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Derived from ambruticin S

methylation (C-1) R1
reduction (C-1)
metalorganyl addition (C-1)
OH-derivatisation (5-OH/6-OH)
amidation (C-1)
1a >
applied in various permutations OR?2
R1= CO,H, CO,Me, CONH-alkyl, CH,OH, CH,OR,
CH,OCOR, C(OH)RH, C(OH)R,, CONH-aryl
R2?=H, acyl, carbamoyl, cyclic carbonate

reduction (C-1)
oxidation (C-5)
oxime formation (5-OH)
reduction (C-5)
metalorganyl addition (C-5)
1a >

applied in various permutations

o
11

R'= CO,H, CO,Me, CH,OH
R? R2= O, NOH, (R)-(OH)H, (R)-(OH)R

thermal rearrangement
then R
reduction (C-1)
OH-derivatisation (5-OH/6-OH)
methylation (C-1)
1a >

applied in various permutations

OR?

R'= CO,H, CO,Me, CH,OH, CH,0COMe
R2= H, COMe

1. thermal rearrangement
2. reduction (C-1)
3. catalytic hydrogenation (olefins)

1a

Derived from the ambruticin VS series

reduction (C-1)
reductive amination (C-1) R
oxime formation (C-1)
tetrazole formation (C-1)
deoxygenation (C-1)
le -

applied in various permutations

NMe,
R'= CO,Me, CHO, NR,, =NOR, CN, tetrazol

O
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reductive amination (5-NHR)
N-acylation (5-NHR)
azidation (5-NHR)
1c/1d >
applied alternatively

"OH Ri1= H, Me, Et, CH,-imidazol

N__ R2=H,alkyl, (CH,);0H, ary,
R B heteroaryl, COR, CO,R, CONHR
R1-R2= N,

KOSN-0279: R'=Me, R?=iPr



