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Synthetic and bioorganic studies on sarcodonins

WFERRREOBEEE (Fn30) « AWFE CTIEIAE HNHTE 4% % 7D sarcodonin J DA% & sarcodonin A ™
HEIEZEHAT 10 SRAEINHITEE ORETEMA B OWFJE 21T - 72, Sarcodonin J ()DE K TIE, H
W L L CIBLNE S 72 (-)-Wieland-Miescher ketone % FV T, Negishi 77 v 7" U > 7% % FHu»
Ty 7 aXe T U EREE L LA AT VLB AL, BRILKMIGICE D 7T BEROMESE
ATV, IRIEAGRES 2 MENL T& 7=, —J7, sarcodonin A DREEZHLTIL 14 7D /KERFEN RIE
PHENEEICIImO CEETH DL L2 RAH LT,

WFZER S DOBEEL (F£3C) : Synthetic studies on sarcodonin J and structural activity relationship study on
sarcodonin A related compounds were performed. As to the synthetic study on sarcodonin J, synthetic
route was almost accomplished using Negishi coupling starting from (-)-Wieland-Miescher ketone. As
to the structural activity relationship study on sarcodonin A related compounds, the hydroxyl group at

C-14 position proved to be extremely important for the anti-inflammatory activity.
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Sarcodonin | cyathane H# Z K> 7 /L
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72 % 12-O-tetradecanoylphorbol-13-acetate {Z &2
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Sarcodonin FA | HTIEEEE - RHE R K
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TILHMED @A AR I O ST & SR
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sarcodonin J (1) & L7z, F 7z, HEERIZHW
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(1) sarcodonin J D& Af5E
T Z TR CTIRILAMED H 2 A R I I
Iz 5 & & LHIRPAEKRNPES T
% sarcodonin J ()D& K& B AANZAT 9, HIZE
WE & LR A Y 72 (-)-Wieland-Miescher
ketone HREME L LT, Neg1sh1 BTV
RN TY 7 aXeT Ul AR 1,
4 T AFVIEAZEA L, f)%?f!:j(}iﬁml iy
5 7T BEROMBILEIZ XLV sarcodonin ] (1) DA
AT D,

(-)-Wieland Miescher ketone

1, 4 addtion ——= CHO } Sml3 ring expansion
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Negishi cross-coupling

sarcodonin J (1)
(2) Sarcodonin FH O REIEZSHL & JIEINHTENE
sarcodonin A (2)D 19 A7 /KEEFL D deoxy 48

|ZFA 95 sarcodonin B (3)=<° neosarcodonin
O (4) DHRIEINHTE M 1S sarcodonin A (1) DIF
PR & IR D RO TH, ZDZ &b,
19 ArKEE L D AFTE X RIEINHNEPER B
REL{FTFHELTWE EBZXOLND, T2,
sarcoodnin A (2)®D 14 (iFEFE= A7 /LD 630
nmol ¥ A &> 72 ¥ D RIEMHIENE S 30% T
HY, BELIUKTFLTWD, 2D &b,
sarcodonin A (2) 14 £ /KERFEIE, 19 A7 /KEE
JE L AER, RIEMHNEERBIC R E S FE
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sarcodonin A DERLAEITH Z & & LT,

19-deoxysarcodonin A (3)
(sarcodonin B)
|E630 nmol 29%

sarcodonin A (2)
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S OAc

HO CHO

sarcodonin A-14-acetate
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neosarcodonin O (4)
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sarcodonin J (1)

(2) Sarcodonin FHDHEIEZEHE & I E HNH TG M
LR ORFFEIZ X 1 sarcoodnin A @ 14 7. D R
T X7 /L O 630 nmol A B 72 W D IRIEM
EMEIZ30%EHE LR F L L2 R L
TW3b, ZDOZ L5, sarcodonin A D 14 if
KEEIIX, 19 iKERIL & [FIRR, RAEMHIENE
RBUWIRELFLSEZ L TWBDHEEEREV,
% ZC 14-deoxysarcodonin A DE AT H Z
e Lz, £, FRRIORT X RFEICH
T, l4-deoxysarcodonin A (18) D&% K
#7~, Sarcodonin A % * > /U{k L7-%, LiAlH,,
NaBH,, DIBAL-H, LiBH,® 4 f¥H D& Al
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T TR, 7T e REE TEILNEA
TEEZBND, RITPAC Zfllt s LTH
VW, KGR 2 A 2 CTRENE R ZIT o7 &
Z A, TL AR (BOGFER 5 43) ORST
H %) 14-deoxysarcodonin A (18) 73 24 &
Wo L XIZAERK LTI, —F, ISR Z K<
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B O 14-deoxy 7RO RIEMHITE MR
Eﬁ;&’??’) ez 5, 22 (% 1E¢30 nmot 18%, D/
17 R UAEE & D 20 13X [Egso amot 19%,
14-deoxysarcodonin A (18) TIE 1E30 nmot 21%,
241X 1Eg30 nmot 7% & WTIUHIT & A ERIEHD
HEMEZ RS hotz, ZDOZ &b,
sarcodonin A O 14 {7 7K FE LT 2 FE il 14 %
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M TE Tz, SBIIPIEREEE & X0 EH
YO H LM E IR I ET0,
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