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IMPORTANCE OF ASYMMETRIC SYNTHESIS:

OBJECTIVE:

Since the Thalidomide tragedy in the 1960s, the research of ways to obtain §trgcjcura|ly divers.e y-sulfonyl aIIy] amines have demqstrqted_ thei.r ability to
enantiomerically pure compounds has became of great interest due to the inhibit a great variety of enzymatic processes. Our objective is to implement

importance of the quirality in biological activities.

their synthesis to increase the pool of available structures.! Furthermore this
structures could be transformed into different allyl amines.
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APPROACH AND REACTION OPTIMIZATION: CATALYST DESIGN:
a) e b) " Stereodirecing  Brensted |
| R)*\(\SOZR1 + group ~—— ?se
NO, Conditions for catalyst screening: o i

| o, ~_-SOR’
. O,N >
: R) 2 b) Base R)*\/\SOZR1

pathway NOS X or X-SO2R’ R)\/\SO .
2 I

MeO
82% ee (-40°C) 49% ee (-40°C)

a) BB* (20 mol%), DCM, T, 24 h
b) KOH, DCM, r.t., 2 h

R: p-Tol R':Ph : O)LN N~ N
S ®®

----------------------------------------------------

N | N N | oM
E — N H r N e
N\
MeO MeO
-72% ee (-60°C) 10% ee (-40°C) N.R.

e f . 4
-l T J[ . O. A LS N Qe S

/

SERe g
MeO MeO
75% ee (-40°C) 85% ee (-60°C)

REACTION SCOPE: /a\>
Ol L

(20 mol%)

MeO
NBoc CH,Cl, ,—40 °C, 24 h NHBoc
)I + OZN/\/SOZR > )\/\
Ar 2. KOH, CH,Cl,, r. t., 2 h Ar SOzR

Effect of the sulfonyl group:
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