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ABSTRACT
ARBAMATES OF RAPA

The invention concerns a compound of the structure

wherein R! and R? are each, independently, hydrogen,
-CONH-[(CR3R4)(-A-(CRRE),), 14 -B;

R3, R4, R5 . R6_, R9 and R10 are each defined substitutents, and R?"6 may each also
represent hydrogen,

B is alkenyl of 2-7 carbon atoms, alkynyl of 2-7 carbon atoms, hydroxyalkyl of 1-6

~ carbon atoms, alkylthioalkyl of 2-12 carbon atoms, alkylaminoalkyl of 2-12

‘carbon atoms, dialkylaminoalkyl of 3-12 carbon atoms, -OR7, -SR7, -CN,
-COR7, -CONHR7, -OSO3R7, -NR7R8, -NHCOR’, -NHSO2R7, or Ar;

Ais -CHz-, -NR7-, -O-, -S-, -SO-, -PR7-, -NHCO-, -NHSO- or -P(O)(R7)-;

Aris 'naphthyl, pyridyl, quinolyl, isoquinolyl, quinoxalyl, thienyl, thionaphthyl, furyl,
benzofuryl, benzodioxyl, benzoxazolyl, benzoisoxazolyl, indolyl, thiazolyl,
isoxazoljrl, pyrimidinyl, ‘pyrazinyl, imidazolyl, - b_e'nzopyranjrl,

benz[b]}thiophenolyl,
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R3, R4,:sRb, ‘R6 RO and R10 are each defined substitutents, and Rlerr] may
each also - represent hydrogen, LB"PsbaF‘k'eHQﬁ BENDL 7 carbon at ons,

al kynyl of 2-7 carbon atons, hydrokyal kyREPGAGED 6 carbon afi@592057/c1
al kykt hi oal kyl of 2-12 carbon atons, al Kyl ajj_noarkyl of 2-12 car bon
atons, dial kyl am noal kyl of 3-12 carbon atons, -OR7, -SR7, -CN, - -COR7,

_CONHR7, - OSCBR7, - bewzReidaznisbobenzthisedpiRrberapdinxolyl, ipiperidinyl, rrmholmxl}_

-8, - . |
qui nol §|O i sEcF;Zl noléi?&%ﬁiynyggﬁyy mﬁﬂ{%‘fﬁﬁﬁﬂ%d%)g%?vh)@/f&ﬁ‘w,ﬁr i ey be
benzof uryl,” benzodi @Btipally &10RgxwivI0y tri- SmEled oxitly 8 BHIUP selsatsyfrom kA 261156

i soxazolyl, pyrim éﬁrﬁdﬂ atoniy la@lalkyl of 7-10 ¢adbdhydtoms bﬂﬁé)@;ﬂbf ang lcarbon atoms,
benz[b]thlophenolyl

benzi i dazol yl, ben2APaBAPyhYdBEY P oBPIkOXY, PF &7 ] a%rhw atqms, ﬁﬂ}l?wwethyl
pi perazinyl, tetr ah@xﬂmof diatky}dminorof 1y6 carbonl atopis; pentatkyd igrouph dialkylgmimoplkyhyf -

be ptional l tq a t
romal kySh g 17680 fors, Bydllyaigl st b ainibfhs aloAVRIRE oF 91 £F
al koxy of 1-6 car bdrarbmmtems, alkylthloegfbrﬁ@aruoalatpms;yw:i%yPoaHtmﬂ -GQatEal koxy
of 2-7 carbon atOWBpo%Hlinhu@mﬁBt hyl, am no, dialkylamno of 1-6
carbon atons per al'kyl group, “dial kyI am noal kyl of 3-12 carbon

at ons, hydroxyal kyl of 1-6 carbon atons, al koxyal kyl of 2-12 car bon
atons, al kylthio.of 4-6 carbon atons, -SO3H -PG3H, and - CO2H,; PO3H,
and - CO2H; Igrrl Visisa ﬂi&bééﬁ%ﬂtaﬁtﬁﬂ% ﬁé@fc@ﬁcl@ﬁia@ﬁﬁ?b@ ls RutA0, uﬂ?a)(uﬁﬁd
sat ur at ed, unsatyrat ¢ efl, partially unsaturated, and may be
optionally nono-, diZ, or tri- substituted or with a defi ned or

subot It ueplo, D e AL By Aigho o VEsPBS Y
useful as an i mmunodsfinpd eshstituent, awith thefprovisethot B! anchR? rempa both hydrogen,
anti proliferatjvey. g.nq_a@t 5.t PG - @gﬁn.te -1;

or a pharmaceutically acceptable salt thereof which is useful as an immunosuppressive,

antiinflammatory, antifungal, antiproliferative, and antitumor agent.
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