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Synthesis of 1-[1-(Amino)cyclopropyllketones by Tandem Reaction
Involving Vinyl Selenium Salt
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Abstract A new one-pot method for the efficient synthesis of 1-(1-(amino)cyclopropyl)ketone compounds has been devel-
oped. Under the mediation of 1,8-diazabicyclo[5.4.0Jundec-7-ene (DBU), 1-(1-(amino)cyclopropyl)ketones were obtained in
70%~93% yields through a reaction sequence of nucleophilic addition/proton migration/nucleophilic substitution and dese-
lenization of f-amino ketones and methyl phenyl vinyl selenium tetrafluoroborate. This method features mild reaction condi-
tions, simple experiment operation, good functional group compatibility. Diphenyl diselenide, the general substrate of the sele-
nium salt reagents, can be prepared by the simple treatment of the by-product methyl phenyl selenide with bromine and hydra-
zine. Therefore, the vinylselenide salts can be regenerated and reused, which improves the utilization of high-valent selenium
reagents and improves the industrial application of this method.

Keywords high valent selenium salt; 1-(1-(amino)cyclopropyl)ketones; one-pot method; tandem reaction
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(Simeprevir Sodium). B 47 % 55 (Asunaprevir). JEFiF
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WP, TSSEEART) BTSN [FIN, G TR
A, %5552 B R A% Nu ™ B9EE X, I Bt 2 il ik
RISeR?, DA, J 250l 25 15 A 04T BA DA [
TEYEDNL SIS BT G (Scheme 2).
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Scheme 2 Reactivity of vinyl selenium cation

S TBARTT LURLF S5 0 IS R0 A RO
R IR/ N EY). Kataoka ZEU7IH 4% T 200
BRI AT, PRI 13- THRIE S YR
PESEAT T OSBAAS2] 15 W &9, (HER T
TRRERAN, HAR 1,3-TEREYIAEE T AT
Y. WORSCEAR N A S Al ()RS 2-adE 2B &
PIEAT R RS R, DA —Ha 77 S s il 1-[1-(Fe )3
P ER AL &) (Scheme 2), X952 & KRG N H B 0l
B 1-[1-(F )30 T S BRAL & 4.

1 &HR510R

T2, AR STHR 73 ) 4 T BRI 20 A P 46
TR £k (2a) Rl 1- 2R B 2[R )~ ic ] 21 (1a) 15190, L)
WA 1a MR ED), SHRIERSRY T, AR
LS 1a 5 @R 2a IR BE M. 453K
B AL 1,8- & 44 XR[5.4.0] 1+ —B5k-7-J (DBU) X
SN F R R AF TS AL 89(Table 1, Entries 1, 2), =24
i« s g B R0 T e 25 ) B TR R B AS A (I 3R A FH (Table
1, Entries 3~5), [FBAA KPR 1a FlR; fEHELH
AR R, S B AN IO SR IR AR B R 7,
MHEAT 1 h g AR 3a (150 B 7= 0] LA #) 80%LL
_F(Table 1, Entries 1, 6). 4R F AR 77 a0 2
VR ZEAE VAT, idh 2a OISR N % SEUR R R
BB, 3a BIF= 500 % 4 62%F1 48% (Table 1, En-
tries 7, 8), [FNA R 1a R, KRR E 2 =
25 CHY, 3a 7= 3084 T B4 (Table 1, Entry 9); F /N
B[R] 4E K 2 80 min, 3a [~ R ARFFAAR, 462 40 120
min I}, 3a FIF2 R TIEE 73%M 40%, HA b5 EER
1a | 4x(Table 1, Entries 10~12); 24 MNAEZ S FIHAT
BF, 3a PP RAR BRI N RPN 50%, [FR A
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AR K B PR 2 20 BE 0 lk (Table 1, Entry 13). 274 LA
FEERATUASE, AR 1-[1-(F ) PR A 2 B A
B SO SR s AERVUR I, SR AR A,
0 'CF, H 2.0 equiv.iXl DBU AP o-f4 75 FEFR 1a, N
5 min JE A 1.2 equiv. [ IR EE 2R 500 2 2a, 4k4:
SR T h, B2 LL 89%M)™ H 45 2 HAREL &) 3a.

R AR -[1-(FEE) B PG JE 1 4 A5 0 B 1 S At @

Table 1 Optimization of the reaction conditions for the synthe-
sis of 1-[1-(amino)cyclopropyl]ketone

(0]
©)\ + /\Se baSe ©)JK \O
solvent
HN BF4 temperature
\© time
1a 2a

Entry  Solvent  Base 7/°C  Time/min Ylel(;’;:% e
1 DCM DBU 0 60 89
2 DCM NaH 0 60 20
3 DCM TEA 0 60 0
4 DCM  K:COs 0 60 0
5 DCM  Cs2COs 0 60 0
6 THF DBU 0 60 80
7 CH:CN  DBU 0 60 62
8 Toluene  DBU 0 60 48
9 DCM DBU 25 60 87
10 DCM DBU 0 80 89
11 DCM DBU 0 40 73
12 DCM DBU 0 20 40

13¢ DCM DBU 0 60 42

© 2022 Chinese Chemical Society & SIOC, CAS

@ All reactions were carried out by using 0.5 mmol of 1a, 0.6 mmol of 2a, 1.0
mmol of base, 2 mL of solvent.; ? Isolated yields; ¢ The reaction was performed
in the air.

1E FIRBARBIZEAE T, G T IR B IR 20
il DY 4B R 5 (2b) P2 23UF 3- 2 A e -3- AR -1- M 2 —
ZRIEA =5 B R Eh(20)+2) (Figure 2), HEHZAH
oL TSFEEAAL &) 1a~1q FEIRT 2 X SN )
IT F P (Table 2). 4 o-JEEERAL S 1 R EUREE R2 2K
I, HURIE R X LR 5 M it 2 B 2 1) LT 250
ARSI EAF AR, M R AT 2RI XA
i, R' N F. Cl. Br, R4 3 (7258w, nikE]
86%~93%, H.BEH =i 2= i+ WL A PE B9, HX 2R R
W HL 7 BE ST ER BRI, 724 3 7 30% U 3 /N (Table
2, 3b~3d); 4 R' FT{EMIZREN I TR B2, &
NP2 N 89% (Table 2, 3k); 24 R Jy5imfy B, 1 = 4 FH
FEF, RBIFEEA L 93% (Table 2, 3f); 24 R' i
T2 G R A R AN S5 HE T AR G PR, RS RS
[, 735 % 85%7F1 80% (Table 2, 3h, 3j). 24 R' AW T
FEAI, FAERIR b UL 6T SN PR 52 i AN B 3.
filhn, RN F M CLEF, Joid R Ab 48078 & [y,
AARLFEY) 3 [F2 RIS T F AL CL AT X7 =411
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F=#5(Table 2, 3g, 3e). {H4 R gHE TR A, HAER
BRI S MRS IR, i, 4 R ARG
SRR I A 2= 4 3h 7= 208 85%, 171 24 R A [a] HA
BEIF, PR 31 B 7PR2E RN 70% (Table 2, 3h, 3i).

Me Me . Ph
Z §é\ B, ("~ B, EOOC gy ot

Ph Ph
2a Ph 2b 2c

B2 IR T
Figure 2 Vinyl selenium cations
BEEEEE T oL ER s S BURSE RN H R T
I EUAREE R SOBE M. 24 R N FRSE U AR LI,
HUARIE A7 B R B AFAE — € [ 5 (Table 2, 31~3m),
@M‘iﬂiﬁ%ﬂ’]?ﬁzﬁﬁiﬁﬂﬁ WA 70%. 2 R NHLT
FTEE, Br, F HURHIZRIEIT, B B X 2500
T j:, AT LA ] 90%/ 47 (Table 2, 3n~3q). 24 R?
N2 FR G R 2R R IR I, = S W] TAF] 80% A

_F(Table 2, 3r~3s). A LA LAE tH, AL
BL1) a-JHe B 07 B AP RN R A, i L SR AR
(2R T A R S REEAT, A1 L ik A BT B U)X
L AFAE — FE RS, B TC 8 & W 7 356 I 2 4 F 1 3
DA S BARAL E AN [R], #8568 LLAR R 7= 2245 20 AH R H A5
=Y.

20 FH S5 5 R - 1 - 5 60 5 A bk -3 £ 420 S JER A ok
(Table 2, 3t, 3v), M| WEI-3-BHAE R DL 81%FH0 7= I 15
) 2-3F P S 05 W3- FR AL AP (3v). 5705 ] R K- 1 -l 5 i
#h(2a) RN 3 BAH R HARMEED 3¢, 12D, 54%
7= R AF B N-RE AL P2 2-[2-(AATI 3 ) £, 35 ) 57 P A -
1-F(3t"). FRATZE 0K N4 2a F111) NH #5 O B, 7E
FAFI SN 4 E T S LS 2a HEAT RS, IFRIAS3) K 5
(-ZR AR )R EF LAY 3w, 2% R 80%
(Table 2, 3w).

LA BUERIRY) 2-[ FRECRES Itk ]-1- R 2

K2 oINS G

Table 2 Synthesis of a-amino aryl ketone compounds

R4

DBU N X<

|/\ + \/\Se L —>DCM |/ R?
= - + =
R R? Ph 0°C,1h i

1 2 3

F Cl Br F3C

3a, 89% 3b, 86% 3c, 90% 3d, 93% 3e, 91% 3f, 93%
Q
N‘Ph
SOR:
3g9,91% 3h, 85% 3i, 70% 3j, 80% 3k, 89%
0 H . 0 H Me o) H 0 H 0 H Br
kY Ph”zf) PR AL, TR
CF Br
31, 85% 3m, 70% 3n, 92% 30, 88% 3p, 90%
o ‘
N
K0 o o L)oo QQ s
F SePh
3q, 90% 3r, 81% 3s, 87% 3t, 0% 3t', 54%
Meyo
R v 1o g y
Ph N~ph Ph = Ph)X\Ph )JK )Jj: ~Ph
(o) Ph COOEt COOEt
3u, 70% 3v, 81% 3w, 80% 3x, 51% 3y, 0% 3y', 9%

@ All reactions were carried out by using 0.5 mmol of 1a, 0.6 mmol of 2, 1.0 mmol of base, 2 mL of solvent.; ® Isolated yields; ¢ The reaction was performed in the air.
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il 5 2a SOBIIE, HAELL 70% 07 FIFR 45 2 AH B ) 7
Y 3u, [FIBSIETFE] 12%M 820 N-F3E-2-54K-N,2-
TR 3u' (Table 2, 3u). 24 24 FEA H AT -B5 AL
R BRIERE, RS EAE B R R, i 2b S5 ik
fidl 1a JNIBS, BL S1%MI5 B =5 8 b &9 3x,
[EIIST (B3 27% R R 1a. 07 A0 2k iR XU F
A W L A (AR BR TR I, 8 E 49 BIAH B 1) = o 3
EY 3y, MR RREGEREEEY 3y, FPRAA
9%, [FINF[EISCE] 71%0 )50k} 1a (Table 2, 3x~3y).

G 1a ERLEY KB AR, Bl 83%[1
EFERIGEFEY) 3a (Scheme 3). HS IR, &%
SCHR 77 VRO, = A= P A R R R R A Tk X
TRFRHE SR N 347 a7 S AR B gh ] LTS 380 1) 25 A 6 2
(1 JEk 2RI AR R, AT T EE T A AR 2. 2
YA B AT B fl) (A AR 2 AN 2 RE M S RE R P2 2R X
FEAAT PR R H2 A HLAR 50 o s, i HL R
R I P R R P RS AT\ D e, %
2 HAT B B T S P R

O O

Me
/
O h” e = (Y 5
-7 Ph
NHPh BF, 0°C. 1h
1a, 1.06 g 2a,1.71g 3a,197¢g

B3 & 1-[1-(EE)H AR EY) 3a
Scheme 3  Synthesis of 1-[1-(amino)cyclopropyl]ketone 3a

N T I TR R ROE AR, DO S N
A, ¥ 1a FAGEE 2a ERAERRREE T OV, RER
RiHREYIN 'H NMR 15 5, H5mAR& Rk
1a, 2a, 3a A1 DBU /] 'H NMR ##/5 S ML, 4558 %M
RRA Y 'TH NMR 15 46 20 AE 6 3.19 4b L 3
AN H [, FIREE 6 3.45 F1 3.41 AR HBLHAS = H I,
BN ZHIER 2N H, XU RN ATREE T T M
it £5 Fh 1] 446 3 (Scheme 4, 1-3). [, K4 1a F N
R H B AR, AT SR T LA 0% 7= 2645 B L A T
FEW AL A W) (Table 2, 3u). [Rl, HE4E s B2 17 150 FAH 9% L
BRUSL DAEEW) 1a SR, HET S B AT BEF I 4n T HL
AT (Scheme 4): a-fZFEEi1L &4 1a 7E5% DBU [1I1E
TRE o-H U RIREE S 1-1, JREEE: -1 X I 205
TR ER 2 AT & X IOk B SR AZ N R, 753 AR I ST
M aE 12 KA 5/, TEROREE S a4k 1-3, 4k
MR A T W SEARZ AR N, i 25 Y B DR LAl Tk, o 2%
TR 1-[1-(Fe )34 5 25 1k &) 3a.

wJa, DUO-[1-( IR N E Y 3a AR,
W0 X —ERI R AMME. KA Y) 3a 518
B HR . ZBE(DEAD, 4)7EFHZREHR+ 80 C Rk
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Scheme 4 Proposed reaction mechanism for the synthesis of
1-[1-(amino)cyclopropyl]ketones
B8 h, LA PRI S MG 15 21 24 FH i
FLIENRAL S 5, 77 AIEF] 85% (Scheme 5). AP,
W e AT AE AR VF 2 RAR PRI 259 73 5 [ 5%
SEEEMELTT, [N IE A2 V2 ARV 2y 1 MDD REATRH
AHLE EREER, BrElX—Jr ks ﬁ%‘&kAﬁkﬂ@%&
FATEYSRAL 7 — i BAT TS 0 (8 BT id A

DEAD (4, 2.0 equiv.) N
Ph A _ph
toluene, 80 °C, 8 h N

5, 85%
0.4 mmoI

RS  2-RK HIE R ML 54 5 15 Rk
Scheme 5 Synthesis of 2-benzoyl quinolone 5

2 i

LR EPTIR, BATRIT T —Fh A v il 770 5 A
1-[1-(HHE) 0 Y 2K B AL S DR B 53, IR 3 U8 5%
P, ATCLRE 2 RAN R 1Y o 2 5 2R DL R 47 B e 57
M7= R A2 T AN 1-[1-(f52) A AR T AL 5 4. 1%
TR A BRAER R N FHRA R 72
DOIEFE VLGS S0 1L, A JEHR AL T — M A @34
PERI T35, TRt e A R 7 A 2 B BN I
YT R AL 1 — A 1 B A S

3 ZWERSY
3.1 UE5EF
1543 ¥ i (HRMS) ] HP5989B 724 Jifi

A €, ESI
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MRILX

77 B R SLRIE(NMR)H BRUKER DRX-400 7Y
WZHEILIROCN 52, TMS A A ARY)(s R 5L, d KR AE
g, t FoR = HEIE, q RoRPYEIE), [T CDCLER
MG LRI 52 v 75 ARV 7).

SN T B A4 - Adamas 55 2 7] AN
Aladdin F)F & B ERHR 8 28, K R
L8 T BEAETC K S F T AT, TERUSORY R EAT I BN
TRATFE BT 75 2 1 2 AR A A AT T4 BT 75 1)
TR Y S0P PR FH - 2% R A Ay S (3, A AR 2
BN E 2R, R RN IE ORI A, SN FT 75 1V
A — MR R BRI ; AR 28R 2 ER R e PLid (i
AT 2 Al 2 1, HREA T S AL B
b T 37 e SRR, A R A R AT AL B, AE T
BRSO, RUA SR RIS IR Bk it
TR, K2 ERE H60 (200~300 H )2 EH
Tk GF254 AH Sl T A= (b a 1la~1y #%
B SCHR T VRS 4, Al dh 2a ISR T ik 400
HE L 205 T 2b) A(E)-(3- 48 3k -3- A AC-1-T5
W5 -1- 55 ) — 2R A £ (20) 43 0 2 2% SCHk 7 iE AT &
&[22-25]'

32 ZWHE
3.2.1 VAR ACRTH A AR v 5UMBR 3 (2b) 89 & &
£ 120 CHM T, HINEILEN(0.3783 g, 10 mmol)
TN E — 2K FE ik (1.560 g, 5 mmol)ff) N,N-— F &
ik Z(DMF) (10 mL)¥#&EW T, [ 45 min & IIARAE
Z i 7 (0.769 mL, 6 mmol). JHid 7 E AR (TLC) Vil
R R, NS hE, BIANEAEK IR K, FEH LRk
L, AHZE KR EKEEG. BIANUZE, AR
T, TR, JEAERYE. A VR A B RO R
R G VIHATREEAT 40 B, 15 BIPREEIR 0 B kL &
) 8 (1.088 g, 773 A 84%).

) R L 2K 2 SEAT Tt 8 (2.851 g, 11.00 mmol)f] Z,
(10 mL)¥A R I 45(5 mL, 80.32 mmol). i
WAHZ 0 C, FFHDUHBIERH(2.50 g, 12.20 mmol)fil
NIER . BIREVHHERS 5 h, A& OUTIE LR
Mrih. RS, SIETEY), HH SRkt
G E R, A IFIEAEE, R IRYE, 133 H K
IR 207 A DY SRR £5.(2b)2221 3,375 g, KB EHH
WAk, 7“3% 85%. 'H NMR (400 MHz, DMSO-ds) o:
7.99~7.93 (m, 2H), 7.69~7.61 (m, 7H), 7.46 (tt, J=>5.0,
2.4 Hz, 3H), 3.27 (s, 3H); *C NMR (101 MHz, DMSO-de)
5t 146.3, 134.0, 132.6, 131.2, 130.9, 130.6, 130.2, 129.6,
128.3, 117.8, 26.1; IR (KBr) v: 3051, 1477, 1445, 762,
689, 628 cm '; HRMS (ESI) caled for CisHisSe [M]*
275.0333, found 275.0332.
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322 (BE)-(3-TAA-3-AAAK-1-AH-1- L) KA m=
AT AR ER 2k (20) 0 A A%

B T ARFE Al (3.120 g, 10 mmol) I E i 2R 2.
BE(10 mL)FERFR (AR FA 73N 10%, 10 mL)ZH B %UH
RZ R, ARG IMNEER)(6.538 g, 100 mmol), FF7E=EIR T
FIZIRFER &), KAWFERM 20 min, HEGHZAE
. IRFERR 8, MR TR DN AR B 9 (2.068
mL, 20 mmol), 4KEEAE IR N A FERPL 2 h. RV
&, MKEEAT R, o=, FF KA KRR L,
KIZH EtOAc (10 mLX3)ZH, &IANZE, FMEREN
TP, R, VR ZBRVE . F AT e o
JBe E R E VI TRE E T, fSRIAE) 3-CRINEE) N IR
ZHEE 10 (1.5311 g, PN 30%).

FERAAAT, RN 3-CGRIES) N IF IR .15 10
(2.5519 g, 10 mmol). % ZKE(30 mL), IR — 5 H
FEi R (5.1621 g, 12 mmol)FI4#7}(3.269 g, 50 mmol).
K SNV A IAE T TN 5 min 5, FEERA
80 CHIMGH, FAEILEE TR 2 h. KB45R
J&, WEI R R, WORIRAR, FIRY AR ZE T aifk
[ME&H k) @ VAER) =2 : 1115 3)(E)-(3- L8 FE-3-A
AR -1-H5-1-38) — 2R L0 = 5 R TR 25 (2¢)1>42) 3.6102
g, R OFPBA, 7=% 75%. 'H NMR (400 MHz,
DMSO-ds) J: 8.05 (d, J=8.5 Hz, 1H), 7.93~7.83 (m, 4H),
7.72~7.61 (m, 6H), 7.38 (d, J=8.5 Hz, 1H), 4.23 (q, J=
7.1 Hz, 2H), 1.21 (t, J=7.1 Hz, 3H); 3C NMR (101 MHz,
DMSO-ds) d: 165.3, 137.6, 133.3, 133.0, 131.8, 131.2,
131.1, 63.1, 14.2; IR (KBr) v: 1658, 1592, 1441, 1381,
1168, 849, 783, 754 c¢cm !; HRMS (ESI) caled for
Ci7H170,8e [M]" 333.0388, found 333.0384.

323 1-[1-(BER)IRAAEAL S 3 696 m T &

BEMRYT, 1E o-fEHE 5 BT EY) 1 (0.5 mmol)
F & 82 mL, 0.25 mol/L)HIiA i+ i\ DBU (0.15
mL, 1.0 mmol), FEEWIE 0 CHEM FHHE S min, 4
JETE 2 min PRI H B 2RI 205 AT A DU 96 R 26 2
(0.171 g, 0.6 mmol)[] — & FKE(1 mL)EWR, e,
YRV EIARSAE 0 CRHFERPL 1 h, fEHEZ A
BE(TLC) M e B2 56 42 fe, A AT NH4Cl 7K #(10 mL)
VRN, CHaCly (10 mL X 3)AHL. & H A HUE
A ER7K(20 mL)¥E%, RERKAHIZHTEK MgSOs T
fe, IEUE, RO RIS . K R R PR A i AT
Gy ALA R, WRBE AR LG V(A T EE) ¢ V(EtO-
Ac)=10 : 1113 B2 AFE[1-(CR I i 58 ) 30 74 26 ) 7 i A6
a1 3.

ARFE[-CRIEEZ ) A N R - H B (3a): 105.6 mg, 7%
HOEA, 2% 89%. mp. 139~140 C (Lit.'¥ 139~
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140 “C); '"H NMR (400 MHz, CDCls) 8: 7.78 (dd, J=8.3,
1.3 Hz, 2H), 7.44~7.36 (m, 1H), 7.31 (dd, J=8.2, 6.8 Hz,
2H), 7.12~7.02 (m, 2H), 6.65 (tt, J=7.3, 1.1 Hz, 1H),
6.57 (dd, J=8.7, 1.2 Hz, 2H), 4.56 (s, 1H), 1.75 (q, J=4.2
Hz, 2H), 1.20 (q, J=4.2 Hz, 2H); IR (neat) v: 3394, 2921,
2851, 1660, 1602, 1512, 1446, 1317, 1202, 1025, 980, 748,
691 cm '; HRMS (ESI") caled for CisH i sNO [M+H]"
238.1126, found 238.1124.

AR B[ 1-CREE L) PR N R H B (3b): 109.7 mg,
WA, PEE 86%. m.p. 68~69 C; 'H NMR (400
MHz, CDCls) 6: 7.93~7.85 (m, 2H), 7.11 (dd, J=8.6, 7.4
Hz, 2H), 7.01 (t, J=8.7 Hz, 2H), 6.69 (tt, J=7.3, 1.1 Hz,
1H), 6.62~6.54 (m, 2H), 4.47 (s, 1H), 1.79 (q, J=4.2 Hz,
2H), 1.23 (q, J=4.2 Hz, 2H); 3C NMR (100 MHz, CDCl5)
5:202.2, 164.9 (d, J=251.7 Hz), 146.4, 133.6 (d, J=3.1
Hz), 130.8 (d, J=9.0 Hz), 129.2, 118.4, 115.3 (d, J=21.4
Hz), 113.1, 43.1, 19.5; IR (KBr) v: 3391, 2984, 1739,
1560, 1373, 1244, 1047, 913, 747, 694 cm™'; HRMS (ESI)
caled for C1¢H;sFNO [M+H]" 256.1132, found 256.1130.

4-GFORIE[1-CRIL ) IR PT BE R (3e): 122.2 mg,
WA E K, 77F 90%. mp. 146~147 C (Lit["
146~147 °C); '"H NMR (400 MHz, CDCl3) 6: 7.82~7.75
(m, 2H), 7.34~7.29 (m, 2H), 7.10 (td, J=7.4, 1.9 Hz,
2H), 6.69 (t, J=7.3 Hz, 1H), 6.61~6.54 (m, 2H), 4.47 (s,
1H), 1.79 (q, J=4.2 Hz, 2H), 1.23 (q, J=4.2 Hz, 2H); IR
(KBr) v: 3393, 2961, 2923, 1661, 1599, 1510, 1488, 1317,
1201, 1089, 978, 830, 747, 692 cm”!; HRMS (ESI) caled
for C1H sCINO [M+H]" 272.0837, found 272.0836.

AR 1-CR A ) AT 55 H R (3d): 147.0 mg,
HEE A, 2% 93%. mp. 64~65 C; 'H NMR (400
MHz, CDCls) d: 7.72~7.66 (m, 2H), 7.50~7.43 (m, 2H),
7.10 (dd, J=8.6, 7.3 Hz, 2H), 6.69 (t, J=7.3 Hz, 1H), 6.56
(d, J=17.7 Hz, 2H), 4.44 (s, 1H), 1.79 (q, J=4.2 Hz, 2H),
1.23 (q, J=4.2 Hz, 2H); 3C NMR (100 MHz, CDCL;) ¢:
203.0, 146.3, 136.2, 131.4, 129.7, 129.3, 126.8, 118.5,
113.0, 43.1, 19.7; IR (KBr) v: 3383, 2996, 1770, 1383,
1247, 1060, 750, 692 cm '; HRMS (ESI) caled for
CisHsBrNO [M+H]" 316.0332, found 316.0337.

3-SR EE[1-CR I ) PR B ] FH A (3e): 123.6 mg,
WA, PEE 91%. m.p. 58~59 C; 'H NMR (400
MHz, CDCls) 8: 7.74 (t, J=1.8 Hz, 1H), 7.64 (dt, J=7.7,
1.3 Hz, 1H), 7.36 (d, J=9.1 Hz, 1H), 7.23 (d, J=5.2 Hz,
1H), 7.10~7.05 (m, 2H), 6.66 (t, J=7.3 Hz, 1H), 6.57~
6.52 (m, 2H), 4.45 (s, 1H), 1.76 (q, J=4.2 Hz, 2H), 1.22
(q, J=4.2 Hz, 2H); *C NMR (100 MHz, CDCL) o:
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202.89, 146.3, 139.2, 134.2, 131.8, 129.5, 129.3, 128.1,
126.1, 118.5, 113.0, 43.2, 19.6; IR (KBr) v: 3401, 1672,
1603, 1504, 1322, 1197, 750, 694 cm '; HRMS (ESI)
caled for C;sH;sCINO [M + H] © 272.0837, found
272.0838.

4'- = 5 I DR [1-(COR JE i 36 ) BF 747 65 1 9 B (31):
109.7 mg, ¥R HE AR, 773 93%. mp. 71~72 C; 'H
NMR (400 MHz, CDCL3) 6: 7.87 (d, J=7.8 Hz, 2H), 7.60
(d, J=7.9 Hz, 2H), 7.11 (t, J=17.5 Hz, 2H), 6.70 (t, J=6.9
Hz, 1H), 6.57 (d, J=8.4 Hz, 2H), 4.47 (s, 1H), 1.84 (q, J=
4.0 Hz, 2H), 1.29 (q, J=4.0 Hz, 2H); '*C NMR (100 MHz,
CDCl3) 6: 203.9, 146.2, 140.9, 129.3, 128.2, 125.2 (q, J=
2.8 Hz), 118.6, 113.0, 43.4, 20.1; IR (KBr) v: 3378, 1691,
1603, 1326, 1169, 1129, 1067, 1017, 750, 694 cm '
HRMS (ESI) caled for Ci;H;sF;NO [M~+H]" 306.1100,
found 306.1100.

2R FE[1-COR I R PR B FH A (3g): 116.1 mg,
WG EK, P73 91%. m.p. 58~59 C; 'H NMR (400
MHz, CDCly) §: 7.38~7.30 (m, 2H), 7.04 (td, J=8.4, 2.1
Hz, 4H), 6.63 (t, J=7.3 Hz, 1H), 6.55~6.49 (m, 2H), 4.82
(s, 1H), 1.85 (q, J=4.2 Hz, 2H), 1.31 (q, J=4.1 Hz, 2H);
3C NMR (100 MHz, CDCl3) d: 204.4 (d, J=3.6 Hz),
159.5 (d, J=246.3 Hz), 146.8, 132.8 (d, /=8.4 Hz), 129.9
(d, J=3.7 Hz), 129.1, 127.3 (d, J=16.6 Hz), 124.6 (d, J=
3.1 Hz), 118.1, 115.4 (d, J=22.6 Hz), 112.6, 44.6, 20.7; IR
(KBr) v: 3406, 1680, 1604, 1504, 1310, 1191, 979, 752,
695 cm '; HRMS (ESI) calcd for Ci¢H;sFNO [M+H]"
256.1132, found 256.1133.

A= P R (1O B Ji 2 ) R 7 25 ] Y R (301
113.6 mg, ki AR, P& 85%. mp. 129~130 C
(Lit.¥1 129~130 ‘C); 'H NMR (400 MHz, CDCl) o:
7.94~7.88 (m, 2H), 7.10 (dd, J=8.6, 7.3 Hz, 2H), 6.86~
6.81 (m, 2H), 6.67 (tt, J=7.3, 1.1 Hz, 1H), 6.61 (dd, J=
8.7, 1.1 Hz, 2H), 4.52 (s, 1H), 3.80 (s, 3H), 1.74 (q, J=4.2
Hz, 2H), 1.17 (g, J=4.2 Hz, 2H); IR (KBr) v: 3389, 3054,
2932, 1651, 1600, 1511, 1433, 1316, 1265, 1169, 1026,
977, 840, 745, 691 cm '; HRMS (ESI) caled for
Ci7H;sNO, [M+ H]" 268.1332, found 268.1336.

3'- PSR B DR [ 1-COR Tk e 6 ) A 7 6 1 L (31): 93.5
mg, RO EA, 775 70%. mp. 71~72 C; 'H NMR
(400 MHz, CDCL3) d: 7.43 (d, J=17.6 Hz, 1H), 7.29 (dd,
J=17.9, 1.9 Hz, 2H), 7.16~7.09 (m, 2H), 6.99 (dd, J=8.5,
3.0 Hz, 1H), 6.70 (t, J=7.3 Hz, 1H), 6.63 (d, J=7.7 Hz,
2H), 4.59 (s, 1H), 3.74 (s, 3H), 1.79 (q, J=4.2 Hz, 2H),
1.25 (q, J=4.2 Hz, 2H); *C NMR (100 MHz, CDCl;) §:
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203.8, 159.4, 146.6, 138.9, 129.2, 120.4, 118.3, 118.0,
113.2, 113.0, 55.3, 43.0, 19.2; IR (KBr) v: 3400, 3014,
2836, 1671, 1602, 1504, 1322, 1252, 1034, 746, 695 cm " !;
HRMS (ESI) caled for C7HisNO, [M—+H]" 268.1332,
found 268.1331.

4'- L DR T [ 1-(OR Jk Ji 216 ) 24 P4 5 1 R (3): 100.5
mg, REEAEA, 773 80%. m.p. 68~69 C; 'H NMR
(400 MHz, CDCL3) 0: 7.84~7.63 (m, 2H), 7.15 (d, J=7.9
Hz, 2H), 7.10 (dd, J=8.6, 7.2 Hz, 2H), 6.68 (t, J=7.3 Hz,
1H), 6.60 (d, J=8.6 Hz, 2H), 4.55 (s, 1H), 2.34 (s, 3H),
1.76 (q, J=42 Hz, 2H), 1.21 (q, J=4.2 Hz, 2H); 1*C
NMR (100 MHz, CDCl;) d: 203.1, 146.6, 142.6, 134.7,
129.1, 128.9, 128.3, 118.2, 113.1, 42.9, 21.6, 18.8; IR
(KBr) v: 3389, 2961, 2924, 1668, 1604, 1501, 1315, 1178,
754, 694 cm”'; HRMS (ESI) caled for Ci7H;sNO [M+H]"
252.1383, found 252.1385.

2'-ZEHE[1-(OR : Jig 36 ) B T4 26 ) H I (3k): 127.8 mg,
WA, P73 89%. m.p. 79~80 C; 'H NMR (400
MHz, CDCl;) d: 8.39 (s, 1H), 7.86 (dd, J=8.5, 1.8 Hz,
2H), 7.83~7.79 (m, 2H), 7.52 (dddd, J=17.8, 8.2, 6.9, 1.4
Hz, 2H), 7.08 (dd, J=8.6, 7.3 Hz, 2H), 6.69~6.59 (m,
3H), 4.61 (s, 1H), 1.85 (q, J=4.2 Hz, 2H), 1.29 (q, J=4.2
Hz, 2H); 3C NMR (100 MHz, CDCls) &: 203.7, 146.5,
134.9, 134.8, 132.4, 129.3, 129.2, 129.1, 127.9, 127.7,
126.6, 124.5, 118.3, 113.1, 43.1, 19.1; IR (KBr) v: 3391,
2924, 1770, 1669, 1602, 1241, 913, 741 cm '; HRMS
(ESI) caled for CyH;sNO [M+H]" 288.1383, found
288.1383.

{1-[(3"- FY R R 05 ) i A 1 9 A 5 2R L A (31): 106.8
mg, RHEOEE, 7% 85%. mp. 59~60 C; 'H NMR
(400 MHz, CDCls) d: 7.81~7.76 (m, 2H), 7.42 (t, J=7.4
Hz, 1H), 7.33 (t, J=7.5 Hz, 2H), 6.97 (td, J=7.3, 1.5 Hz,
1H), 6.49 (d, J=6.9 Hz, 1H), 6.40 (d, J=6.7 Hz, 2H), 4.46
(s, 1H), 2.20 (s, 3H), 1.76 (q, J=4.2 Hz, 2H), 1.21 (q, J=
4.2 Hz, 2H); 3C NMR (100 MHz, CDCl3) 6: 204.0, 146.6,
139.0, 137.6, 131.8, 129.0, 128.2, 128.0, 119.2, 113.9,
110.3, 43.0, 21.6, 19.1; IR (KBr) v: 3398, 2921, 1668,
1606, 1509, 1489, 1336, 1203, 978, 771, 714, 693 cm !;
HRMS (ESI) caled for Ci7H;sNO [M+ H] ' 252.1383,
found 252.1382.

{1-[(2"- F B 2 JE )i 1A 7R 356 ) 2R L (3m)13): 87.9
mg, R OEAK, 2R 70%. mp. 82~83 C (Lit."™
82~83 ‘C); 'H NMR (400 MHz, CDCls) d: 7.79~7.74
(m, 2H), 7.45~7.40 (m, 1H), 7.34 (t, J=8.0 Hz, 2H), 7.05
(t, J=7.8 Hz, 1H), 6.93 (d, J=7.2 Hz, 1H), 6.80 (d, J=8.0
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Hz, 1H), 6.63 (t, J=7.4 Hz, 1H), 4.46 (s, 1H), 1.99 (s, 3H),
1.81 (q, J=4.1 Hz, 2H), 1.27 (q, J=4.1 Hz, 2H); IR (KBr)
v: 3419, 3056, 2928, 1682, 1599, 1503, 1441, 1298, 1197,
974, 751, 703 c¢m™!'; HRMS (ESI) calcd for C7H;sNO
[M-+H]" 252.1383, found 252.1386.

{1-[(4"- = 9 H 28 O 5 ) Ji 6 1 0 T B ) R T (3m):
140.4 mg, RHEH G, P73 92%. mp. 81—~82 C; 'H
NMR (400 MHz, CDCls) d: 7.79~7.74 (m, 2H), 7.48~
7.43 (m, 1H), 7.39~7.29 (m, 4H), 6.62 (d, J=8.5 Hz,
2H), 4.84 (s, 1H), 1.82 (q, J=4.3 Hz, 2H), 1.25 (q, J=4.2
Hz, 2H); 3C NMR (100 MHz, CDCls) 6: 202.9, 149.2,
137.2, 132.1, 128.3, 127.9, 126.5 (q, J=3.8 Hz), 112.5,
42.8, 18.9; IR (KBr) v: 3389, 1667, 1617, 1324, 1264,
1161, 1066, 837, 764, 611, 512 cm™'; HRMS (ESI) calcd
for C,7H4F3NO [M+H]" 305.1027, found 305.1027.

{1-[(4"- R TR BRI T 2 ) R R (30): 139.1 mg,
WA, 3 88%. m.p. 71~72 ‘C; 'H NMR (400
MHz, CDCl3) d: 7.79~7.71 (m, 2H), 7.48~7.41 (m, 1H),
7.35 (dd, J=8.2, 6.8 Hz, 2H), 7.18~7.12 (m, 2H), 6.49~
6.43 (m, 2H), 4.56 (s, 1H), 1.77 (q, J=4.3 Hz, 2H), 1.21
(q, J=4.2 Hz, 2H); '3C NMR (100 MHz, CDCl;) §: 203.5,
145.5, 137.3, 132.0, 131.9, 128.3, 127.9, 114.7, 110.1,
43.0, 18.9; IR (KBr) v: 3395, 2959, 2924, 1673, 1596,
1503, 1456, 1316, 1201, 1021, 978, 744, 715 cm ™ '; HRMS
(ESI) caled for Ci¢H;sBrNO [M~+H]" 316.0332, found
316.0334.

{1-[(2"-TR R JE ) Jlg B 1A T 2k ) R FE i (3p) 3 142.2
mg, AMEE, F2Z 90%. mp. 79~80 C (Lit.["] 79~
80 C); '"H NMR (400 MHz, CDCls): ¢ 7.81 (d, J=7.0 Hz,
2H), 7.43 (t, J=7.4 Hz, 1H), 7.35 (dd, J=8.2, 6.7 Hz,
2H), 7.29 (dd, J=7.9, 1.5 Hz, 1H), 7.12~7.05 (m, 1H),
6.80 (dd, J=8.1, 1.5 Hz, 1H), 6.53 (td, J=7.6, 1.5 Hz,
1H), 5.25 (s, 1H), 1.83 (q, J=4.1 Hz, 2H), 1.29 (q, J=3.9
Hz, 2H); IR (KBr) v: 3395, 2959, 2924, 1673, 1596, 1503,
1456, 1316, 1201, 1021, 978, 744, 715 cm™'; HRMS (ESI)
caled for CiH;sBrNO [M + H] © 316.0332, found
316.0332.

{1-[(4"- S e BE 1A T 4k} 2K BE A (3q): 114.8 mg,
WA, P23 90%. m.p. 74~75 ‘C; 'H NMR (400
MHz, CDCLs) d: 7.77 (d, J=8.4 Hz, 2H), 7.46~7.42 (m,
1H), 7.38~7.32 (m, 2H), 6.82~6.75 (m, 2H), 6.54~6.44
(m, 2H), 4.47 (s, 1H), 1.76 (q, J=4.2 Hz, 2H), 1.21 (t, J=
3.2 Hz, 2H); '*C NMR (100 MHz, CDCl3) §: 204.0, 156.2
(d, J=234.5 Hz), 142.8, 137.5, 131.9, 128.2, 127.8, 115.6
(d, J=22.1 Hz), 113.8 (d, J=7.4 Hz), 43.4, 18.7; IR (KBr)
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v: 3394, 1670, 1510, 1333, 1220, 979, 823, 715, 692, 510
cm '; HRMS (ESI) caled for Ci;¢H;sFNO [M+H] "
256.1132, found 256.1133.

IR BE[1-(EIR-5-JE i ) A T 6 R R (3r): 116.6 mg,
WHEOEE, P7F 81%. mp. 131~132 C; 'H NMR
(400 MHz, CDCls) &: 7.87~7.80 (m, 2H), 7.74~7.70 (m,
1H), 7.68~7.61 (m, 1H), 7.42~7.34 (m, 2H), 7.34~7.29
(m, 1H), 7.29~7.22 (m, 3H), 7.19 (d, J=8.1 Hz, 1H),
6.80 (dd, J=7.5, 1.1 Hz, 1H), 5.29 (s, 1H), 1.87 (q, J=4.3
Hz, 2H), 1.32 (q, J=4.2 Hz, 2H); C NMR (101 MHz,
CDCls) 6: 204.2, 141.7, 137.4, 134.2, 132.0, 128.7, 128.2,
127.9, 126.5, 125.7, 124.8, 1229, 119.4, 118.4, 106.4,
432, 19.1; IR (KBr) v: 3434, 3068, 2920, 1654, 1577,
1407, 1326, 1202, 1174, 973, 850, 770, 713 cm '; HRMS
(ESI) caled for CioH7N,O [M+H]" 288.1381, found
288.1381.

5-[(1-4 FP gk 5 2 T 68 ) frig 6 1 O Ik R -2- TR R 2 s
(3s): 151.9 mg, K A E, 2% 87%. mp. 128~
129 “C; 'H NMR (400 MHz, CDCls) &: 7.83~7.75 (m,
2H), 7.41~7.26 (m, 4H), 7.23 (d, J=8.9 Hz, 1H), 6.80 (d,
J=2.4 Hz, 1H), 6.65 (dd, J=8.9, 2.4 Hz, 1H), 4.77 (s,
1H), 4.38 (q, J=7.1 Hz, 2H), 1.77 (t, J=3.7 Hz, 2H), 1.37
(t, J=7.2 Hz, 3H), 1.24 (q, J=4.2 Hz, 2H); '*C NMR (101
MHz, CDCl;) 0: 204.1, 159.7, 150.1, 145.8, 143.5, 137.4,
132.0, 1282, 127.9, 127.7, 116.1, 113.7, 112.7, 103.3,
61.4,43.4,18.7, 14.3; IR (KBr) v: 3396, 1715, 1671, 1622,
1562, 1508, 1446, 1392, 1371, 1321, 1299, 1220, 1159,
1099, 1016, 978, 950, 846, 805, 734, 715, 692 cm !;
HRMS (ESI) caled for CyHaoNO, [M-+H]" 350.1385,
found 350.1385.

2-[2-(FRAI 3 ) 2, FE ] S5 s ek b - 1- T (3¢t"): 85.59 mg,
HOBHAKR, 772 54%. 'H NMR (400 MHz, CDCls) 6:
7.83 (d, J=7.5 Hz, 1H), 7.59~7.36 (m, 5H), 7.23 (q, J=
8.0, 6.7 Hz, 3H), 4.42 (s, 2H), 3.90 (t, J=7.1 Hz, 2H), 3.19
(t, J=7.1 Hz, 2H); 3C NMR (101 MHz, CDCLs) 6: 168.6,
1412, 132.7, 132.7, 131.3, 129.2, 129.1, 128.0, 127.2,
123.7, 122.7, 50.6, 43.0, 25.6; IR (KBr) v: 3058, 1684,
1650, 1595, 1453, 1410, 1301, 1235, 1178, 960,737, 692
cm '; HRMS (ESI) caled for C;sH;sNOSe [M+H]"
318.0392, found 318.0399.

{1-[ BRI e R TR TR 25 ) R i (3u): 87.89 mg,
REEIUA, 725 70%. '"H NMR (400 MHz, CDCl3) o:
7.65~7.13 (m, 8H), 6.72 (dd, J=8.0, 4.6 Hz, 2H), 2.90 (d,
J=4.5 Hz, 3H), 1.94 (s, 2H), 1.34 (s, 2H); 3C NMR (101
MHz, CDCls) 6: 206.6, 148.1, 139.2, 131.3, 129.0, 128.1,
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127.4, 117.3, 113.1, 51.5, 37.9, 24.1; IR (KBr) v: 3061,
2925, 1670, 1599, 1504, 1358, 1290, 1196, 1042, 988, 750,
695 cm '; HRMS (ESI) caled for C7H;sNO [M—+H]"
252.1382, found 252.1382.

N-FE 258 AR-N2- 2K i (3u"): 14.34 mg, %
TR, 7% 12%. 'TH NMR (400 MHz, CDCl;) d: 7.89
(d, J=17.6 Hz, 2H), 7.60 (q, J=7.3 Hz, 1H), 7.52~7.44
(m, 3H), 7.27 (q, J=7.9, 7.0 Hz, 3H), 7.20~7.13 (m, 2H),
3.53 (d, J=1.4 Hz, 3H); 3C NMR (101 MHz, CDCl;) ¢:
190.8, 167.1, 141.2, 1343, 133.6, 129.5, 129.4, 128.8,
128.1, 126.8, 36.2; IR (KBr) v: 3058, 1684, 1595, 1453,
1301, 1235, 1178, 1127, 960, 737, 750, 692, 662 cm ';
HRMS (ESI) caled for C;sH;3NO, [M+H]" 240.1016,
found 240.1016.

1'- Z B 8 (A 79 Je-1,2'- — & M1 W )-3"- 1 (3v): 80.4
mg, WEOEE, PR 81%. mp. 153~154 C; 'H
NMR (400 MHz, CDCl:) 6: 7.79 (d, J=7.7 Hz, 1H), 7.63
(d, J=4.5 Hz, 2H), 7.25~7.18 (m, 1H), 2.50 (d, J=2.3
Hz, 3H), 2.44 (q, J=4.0 Hz, 2H), 1.42 (q, J=3.8 Hz, 2H);
13C NMR (101 MHz, CDCL3) d: 196.9, 167.8, 151.5, 135.7,
124.1, 123.9, 123.6, 116.1, 53.3, 27.1, 16.9; IR (KBr) v:
1704, 1699, 16095, 11583, 1468, 1379, 1322, 1219, 1049,
975, 690, 601 cm™'; HRMS (ESI) caled for Ci,H;NO,
[M+H]" 202.0866, found 202.0866.

(I-ZRE IR ) R EE B (3w): 95.31 mg, RFH
A, 723 80%. m.p. 68~69 ‘C; 'H NMR (400 MHz,
CDCLy) 0: 8.11 (ddd, J=9.2, 3.4, 1.6 Hz, 2H), 7.49~7.42
(m, 1H), 7.37 (dd, J=8.3, 6.8 Hz, 2H), 7.17 (dd, J=8.8,
7.2 Hz, 2H), 6.93~6.84 (m, 3H), 1.81~1.75 (m, 2H),
1.45~1.38 (m, 2H); 3C NMR (101 MHz, CDCl) o
200.8, 157.5, 135.9, 132.9, 129.5, 129.2, 128.2, 121.5,
115.4, 65.7, 17.3; IR (KBr) v: 3065, 1676, 1600, 1493,
1448, 1331, 1255, 1224, 1201, 1178, 1027, 1002, 993, 970,
903, 847, 790, 753, 711, 690, 623, 602 cm'; HRMS (ESI)
caled for CisH;50, [M+H]™ 239.1065, found 239.1065.

IRBL[2- TR FE -1 - (R Bl 225 ) B P 2 1 R 8 (3x): 79.91
mg, AMEE, P25 51%. mp. 140~141 C; 'H NMR
(400 MHz, CDCls) 8: 7.76~7.64 (m, 2H), 7.39~7.27 (m,
6H), 7.20 (dd, J=6.5, 2.6 Hz, 3H), 7.09~7.00 (m, 2H),
6.64 (t, J=7.3 Hz, 1H), 6.49~6.40 (m, 2H), 3.74 (s, 1H),
291 (dd, J=9.5, 7.8 Hz, 1H), 2.62 (dd, J=9.5, 5.2 Hz,
1H), 1.46 (dd, J=7.8, 5.2 Hz, 1H); 3C NMR (101 MHz,
CDCly) d: 203.3, 146.7, 137.1, 134.3, 132.0, 129.2, 129.0,
128.8, 128.4, 128.2, 127.7, 118.3, 113.3, 48.5, 38.2, 20.0;
IR (KBr) v: 3335, 3060, 2925, 1667, 1600, 1499, 1445,
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1317, 1267, 1177, 1072, 977, 752, 694 cm™'; HRMS (ESI)
caled for CoHaoNO [M+H]" 314.1539, found 314.1539.

(Z)-2-F J-4- S AR-4- 2R B -3-CR R e Jik ) T -2- W 2
BE(3y"): 11.13 mg, R EAHIE, 2 9%. 'H NMR (600
MHz, CDCls) 6: 10.63 (s, 1H), 7.94 (d, J=7.8 Hz, 2H),
7.52 (t, J=7.4 Hz, 1H), 7.39 (t, J=7.6 Hz, 2H), 7.06 (t,
J=17.7 Hz, 2H), 6.88 (dd, J/=7.9, 4.5 Hz, 3H), 4.26 (q, J=
7.2 Hz, 2H), 1.68 (s, 3H), 1.34 (t, J=7.1 Hz, 3H); BC
NMR (151 MHz, CDCl3) d: 193.9, 170.9, 152.5, 139.8,
135.4, 1342, 129.3, 129.1, 128.9, 123.7, 121.7, 94.1, 60.1,
14.5, 12.9; IR (KBr) v: 3230, 2980, 2930, 1678, 1665,
1595, 1500, 1450, 1258, 1175, 756, 694, 571, 518 cm ';
HRMS (ESI) caled for C19HyNO; [M+H]" 310.1434,
found 310.1434.

1- R B 28 S e R (5): 73.31 mg, M [E {4, ;=%
85%. m.p. 106~107 ‘C; 'H NMR (400 MHz, CDCls) 4t
8.36 (d, J=8.5 Hz, 1H), 8.22 (ddd, J=12.9, 8.4, 1.2 Hz,
3H), 8.11 (d, J=8.5 Hz, 1H), 7.97~7.87 (m, 1H), 7.79
(ddd, J=8.4, 6.9, 1.5 Hz, 1H), 7.73~7.57 (m, 2H), 7.52
(dd, J=8.3, 7.1 Hz, 2H); '3C NMR (101 MHz, CDCl;) :
193.9, 154.7, 146.8, 137.1, 136.2, 133.1, 131.5, 130.6,
130.1, 128.9, 128.5, 128.2, 127.7, 120.8; IR (KBr) v: 1658,
1592, 1441, 1381, 1168, 849, 783, 754 cm™'; HRMS (ESI)
caled for CisH12NO [M+H]" 234.0913, found 234.0913.

¥ Bh# &L (Supporting Information) & =4 2b, 2e,
3a~3y', 5 i) '"H NMR. 3C NMR i, ixseptplar b
2 AR T W 35 (http://sioc-journal.cn/) | N %K.

References

[1]1 (a) Liu, H.-W.; Walsh, C. T. The Chemistry of the Cyclopropyl
Group, Ed.: Rappoport, Z., John Wiley & Sons Ltd., New York,
1987.

(b) Wessjohann, L. A.; Brandt, W. Chem. Rev. 2003, 103, 1625.
[2] Wan, L.-Z.; Wang, H. Chemistry (Huaxue Tongbao) 2019, 82, 963
(in Chinese).
(JiRT, Ths, /FiE 4R, 2019, 82, 963.)
[3] (a) Reissig, H. U.; Zimmer, R. Chem. Rev. 2003, 103, 1151.
(b) Gnad, F.; Reiser, O. Chem. Rev. 2003, 103, 1603.
(c) Cohen, Y.; Cohen, A.; Marek, I. Chem. Rev. 2021, 121, 140.
(d) Ebner, C.; Carreira, E. M. Chem. Rev. 2017, 117, 11651.
(e) Pirenne, V.; Muriel, B.; Waser, J. Chem. Rev. 2021, 121, 227.

[4] (a) Barone, V.; Fraternali, F.; Cristinziano, P. L.; Lelj, F.; Rosa, A.
Biopolymers 1988, 27, 1673.

(b) Benedetti, E.; Di Blasio, B.; Pavone, V.; Pedone, C.; Santini, A.;
Crisma, M.; Valle, G.; Toniolo, C. Biopolymers 1989, 28, 175.

(c) Toniolo, C. Int. J. Pept. Protein Res. 1990, 35, 287.

(d) Burgess, K.; Ke, C. Y. J. Pept. Res. 1997, 49, 201.

[5] (a) Burgess, K.; Li, W.; Lim, D.; Moye-Sherman, D. Biopolymers
1997, 42, 439.

(b) Martin, S. F.; Dwyer, M. P.; Hartmann, B.; Knight, K. S. J. Org.
Chem. 2000, 65, 1305
(c¢) Davidson, J. P.; Lubman, O.; Rose, T.; Waksman, G.; Martin, S.

1768

http://sioc-journal.cn/

(6]

[10]
[11]

[12]

[13]

[14]

[15]

[16]

[17]

[18]

[19]
[20]

(21]

© 2022 Chinese Chemical Society & SIOC, CAS

F.J. Am. Chem. Soc. 2002, 124, 205.

(a) Ner, S. K.; Suckling, C. J.; Bell, A. R.; Wrigglesworth, R. Chem.
Commun. 1987, 480.

(b) Kemp, A.; Tedford, C.; Suckling, C. J. Bioorg. Med. Chem. Lett.
1991, 7, 557.

(c) Hilier, M. C.; Davidson, J. P.; Martin, S. F. J. Org. Chem. 2001,
66, 1657.

Andrew, M.; Dominique, G. Nat. Prod. Res. 2005, 19, 639.

Talele, T. T. J. Med. Chem. 2016, 59, 8712.

(a) Han, W.; Hu, Z.; Jiang, X.; Wasserman, Z. R.; Decicco, C. P.
Bioorg. Med. Chem. Lett. 2003, 13, 1111.

(b) Lamarre, D.; Anderson, P. C.; Bailey, M.; Beaulieu, P.; Bolger,
G.; Bonneau, P.; Bos, M.; Cameron, D. R.; Cariter, M.; Cord-
ingley, M. G.; Faucher, A.-M.; Goudreau, N.; Kawai, S. H.; Kukolj,
G.; Lagace, L.; Laplante, S. R.; Narjes, H.; Poupart, M.-A.; Ran-
court, J.; Sentjens, R. E.; St George, R.; Simoneau, B.; Steinmann,
G.; Thiebeault, D.; Tsantrizos, Y. S.; Weldon, S. M.; Yong, C.-L.;
Llinas-Brunet, M. Nature 2003, 426, 186.

Kawada, M.; Kawano, Y.; Sugihara, H.; Takei, S.; Imada, 1. Chem.
Pharm. Bull. 1981, 29, 1900.

Brotherton, C. A.; Wilson, M.; Byrd, G.; Balskus, E. P. Org. Lett.
2015, 17, 1545.

Serusi, L.; Soddu, F.; Cuccu, F.; Peretti, G.; Luridiana, A.; Secci, F.;
Caboni, P.; Aitken, D. J.; Frongia, A. Adv. Synth. Catal. 2020, 362,
4159.

Mao, Z.-J.; Qu, H.-J.; Zhao, Y.-Y.; Lin.X.-F. Chem. Commun. 2012,
48,9927.

Wirth, T. Organoselenium Chemistry (Synthesis and Reactions),
Wiley-VCH Verlag GmbH & Co. KGaA, Weinheim, 2012, pp.
204~211.

(a) Tang, E; Wang, W. L.; Zhao, Y. J.; Zhang, M.; Dai, X. Org. Lett.
2016, 18, 176.

(b) Tang, E; Zhao, Y. J.; Li, W.; Wang, W. L.; Zhang, M.; Dai, X.
Org. Lett. 2016, 18, 912.

(c) Tang, E; Zhao, Y. J.; Zhang, M.; Dai, X.; Wang, W. L. Heterocy-
cles 2016, 92, 708.

(d) Sun, Q.; Liao, M. H.; Zhao, Y.; Li, Y. X.; Liu, S. S.; Mao, D. S.;
Tang, E. Heterocycles 2019, 98, 1563.

(e) Liao, M. H.; Zhang, M.; Hu, D. H.; Zhang, R. H.; Zhao, Y.; Liu,
S. S.; Li, Y. X.; Xiao, W. L.; Tang, E Org. Biomol. Chem. 2020, 18,
3941.

(a) Tang, Y.; Ye, S.; Sun, X.-L. Synlett 2005, 2720.

(b) Maryanoff, B. E.; Reitz, A. B. Chem. Rev. 1989, 89, 863.

(c) Boutagy, J.; Thomas, R. Chem. Rev. 1974, 74, 87.

(d) Aggarwal, V. K.; Winn, C. L. Acc. Chem. Res. 2004, 37, 611.
Watanabe, S.-I.; Kusumoto, T.; Yoshida, C.; Kataoka, T. Chem.
Commun. 2001, 839.

(a) Borzecka, W.; Lavandera, .; Gotor, V. J. Org. Chem. 2013, 78,
7312.

(b) Pal, M.; Swamy, N. K.; Hameed, P. S.; Padakanti, S.; Yeleswa-
rapu, K. R. Tetrahedron 2004, 60, 3987.

Watanabe, Y.; Ueno, Y.; Toru, T. Bull. Chem. Soc. Jpn. 1993, 66,
2042.

Gilbert, B. B.; Eey, S. T.-C.; Ryabchuk, P.; Garry, O.; Denmark, S.
E. Tetrahedron 2019, 75, 4086.

(a) Mato, M.; Franchino, A.; Garcia-Morales, C.; Echavarren, A. M.
Chem. Rev. 2021, 121, 8613.

(b) Gao, J.-S.; Bian, Q.-H.; Guo, H.-C. Chin. J. Org. Chem. 2007,
27,438 (in Chinese).

(M, WRTE, A, AAULE, 2007, 27, 438.)

(c) Liang, J.; Ma, H.-F.; Ablajan, K. Chin. J. Org. Chem. 2019, 39,
3169 (in Chinese).

CBA, B277, FIAGRITT LKA, A AAbE, 2019, 39,3169.)
(d) Wang, M.; Chen, J.; Wu, X.-Y.; Deng, H.-M.; Zhang, H.; Shao,
M.; Cao, W.-G. Chin. J. Org. Chem. 2009, 29, 1611 (in Chinese).
(A, BRA, R/ANAR, Mty i, Ak, W IE, A,
2009, 29, 1611.)

(e) Su, G-F,; Pan, C.-X.; Mou, H.-T.; Zeng, L.-M.; Yu, K.-B. Acta

Chin. J. Org. Chem. 2022, 42, 1759~1769



Chinese Journal of Organic Chemistry

Chin. J. Org. Chem. 2022, 42, 1759~1769

Chim. Sinica 2004, 62, 1941 (in Chinese).

(FEER, WRCE, BV, GEMg, HOITIL, 163 F3R, 2004,
62,1941.)

(f) Shi, Z.-J.; Liu, M.; Liang, C. Chin. J. Synth. Chem. 2008, 16,
546 (in Chinese).

OB 1%, XUME, Jo6, &AL, 2008, 16, 546.)

(g) Li, X.-D.; Fan, X.-E.; Zhang, G-Y.; Chen, Q.-H. Chemistry
(Huaxue Tongbao) 2005, 68, 209 (in Chinese).

(FEWRA, Tk, JKEEDE, BRIRME, 152i@3R, 2005, 68, 209.)
(h) Gao, T.-Y.; Shi, Z.-J.; Cao, W.-G;; Deng, H.-M. Chin. J. Synth.
Chem. 2009, 17, 566 (in Chinese).

(MRz, HER, #EE, ZFME, K4E, &RI4F, 2009,
17,566.)

(i) Zhang, X.-L.; Huang, H.-H.; Chen, Q.-H. Chin. J. Org. Chem.
2002, 22, 411 (in Chinese).

[22]
[23]
[24]
[25]

[26]

© 2022 Chinese Chemical Society & SIOC, CAS

(TRRERR, UL, BRI, AAULE, 2002, 22,411)

(j) Jin, W.-B.; Yuan, H.; Tang, G.-L. Chin. J. Org. Chem. 2018, 38,
2324 (in Chinese).

(&L, R, BT, AAULE, 2018, 38, 2324.)

Luan, B.; Catalina, S.; Lorenzo, T.; Marcello, T. Tetrahedron:
Asymmetry 2009, 20, 1506.

Watanabe, Y.; Ueno, Y.; Toru, T. Bull. Chem. Soc. Jpn. 1993, 66,
2042.

Francesca, G. N.; Bonifacio, M.; Eder, J. L.; Paul, E.; Claudio, S.
Molecules 2020, 25, 2018.

Guo, S.-Q.; Zhang, N.-N.; Tang, X.-Z.; Mao, Z.-F.; Zhang, X.-J;
Yan, M.; Xuan, Y.-N. Chin. Chem. Lett. 2019, 30, 406.

Mao, Z.-J.; Qu, H.-J.; Zhao, Y.-Y.; Lin, X.-F. Chem. Commun.
2012, 48, 9927.

(Cheng, F.)

1769

http://sioc-journal.cn/




<<
  /ASCII85EncodePages false
  /AllowTransparency false
  /AutoPositionEPSFiles true
  /AutoRotatePages /None
  /Binding /Left
  /CalGrayProfile (Dot Gain 20%)
  /CalRGBProfile (sRGB IEC61966-2.1)
  /CalCMYKProfile (U.S. Web Coated \050SWOP\051 v2)
  /sRGBProfile (sRGB IEC61966-2.1)
  /CannotEmbedFontPolicy /Error
  /CompatibilityLevel 1.4
  /CompressObjects /Tags
  /CompressPages true
  /ConvertImagesToIndexed true
  /PassThroughJPEGImages true
  /CreateJobTicket false
  /DefaultRenderingIntent /Default
  /DetectBlends true
  /DetectCurves 0.0000
  /ColorConversionStrategy /CMYK
  /DoThumbnails false
  /EmbedAllFonts true
  /EmbedOpenType false
  /ParseICCProfilesInComments true
  /EmbedJobOptions true
  /DSCReportingLevel 0
  /EmitDSCWarnings false
  /EndPage -1
  /ImageMemory 1048576
  /LockDistillerParams false
  /MaxSubsetPct 100
  /Optimize true
  /OPM 1
  /ParseDSCComments true
  /ParseDSCCommentsForDocInfo true
  /PreserveCopyPage true
  /PreserveDICMYKValues true
  /PreserveEPSInfo true
  /PreserveFlatness true
  /PreserveHalftoneInfo false
  /PreserveOPIComments true
  /PreserveOverprintSettings true
  /StartPage 1
  /SubsetFonts true
  /TransferFunctionInfo /Apply
  /UCRandBGInfo /Preserve
  /UsePrologue false
  /ColorSettingsFile ()
  /AlwaysEmbed [ true
  ]
  /NeverEmbed [ true
  ]
  /AntiAliasColorImages false
  /CropColorImages true
  /ColorImageMinResolution 300
  /ColorImageMinResolutionPolicy /OK
  /DownsampleColorImages true
  /ColorImageDownsampleType /Bicubic
  /ColorImageResolution 600
  /ColorImageDepth -1
  /ColorImageMinDownsampleDepth 1
  /ColorImageDownsampleThreshold 1.50000
  /EncodeColorImages true
  /ColorImageFilter /DCTEncode
  /AutoFilterColorImages true
  /ColorImageAutoFilterStrategy /JPEG
  /ColorACSImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /ColorImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /JPEG2000ColorACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000ColorImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasGrayImages false
  /CropGrayImages true
  /GrayImageMinResolution 300
  /GrayImageMinResolutionPolicy /OK
  /DownsampleGrayImages true
  /GrayImageDownsampleType /Bicubic
  /GrayImageResolution 600
  /GrayImageDepth -1
  /GrayImageMinDownsampleDepth 2
  /GrayImageDownsampleThreshold 1.50000
  /EncodeGrayImages true
  /GrayImageFilter /DCTEncode
  /AutoFilterGrayImages true
  /GrayImageAutoFilterStrategy /JPEG
  /GrayACSImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /GrayImageDict <<
    /QFactor 0.15
    /HSamples [1 1 1 1] /VSamples [1 1 1 1]
  >>
  /JPEG2000GrayACSImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /JPEG2000GrayImageDict <<
    /TileWidth 256
    /TileHeight 256
    /Quality 30
  >>
  /AntiAliasMonoImages false
  /CropMonoImages true
  /MonoImageMinResolution 1200
  /MonoImageMinResolutionPolicy /OK
  /DownsampleMonoImages true
  /MonoImageDownsampleType /Bicubic
  /MonoImageResolution 1200
  /MonoImageDepth -1
  /MonoImageDownsampleThreshold 1.50000
  /EncodeMonoImages true
  /MonoImageFilter /CCITTFaxEncode
  /MonoImageDict <<
    /K -1
  >>
  /AllowPSXObjects false
  /CheckCompliance [
    /None
  ]
  /PDFX1aCheck false
  /PDFX3Check false
  /PDFXCompliantPDFOnly false
  /PDFXNoTrimBoxError true
  /PDFXTrimBoxToMediaBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXSetBleedBoxToMediaBox true
  /PDFXBleedBoxToTrimBoxOffset [
    0.00000
    0.00000
    0.00000
    0.00000
  ]
  /PDFXOutputIntentProfile ()
  /PDFXOutputConditionIdentifier ()
  /PDFXOutputCondition ()
  /PDFXRegistryName ()
  /PDFXTrapped /False

  /CreateJDFFile false
  /Description <<

    /BGR <>
    /CHT <FEFF4f7f752890194e9b8a2d7f6e5efa7acb7684002000410064006f006200650020005000440046002065874ef69069752865bc9ad854c18cea76845370524d5370523786557406300260a853ef4ee54f7f75280020004100630072006f0062006100740020548c002000410064006f00620065002000520065006100640065007200200035002e003000204ee553ca66f49ad87248672c4f86958b555f5df25efa7acb76840020005000440046002065874ef63002>
    /CZE <>
    /DAN <>
    /DEU <>
    /ESP <>
    /ETI <>
    /FRA <>
    /GRE <>

    /HRV (Za stvaranje Adobe PDF dokumenata najpogodnijih za visokokvalitetni ispis prije tiskanja koristite ove postavke.  Stvoreni PDF dokumenti mogu se otvoriti Acrobat i Adobe Reader 5.0 i kasnijim verzijama.)
    /HUN <>
    /ITA <>
    /JPN <FEFF9ad854c18cea306a30d730ea30d730ec30b951fa529b7528002000410064006f0062006500200050004400460020658766f8306e4f5c6210306b4f7f75283057307e305930023053306e8a2d5b9a30674f5c62103055308c305f0020005000440046002030d530a130a430eb306f3001004100630072006f0062006100740020304a30883073002000410064006f00620065002000520065006100640065007200200035002e003000204ee5964d3067958b304f30533068304c3067304d307e305930023053306e8a2d5b9a306b306f30d530a930f330c8306e57cb30818fbc307f304c5fc59808306730593002>
    /KOR <FEFFc7740020c124c815c7440020c0acc6a9d558c5ec0020ace0d488c9c80020c2dcd5d80020c778c1c4c5d00020ac00c7a50020c801d569d55c002000410064006f0062006500200050004400460020bb38c11cb97c0020c791c131d569b2c8b2e4002e0020c774b807ac8c0020c791c131b41c00200050004400460020bb38c11cb2940020004100630072006f0062006100740020bc0f002000410064006f00620065002000520065006100640065007200200035002e00300020c774c0c1c5d0c11c0020c5f40020c2180020c788c2b5b2c8b2e4002e>
    /LTH <>
    /LVI <>
    /NLD (Gebruik deze instellingen om Adobe PDF-documenten te maken die zijn geoptimaliseerd voor prepress-afdrukken van hoge kwaliteit. De gemaakte PDF-documenten kunnen worden geopend met Acrobat en Adobe Reader 5.0 en hoger.)
    /NOR <>
    /POL <>
    /PTB <>
    /RUM <>
    /RUS <>
    /SKY <>
    /SLV <>
    /SUO <>
    /SVE <>
    /TUR <>
    /UKR <>
    /ENU (Use these settings to create Adobe PDF documents best suited for high-quality prepress printing.  Created PDF documents can be opened with Acrobat and Adobe Reader 5.0 and later.)
    /CHS <FEFF4f7f75288fd94e9b8bbe5b9a521b5efa7684002000410064006f006200650020005000440046002065876863900275284e8e9ad88d2891cf76845370524d53705237300260a853ef4ee54f7f75280020004100630072006f0062006100740020548c002000410064006f00620065002000520065006100640065007200200035002e003000204ee553ca66f49ad87248672c676562535f00521b5efa768400200050004400460020658768633002>
  >>
  /Namespace [
    (Adobe)
    (Common)
    (1.0)
  ]
  /OtherNamespaces [
    <<
      /AsReaderSpreads false
      /CropImagesToFrames true
      /ErrorControl /WarnAndContinue
      /FlattenerIgnoreSpreadOverrides false
      /IncludeGuidesGrids false
      /IncludeNonPrinting false
      /IncludeSlug false
      /Namespace [
        (Adobe)
        (InDesign)
        (4.0)
      ]
      /OmitPlacedBitmaps false
      /OmitPlacedEPS false
      /OmitPlacedPDF false
      /SimulateOverprint /Legacy
    >>
    <<
      /AddBleedMarks false
      /AddColorBars false
      /AddCropMarks false
      /AddPageInfo false
      /AddRegMarks false
      /ConvertColors /ConvertToCMYK
      /DestinationProfileName ()
      /DestinationProfileSelector /DocumentCMYK
      /Downsample16BitImages true
      /FlattenerPreset <<
        /PresetSelector /MediumResolution
      >>
      /FormElements false
      /GenerateStructure false
      /IncludeBookmarks false
      /IncludeHyperlinks false
      /IncludeInteractive false
      /IncludeLayers false
      /IncludeProfiles false
      /MultimediaHandling /UseObjectSettings
      /Namespace [
        (Adobe)
        (CreativeSuite)
        (2.0)
      ]
      /PDFXOutputIntentProfileSelector /DocumentCMYK
      /PreserveEditing true
      /UntaggedCMYKHandling /LeaveUntagged
      /UntaggedRGBHandling /UseDocumentProfile
      /UseDocumentBleed false
    >>
  ]
>> setdistillerparams
<<
  /HWResolution [2400 2400]
  /PageSize [612.000 792.000]
>> setpagedevice


