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Sarpagine type indole alkaloid, Gardnerine (1), which is contained in Gardneria species of Logani-
aceae family was chemically converted to a 2-acylindole alkaloid, Ochropine {2), which 1s contained 1n
Ochrosla species of Apoeynaceae family. Thus, the primar& aleohol group of Na-methyl-gardnerine (3)
was oxidized to the aldehyde compound (4) (mp 198°, 1n 76% yield) using NCS, MeZS and Eth. Beiling of
an oxime derivative (5) of (4) with acetic arhydride for 15 mn. afforded a sole crystalline nitrale
compound (&) of mp 285° (1in 57% yield). Treatment of (6) with abs-MeOH : H,80, (3 : 1 v/v) at 110° for
30 min. gave a colorless crystalline ester derivative (7) {mp 204°, 1in 50% yield) which could be 1sc-—
merized to l6-epi-ester derivative (8){mp 166°) by use of sodium methoxide. The nmr spectra of the
normal ester derivative {7) showed a methyl signal of carbomethoxy group shielded by indole nucleus at &
3,07, while l6-epi-ester derivative (8) showed the corresponding signal at & 3.66. The G/D ring opening
reaction of ester (7) gave rise to N-cyano alcohol derivatives (9) constituted of two epimeric alcohols
at C-3 using cyanogen bromide an the presence of Nazco3 in aq-THF. Without further purification, the

alcohol was oxidized to 3-keto derivative (10) by Cornferth methed (Py-CrO H20). Amorphous keto deri-

4=
vative (10) exhibited a characteristic absorption of 2-acylindole alkaloid at 340 nm in the uv spectrum,
Decyanation of {10) was achieved by refluxing with 5% aq-HOAc—NH40Ac for 3hrs. Des-Nb-methyl-cchro-
pine {11) was formed as colorless prisms mpl86° in 57% yield. The base (1l1) was in an equilibrium state
w1th a ring-opened ketone (12) in an ethanolic solution. Finally, the base (11) was methylated using

formaldehyde and palladized charcoal with hydrogen., Synthesized ochropine showed the same 1r spectrum

with natural ochropine in a chleroform solution,
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Ry=H, R,= CH,OH, Ry= H (1) R)= CHy, R,= CH-NOH, R,= H {5) .~ <gﬁ, Ry= CN (9)
R = CH,,R,= CH,OH, R,= H (3) Ry= CHj, R,= CON , Ry= H (6) Ry= =0, R.=CN (10)
R = CH3,H2= cHe H3= H (4) R1= CHB, R2: COOCHB, H3= H (7) 4= =0 , R5= H (12}

R)= CH,, R,= H, R,= COOCH, (8) Be==0, R CH3(2)



