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R20,C. _FG Et:N (1.3 equiv) R FG
PBu; + ]/ +  RCOCI M
_ . _ THF, rt R R?
(1.1 equiv) (1.1 equiv) 10 minto 21 h O

60-99% vyield

R' = aryl or COEt; R? = aryl or alkyl; R® = aryl, alkyl or vinyl;

FG = COR? CO:Et or CN
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R'=Br, R?=Ph, R’ = aryl
24-87% yield

R'=H, NOy, Bror Cl
R2 = aryl or alkyl, R® = aryl or alkyl

24-95% yield

B L&) » IR EH Tb&EY 1 JRE =2
1FE T HAMALEY) - RIEEHEE RS 5
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N // R? THF, rt
R 10 minto 24 h
Z>0" N0

QO
PhOCI(COPh PBus (1.1 equiv) PhOCICOPh NEt; (1.3 equiv) DRS
> k. -
R' THF, rt, 20 min R' PBu, THF, rt, 20 h PhoC Ph
95% yield R® = 4-CIC¢H,
74% yield
Eal
O d R
\ g
R /\
= 3 2
R XX R o "R
=
(OO R' = aryl, CO,Et, COPh

R®COCI (1.1 equiv) Ph

R? = aryl, alkyl or CO,Et
R?® = aryl or alkyl
41-93% yield

THF, rt
10 minto 40 h

CH.Cly, rt
1hto48h

R = aryl or CO,Et
R® = aryl or alkyl
13-87% yield
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Route A:
E Knoevenagel
:2 + RCHO condensation
B —
0]
R1
Route B:
E! ¢
cat.
022 + R’CHO + Bup ——

R1

Tandem three-component reaction

R’ = aryl, alkyl, CO,Et or CF;

SMREETIEAN S > B0 B2 A1) Michael
acceptor #f A LIZS & » At AB A B A58
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0" 70 0.5hto 16 h 15 minto 17 h
69-98% yield .
R' = aryl, alkyl or CO,Et & 76-99% yield
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+ R'CHO + PBu; ——————> PBu, | / R’
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R? R’ N

. Fe- | R
R°cocl, = O/&O Chemoselective Z X
PBus, NEts + Wittig reaction 50-94% yield
— > X" PBus - = :
THE, 1t FG - P Final Product
10 minto 30 h X
,& or R?
R'"™0
X=0,S,orNR —
R = Boc, Ts, Cbz, Bn - N AP
FG = H, CI, Br or OMe FG - / \;3
R' = aryl or alkyl Z>x
2 _
R* = aryl or alkyl R' /&O
R® = aryl or alkyl
=k
— RZ R3 ]
EWG A R*
R*COCI, 7 0o ; EWe
EWG R? + Chemoselective —
| PBus, NEt; Fal X"~ "PBu, Wittig reaction N ‘,";(O
» 0 = | /
A AL 15 min to 30 min A X
X~ "R 1

X=0,S; EWG =CN, COPh -
FG = H, OMe or NO,; R = aryl or alkyl
R? = Ph; R® = aryl or alkyl

Hrp—fEEY) > B T BRI LA
P o M HdMth— B8 E R A5 Al LLg [ A R
FRFESE IR » TG R - R
S TR L ELEER IR Rt [ T
HA R NEA 3 52158 1k (benzofuran) ~
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45-94% yield
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FG CHO PBus, NEt; OJ\ R: | Intramolecular R3/Z<
|\©[ R3COCI FG + Wittig reaction Fg O
> X - > X
= 1 THF | PBus i =
XCOR ; _ _
0.5hto80h XCOR! X
X=0,S,orNR*> X=0,rt - - 17-77% vyield
R'=aryloralkyl X=S,50°C
R3 = aryl or alkyl X =NR? 80 °C
E+—
o PBus, NEt; )Rz\ R?
N R? R’COCI _ N o N /&o
J - + >
, toluene, rt , , +
R 10 minto 19.5 h R PBus R'™ “PBu,
R' = aryl or alkyl
R? = aryl or alkyl Chemoselective O-acylation/
R® = aryl, alkyl or CF, Deprotonation/Intramolecular
Wittig reaction
R? R®
R® O
N J\OJJ\ R® M %O and/or j‘\%o
+ R' \\/ R' \\/
R' =~ "PBus R® R?
key intermediate 17-97% yield ::c?c;(S:tCted
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s AR L ELE R - G — IR R A
HAPRICHIMR S = T B £ B B o 15
17 L2-hak - SRS E R HAMRI (LR S » AT LA
A T — DRI 17] -

T - #55m

H AP Ty 8 e T R & RIS 215 21 2%
TR A MR L W) - F RIS —fig Wittig Jx
[ » F&fM in-situ z£ 4= phosphorus ylide fif 5
AR AR 737 A Wittig [ AR
i -pix S - PRI (E B SRk 2 HR A
AAIE REHAF R ISR RBARYIET T SOE - NIEF]
e R IR L S R AT R LS - JLSt - 1

ML EEIRE I T L ELE AR &
7| HARAE B R 1 VA A E AN SRR &R
B i W2 MR 75 E RS
A - 58] T =g (oxazole){L &9 o
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