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Jiang Guangqian, Zheng Yawen,

Abstract Chromanspiropiperidine is a special class of tricyclic skeletons and can develop a series of derivatives
by structural modifications, thereby exhibiting a wide range of biological activities, such as antitumor, antibacterial,
antimalarial, anti-obesity, anti-inflammatory, anti-oxidative and anti-psychotic, etc. Therefore, chromanspiro-
piperidine derivatives play an important role in the fields of organic synthesis and pharmaceutical research and
development. Herein, this review focuses on chromanspiropiperidine derivatives fused at the C2 position of chromane
and the C4’ position of the piperidine ring, including spiro[ chromane-2, 4’-piperidine ] s, spiro [ chromane-2,4’-

piperidine ] -4( 3H) ones, spiro[ chromene-2,4'-piperidine |s and spiro[ benzo[ b][ 1,4 ] oxazapine-2,4’-piperidines,

http ://www. hxtb. org

briefly describes their classic synthetic methods, and highlights their research advance in biological activities.
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Scheme 1 Structural general formulas of representative

chromanspiropiperidine derivatives
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Scheme 2 Synthesis of class A ~D chromanspiropiperidine derivatives

TN R -2, 47 -WRE ] AT A 9t el g
F—waas, mE 2 s B A2, 47 -0k
WE]-4(3H)-FRAT A9 B BB IEAE S0/ T 5
N0 = 3 H il s 5 ) 4 e S g, 4 kAR R A Ak
Je B Ak Sy = g PR TR B (i), B S HE SR 0 A B
i TR A 3G, P AT 75 3 4 b AN [) A M [ (a0 -2, 47 -k
WE i EY C2,

BEA IR -2, 47 IR BE ] -4 (3H) -Fi 17 4= )
B i v] il ok 5E 5 R R R R IO AR K R ] AR Bl
(iv), %FT—ETﬁE’ﬁﬂc%m%ﬂcF 4%
Beckmann FHEIF IR JF 479811245 5 4 (9 42 [ 2K
H6][1,4) BRI L2, 4 -IREMAEY D,

2 WBIE#H-2,4-IRIE]TEW(A)
B 2 ¥ & 1%
2.1 GRPI119 Sk zhiE M

GPRI119 2—Fh i T4 E H /Y G & A B

SRR CUNY 7B NGNS R R Y (R
TR v BRI L BB R M AR o A R I

P I = DA & U Y A AR R
) 3% B AR TR S BEY . I 3K, Koshizawa
SUYRE T — RN -2, 4R EE ] AT
RN TER) GPRI19 BLh M, o T 345 %6 R4k
G MATE SRR TR Z BRI [ 2,4 -
WR IWE ] B Z b 28 BR R i % 45 3 4, DT & B T
AW 1, H R HUR RO JE (ECy,) N
369nmol/L, Fe KN (E,, ) M 82% ., Bfi)5 BRI 5K
RAWEFERW] R S 5 A B R AR B, B
3 o MV PP g i g R 3 AR B W, R I A
WG, HE, EM LR [ @ -2, 4 - IR IE
B2 N SGSIA 1,1, 1-= 5508 3 15 8] T X e
KA 2a(EC,, = 126nmol/L, E,_ = 173%) 1 2b
(EC,,=54nmol/L,E,_ =181%) (X 3), #F—
HAE CSTBL/6N /N B Y X6 M 884 (1 GPR119
WS 2b I 101 R ) A 0 T B 2 R,
B2, 47 - IR BE ] A7 A2 W) 2b 1 B T AT KRR IR
FI R 10mg/ kg 7 4 4 S 149 100 O 2



- 722 - fb#m 2023 4 5 86 B 5% 6

http ://www. hxtb. org

%m
gm@

B3 B[ &E#%-2,4-0R0E] % GPRI19 #zh7

Scheme 3 Spiro[ chromane-2,4’-piperidine ] s as

2a: S-isomer
2b: R-isomer

G-protein-coupled receptor 119 agonists
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