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Rutecarpine 1 has been synthetised from hydrazone 12 in high yield by Fischer 
indole synthesis. riydrazone 2 has been prepared from 2 with benzenediazonium 
chloride or 5 with phenylhydrazine. 2 Shows a solvent dependent d-Z isomerism. 

The 7,8-dihydro-13H-indoloi2'3 ':3,4]pyrido[2,1-b]quinazolin-S-one (Rutecarpine) 

1 is one of the constituent parts of the Chinese drugs Uu-Chu-Yu2 3 and Shih-Hu , ------- 
both obtained from Evodia Rutaecarpa. Rutecarpine l_, itself was reported4 to in- 

crease the arterial pressure. The common principle of Rutecarpine synthesis is 

to build5 up the connection of the C and D rings, starting from tryptamine or 

its derivatives. Another possibility is provided by the synthesis and the rear- 

rangement of the 6-phenylhydrazono-6,7,8,9-tetrahydro-llH-pyrido[2,1-b]qulnazo- 

lin-11-one 2, derived from Rutecarpine 1 by retrospective analysis, by the dis- 

connection of the indole ring. The Fischer indole synthesis has been used6 to 

syntheslse several alkaloids. 

For the preparation of hydrazone 
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reagents (i.e. bromination, for- 
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mylatron) has been reported7. 

Pyridoquinazoline 8 alkaloide 2 

tydro-llH-pyridol2,1-b]quinazolin- 

can be prepared in very good yreld 

(90 and 92%, resp.) by reacting Sk,1 2-piperidone and anthranilic acid, or by the 

reduction 9 of pyridoquinazoline 4. The latter was prepared lo from 2-amino-pyri- 

dine and 2-chlorooenzoic acid in 75% yield or from 2-bromo-pyridine and antnra- 

nilic acid in 85% yield. 

From tetrahydro-pyridoquinazoline 1 we prepared hydrazone ,11 (mp. 182-4 OC, 

from PrOH; C,H,N) by bromination followed by reaction with phenylhydrazlne 150 

mm01 of 1 was reacted with 100 mm01 of bromine in 300 mL of 75% acetic acid, in 

the presence of sodium acetate (100 mmol) at 50°C for lh; yield 98%. The result- 

ing dibromo compound12 (30 mmol) was heated with phenylhydrazine (120 mmol) in 
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eLlano (120 III;) at boiling point for 4 n, yield irl%j, or dircctl;r i)J Llazrx:1za- 

tion witrl ue~zerl.ztliazonium cnloridi? ~13 mm01 of 3 in 10mk of 50% acetxc acia was .- 
reacted 10 mmoi of tienzclledlazon1u:n c,lloricle (prepared from arilllrie in !I AL of 

water) at -5 Oc. for 3 II; yield jO%]. (see Srxeme). 

L precipitateu In 92 ana 93% 

yield, res?. (mp 22,J OL, from 

LtJzk, whose Id Ul and 1 h-k‘iR 

spectra were superlqosable 

-I upon ttiose of the autnentic 

&y- - q6 ~~~~~~~~~~~~~~~~~~~~:’ 
I, NH 

NH2 z 1 J The Generalization of tile 

A above synthesis provides a 

facile syntnesis route for the preparation of autecar;>ine derivatives substl- 

tuted on tne ;i ring, and having favouraule biological actlvlt;. 
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