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Abstract

C-Glycosides are a class of compounds in which the anomeric carbon of the sugar moiety is directly
linked to the carbon skeleton of the aglycone via a stable carbon-carbon single bond. Natural poly-
phenolic C-glycosides effectively combine the potent biological activities of polyphenols with the
remarkable chemical stability of the C-glycosidic bond, endowing them with excellent biological
properties and significant pharmaceutical potential. This review summarizes recent research pro-
gress on the synthetic methodologies and diverse biological activities of some common natural pol-
yphenolic C-glycosides.
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1. RARZER C-HFEEET
1.1. C-HEH

WA, WFCONT, JRAAET AR R B RS R o (A AT R, SRR S AR A (3
i s 288 PR T 0 e o B T R A, R R R I A R R S O A S B (R A &
) [1].

P FP R B, e R AL, WRRBE T A N BT . RERR AT WU BREAE, fedimr e R
TFor2K[2]-[4], APREREE 08 O-FETF . C-HETF. N-BEiF S S-WETFF[S]-[7], b O-HEtr v WL, 1 C-H
HEAHEmMREN, NS S-HEE IR H AT 8D T ar A (8] AHE T HABRET, C-HEHm
AR T H MR - BB, Xk T4k REBRIThAE LIt mAR e 9], fEfhfae M iim: C-
PR B0 A T 52 5 AR . SRBRR =R R, T DATE R R AL, A SR RIE S TR e R, T
O-FEH BETERR M 25 A T B K2, F80A R h KR ES R . (YA SR AT C-hE
T 5L AT DUSHUR B BRI K AR, 10 O-FE A% 2 3 AR Wi v (B /K AR, TRLE C-RE P R B 2 S N2
VI A AR [10]. C-RETF RS MIAERT R [11] [12] FREAM[13]. T HEASARIN[14]. PRI [15)5%
T EA R 2 S

1.2. RARZE C-HEELEY

C-HEH R RE A 20 BRI 57 Sl Bk - B i LB 5 H e R B 2R A IE L & . R
R CHETY, R —REEWMEBF R Y. EERgE T 2K EMiatES C-RH s MR E 1,
R 7B MARRE . AR R R, Rk, EHREHRTIRT, BIH TR EDEES
ZIPVETE[16] [17], fEERZ . otk BEEIASMURE AT W R 2R, Hil, KRERARZHE C-HE
HRUEY O A A K[ 18]-[20], 1. P“HFF. Chafurosides A. Aspalathin. Vineomyin 2. iXLERIRE
Wy 2% C-HEH 4B B 77 1 R oA C-REE 284k B0 & AT R T R SE Lt

2. RARZI C-REEEYEMEMERSZE
2.1. =¥ Mangiferin

HARS R, PR FEMNT IR EE, HIRZE . IHRE LY AR ARE Y o B AR
o R R BB RATTIRIARIR21] [22]. TR VE BT AR 2450, R —% %
B, BPE SR AT 28 B RAZ DML, ATAR 2 EAR YA, AR, 28R4, Ry EA
G T RG5O RE[23] [24]. 2024 4F, Tan /NH[2510FF 1 1550 5 08 2 BELPS) 70 B HEAT i A0 £ 6
AR 55 FE, TR E WA O aT DUR S50 LPS JRy7 SR 4EMAR 75 AFRI Tt A A
D RORETE AR e DA AR TR ES . AL, TEREFTE mRNA A1 H K FE BRSO &
FIIFR TP 2 R4 R 1, R R K sh 2 ORAPEH, B FRARSMI R TR . P H BT T
H. 2024 4, Wan /NH[26#8 0 722 FE I8 LB ENSI S RIEH, T2 R80T B 1
PC12 #fiffih 6-OHDA 53 A0, A 14y A B, ol 1 bR gL, JFIRE T IR &R
PGB TH)MERIL, XE—M2 EBEEMETMREE . b, TRTED T o- R RN ER, 1
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I7 77 Z R I RETR T S

2010 5, Wu /NH[27]E K LA 1,3,6,7-VUR B EEAAT AN IRELE 6 20 G T RE (& 1. B, #
B 1 EAAZRE S, {4 ALBr K15 3 1) 2 BUS B R B R, 72300 33%, &S BIMEY 2 4
TMSOTS FIMEFH FAEFA B AP 3 LL 13%I1 7= R AR T A 4. KL EY) 4 5/ DDQ AL NL&)
5, {#/(PhsP);RhCl 5 DABCO FLFRILEDD 5 o 1) T 2R B A BB 6, 722N 96%. fii A Ak
5 1,4- A ORI EY) 6 H I B AS 2) 2 a7, B, M IR ER L& 7 1

AP EEAR TR, PPN 83%.
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OAll OAll O
4 5
HO o OMe
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OH O
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Figure 1. Total synthesis of Mangiferin
E 1. =RENEEK

2.2. BRZE Puerarin

B FE R MR R B LAY, AR 3 EORIE T SR B & Bl 5 R TR AR, B
2GR MR28]. HAEMIEHE4YT 2, 1 B R GO AN I RGN 2 BT . B REE MY TR
BRI LA, S sk A2 MR AL RN B HrO R . B R L tah ks re s A R8[29]
HWR, HHEWSMEREML, SRERIHEREEYMESRZREY, IRAATT N W, HTEmE
ISR EAERIBT IR B RERAA[30]. BbAh, BTEPUEMNIN. PR MARY . SCE IS FHILL L &
FEAQ ST T A B E[31]. 2024 4E, Sun WFFE/NAL[32)3RTT T S KA S = I & (HFD)% S
JHE/IN BRI S B AR PR B TEN L, /DR AIE B RIKPUR R BB R, MG BRERIRIT . 4
RERW, B GEA BRI RS AP, O RRRCR A SO R A A SRR, DA E IR
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BEA5 5@ . 2025 4F, Juan NH[33EFFLIRDT TR AR Z X NS GRAE E R 4R (HLEC) H = U (HG) 175
AL R E ) A RLH], Hr B AR Flid S m AL BE(SOD . GSH-Px)7KFFl BEAIK A — (MDA )ik
[, AR T HG SRR T IR T AN, R B AR B A TR R St AR b S R0 PRI I AOE
(R 7

2003 4F, David NH[34]E R G T HRER(E 2). KHEE ik 8 54664 9 7 TESH,BF;ERLO )
TER FBBAE AL AP 10, 2N 56%. FALAY 10 fH Pb/C,Ha HIZA: T B BRBELE L S g3,
WG BRSO T AR TE AcoO 261 N AT BB R T S B EP 11, 77308 86%. 1ETL/KE A%
BT, EY 115 2BARNARIBIENEY, KA HAT RS2 EY 12, 7% 63%.
KA G 12 AR H SR IR F I 4 5 T R AT BB R PR B B 130 750N 45%. &Y 13 1
Ti(NOs)s IAAAE TR, AL &P 13 ML REY) 14, 2, BWEDY 14 /£ CH3CN H1 5 TMSI [B] 3 B H
By, BREHRE, SIERN 10%.
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Figure 2. Total synthesis of Puerarin

E 2 ERENZAM

2.3. £+ 5% Showdomycin

FrEE EEIRE RS R ARSIRZE B, AR EYh 5. 8 S ORI RS,
PRIV, 8 R AR A RIS IR S AL IR TS BORBEAT 7> B 2k, SRR 45 0™ fh 351
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VB9 JREF BIZRALY),  FLARZONL R AN AT 30 4 i) PR B IR A, T L DB P e A% 7 R AR s A2 X
—VER At —0 TP FEAN ML RNA 5 DNA &%, RIUHEFEEA S, Wik, gty
PRBH I B A PR E I, IR SIS H P MIg g 71(36]. 2010 4, Thomas /NH[37]H B 7 —F Al iE
I s LI T EAE M AL AR LB IRE, S R R A ST S RN, @R
£ B IRE S A R SR A0 T B S N AB L, AT AR R E0R AR AR . BT, SR B IRER
FERBOAGARE 25, FBEFEFRNEEIEE . WTE AR, e EEZMEE T ERR 0N 7F
JURE SRR, RO AR E RS EE TR T

2004 4, Natasha NA[38EFEY) 15 NEER, SIS 4G HIE T E LR 3). Rk 15
£ BFs-ELO MER T 5461 16 HATHE R BAFE TG 17 5wk 18, 285, BEY
18 f TBAF MVEH R AR it &4 19, 4 FIER TS, &% 19 5 PCC RAER NN NG
20, 4, (LG 20 7£ TBA: Ho0=4:1 IS FILRR BT A CR YL, BII& BofE L& w, S77 %08 39%.
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Figure 3. Total synthesis of showdomycin
3. BEXEENEER

2.4. Chafurosides A

Chafurosides A J&— i IR E 21 5L BB Fr b 2 B R AL 2R C-RE Rk &4 H
PR T AR BT REAEHG, M 2 A ENT (RERS . ODS [RAH BEAR) K il 25 2 my A 1%, AR
A HAFZAK[39]. B Ak &l i PR B T 2 7& 1, T Chafurosides A AP0 AH T HoAt (1) 25 i 2
WGV 2) HA BBt R G E[40], HEDC HARER D, 5 IARHZ R A S R S 2 AT R
BRI 5

2009 4, Takumi /N [4 115 FIBEEF Lk 21 54654 22 76 TMSOTS FIFEH R & A= BB H 4k s S A= e dt
a1 23, WEW 23 7355 TBDPSCL 5 BnCl ) S4By 2570l #-AT 1 OR9, B T & 24, Bk &
V) 24 5451 25 /£ KHMDS KA B ZEAC S B AE b &4 26, J52E, &4 26 {8 TBAF Jifx TBDPS
PRI R R I 1E R AT, A& 27, AW 27 78 Ho 5 PA(OH), FAEFH T MitBR
FEMABULEY) 28, %%, {E DEAD 5 PPhs HIZF FELAER | Chafurosides A, &% 32%.

2.5. Aspalathin

Aspalathin 52 —Ff M\ FARRFA 1Y) - B 2 2ok it rh S UK ks — B H A C-RE B, LR
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Figure S. Total synthesis of Aspalathin
[#] 5. Aspalathin B9£ & B
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A 2 LA SR, Rl I IR & R B ENT . RAH C18 AEE T A il £ 8 HPLC %%
2D KEMAiL T2 A4 Re 3R mali B sk [42] (18] 4). T HF 2 MR Z e, Aspalathin EILH
ZHIEE, HEAPUEA. BRI, PRSP S TEE[43] [44]. 2025 4F, Wang NHRA[45] R K
B2 % (5 2V I R 3R AU & Aspalathin (32U, (EH S & Aspalathin FJ$EEUY) AT DL #0H)] TNEF-
o/HK2/NF-KB {5 54, M1 NS5 N 40 F B TNF o %S4 0E. HAlT, Aspalathin CE NIhAENE
SR IS 28 % CRAE Sl AN R R (] 5)

2014 4, Han /NH[46 ¥ PEE LA B LA 29 514649 30 £ BF:-ELO HIMEIL RAR T L&)
31, TR EE-15C Kk AE M AR SRR 32, th&1 32 54664 33 78 NaOH [H1E T X,
AL A 34, Ik, WA 34 18 PA/C Hy B2 N BRI R 36 4E i Aspalathin

2.6. (+)-Varitriol

(+)-Varitriol 4 & F 7 I B Emericella variecolor [ —Fh R IR Z M RAbE 8 EY), HERBUK® T
FLH ORI 528 B BsoR,, HRA TS PURIE 71[47]. BHFtRm], Honlaeiad #8355
BB TR 8 A 5l B R S S AR AE TS . BT, (+)-Varitriol B ZMME A ATUMIE LAY %
WAE[48], BT H AR HARXS fai s Ak 22 4548, Wl 7 REWHTOATE A R I AERBLE], FFIF
R

2011 4F, Zeng /NH[A9UEH] 7 4G AL T (+)-Varitriol (] 6). 56, FEH L4k 35 /£ DAST i/
F AT EA R, B EE BFs-ERO BIEN T 546G 36 BIBESALEY) 37, TE(PhsP),PdCL 5
Cul IR, Ktb &Y 37 54LE4 38 i#4T Sonogashira 38 XAREE S N AE AL A9 39. &) 39 fii
LiAIH, AR oMy 2 5L, (8 AR Beadk AT B BR OR3P AR AL & 404051 40 FELLERIIfEAL T, iRt
K =8I0 JF X, AR A 41 (B:Z = 2.8:1) &%, 1 HCI BiBr FHEORY, AR IR 22 i 2 m b
(+)-Varitriol, &% A 41%.

%o o
s
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. 0o F
.. O_.OH =—BF;K* : TfO v, 0. F
36 38 ;_Z
_—
o_ _0o
o_ _0O 1. DAST ><
PhsP),PdCl o__0o
>< 2 BF5-EL,0 (Ph3P)zPdCl, 39
s 37
OoH 0~ o o
OH OMe
1. LiAIH,, THF
> 5 P Red-Al
2. Mel, K;CO O Z —> . o ./ 1 mre " O o
O><O 40 d % HO  OH
>< “ (+)-Varitriol

Figure 6. Total synthesis of (+)-Varitriol
[& 6. (+)-Varitriol FIE& K

LR, SRR R L By C-HEH — A I VF 2 M RIS R A0 S S 55, AN P AB B Lokt
— o A R, A E RS AR TR TS PR BBt R S R, R A
TS AR RS B3 5, PRI, O RTRE e SCIRE R B B ik . WA RTTE BokE, 72T
C-WEH i M S, (EH VR 2 MFE R S RROE, W B E Corey-Seebach Sz W4 i JE )
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