35.1.

[0024]  sEjaffl2 1- (4-50) ZEFE-1,2- IR Z el 4, Fo A B2 an T -

0 Br
B
[0025] /©/\ + Br —Nb /@A\-’ J
cl
d cl
1b 2 3b

[0026]  ZER SR T H1-S-4- 2K 1b (0.5 mmol), NBS (1.0 mmol) FIDCE (2
mL) JIN S H o E100°C R RE 12/ o 15 10 S B J5 ¥4 H & S0, 28 T 57 R 2 M 20 5
B FHSE IR IR AR AL (mL/mL) A B8 4156 < 41 i BE=0:100~1:200, 73 21 - (4-50) K %-1,2-
IR ZK3b, U ZE g 85%
[0027]  1- (4-%0) #FE-1,2- =82 Hke3b: 'H NMR (400 MHz, CDC1,) 6 7.36-7.31 (m,
4H), 5.09 (dd, J = 11.0Hz, 5.1Hz, 1H), 4.04 (dd, J = 10.3 Hz, 5.1Hz, 4H),
3.95 (t, J = 5.44 Hz, 41), 2.32 (s, 6M). "C NMR (100 MHz, CDCl,) & 137.2,
135.0, 129.2, 129.1, 49.6, 34.8.
[0028]  SHffI3 1- (4-JR) ZEHE-1,2- IR ZLE3clIHl4 , Ha s & T

Br

0
S Br
[0029] J
Br d Br
2

3c

1¢c

[0030] FHFHERSRET T, B1-R-4-4FK1le (0.5 mmol), NBS (1.25 mmol) FADCE (2
mL) JIAN N o o 7E80°C R HiE P48 /NI o A5 1k S N JE vA EN & =3, 25 A BEJENT 40 B
v FHBE IR AR FALL (mL/mL) R 48R 416 < A1 i E=0:100 ~ 1:200,1F21- (4-98) KIHE-1,
2- ZIROJ5E3e W N T4%,

[0031]  1- (4-33) ZKH-1,2- IR KE3c: 'H NMR (400 MHz, CDC1,) & 7.52-7.49 (m,
2H) , 7.28-7.25 (m, 2H), 5.08 (dd, J = 11.0 Hz, 5.1Hz, 1H), 4.05 (dd, J =
10.3, 5.1 Hz, 1), 3.95 (t, J = 10.8 Hz, 4H). "°C NMR (100 MHz, CDCl,) &
137.7, 132.1, 129.4, 123.2, 49.7, 34.7.

[0032]  sEjfafil4 1- (2-9R) HHE-1,2- R Zhe3di &, Ha Mg & T -
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o) Br
+ Br—N — - B
[0033] '
Br G BT
1d 2 3d

[0034]  FEZSMRY N K1-1R-2- 2% 1d (0.5 mmol) , NBS (1.25 mmol) FIDCE (2
mL) DI 1 o FE100°C R HRE 1 2/NR o 45 1k S B J5 v 30 28 30, 26T AT 2T 7
Pt R I 77 B AR AR EE (mL/mL) 2 B8 W6 - A7 E=0:100 ~ 1:200, 73 31 (2-78) #Hk-1,
2- I HEFR3, FE N8 1%,

[0035]  1-(2-J8) #3-1,2- ¥R Z%e3d:'H NMR (400 MHz, CDCl,) 67.56 (dd, J =
20.8, 8.0 Hz, 2H), 7.38 (t, J = 7.4 Hz, 1), 7.21-7.17 (m, 1H), 5.69 (t, J =
7.4 Hz, 1H), 4.07 (t, J = 1.7 Hz, 2H). C NMR (100 MHz, CDCl,) & 137.6,
133.4, 130.4, 128.4, 128.3, 124.5, 48.3, 33.7.

[0036]  sEjfifsl5 1- (4-FJL) FIE-1,2- ZIRZFEdeI il s, FA BRI L W

0 Br
¢ B Br
[0037] i
(8]
1e 2 Je

[0038] ZERAMRY T B1-23E-4-HFTKle (0.5 mmol), NBS (1.25 mmol) AIDCE (2
mL) IS HH o 7E100°C R P24 /N o 128 10 s B G v H A = 3, 28 T AL E AT 4 5
v FHBE IR AR FALL (mL/mL) A 488 B A i EE=0:100 ~ 1:200, 7321~ (4- H1JE) ZRJE -
1,2- ZRZF523e , WL H62%.

[0039]  1- (4-Fi3E) ZK3E-1,2- ZJRZke3e:'H NMR (400 MHz, CDCl,) 6 7.29 (d, J =
8.1 Hz, 2H), 7.18 (d, J = 8.0 Hz, 2H), 5.13 (dd, J = 10.6 Hz, 5.5Hz, 1H),
4.07 (dd, J = 10.2 Hz, 5.5Hz, 1H), 4.02 (t, J = 10.6 Hz, 1H), 2.35 (s, 3H).
“C NMR (100 MHz, CDC1,) 6 139.3, 135.7, 129.6, 127.6, 51.1, 35.1, 21.4.

[0040]  SEjfifsl6 1- (4-JRFIE) HHe-1,2- R B3t HIH &, A ML T -

Q Br
SR Br
2] =
[0041] i 2
Br
Q
2 3f

1e
[0042] FERSMHEY N, ¥1-2K-4-FHKle (0.5 mmol), NBS (1.75 mmol) FIDCE (2
mL) JIAN R HH o FE100°C N i PE 12/ A% 1 e B JE VA J B == 35, 2BV A 2 0 3,
B FHGE 7R B AR AR L (nL/mL) DR 48R 406 < A 3 E£=0:100 ~ 1:200, 7521 (4-EH ) 2K
Fe-1,2- IR K3E, R N61%.
[0043] 1 (4-LHJE) IE-1,2- ZJRZ K36 'H NMR (400 MHz, CDCl,) & 7.35-7.29
(m, 4H), 5.06 (dd, J = 10.8Hz, 5.2Hz, 2H), 4.41 (s, 2H), 4.01-3.87 (m, 2H) .
C NMR (100 MHz, CDC1,) & 138.8, 138.7, 129.6, 128.2, 50.1, 34.8, 32.7.
[0044]  SEftfs|7 1- (2-HARIE) ZEIE-1,2- IR kE3gifl4 , Lo g Ztn T

6
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o) Br
Br
+ Br—N - =
[0045]
OMe
0 OMe
19 2 Br 39

[0046] FERSARI T, F1-HEIE-2-2HFE g (0.5 mmol), NBS (1.75 mmol) AIDCE
(2 mL) BN o AE80°C R Bt P48 /NI o 45 11 S B R ¥8 EN =R, 28 TR, kR JE M 40
2, BT FBE A B AR AR L (nL/mL) R 4 B8 0B - A HEE=0:100 ~ 1:200,733]1- (2- FHAEHL)
ARH-1,2- ZIROKE3g, W H46%.

[0047]  1- (2-FH4RHE) ZK3E-1,2- IR e3g: 'H NMR (400 MHz, CDCl,) 6 7.48 (d, J =
2.2 Hz, 1H), 7.41 (dd, J = 8.8, 2.4 Hz, 1H), 6.78 (d, J = 8.8 Hz, 1H), 5.55
(dd, J = 10.6, 5.6 Hz, 1H), 4.09 (t, J = 10.3 Hz, 1H) , 4.01 (dd, J = 10.2,
5.6 Hz, 1H) , 3.87 (s, 3H). "°C NMR (100 MHz, CDCl,) & 156.1, 133.0, 131.0,
128.7, 113.1, 113.1, 56.1, 43.8, 33.8. HRMS (ESI) calcd. for C,H,NOS [M+H]:
252.1417, found: 252.1415.

[0048]  SEJfEf58 1- (2- ZBRAEIL) ZEIE-1,2- IR ZLe3hif) il % , He iR & in F

0 Br
o Br
Y R
[0049] = .
= & OAc
1h 2 3h

[0050] FERSARY T H1-CBEFEE-2- 2% 1h (0.5 mmol) , NBS (2.5 mmol) FIDCE
(2 mL) IO A E100°C R HEFEL2/N o AT 1R [ N G A EN B =R, 28 TV, FEE M40
2, BT S AR AR L (ml/mL) SN B8 2018 - A1 v TE=0:100 ~ 1:200,7331- (2- Z B4
3 I -1,2- IR ZKE3h, IR N63%.

[0051]  1- (2- ZJk4R3E) ZK3E-1,2- 2 ke3h:'H NMR (400 MHz, CDC1,) & 7.48 (dd,
J=17.8, 1.6 Hz, 1H), 7.40-7.36 (m, 1H), 7.32-7.27 (m, 1H), 7.15 (dd, J =
8.1, 1.2 Hz, 1H), 5.35 (dd, J = 10.6, 5.7 Hz, 1H), 4.14-4.02 (m, 2H), 2.37
(s, 3. ""C NMR (100 MHz, CDC1,) & 168.6, 148.3, 130.1, 130.1, 128.3, 126.4,
123.4, 44.1, 33.7, 21.2. HRMS (ESI) caled. for C,H,,NOS [M+H]: 210.0947,
found: 210.0949.

[0052]  SEif519 2,3- —iR-3-ZREENIERH BE31 0 il 4%, Hoa s &t T
C-DE e
Br

O
CO,Me
[0053] @f\/ P e
o
1i 2 3i

[0054] FERASARY T, 43- R EFRELT (0.5 mmol) , NBS (1.25 mmol) F1—&H
Yt (2 mL) TN H AEL00°C RHEFEL2/NE 42 1k e N G BB SR, ZTER L 2
M43, BT B B 70 AR FR EE (L /mL) S /8 216 - A4 li#=0:100 ~ 1:200,753]2,3- ¥R -

Br
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3-IRIETNTR FHE3 1, W 6 962%,, AR XTI e A AR R LU G A = e = x> 950 5.

[0055]  2,3- JR-3-ZRIEPERH 31 'H NMR (400 MHz, CDCl) 6 7.32-7.29 (m, 5H),
5.27 (d, J = 11.8 Hz, 1H), 4.78 (d, J = 11.8 Hz, 1H), 3.83 (s, 3H) . "C NMR
(100 MHz, CDC1,) & 168.4, 137.5, 129.5, 129.0, 128.1, 53.5, 50.7, 46.7.

[0056]  sEjfafsl10 2,3- —iR-3- zl:ﬁ%ﬁiﬁaaﬂa:sjaﬁﬁ%u%mmﬁiz%%%ﬁﬂ

COsE o
2kt B CO4Et
+
[0057]
Br
O
1j 2

3

[0058] fER AR T, K3-FEWNERAEEL] (0.5 mmol) , NBS (1.25 mmol) FIPUS Z
ft (0.5 mL) IO BE H AE100°C T HEFEL12/NN o 45 1E e B S H B =R, 28TV 7, 4
AT, BT BB AR A AR AR B (L /mL) Sy 2R £ T - A7 ili¥=0:100 ~ 1:200,75%2,3-
TR -3- IR BRI 3 5, WL 2 N6 1%, AEXTB S A AR B LG A = e X > 950 5.
[0059] 2,3~ iR-3-ZKIEHNERZME35: ' H NMR (400 MHz, CDC1,) 67.42-7.35 (m, 5H),
5.35 (d, J = 11.8 Hz, 1H), 4.83 (d, J = 11.8 Hz, 1H), 4.35 (q, J = 7.1 Hz,
o), 1.37 (t, J = 7.2 Hz, 30 °C NMR (100 MHz, CDCl,) & 167.9, 137.7, 129.4,
128.9, 128.1, 62.7, 50.8, 47.1, 14.0.
[0060]  SZjEfEI11 1,2- —y8-2,3- A - 1H- B3k Hl 4, AR T -

@Er

0
[0061] ©:> ‘ E’_N;
0
3k

[0062] FERSMAEP T, $2,3- & -1H-8ilk (0.5 mmol), NBS (1.25 mmol) FIDCE (3
mL) JIAN L 1 FE100°C R B PE 12/ o 45 1 e B2 JE VA 1 B =05, 28V A 2 i &
Bt FHYE BRI ARFALL (mL/mL) A B8 Z4 16 < A7 i E%=0:100 ~ 1:200,18%1,2- —#-2,3-—
- 1H-Bfi3k, 4&&‘4‘2%76%,EIEXTHJ%EWZISH’JH:WJ% o i>95: 5.

Br

[0063]  1,2- —J-2,3- —&-1H-#fi3k:'H NMR (400 MHz, CDC13) 6§ 7.52 (dd, J = 8.0
Hz, 1.6 Hz, 1H), 7.25-7.17 (m, 2H) 7.05-6.98 (m, 1H), 3.68 (t, J = 4.8 Hz,
4H), 2.98 (t, J = 4.8 Hz, 4H). °C NMR (100 MHz, CDC13) 6 140.6, 140.6, 129.8,

128.0, 125.8, 125.5, 57.8, 54.5, 41.5.
[0064] S f51]12 1,2,3;/7%%9@221:316’1%1%,/\:.ﬁiz%éﬂzﬁﬂ

Br
(00651 + Br— b mﬁr
Br

31

[0066] E?ﬁ’ﬁ{%%}ﬁ? wmi%zr:u (0.5 mmol) , NBS (1.75 mmol) AI=4& H ¥ (2
mL) AN H o FE100°C R i FE 12/ A5 1b e B2 JE A H B i, 2550 A 2 o
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Bt U A AR FR B (mL/mL) SN R 2. T« A7 i EE=0: 100 ~ 1:200,f331,2,3- =JRAEFK
31, YS9 30%, FE X B ST A A TR EL A9 < s =20 > 952 5.

[0067]  1,2,3- RIS NMR (400 MHz, CDCl,) & 7.44 (d, J = 6.2 Hz, 2H),
7.37 (dd, J =12.1, 5.2 Hz, 3H), 5.31 (d, J = 9.6 Hz, 1H), 4.77-4.72 (m, 1H),
4.28 (dd, J = 11.2, 4.0Hz, 1H), 3.95 (dd, J = 11.5, 4.0 Hz, 1H). "C NMR (100
MHz, CDC1,) &6 138,6, 129.2, 128.7(2C), 128.2(2C), 54.5, 54.1, 38.2. HRMS
(ESI) caled. for C, H ,BrNOS [M+H]: 273.9896, found: 273.9899.

107713

[0068]  SEZitifsl13 1,3- —JR-2- zl:ﬁ 1- T i 3mir ] £, Ho A RBE 2R R

Br
+ Br—N Br
[0069]

3m

[0070]  ZEREASMREY N, R HHEEIn (0.5 mmol) , NBS (1.75 mmol) FIDCE (5 mL) il
NI H AE100°C FHEFE L2/ o 45 10 [ B 5 A 1 B2 20, 28 TR AR Z8T 05, B
Vel 7 AR FREL (L /mL) N 28R 2,16 « 47 i#=0:100 ~ 1:200,7351,3- “JR-2-ZKFH-1-17
475 3m , YL 28 H57%

[0071]  1,3-36-2-23E-1-A#3m: 'H NMR (400 MHz, CDC1,) 67.48 - 7. 40 m, 21,
7.31 (ddt, J = 4.7, 3.6, 1.7 Hz, 3H), 4.27 (s, 2H), 2.34 (s, 3H) . “C NMR (100
MHz, CDC1,) 6143.86, 128.49, 127.80, 126.17, 64.51, 41.58, 31.76.

[0072]  SEjfafsl14 1,2- —JR-4H-Z53nfr) &, Lo R & an T

Br
= Br
w G0 %) —— (L
)
in 2 3n

[0074]  ZEZEASMRY R K4H-Z81n (0.5 mmol) , NBS (2.0 mmol) FIPUEALAK (5 mL) fin
NP HAE100°C R 12/ o A5 1 ON JE A V2 20, 28I AR 2T 0 8, BT
Ve IR AR L (l/mL) N 2R .16 - A1 iif#=0:100 ~ 1:200,75%1,2- — & -4H-Z83n, X
B N60%, FFXF B A A R EE A9 < e 32 > 950 5

[0075]  1,2-jR-4H-283n:'H NMR (400 MHz, CDCl,) 67.29 (dt, J = 7.7, 1.3 Hz,
1H), 7.22 (td, J = 7.5, 2.7 Hz, 1H), 7.14 (td, J = 7.7, 1.5 Hz, 1H), 7.12 -
7.03 (m, 1H), 5.41 (dd, J = 6.2, 0.9 Hz, 1H), 4.62 (g, J = 6.2 Hz, 1H), 3.07
(dddd, J = 14.7, 8.0, 5.8, 1.0 Hz, 1H), 2.91 (dddd, J = 14.8, 8.0, 5.8, 1.1
Hz, 1H), 2.35 (dddt, J = 43.0, 13.6, 7.9, 5.9 Hz, 2H) . ">C NMR (100 MHz,
CDC1,) 6137.29, 134.75, 129.13, 127.04, 126.91, 126.52, 57.27, 51.91, 31.11,
27.98.

[0076]  sfafsl15 (1,2- ¥R T 3%) H3oHy il , HA MBS LW T -
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Q Br
[0077] ©/\/\ . Br_Nb %
Br
O
1o 2 3o

[0078] {ERSAEF T IE T %o (0.5 mmol) , NBS (1.25 mmol) H1,2- —JRZ %
(2 mL) JIN N A . FE100°C T B FEAS/INGS o 455 16 [ N R VA N & 50, 28 TV 57 R JEHT 43
B, B FHYE R AR AR (L /ml) A B8R .16 - A ifk=0:100 ~ 1:200,18 %) (1,2- ZRT
5 K30, U ATT%, JEXT B AR I EE AT < )X > 95 : 5.

[0079]  (1,2- =T 3%) %30:"H NMR (400 MHz, CDC1,) 67.43 - 7.25 (m, 5H), 5.30
(dt, J = 6.2, 1.0 Hz, 1H), 4.64 (q, J = 6.1 Hz, 1H), 2.08 (dqd, J = 13.5,
7.3, 6.0 Hz, 1H), 1.82 (dad, J = 13.6, 7.4, 6.0 Hz, 1H), 1.06 (t, J = 7.4 Hz,
31) . '°C NMR (100 MHz, CDC1,) 6140.00, 129.42, 128.61, 128.09, 60.42, 57.66,
29.03, 11.97.

[o080]  sEZjfifl16 (1,2- —RCLIE) FK3pi il &, A s iR

Q Br
. @/\/\/\ , Er—N;>|
Br
O
1p 2 3p

[0082] FHFHRSMHETF,BIECHEXKLp (0.5 mmol), NBS (1.25 mmol) FIZAE (2 mL) N
NP HAE100°C R 136 /N o 45 11 N JE A 2 500 28I AR E T o 8, BT
VeI AR AR L (ml/mL) N 28R 2. 18 - A lifE=0:100 ~ 1:200, 733 (1,2- R ) K3p,
LR AT 3%, Al tof it S R A T B AR = S I > 955

[0083]  (1,2- iREL%E) Z3p:'H NMR (400 MHz, CDCl,) 67.43 - 7.28 (m, 5H), 5.30
(dt, J = 6.2, 1.0 Hz, 1H), 4.51 (g, J = 6.1 Hz, 1H), 2.11 - 1.99 (m, 1H),
1.97 - 1.85 (m, 1H), 1.63 - 1.28 (m, 4H), 0.92 (t, J = 7.5 Hz, 3H) . "C NMR
(100 MHz, CDC1,) 6139.91, 129.46, 128.64, 128.09, 58.47, 57.49, 36.19, 28.57,
22.47, 13.95.

[0084]  sjififf17 4,5- R -5- 2RI - IR FH MR3a i il 4% , KA s L i R -

Q Br
CO-Me
[0085] ¥
Br
9]
1q 2 3q

[0086]  7EAUSARY T, ¥55- K- LM BElq (0.5 mmol) , NBS (1.25 mmol) HI=%H
FOR (2 mL) IO NEH AEL00C R HHEAS /NI o A% 1 [ B 5 ¥4 H 2 3R, 28 TV i =
M43 85 5 B F SR BRI AR AR EE (ul/mL) A R 1 - A i Ti=0: 100 ~ 1:200,f3304,5- —JR-
5~ 2RI - R F 6 3q , W R SN T 3%, JEX Bl S R AR Ll A5 < Jse =2 > 95 5.

[0087]  4,5- —J5-5- 23 - KA B§3q: 'H NMR (400 MHz, CDC1,) 67.44 - 7.26 (m,
5H), 5.19 (dt, J = 6.2, 0.9 Hz, 1H), 4.64 (g, J = 6.1 Hz, 1H), 3.65 (s, 2H),

10
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2.62 - 2.25 (n, 4H0). C N\MR (100 MHz, CDCl,) 6173.52, 140.04, 129.47, 128.66,
128.12, 57.92, 57.38, 51.91, 31.32, 30.45.
[0088]  SEZfffs|18 1- (4- HIARIHE) ZKHE-1,2- IR A Be3riilss, A ML T .

]
[0089] /©/\ + Br —Nb
MeO
O

[0090]  FEZSARIT T 1 -HEIE-4-2HKr (0.5 mmol) , NBS (1.25 mmol) FIDCE
(2 mL) IO R H AE100°C R HEHE 12/ o 45 1h OB JE v #2200, 28 TR A =T 2
2, Bt S A AR FREG (nl/mL) SN 2R 2,156 - A3 i TE=0:100 ~ 1:200,73 21 (4- H 5 HL)
ARIHE-1,2- TR K3, R H66%.

[0091]  1- (4-FIARJE) E-1,2- ZRZKe3r: 'H NMR (400 MHz, CDCL,) 67.40 - 7.27
(m, 2H), 6.91 - 6. 85 (m, 2H), 5.30 (tt, J =5.5, 1.0 Hz, 1H), 4.33 - 4.15 (m,
2H), 3.79 (s, 2H). C NMR (100 MHz, CDCl,) 6158.60, 135.42, 128.09, 113.58,
55.30, 51.97, 35.44.

[0092]  SEjfEf5]19 1- (4-&3%) FIH-1,2- R LE3sHHl4 , oM

O Br
[0093] /©/\ ¢ B Nb

/@/J\/Er
NC
[0094] E’gﬁ%%a&ﬁ? %nl—fgﬁ—zL—Zszs (0.5 mmol), NBS (1.25 mmol) #HIDCE (2

35
mL) M R H . E100°C R HiE 12786 o 458 1 b S B 5 A H B =00, 28 T 55 AL E T 40
Bt G 7 AR R LG (nl/mL) A 48R £ 16 < A3 i E£=0: 100 ~ 1:200, 75211~ (4-F %) zlx%—
1,2- ZIR&KE3s , W H82%.
[0095]  1- (4-%(3L) ZKEE-1,2- “HZKe3s: 7.66 - 7.59 (m, 2H) 7.49 - 7.43 (m,
2H), 5.32 (tt, J =5.5, 0.9 Hz, 1H), 4.30 - 4.17 (m, 2H) . C NMR (100 MHz,
CDC1,) 6144.17, 132.42, 128.47, 118.45, 110.61, 53.48, 35.44.
[0096]  SEjifafs|20 1- (4- H 2 H Mg ﬁ) RHE-1,2- TR OKES I &, A g & an T

Br

e Br
o097y *
all.
2 & Me0-C

a3t
[0098] FERSARY N B1-FERHEE-4-24H%1t (0.5 mmol) , NBS (1.25 mmol) FlZ,
fE (2 mL) IO N AE100°C R HEHE 12/ A5 1 S B JE A HI B =R, 28 T B2
M43 85, B e B AR AR LE (ml/mL) SN 2R .16 - A1 1 E%=0:100 ~ 1:200,75 %01~ (4-FH R
HE L) KA -1,2- R 453t IR 83%.
[0099]  1- (4-FHPRFREGEE) 2K 5E-1,2- ZH 43t 7.94 - 7.88 (m, 2H), 7.40 - 7.33
(m, 2H), 5.33 (tt, J = 5.5, 1.0 Hz, 1H), 4.29 - 4.19 (m, 2H), 3.86 (s, 2H).
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C NMR (100 MHz, CDC1,) 6166.61, 145.34, 129.43, 129.39, 127.32, 52.22,
51.82, 35.44.
[0100]  sEjfs21 1,2- “VRARFEIR T KE3ul il #% , A B4t T -

9]
+ Br—N Fy
[0101] ' @:]:
0 Er
2

1u 3u
[0102]  EESARP TR T 1o (0.5 mmol) , NBS (2.5 mmol) FIDCE (2 mL) fin
N PEH AE120°C R HEHEA8 /NI o A5 1 RN G A EI 2 2R, 28I A E T 0 8, Bt
Ve AN FARFALL (mL/mL) A 4R B8 : A7 JEF=0:100 ~ 1:200,15 %01, 2- “IRFFHA T 4
3u, Y ZET0%,
[0103]  1,2- —EZEIHIF T %w3u: 7.39 - 7.23 (m, 4H), 5.97 (s, 2H) . C NMR (100
MHz, CDCl,) 6141.08, 127.26, 125.91, 47.58.
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