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Advances in the Synthesis and Biological Activities of
Ocaotillol-Type Saponins
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Xu, Yangrong

Abstract Ocotillol-type saponins are a kind of tetracyclic triterpenoid ginsenoside with a tetrahydrofuran ring in the side
chain. Ocotillol-type saponins mainly exist in panax plants and possess anti-inflammatory, antibacterial, morphine-antagonis-
tic, neuroprotective, cardioprotective effects, ezc. There are less ocotillol-type saponins in natural plants. Recently, many stud-
ies on the semi-synthesis, absolute configuration confirmation using X-ray diffraction, effect of anti-myocardial ischemic and
metabolism of 20(S)-ocotillol-type saponins have been reported. It was found that 24R-epimer and 24S-epimer had stereoselec-
tivity in anti-ischemic effect and pharmacokinetics. In this paper, the advances of the separation, synthesis, absolute configura-

REVIEW

tion confirmation, pharmacological activity, metabolism of ocotillol-type saponins are reviewed.
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Ocotillol B &4 A& — M BE & U MR PR 1 VU 2R
=R AN, 1978 4F, Tanaka M RN E E D H;
1 i T e VRS e el L e S O €
Pseudoginsenoside-F,; (1, PF,;), H 2t ocotillol (2)fL
242 °K/(208,24R)- 1% 4 15¢-20,24- 3K 4-3 8,6, 128,25- Y i
(B 1). PR fEPEES HIETE . TEME. R ZEHFIAR

JEBAIRIRN 2.34%. 1.93%. 1.54%. 0.97%F1 0.28%*,
RIS XHASHEERER. KRR ocotillol AL
F %4 PFy» RTs. RT4. RT,. 24(S)-PF,, B ASE
¥ (vina-ginsenoside) R;+ Ry Rsv Rgv Ry, TRFSEH
(majonoside) R;+ Ry, =L A, Bl C % L5
ocotillol Y FEFFALHE 20(S)-PGQ. 20(S)-PHQ. 20(R)-PGQ
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1 R"=glc-rha, R?=H
1,2 2 R'=H,R?=H

Bl 1 PF,, (1)A ocotillol (2)f1£5#)
Figure 1 The structures of PFy; (1) and ocotillol (2)

F1 20(R)-PHQ %. Ocotillol ‘2 H EHAPI% . Jib. bt
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N AR AR5 (12 S TR 2 A R« Y T HRAR AR R R G, R
PO RAEVERH. 4K, ocotillol BT HIE
e AU A2 R PRI T A RO . A SCLRIR T
ocotillol BUEH M /35 G X BfhuE. A0
PE ARUEE T T B FedE .

1 X% ocotillol IEFHMEAME NS

1981 4, Tanaka 2519 VM P V2 25 b 4y B
PF,. 1991 4F, D2 u25000 R 5| FfoG E 2 25 M- 4y
BN BE RTs. 2005 4, XL NFGHES B2 1F
T AR h 2r B 49 3 ocotillol, ] 2D NMR H A%}
HH M CHEHT T IHIE. 2011 4F, Z5F AN PE L 2
HHERECT B 20(R)-PFyy, FFHIE T HRIUTEAZ ) A
BER]. 2014 4, 227 WP FERES 20 by ORI
ocotillol ] Cs ¥ Z [ MK, v 44~ 3a-ocotillol.

1982 4, Tanaka % ¢ K M = A BR T 5 15 2 Bk T
Z: 24 majonoside R, (MR))F1EkTZ1F majonoside R,
(MR,), %4 C NMR fil MS HilE, (208,24S)-ocotillol ff]
C-6 R ¥2FE HIESE gle2-1gle A1 gle2-1xyl — 4k, 2002
fE, Komatsu "N ZHET ST EHoE2 3 4
24(S)-ocotillol B 2H, 7 At =-LEH AB I C, [
Ff#5 3] PF,,. RT,. M NS EFH vina-ginsenoside R,
(VR))~ R, (VR,)# majonoside R,.

1985 4, Tanaka S K= A A B SRl =L
AR FHIREE i 78 25 TR 3R ocotillol B B2 HF RT,. RT, Al
RTs. 1985 4E, Tanaka ZEU' PN JE VR th BB 85 4 =L WV A
Y B R4 B 24(S)-PFy,, [\ 45 B RT, .
majonoside R, 1 PF;.

1993 4, Tanaka Z:' ¢ U Ak g N SR 25 rh 43 B 5
L 24(S)-ocotillol N BE#% Y vina-ginsenosides R; F1R,, A
24(S)-PF;; #l majonoside R, 5. ZEAA). 1994 4, L4y
B RIESR o % MW A ocotillol Y

vina-ginsenoside Rs R4

2 X ocotillol Bl B H &EH4E S

F4R ocotillol Y B HJEF G N ocotillol, Fo&5 #44F
WIR: 3,12 (%S p-OH, 6 (%S a-OH, 8,10 (&SR
B-CHs, 17 £57 B k& A7 VUSRI 3, C-20 9 S A, Coy 1)
T4 R/S. Ocotillol 284 B 14 Jl o7 B 38 55 7E C3 Fl Cg L.
FARFEDIF ) ocotillo] BYEH W 1.

R E VS SR B R f# P, 1531 ocotillol, Ff1%
FRHEAER RS, 2 X B RATHHESSA KA
(K 2), Coo N S L, Coy N R KT, 20 7 FRIE AN 24 (7 %
RIS PRIR IR, 25 fifadt s 12 MR TR T
U
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R 1 RBHEWPI ocotillol B ¥
Table 1 The ocotillol-type saponins in natural plants

o | > e
“ : YT @
Ocotillol H H S R
PF; glcz—>rha H N R
24(8)-PF,, glc>—tha H S s
RT;s glc H S R
RT, glc H S S
RT, glc>—xyl H S R
Majonoside R, glc’—gle H S S
Majonoside R, glc>—xyl H S S
Vina-ginsenoside R; AC«—"°glc*—rha H S S
Vina-ginsenoside R, AC—°glc’>—xyl H S S
Vina-ginsenoside Rs glc*>—xyl*—agle H S S
Vina-ginsenoside Rg a glee—"glc>—>xyl H S S
H=tHEE A AC—glc’—glc H S S
H=tEHB agle—glc—>gle  H S S
H=+t8HC glc’—glc?—xyl H S N

© 2016 Chinese Chemical Society & SIOC, CAS
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B2 Ocotillol —/KEHK SRS
Figure 2 Crystal structure of ocotillol dihydrate

3 Ocotillol E2EHMAEBRHR

KR ocotillol B EFF & &ML, TREZEI 4 kg
TIRAVES M2 E] 11.6 g PF,, IR 0.29%. T
R, ocotillol T AT =& Al 50 I3 2 1E 20 BT 5T #4
ROBIAI RN Z B EAE B ocotillol AU HHL
RHBRRE, 5158 T EE 20(S)-ocotillo]l #Y 2 A7 Y
ocotillol B, VI, K E S5 1 1Z AR R
IR AR %, HREZ BT L.

31 FEETEARMMRIME

2005 4E, RE PR RS B T ocotillol B T
R A T51, BL 20(S)-Rgs 20(S)-Rh, F1JE A 2 —
W [20(S)-PPD N A, 7E S A 56 55 0 PR 5 750 v, 4% i)
pH 4~6, =i 40~80 C, 5% LiI(H,0,. HH LR
AT R IRES) N 2~8 h, 133 3 1M(20S,245)-oco-
tillol 427 PGQ (3). PHQ (4)F1 PDQ (5). {EHH A4
f£7F, 20(R)-Rgs Al 20(R)-Rh, Z% 4k, 4 545 F(20R,
24R)-PGQ (6)~ (20R,24S)-PGQ (7)#1(20R,24R)- PHQ (8)-
(20R,24S5)-PHQ (9) (Scheme 1). R4 2 b7 &5 1 % 57,

http://sioc-journal.cn/ 725
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P T MBI LE R = 5 B A A K ocotillol B 1 s B
BUER: 20(S)-H4 5 35 3w 70— g 4 W 1) S AL B 4% S2
HEAT, 20(R)-HE B I8 3 e 78— WA H2 1) S S AL
Sx1 #HT, AN 20(S)-PPD #1 20(R)-PPD £ m-CPBA %,
1k, B eA R 24,25 IR PR, TSR IR L8 7
WX 24 LR 7, 43 A A A intermediate A
intermediate B, 37411 7 intermediate A f] '"H NMR #1
3C NMR.

FATINEL LN T intermediate A [ 'H NMR F1 BC
NMR, KILHA B GRLE 2, 2062, H 'H NMR &
B, AP, BEEEMNRIE R LA I, BA
RETE Skl WLEEH B ik, ERIAHCCER 2, g 43
IR TS R, IR RN 0 Scheme 2 Arik:
20(S)-PPD Al 20(R)-PPD £ m-CPBA %4k, & JcE K
2425 IR E A, FRidk—2B4% Baldwin BT 4> 1
W ITFR- 3R J 8, 33 5-exo-tet 77 IR &, TR DU A Mk
MR 3R,

2010 4F, BRIEEEBILL 20(S)-Re, A EERL, PUSH:H
NVER, WIKERERE pH 5.0, 2 #AI0 N E AR IR A,
75 CIEI¥i 20 min, Zik—5 5402, 38 PR M, &
FEEMT 8, CBEE S, W 80% (Bq. 1). JFHFT T
PF,, W A4 5 H- KBS O WL LA 52, K30 PE, 7]

A 3 ek A 2 4 S5 I 2R BOK BRSO LR I 51 ) 0 32
ISR, PR OB OB R T B, saE KR
O JILER IO HE .

2012 4F, HEPYLLTGFES 250 SR A S E
M R, FIHEAE Tk, o AT 45
B, AT &% ocotillol BB, HEF 4 Xt
ocotillol A & H 7 ¥ {& : (20S,24R)-PF,; (1) #
(20R,24R)-PF,; (10). RT, (A1) RTs (12). (20S,24S)-
ocotillol (13) 1 ocotillol (2) « (20S,245)-PHQ (4) fll
(20S,24R)-PHQ (14) (Scheme 3).

2012 4, fRRIEPIFRE T2 2350 DQ (PDQ)
(A A TT, B8 T A kR, KT 15 B 1
20(S)-PPD T 10 fEAARIR 1,4-Z50SF5, W 1.2
equiv. ] m-CPBA, 80 ‘CJ ¥ 2 h. [FIf15%] 5 Al
(20S,24R)-PDQ (15) (Eq. 2), HH 24(S)fHY (5 78.3%.
32 ZREFFRMMRIE

2010 4, F PR E U i, SR NaOH [
fi PFy,, 153 ocotillol, FFE57EHH &G g, X GF2km
e ATHHIESE N K EVI(E 2), CotTR S, Cou iR
R, 20 RIFREEAN 24 RLIEBRIE IOVY SRR, 25 frdt S
12 A S8R TR R 1 N S

20(R)-Rgs: R = glc-glc
20(R)-Rhy: R =glc

6, 7: R=glcglc; 8,9:R=glc

BRA 1 HE2EEE R ocotillol Y B
Scheme 1 Combinatorial synthesis of ocotillol-type saponins
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20(RIS 20(RIS
T2 ou 9 (RIS) 5-exo-tet 20(R/S),24(R)
HOMZS m-CPBA -
20 23 25 — |
o7 25/ 4 26, OH »;
20(RIS) 4 OH 25
21 ("H 21 O+H 24 24
— 22 2 O 2% HO 22 2 26 23 SN2 e}
HO N 23
20 23 25 20 23 |25 HO 22 201,
—_ 27 — 27 * —
20(RIS) 20(RIS) 5-exo-tet 2ORIS) 24(S)-

B3 2  Ocotillol 1 Z [ 55 ¥4 {7 H U S0 TR 3R 1 T ML R

Scheme 2 The tetrahydrofuran ring formation mechanism of ocotillol-type epimer

KMnO, A

pH = 5.0 M

Q]

O-glc-rha

1 10

=
4, 11, 13 2, 12, 14
1112: R'= O-glc, R®? =H; 2,13: R'= OH,R?=H; 4,14:R'=H,R?>=glc
B3 3 Ocotillol 2 44 i 2(1)

Scheme3 The synthesis route (1) of ocotillol-type saponins
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m-CPBA
—_ >
80 °C

HO

2010 4F, 7k EEPOAIRIE e i), 4-— Eﬁﬁ%
it e (DMAP) AL A, ZH| &M T, HAS
(20(S)-PPT) 5 4Bt B, LAk m-CPBA s@m
Ak, 193] ocotillol (2)A1 24(S)-ocotillol (13), S Wi
440 Scheme 4 fiizx, FE R EE N n. HEH
£ ESI-MS. '"HNMR. "*C NMR. HSQC. HMBC. DEPT
90 1l DEPE 135 #iF, KH X S8 AT 4, Ht—
IR T AR B (A 3 AT 4).

(CH3CO),0
— Ly
DMAP

R%0 /
R or2-Ac’ [ Rl-Ac

m-CPBA
—_—

OR2-Ac

R20

=t
3. 4. 5. 11, 13, 24(S)-PF44

5,15:R' =H, R?=H; 4, 14:R' =H, R? = glc;
3,16: R' = H, R? =glc-glc; 2, 13: R' = OH, R? = H;
11,12: R' = O-glc, R? =H; 1, 24(S)-PF,;: R' = O-glc-rha, R = H.

BR 4 Ocotillol B 2 H & L)

Scheme 4 The synthesis route (2) of ocotillol-type saponins
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)

B3 2 iR
Figure 3 Crystal structure of 2

B4 13 Hs ALt
Figure 4 Crystal structure of 13

KR 77228, 20(8)-PPD 4 Z.FE4L . m-CPBA

AL AL, BRYIFRGERITT 1 15115, &8
40 Scheme 4 fizn. H45#%4 ESI-MS. 'H NMR. °C
NMR. HSQC. HMBC. DEPT 90 # DEPE 135 #fiilF, %
M X SR EATH T, 2P huE T A R (B
5~7), 73514 24(S)-PDQ (5)F1 24(R)-PDQ (15).

"\gu "',cz_}ifcf;
Dzn& )Tf \ l:n
j " \ BN

529 mz qs‘) \{—‘im% % o)
\‘-/Tf‘ {‘1:3 L7 ;“A D}_{Eg .’{r

N,

A

B5 5 HE IR
Figure 5 Crystal structure of 5
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B6 15 )AL
Figure 6 Crystal structure of 15

v
right-handed chiral channels

left-handed cl'nral channels

B7 EY s h —4ERRE R 22 TR e A TR e kB
&

Figure 7 The 2D net of right-handed and left-handed chiral
channels in 5

FEAEAR AN FE 1 0855 5% 10 O L4 P sl 4 7 52 S 40
IR ER, R EH, 1SBEAS ZIEEAHEE
E RO RER, T 5 AMEERA ORI E
F, T B A 4 A 3 ),

2010 4, #RE. EREPUERT 20(S)-PPD. 5
15 X6 K GO LR I A3 497 PRI 28006 R (B 8). 45 AR A,
20(S)-PPD M1 15 51 ke LR Rl 7% 11 1 B A1, 0] i —
(Tt A A B sk, P2 B I AL
YIRG S TE. 20(S)-PPD 1 15 Be3590 FR4L 4481k,
F 20(5)-JHE N2 ZFE 1) ocotillol T 2 [f] S5 k) 4 ) 24 R
PES VUSRI Coq A7 IR BB IR, SR IE R
PE.

B8 A&t 15 ch AN e AN T T Bt — 4k /2 TR T
Figure 8 Top (a) and side (b) view of the 1D left-handed chiral
channel in 15
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2011 4F, @ RE. HEREPYE 2005)-Re2
20(S)-Rg3~ 20(S)-Rh1 1 20(S)-Rh2 Z ik, m-CPBA %
e FIERAL, 73 H453] PF11 (1), (20S,24R)-PGQ (16)- RT5
(12)F1(208,24R)-PHQ (14), A £k a1 Scheme 6 7.
FFE T 20(S)-Rg2. 20(S)-Rg3- 1. 16 SF A4 771 HOC2
O LAH MBS R A R E . a5 R,
20(S)-Rg2. 20(S)-Rg3. 1 1 16 X0 UL4H o H A (371
F, Hr16 (R EA &R BFR T 12 F 14 5 RN HE -
IR R BOR SO ORI PE . 45 3R] 12 A1 14 411
#il CK. LDH F1 MDA V&%)t &1, #1i] SOD. GSH-PX
AT T-AOC FJIk/b. 12 A1 14 45 2541 0 E B J LT 1E 5 1)
WURLF4EZE 4, JUF-E R A B . 45 R,
ocotillol ATAYI W] R B A B LB IAEH.

I, RAVREBH NIRRT R Cy Z 17 71
ocotillol BYEH G TT. CEMH RS Cypv Co %
[ 5244 ocotillol B4, HLAFH] 12 XF Cyo Z2 M FAIA,
Hrh Z AP W SCHERIRE, IR 9 MG E
i, 40 X SR RTINS T Coo MR R R, HE

— G 2 B PEANA 7T AR IEAEREAT . AHOCHR 7E
S5 R OB S EE IR HE A A, FoH(20R,248)-ocotillol 5
(20R,24R)-ocotillol [¥] CCDC w543 7N 1435019 Al
1435020. (20R,245)-PDQ 5(20R,24R)-PDQ ] CCDC %
S35 1441863 A1 1441864.

33 Ht&EmMIIE

2007 4E, RPN PR S N B AL PR
M EEET 4 ANEEPY, 5508 20(S)-PPD.
ocotillol (2). 20(S)-PPT #1(20S,24R)-PDQ (15). 2008
AEPH SR INEE K P i 2 2R i R AT AL,
K13 (12R,208,24R)-20,24;12,24- X IR 4835 3 e -3 - i —
A7)(E 9)F1 15.

2011 4, EEREZ! PF, IIAZE 10%E5R
95% LI /KVEW, 13 5 h, ML LR ZENT . HEEE M,
B2 5 MEEY, 43 0Z(12R,208,245)-20,24; 12,24-X1
AR b -38,6a- I (18). ocotillol (20R,24R)-ocotillol
(19)A1 RTs (12)(& 9).

“ OH 18

B9 17 f118 [145H
Figure 9 The structures of 17 and 18

2011 4R, BhORBCEEPTBL R B A A, B

http://sioc-journal.cn/ 729



BIHEF

m-CPBA %81k 20(S)-PPD, 15 min 5 60 min J& SN
2 LC-MS 7. &85 8oR, KR 15 min B, 248 =4
(5)Z T 24R BL2¥)(15), HEH 24,25- W), KM 60
min [, 24, 25- A MH K, IR S EHGE 10 1. 248
SERIREE 24R BRIR B A . AT T HE R R SR A R
18 JE R 20 A7 FRIE T 24 FrFREN, 23] 24 A5
TIIPEAS. BEE S SR R PR RE K, 12206 22 [ S A0 A 1) B8
IREEATIE 10 1.
34 HHERAR

FEXTHAR A S 1Y), 8FEAS &G AN ocotillol
BT, HA majonoside Ry KT 5%. 2015 4,
I PO b g N ST RS, SRR SRR
INEBEEER ) cDNA 741, T H ORI T A 7T e fE g
NS BTN EBOSEFEEAR 15 Mt
P450 FERIFN 17 PPk R IR 21 FUNE L R B L A,
FEXSH AT T — 2B b

4 ZHIBEMWTR

41 WMERGIER
4.1.1 HFRDHEEE R

2000 4F, RFARELYRRE, PF, B2 M|k
P FIICAZ AT, B 0 ) 0 il 5] 2 1 4% A7 B A
B ERE P RS SRR, T RS DU MR I 52 KR
J&. 20014, RERECITTRIL, PR, AT LA P %
ME(DIP) AT HEFE [ 6 R N S$(CHO)-n AL 45 A e
J3. PFy R N HERI B K [35S]GTPyS HI4h &, Hiil4uie
W cAMP [#)72 4. PFy, AT LLBA A 409 B 51 cAMP
7t e, JEmREE MRS SE S, AN PRy BRI
KP4 00 HE BB F 2 A5 5. 2004 4R, R FHPREAT
T PFy fKBUEREWT T, IPSES0RIN, PR REIH &
MM FAS #IE R, YN PRy SR 28, BRI AR
e XA R AS BT FRABME .

2007 4F, REMRESGHEBHI T PRy gk
YEF RIS S5 AL, UESE PFy, 5 BT MES] 147 J9 B
b, T H R PFy AT RLYk /N N B O A R
(mPFC)h g5 T B AR &, #2H PFyy i FR%/
B PN A1 4 B2 5 (mPFC) HE 45 0 BR BE 7K ST BEL W7 el e 5
E AT N K FE.

412 FPEFIE R

1999 4E, REFAEER A& 9286 . BERE 0] 8 XU
SZGFIK B B 920, AL P, A AR B 2 B0 BRI K R
CAZARG SN, BF 7T K B PF, AT DLFS PR B 0T 2
idiz ks, BA M3 AE .

2003 4F, REFEARECT PF, X LR HE(MA)

730 http://sioc-journal.cn/
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FHFHNRAT RS BRI E, SRR
B, PF, X MA 52 e 4 81 B A 23Ry E .

2013 4F, REMEPIORA 6- 3L DG S AL
AR P00 SR 2 ST K B PD B, 9T T PFy RFIA 4 AR
IR PR R VE T & AT Re O, SR s A 7 i8:7%
SR N B Z R R A, JER A ROE TS A =
OB AL ZEAG I T 75 82 PF ) 5 PD K SR GUIR 441 g
AN B L PO R AR 3 ) JE KT R S SR A5 i
HAERMUH]. 45530, PF & 75 PD K B £i53)
CL R E st R Be 77, oot B b i mE % 5 oK BRI R AT
. BRI PFy AT DA 58 PD K BR B 5 Y %2
FR¥Z AL RIE, (i PD KRERSCIRIAZIA /MR DA FI
AA B, PR E AR, it PR, @il
) ER 25 1 T R RN o 35 P 95 B AR A R R TR
I 2 A S AR R e

2013 4F, SRR Pl B JR % R B /N
RARTBIRE T 7 PFy, FIPUEBUSIER. DG =5 AB1-42
(410 pmol)/FAE A A Tg-APPSWE/PS1dE9 (APP/PS1)
ANERAE R Morris 7K 2K B FIBERS SZE6 45 R BIL, PF), 535
TR PRSI /N B 2 ST A0 I RS, 7E APP/PS1 AR A 20 /N
W, PF 406 g Ve FERT R S H (APP)AT AB1-40 1E
B E RN By R0k, Mk AR A A A AL B (SOD) A4 it
H RIS E AR (GSH-PX) FITE P, IR B2 5T 9 7 8%
(MDA) =4z (7] W% 21 J7 2 A L [X 4 2R 31 2 AR
TR B B3, HE T IX INK2. p53 Il 3 &Rk
Wb

2011 4F, RS R, ocotillol 7 H 5
VEHLAL R RN MC B LA 1) 2t it F v, R
MR, I A BT SR04 T R AR R R
ERAEEAVER AT ocotillol MIMPEAE T, 1R IR 24
P CNQX Hl D-APS5 AEFHIT ocotillol & 19 4 LA, fi
ocotillol 5121 H AR R fE EPSCs A% f£1K. Ocotillol
ISR E R RO SR & T TS S, AN A
FREBhHE ST

2014 4E, REAR . TELESEIOWR T PF, SHEIE /)
JBE BRIV . 72/ NSRRI 2R N9 Hh, PF,, S 2 0
ROSGHPER) IR, B LPS 55 S K JRE A i th REAL
PF,, &0, 7EfH LPS BU&EHI N9 diffurf, PF,, fid
TLR4 11 MyD88 )51k A HAH B2 [A] FRIIE &, DRI i)
TAKI1/IKK/NF-kB 15 5@, 7£ N9 4ifa4 PF, t0] LA
il LPS %51 MAPKs Al Akt [(#§#21L. 7£H LPS
PS8 R 5T 4 B 2% AR 5 IR AR, Py, B B R D
SH-SYS5Y R 2 41 i A E AR B2 E R4 eI AE T, &
Z RS X VES4E LA LPS, K I PF,, AEZEAI/INB 7 48
R RO 98 R A R 3R, TR 22 BRI R o At
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X, KW PF, @i #0H TLR4 A3 TAKI/IKK/
NF-kB. MAPKs Fl Akt {5518 B X LPS(N 2 2 ) 0 1
NIRRT R I SRR

4.2 DRIME RGRRIFER

421 S WUARAS 69 B 47 VE )

2007 4E, {dRAEZEEE T 253K 8BS "R 3 ki
RAME O LR IMARE AL, W8 ocotillol X A B Lo ULER 1ML J5
FE B 6] A i 3 LR It S B (LDH) R 52 1. 45 SR 3% B,
ocotillol 7] &3/ O UL MARFE AN, FRKIMLTE LDH
(03 ey S 3 R K /N BRI kI i)

2006 4, X&F. ST T PGQ W RAE
AR R ECR OO I R O L B OB R . 4
RERW, PGQ AW BRK T N'E LIRERGIEM ST Bif
L EAA EGE K RS AR R R O LR O H
U AR .

2007 4F, HRIE, TREWIWET T ocotillol X 57 A
B ERRRBOCR OV R ER. RI, ocotillol R
g W BRSNS EIRR A SR 0L )E LDH [T
& PRK SOD, JH& MDA & i; iERNE FIREE
SR ERPE AL, R ocotillol W] BE L L Lo I
MPLEALRE 71, X5 S ERRER SO RO WS 5 7= A )
FER.

2013 4F, Z5 P 20008 i f i bk 5 DOX 237k
AP O WA AR, DAK BRCo /4 5 B (HW/BW) L
B, KEODIReMMENESEA 1 (Ta)KF, KEGHL
HLILR B S AR A PR, BH9E T PGQ Xt
B8 2 3K R SO R R4 E . R R,
PGQ A% T H5 5T DOX Fr Uiy Lo L4 4%.

2014 4, HRIEZEPIRETTT ocotillol i 5 K FTEL
SRS VIR R E . SRR ORI, TE SR
WU R R 2 HT45 LA ocotillol YAJT AJ LLIEKAEIH I
), fEME LR R T b ocotillol T 1141 25 25 5] 2
) I35 T LR Tl (CK) A CK-MB 3% 7 7. Ocotillol
AT 1R B 2K 51 AL O LA ZY GSP & &1 T B S MDA
TRENT R, O R PR A B RO R
OO R RS R, R nT DASGERT B R TN A
AP, 45K, 5 ZE S ocotillol BtA HZH]
DLA R0 A B MO 30, 52 O R
422  Fwskfn 3345 PR AE R

2008 4E, XLV T ocotillol X K B Rk
P i R 0 453 4 ) OR AP R T S HLIRIAR 78, KB ocotillol B
Y/ P 5 BE T AR, S I 4 4 T 5 i 4L S B 2
SR I HBRRB LN Z R MDA & &, FHE SOD
(P3G PE. Ocotillol X K KR ey A Ak o gl af 457 495 A5 A S22 £
PHER, 1ZAE RS ISR B E AL R m AL

Chin. J. Org. Chem. 2016, 36, 724~735
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EHEE X
423 kAR EE R

2007 4, 2SI T PGQ X Itk K 7 &L
TSN, 455K, PGQ AT LA 3 T T Bk T,
80 R A i, BRI AR T A, THE A
Y SAL EE(SOD) % 1.
4.3 MRIEA

2015 4, Kim ZEPWLBHE 70 &I, MR, HA 40
M o4k Th17 4EBrIVER, B il s BEAR SN RT, S,
2R ocotillol (2). #HE—BHFF T MR,. RT, 1 2
XF Th17 20tk s fE . RSt FeR B, Bk
ocotillol B2 & 2 H0] F1 /- Z (IL)-6/ M A K K+ B
P/ RAEAE CD4+T 4020 Th17 40, 1M B0
il IL-17 ik, H 2 MsIfE SR, [FIRFSE T 2 X4
2,4,6- =T 3 LM ER (TNBS) %5 5 10/ BR.45 g 2 T 2 A F
. DR 25 2 BE40H] TNBS i S04 5465, 105
BE IS AT, 0 — AL B AT SR R E2 17
4. TNBS #Ifil 5 g b ) S %R E A Z20-1. WA EA.
HIEE A 1 IRIE, L0277, ARG eEqImRIA,
i TNBS #5-F K MIB ALK+ (TNF)-o F1 IL-18 3R
5y PAAIEAL NF-xB 1 MAPKs.

2015 4, Kim iR s R B, 78 N5 18 it
1 VR, fll MR, fCit 5 RT, A1 ocotillol. T At T
VR, MR, K HAREYITERE 22 B (LPS)fIIL) F w4t i -
FIPLRAER. R, RA VR, R H XIS I B 40 i i
Y1 0 T, MR, RT, Al ocotillol 4911 LPS Hill 84k () %4 37 K]
T(NF)-xB 7G4k BRI IER T o F AN R
(IL)-1 FERIE. SR, fEEREGI, X2 ocotillo]l 242
ANk BB 5 1 NF-xB HI0E 4. 78 [ 15 4 i
1, X =AS ocotillol AU EF L ANH] LPS 3 1) A S i
2 f1iF S NO & BB IA 0] NF-xB 15 54> ¥ IL-1
SRR SRR 1 AR A K IR B S SRS 1 B
1L, 45 LL RT, BY ocotillol Y697, 18T A0 W 23],
LPS /" SR EREAAICR A Alexa Fluor 488 Fric)H44 4%
RN, 7F LPS HB 0 EWEGN AR A, ocotillol 8 i 1|
NF-xB {5 5% S @4 on H s P s v, 2 Tix i
RI, TIRZZS VR, I MR,, ZACHIH A8 B RT,.
ocotillol VA FHERUF =4, Fihl/2& ocotillol, B LAt
] LPS 5 E WG 1 f¥) TLR4 (145 &1 9 .

4.4 EIER

R LB g O ST %} (205,248)-PDQ  (5) Al
(20S,24R)- PDQ (15)[] 3 (i Al 12 fir #5233k 4754k  BEAL
A EE LS FE M, BTHA T &A1 20(S)-ocotillol BYAT
AW, FEVEAR T IO 2L PO PR TR R AR P bR £

http://sioc-journal.cn/ 731
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Hi % BRI (CA-MRSA FITR & USA300)55 B R 1R St
WG 2 BERAEYRIE —CPUEE . R
R, Bt SR RRERNAERRS
R, SRR 1 W R0 B TG

4.5 nhhiE{ER

1999 4, Konoshima Z51'Mg Ff N-JF fitj 3t — 2%
(DEN)E /I8 BRFF I8 (1 51 5 70, 2R EL B 2% (PB)YE i
HBEF, WFFCEEE, MR, X T4 e A8 A 5| & A it #
B BEMHER. AN, MR, I NO f44/TPA 8%
AR ER L/ TPA 55/ B R (1 51 R Ae ik LA
SEEAIHIVE R 2000 4E, Yamasaki Y 5% & I, MR, St i
IR AT A3E 7] kU B L BRI 5 3 (1) Epstein-Barr J55 28 - B 4T
JR(EBV-EA) B A &4 /EH.

2013 4, F ity S MTT VLA 53 R0 RS 1w
TR, XF ocotillol XAl 25 2% FIL MR T35 PR (A FH 2R AT D7
fili. PR G4 RN Hoechst 4 (7l 5 25k WAk 41 i
P, LLER A EICVE RIS 5% 6 52 & PCR HARA I ps3
[PIFRIR S HCRIRL D] 25 SRR B, 5P 2% MU AR L,
7 p53 B AE RYm A AR, ocotillol AT LAY 5[ 25 K 75 5
WM T, H—STtE ps3 EREIIRIEKE, it
T S IR R TR R SRk, EAF, ocotillol 2. 2 3
IR 2 2R AL SRR A AR R IIR AS49 4 ¥ B e e v
PE.

2014 4E, Nguyen 54Ot 7 itkig NS 245 24 H]
Je A 2 Ay AP BE S PE AR AL, #E 105 °C R 2%
10~14 h J5, KEHEAANS BN =BEANSEH KL
C-20 R, AL N IER N R, SR 1T, ocotillol 24 f2
W o M FE 25 R P R R R e . 2840, X il AR g
AS49 4 (BTG FEE P I, HED ocotillol 5 PG5
EE

2015 4, 75 NN S 2L TR PR MR P29 v oy
E153(208,24R)-ocotillol (2). (20S,24S)-ocotillol (13)F1
(20R,24R)-ocotillol (19) (K 10), FFHEAT T ARSI B EF I
PERE S, BECREL, B =AML &% HL-60, NCI-N87

B 10 19 55
Figure 10 The structure of 19
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Fil Hep-G2 iR AU MBR G 1Cso 9K F 200 pmol/L, 4
I ocotillol B 2 JuA & Tohi i Ja 3k 4.
5 Rz

2001 4E, FAMEC LRI, PF, 16 Bl P REE
fasE, MLUEEE RS NG EiEENA2)E, BN
F TLC Zr#rEt b AR, F6FFH i) £ 2 5 25
R =4, 38 i AT (MS, 'TH NMR, “C NMR,
'H-'H COSY)#fise 45, MFsME /B4 1 3 FifCist
FEW, 43N RTs, ocotillol A1 1 ANHT AR =4 F-3-1,
Hrf s H A5 KN 6-0-0-L- NI 5284 3 (1-2)-B-D- 1 i
HIFEIE- (20S5,238,24R)-1£F5-20,24-3154-38,60,123,23,25-
FLEEQ0)(E 11). AHJRIEANE T IF K R BT AR 7=
). AR, PFy AREAFAEACH, (FARAHEM ) aT 7E
Ja B AR K A SE AL =4

HO™ 7
" O-glc-tha

20

B11 20 f4EH
Figure 11 The structure of 20

2008 4F, X T SEISR ] R - 2 R OB B
HE(HPLC-ELSD)Z & K B AR 25(E AR+ PGQ, HF
FLRW, PGQ KR & kA ZifG, T ELHHHEM A
¥, HEAEM 41.60%, HICHIEEHR, &8N
9.97%; R HAK /D E PGQ, fEAHVT. JRANZS{HHE
W LS T 23R e, R R I e A =4,

2014 4, ST TIRT 2005)- A S — 8
] ocotillol 7 22 [l S A4 44 5 A1 15 F K SRHEMERF 78, a7
7 HPLC-MS/MS & KRR FEERPEIT ) 5 F0
15, DREB ST R 5 8015 5, MEEAIERR. 2%
fERIRE Y R R . S5 R EoR, 5 A 1S 7R D IRGG 24
Ji 48 h P EEEHEM AR 75 25 257 E 1) 17.09%F1
17.69%, FEARL R, TR 25)5 48 h 4, 5 F115
R HE SR AT 0 B A ZE 25 E 1) 1.47%F10 8.01% , J&
HRAEN 5.4 15, BA R SIARERNE.

2014 4E, FRRE . ECHZEOSGE— B R T 5 M
15 2598 1 R RN LER, FE43HT ocotillol 24
FEFN Coq SLARK I P WE SR H (P-gp) L EEMEAE (A N
RSN, GERE, 15 B4t 2RI ELL 5 &4 14

Chin. J. Org. Chem. 2016, 36, 724~735



Chinese Journal of Organic Chemistry

REVIEW

1, sk T Rh 25 22 1) SR 4 5~20 mg/ kg 13512k
PEBN 1 2E . 1F Caco-2 RIB BRI, 15 RIS
BEREEL 5 =20 5~7 f%. deAb, 580 15 # AT DL 3 0
W55 B PFE 123 7E Caco-2 40 F (4% B3 AN b s 5
T B Caco-2 41, XF P-gp =AML HNEIAE . 45
KB AR IGHEES FFI] 123 JEALR N SEER W, 15 X
P-gp FIFNHI1E A LL § B 5%, Western EIZE 43 HT3R B, XA
ANZE ) SRR ST P-gp 7E Caco-2 40 A (1) 2235 1% A 5.
FRALAAEBEIE T 5, 248 7 ocotillol B 22 1) S My 4 (5525
FEMEZE, KT LB P-gp DX 4N 22 1) A A

2014 4, FCHEETVR G T 5 R 15 RN
FARS T AR S O, I 18 WA 7E N O A4 (HLM)
e A A BT CYP4A50 BV Y. [ iR%5 245 PPD )5
5 KRR EER. 5 A 15 78 K BT Hok 44
(RLM)AT HLM [ TE BCFYE BR BN 77 5 PP R B, 5 L
15 FLA BRI s RS i A A AR g %, i B
1E HLM H [P S ARG B 22 7 LU AE RLM B R B R, L
SN SEIG R B, CYP3A /& 15 7 HLM Rk — AR
FEWA. KRENKS LG, S-80 % 8RR 0 R HE
RS- A PEREBR I 28 5%, X R 5 L 15 15k
U= L R RS B ).

2011 4, A KR ot 20(8)-PPD 7E R & AJT
TICRL A (HLMS) A1 40 i mp AR 4 ol 47 T W 2.
K VR - B 25 1 7 IR, SRR 24 MR
P, B 4 AR, FEARYE RN ek B o b
SrAEEERN 5. 15, (208,248)- A -1E3-12,25 —E-3-
Fid (21) F1 (208, 24R)-¥h 48—k F5-12,25 — 1 -3-Fii (22)( &
22). MELE| 20(S)-PPD (1) EAREHE IR A 24,25- XU A
oA B 24,25- 38 E Ak W, 28 oK fiR R EE HE T A N )
24,2588 “EERTAMIA ocotillol L2 [ FAA. PSS
A& R A — AR, s, BT
224 25- AWM AT I — MBI EMIEE 1) C-25 AL R A
—ANFAE R EE. 5015 5 AN ERET R 2 A A
NI AR b &, R SRS B p A 25 [ PR 2, W
T 25-F T O PPD (AR Y B Ak B2

Bl12 21 122 Hgi
Figure 12 The structures of 21 and 22
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2015 4F, FCHESEIHFE T 20(S)-PPT 7E HLM A
KR A I E AR BL. A 2] 26 4 ocotillol L AR
W, Ho Cy Z M F 1A 2 113 24 20(S)-PPT K32
Ry, e REWIET 2 A 13 1k — B AR u.
20(S)-PPT 7E K FRAN 282 [ AR 1) 42 3 i 22 S 32 B2
SEEHT 2 F1 13 TR R AN — 25 A BRI S ARk B
PEFE). FEHLMS H 2 (R WIE R Vmax b 13 1104
35, 13 MIVHFER N 2 10 11.0 fi5. SR1, 7E RLM 1 2 iR
MK RE % Vmax EE 13 B 2.4 1%, 2 BT FEE LA 13 41
(O = 1 I I == R N o (VI O e 2
CYP3A4 NZ5 2 13 FIEALACEH ) £ Z A,

6 RE

M S o B B )D& RKIR 20(S)-ocotillol Y
BEHREAPUR. DU DU EPUGMHOB . R 2
EIRIR . PRIPO I A S RBETARL, X X i
ZRZGACINIME R RTERICHSIAEE. BT
KA ocotillol BYBFF & TE D, HAE B IE D N
ZAR A, AR RN Cy EMFH
20(S)-ocotillol 7Y 5 FF 47O LR I FH -5 44 P9 AR 2
BT ARERENE, 320 5] i 78N AR B 78 .
{HZ, ocotillol Y =B AW~ HAHEEH B E L
LA ATHIIRIE R ocotillol 2 K HATAMIKIENE
Wz, VPR T K, s m AR -, G2
B0 WA KIS PE AT S, TS A A
EFEVEIE NI M ANTE 2 . 1 BRSO B Hf; 3 JLAERE
TR, 20(R)- NS 21 EAG U I ORGP 0o i I8 A 4f
ZRG . PUMESEAYEYE, 20(R)-ocotillol B = F A
FRIRIER D, T+ LR, ocotillol B HIE K. Pl
LR A FH DA R 6 AR o 48 2R G 1 AR 18 I 7S 0
BIRF FAHES, 5 TYRPMEBOCR, AT HIE T
TAEMATED IR TS, IRATFFE ocotillol 24 1 (1)
AR, RFEE R AR E AT R — IR

B ARSI TAE.
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