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CHUHTE3 HOBBIX BUOJIOI'MYECKIN AKTUBHBIX ITPOU3BOAHBIX
MMUPUJIOHOB-2 C ®DPAI'MEHTOM TPUIITAMHWHA*

P.K. JIAMIIAHOB, I'.II. TOKMAKOB, H.M. ITP?)KEBAJIbCKIIA

(PTAY-MCXA umenu K.A. Tumupszena)

Bzaumooeiicmeuem  4-cuopoxcu-6-wemun-2H-nupan-2-ona ¢ 3-¢h-amunosmun)unoonamu
CUHME3UPOBAHbl  HOBble NPOU3GOOHbIE NUPUOOHOB-2, codepiicawjue ppasmenm mMpunmamuna
y amoma aszoma. Iloxaszano, 4mo NupuOOHOMPUNMAMUHBL MOV 6CIMYNAMb 8 MPEXKOMHOHEeHMHYIO
peakyuio ¢ 0opazoeanuem KOHOCHCUPOBAHHOU NUPAHONUPUOOHOBOT CUCHIEMbL.

Kuroueswvie cnosa: nupanon-2, nupanonupuoonst, RUpuUOOHsl, mpunmamunsl, peaxyus I pano-
bepea.

CTpyKTypHast eIUHMIA MHPHIOHOB-2 TMPHUCYTCTBYET B MOJEKYJaX MPUPOAHBIX
U CHHTETHYECKUX COCIUHEHUH, NPOSBISAIONMX IIUPOKUNA CIEKTp OMOJIIOTHUECKON aK-
tuBHoctu [11, 13]. Cpemm Hux, Hampumep, IPOTHUBOOINYXOJEBBIM aHTUOMOTHK [Ua3a-
xuHOMUIIMH A [15], HeHykJIeo3uaHBIH HMHrHOMTOp oOpaTHONH TpaHcKkpunTassl BUY
L-697,661 [17], unruburop ¢ocdoanscrepasbl MHUIPUHOH, HCIOIb3YEMBII B KIMHHKE
JUId JledeHus ceplievyHoil HepoctaTtouHocTH [12]. Psan nupano[3,2-cnupuIoHOB, MOJIy4YeH-
HBIX METOJOM MYJIBTUKOMIIOHEHTHBIX PEaKIHi, OOHApYX MU IUTOTOKCUYECKYIO aKTHB-
HOCTh [6, 7, 14]. Kpome TOro, Xopomio W3BeCTHa pa3HOOOpaszHas OMOJOrHMYecKas aKTHUB-
HOCTh TPUNTAMHHA U €r0 NMpOu3BOJAHBIX [1]. JIorMYHO MpPEANOIOXKUTh, YTO COCAUHEHUs 3,
cofiepiKaliue B MOJIEKyJe JBe (papMako(opHbIC TPYMIbI, TaKKe MPOSBAT 3aMETHYIO OHo-
aKTHBHOCTh. YKa3aHHbIE COOOpa)KCHUsl SIBIJIUCh OCHOBAHUEM Ui Pa3pabOTKu crocoda
[IOJIy4eHHs] HOBBIX NUPHUIOHOB 3 U3 TpunramuHoB 1 u 4-ruppoxcu-6-metun-2H-nupan-2-
oHa2 (cxema 1).

Tpunramussl 1 cuHTe3upoBanu Mo peakuuu I'panadepra, 3akirodarouieiicss BO B3au-
MOJCHCTBUM apWITHAPA3HHOB C y-TaJOT€HOKAPOOHUIBHBIMU COEAMHEHUSIMH [2], a Takxke
10 YaCTUYHO MOAU(HUINPOBAHHONW HAMH METOAMKE IPOBEICHUS 3TOTO CUHTE3a [5].

IIpeBpalieHre NMUPOHOBOTO IMKIJIA B MUPUAOHOBBIN U3BECTHO [9], 0fHAKO HE OMNu-
CaHO UCTIOJIb30BAHNE TPUINTAMUHOB | B KauecTBE MEPBUYHOTO aMHUHA B 3TOI peakIui.

* TlocBsamiaercst maMsaTH Oe3BPEeMEHHO yIIenuiero koiuiern u apyra Mropst Bragumuposuua
MarenoBa.
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a-e, g h jt, vx R = H fR =Ph i R =CHPh; a R =H, bx R = CH;; ac, ex R = H, d
R =CHg a, dg, i, j,p,gqtuR =H bR =Cl ¢, kR =Br, h RR = Et, | R = uuknorekcun,
m R =0OMe, n, s R =Me, o R =F, rR =CF3 v R =0Ph, wR4= SONH,, x R = Ph; a, b, e, f, h, i,
k-o,r,v-xR:=H,¢c,s,t;R =Br,d,jR- =Me,gR: =Cl, pR: =F, g R = OCHj; u R+ R: = (CH,),.

[Ipu pazpaboTke cHHTE3a HWUPUAOHOTPUUTAMHUHOB 3 1O cxemMe | Mbl YCTaHOBWIIH,
4yTO HarpeBanue 1,5-2 4 TpuntamuHa 1 B Bune ocHOBaHMs (MeToj A) winu conu (Meton b)
U MUpaHOHa 2 B MOJSIPHOM ampoTOHHOM pactBoputene (JAM®PA) ¢ mocnenyromei o4ncT-
KOH BBINAJAIOUIET0 OCaJKa KpUCTAUIM3alMed NPUBOIUT K COCIHMHEHHUSM 3 C BBIXOJOM
34-56%. B metome b Heobxomumo moGapnenue 1.2 skBuBaneHTa Et;N minm nupuausa.
KoHcTaHTBI W BBIXOJBl NMHUPHIOHOTPUITAMHHOB 3 mpuBereHbl B Tabmuue 1. s psga
peaKkuii CrenuanbHO MPOBENU CPAaBHEHHME BBIXOJOB MUPHIOHOB 3, MOJYYEHHBIX METOJIaMHU
A u b. B 000ux ciydasx BbIXOJbI OKa3aJlUCh OJU3KU. 3aMECTUTEIH Pa3IUYHON 3JIEKTPOH-
HOU TPUPOIBI B MOJICKYJIe TPUITAMHHA HE OKA3bIBAIOT 3aMETHOTO BIIMSHHS Ha MPOTEKa-
HUE PEaKIUH.

Tabnuna 1
DU3NKO-XUMUUYECKME XapaKTePUCTUKN coeaMHEHUN 3 a-X
HaripgeHo. % Macc-cnekTp
BbluncneHo, % BbluncneHo: o
Coean- | 1 nn., °C BpyTTo-hopmyna M Beixon, %
HeHve o . (meTopn)
HanpeHo:
C H N
m/z [M+ H]+
71,38 6.26 10,15 268.3
sa 254-256 CisH16N20, 71,62 6,01 10,44 269,2 516
64,23 5.30 8.57 316.8 46 (A),
b | 269270 ¢i7H,,ClH,0, 64,46 541 8,84 3175 48 (B)
46,16 3.82 6.58 440.1 47 (A),
287-289*
Sc | 287-289 Ci7H1¢BraN, 0, 46,39 3,66 6,36 4411 46 (B)
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lMpodomkeHue mabn. 1

HaiipeHo. %
BbluncneHo, %

Macc-cnektp
BbluncneHo:

C::EMM‘; T.nn, °C BpyTTo-dhopmyna M B(lixll)gg,u;/o
c H N HawnpeHo:
m/z [M+ H]+

3d 246-248 C1oHN,0, %g% E% % 21% 0®)
3f 273-275 C,5H,,N,0, %%17 Z% % %ﬁ 5;01 ((?5))'
3g 271-273 ¢,,H,,CIH,0, 2‘2% gﬁ % 2132 iOZ((/?S);
3h | 236-237 CioHz22N,0, %% % % %ﬁ i& ((/?5)5
3i 270-271 C24H2uN,0, % 2% % %g S0(A B)
3j 256-258 C1gH20N,0, %g g,% ﬁ %‘i ©e
3k 292-294 C,,H,,BrN,0, %%12 17?2 ;;7‘712 ?%72 2%(:5)5
3l | 281-282* C,1H,,N,0, %% ;T;; % %ﬁ ‘ﬁ? (:5)5
3m | 295-297 C,4H,,N,0, %3,% 2;_12 % %é i% ((?5)5
3n 267-268 C,4H,,N,0, %% g% 2:312 %ﬁ > ®)
30 272-274 Cy,H,;FN,0, g%%: 5% % :3%),% 47 (B)
3p 258-259 C,,H,,FN,0, % 2;;‘3 %ﬁ % 47(8)
3q 281-283 C,HyoN, 0, ((:_;’% g% % %ﬁ i54 ((/?5)5
3r 248-250 CigH,F3N,0, 2*11% % :ﬁ %ﬁ 52 (B)
3s | 202293 Cy¢HysBN,0, :‘;’gf ;Tzé ;Tl? 3%2#2 ?3 ((/:;)),
3t 276-278 C,,H,,BrN,0, % % ;;*32 %ﬁ i% ((?5))‘
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OkoH4aHue mabn. 1

HarigeHo. % Macc-cnekTp
Coeny- BbluncneHo, % BbluncneHo: BLixod. %
A T.nn., °C BpyTTO-hopmyna M A, 7o
HeHne . . (meTopn)
c H N HalipeHo:
m/z [M+ H]+
74,24 6.51 8.41 322.4
3u 285-286 Ca0HN,0, 74,51 6,80 8,69 3234 34 (B)
73,59 5.16 7.19 374.4
v | 303305 Ca3HN,05 73,78 4,96 7,48 3754 %3 (B)
57,01 6.27 11,40 361.4
- C,-H,(N;O,S ’ ’
3w | 302-304 17719734 57,28 6,11 11,13 362.4 43 (B)
77,07 6.35 7.50 358.4
3x 289-291 C,3H,N,0, 77.38 6.14 7.81 359 4 34 (B)
* AMOA.

** AM®A — ataHon, 1:9.

CocTaB CHHTE3WPOBAHHBIX HHPUIOHOB 3 a-X IMOATBEPXK/CH NaHHBIMU DIIEMEHTHOTO
aHaJIM3a U MacC-CIEKTpaMH, NMPUBEACHHBIMH B Talmuie 1, CTpPyKTypa JIOKa3aHa CIEKTPO-
ckorimedr SIMP 'H (tabn. 2). Curaanbsl IpOTOHOB OCEH30JIBHOTO KOJbIIa MHIOJIBHOTO (par-
MEHTa JiexxaT B obsactu 6,58-8,03 m.j., mpuyem B Oojiee cmaboM TOJIe HaXOJUTCS CUTHAI
mpoToHa B moyiokeHHH 4. [IpOTOHBI METHIIEHOBBIX TPYII STHICHOBOTO MOCTHKA MpPOSB-
JISI0TCS B BUAE TpuruieToB B obmactu 2,87-3,04 (CH,) u 3,95-4,08 (N-CH,), curnansl
npotoHoB H-3 u H-5 mupunonoBoro ¢gparmenra umeror ¢opMmy AyOJIETOB ¢ KOHCTAaHTAMHU
4] =2,2-2,6 B obmactu 5,62-5,71 m.a. u 5,53-5,59 M.JI. COOTBETCTBEHHO.

[Ipn n3yueHMH pEeakIHMOHHON CIOCOOHOCTH MHUPHIOHOTPUNTAMHUHOB 3 MBI yCTaHO-
BUJIM, YTO OHH C YCIEXOM MOTYT OBbITh HCIIOJIb30BaHbl B OAHOCTATUIHHOM TPEXKOMIIOHEHT-
HOM CHHTe3e (cXeMa 2, peiBapuTeabHOe coolmIeHue cM. [4]).

Hanmpumep, narpeBanue cmecu coequHeHHs 3h, MaJOHOJMHUTpPMWIA U OEH3AIbACTH-
na B EtOH B npucyrcreuu Et;N npuBoaut k nupanonupuiony 4 ¢ Berxoznom 69%.

Cxema 2

OH
| A
Me N (@]
Et
A EtOH, EtN
Me =+ CH,(CN), + PhCHO ———= Ft
N
N 80°C, 24 N e
N
H
3h 4
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[Iporno3 OMOJOrMUECKON AaKTUBHOCTH COEAMHEHUH 3, MOJIyYeHHBIH C IIOMOIIbIO
nporpammsl PASS [16], nokasai, 4To ¢ BEPOSATHOCTbIO OT CPEAHEN 10 BBICOKOM OHM MOTYT
MPOSBJISTh TAaKWE CBOWMCTBA: SABJIATHbCA aHTaroHuctamu S-HT-penentopoB, aroHUCTamMH J0-
NaMUHa, UHTUOUTOpaMH IepeJadyd HEePBHBIX HWMITYJIbCOB, CIa3MOJIUTHYECKUMHU CpEICTBa-
MU IS CKeIeTHOH Myckynatypsl u cocynoB [IHC, obmamaTh aHTHHEBPOTHYECKOU, cela-
THUBHOM U TICUXOTUYECKOH aKTUBHOCTBIO.

MBI ucniblTaIu psifl COSAMHEHUH 3 Ha ceJaTMBHYIO aKTUBHOCTh. Hannuue B UX cTpyk-
Type TpUITaMHHOBOTO (hapMakodopa JenaeT BO3MOXHBIM B3aMMOJCHCTBUE C PAa3THYHBIMU
nontunamu S-HT-penientopoB, 4TO NOKa3aHO, HApUMEp, MPU HU3YUYEHUH POIU TPUITO(O-
Ja B peryJupoBaHuu 1uKiIa con/6oapcrBoBanue [10]. Kpome Toro, B coeauHeHUs X 3 mpu-
CYTCTBYET YaCTUYHO THAPUPOBAHHOE MHPHUAWHOBOE SJAPO, YTO MPHUAACT UM ONpEACICHHOE
CTPYKTYPHOE CXOJCTBO C CEJAaTUBHBIM CPEACTBOM dMOKCUIMHOM [3], a Takke ¢ IPOU3BOJI-
HBIMU OapOutypoBoil kuciaoTel. OTO0p BemiecTB 3 b-e, i, 1, n, W M3 CHHTE3UPOBAHHBIX
24 coenuHeHUH OBUT OOYCIIOBJIICH CTPEMIJICHHEM NPOTECTHUPOBATH 00pasiibl, COJEpIkKAIIUe
3aMECTHUTEIHN Pa3HOU ANIEKTPOHHON MPUPOABI B PA3TMYHBIX MTOJIOKEHUSIX MOJICKYJIBI.

Jng wuzydeHus BO30YXKAAIOLIEr0 WM CEJATHBHOTO BIMSHHUS NUPUIOHOTPHIITA-
MHHOB 3 Ha KOpY TOJIOBHOI'O MO3Ta XHBOTHBIX HCIIOJIB30BAIM TECT «XJIOPAITHAPATHBIN
con» [8]*.

B skcnepumeHTe «XJIOpairuApaTHbIl COH» OBLIM MCHOJIb30BAHBI CAMKH KpbIC JIH-
Huu Vistar maccoit 250-300 r. XmopansruapaT BBOAMIM B g03e 350 MI/Kr BHYTpuOpro-
muHHO. Mccnenyembie BenecTBa 3 BBOAMIN MHTparacTpaibHO B J103¢ 50 Mr/kr. JKUBOTHBIE
KOHTPOJILHOW TPYMIbI MOJyYalu AUCTULIMPOBAHHYIO BOJAY HHTPAracTpaibHO M XJIOpalb-
rUIpaT BHYTPUOPIOIIMHHO B TeX JK€ J03aX. XJIOpaJbIUApaT W HCCIEJyeMble BeleCTBa
BBOJMJIM OJHOBPEMEHHO M (PUKCUPOBAIN IMPOAODKUTEILHOCTh CHA. YMEHbIIEHUE BpeMe-
HU CHa OTHOCHTEJIBHO KOHTPOJS yKasblBaeT Ha BO30ykJaroliui 3¢ ¢ekT, yBelTuyeHue —
Ha CceaTHBHBIM.

AHaM3 MONyYEeHHBIX SKCIIEPUMEHTATBHBIX JAHHBIX MOKa3al, 4To coeauHenus 3b, 3i,
31 yBenuuYMBArOT MPOAOKUTENBLHOCTh cHA, MUH: 3b — 208,00 + 0,92; 31 — 208,00 + 2,00;
31 —179,67 = 10,68; xoutposnb — 117,00 + 15,82.

PesynbraThl MCHIBITAHUNA TMOKAa3ald, YTO JAHHBIE BEIIECTBA OKa3bIBAIOT YrHETAIoLIee
BIIMSIHHE HA KOPY TOJIOBHOTO MO3Ta.

Takum oOpa3oM, pa3paboTaH 3((PEKTHBHBIM METOJ] IMOJYYCHUS HOBBIX IPOU3BO-
JTHBIX MUPHUIOHA-2, COJEpXKAIlUX OCTATOK TPUNTaMWHA, W BBISBIICHA CEJaTHBHAs aKTUB-
HOCTh psifia coequHeHuid. [loka3aHo, YTO CHHTE3UPOBAHHBIC MUPHIOHOTPUITAMUHBI MOTYT
SIBIIATBCS. YJJOOHBIMH HCXOJHBIMU COEAMHEHUSIMH B MYJIBTUKOMIIOHEHTHOH peakiuu, Mpu-
BOAAIICH K 00pa3oBaHHI0 KOHAEGHCHUPOBAHHON TeTEPOLMKIMYECKON MUPaHOMUPHIOHOBOM
CHUCTEMbl — CTPYKTYPHOTO aHajora MPUPOJHBIX U CHHTETHYECKUX OMOJOTMYECKH aKTHUB-
HBIX BEILECTB.

JKcnepuMeHTAIbHAS YacTh

Crektper SIMP 1H 3amucansl Ha mpubdope Bruker-WM-250 (250 MI'm) B JIMCO-
d6, BuyTpenHuit cranmapt TMC. Macc-cneKTpsl 3aperucTpUpOBaHbl Ha XpomaTorpade/
Mmacc-criektpomerpe Agilent 1200/6310 ion trap LC/MS (ESI). YcnoBust xpomaTorpagu-
posanust: konorka YMC-UltraHT Pro C18 50*%2 mm, S-2mkm, 120 A; smioenTr A — Boaa

*Bpipaxaem OmarogapHocth k. X. H. W.II. Komonmumu (IIsturopckuil Menuko-dapma-
ueBTryecknii uHCTUTYT, (wiman ['BOY BIIO BoarlMVY MunsapaBa P®) 3a mpoBeneHHblEe HC-
IIbITAHUSL.
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¢ nob6asnenuem 0,01% tpudropykcycnoii kucnotsl (TOVYK), amoenr B — MeCN c no-
6asnennem 0,01% TODVYK; rpamuent A/B ot 5% no 100% 3a 8 MHUH, CKOPOCTh MOTOKa
0,25 mu/muH. DnemeHTHbIM aHanu3 BeimonHeH Ha CHN-anamuszatope Carlo Erba 1106
B aHanutudeckoil nmaboparopun MHOOC PAH umenu A.H. HecmesnoBa. Temmeparypbl
IUIaBJICHUs OMpENEICHbl B He3alasHHBIX KalWUIIpax B 3JeKTpoHarpeBaeMoM Ojoke. KoH-
TPOJb 332 XOJOM peakUuil U YMCTOTOH coeAuHeHuil ocyecTBisan mMerogoM TCX Ha ruia-
ctuHax Silufol-254, smioeHT OyTaHON — YyKCycHas Kuciora — Bojna, 7:1:1, mposBreHue
napamu noja win Y @-cBeTom.

4 - ruapoken - 6 - metmin - 1 - [2-(1-R1-2-R2-4-R3-5-R*-7-R3-1H-unnon - 3 - nn)
stun] - 1H - mupuaus - 2 - onsl (3 a-t, v-xX) u 4- rugpokcu - 6 - metuin - 1 - (2 - (2-metun - 1-
azarpunukio| 6.3.1.0"%moneka-2.4.6.8( 12)-rerpaen-3-un)stwin)-1 H-nupuaun-2-on  (3u)
(obmras meronuka). Cmech 10 MMomnb TpunTamMuHa 1 a-X u 12 MMONb 4-THAPOKCH-6-METHIT-
2H-nupan-2-oHa 2 pactBopstoT npu HarpeBanuu (50-70 C) B

10 mn JIM®A, narpesator 2 4 npu 100°C npu nepememunBanuu. Ilocie oxiaxnie-
HUSI CMECh pa30aBiIsIoT paBHBIM 00beMoM Me,CO. BeigenuBmuiics ocaiok OTGHIBTPOBEI-
BalOT, mpombBalOT 5 Ma1 Me,CO u nepekpucramnuizoBsiBaioT u3 JM®DA wunu cmecu
IM®A — EtOH, 1,5:1 (meTton A). IIpu ucnoab30BaHUU THAPOXIIOPHIOB TPUIITAMUHOB
1 a-x k ucxonHoi peakunoHHod cmecu (10 Mmonb TpunrtamuHa 1 a-x u 12 MMoJb UpaHo-
Ha 2) nob6asmsror 12 MMons Et;N. B 3ToM ciydae mocie OKOHYaHUS pEakIMy OCaZoK OT-
(GUIBTPOBBIBAIOT, MOCHIEAOBATENbHO NMpoMbIBatOT Me,CO, Bogoil u BHOBL Me,CO u nepe-
KpUCTAUIN30BBIBAIOT U3 JIM®DA ummn cmecu JIMDA — EtOH, 1,5:1 (meton b).

2-aMUHO- 7-MeTHI-6-[ 2-(2-MeTuin-5-31ui- 1 H-ungon-3-mm)atun |-5-oxco-4-henu-
5,6-muruapo-4H-nupano|3,2-cnupuaun-3-kapoonurpun (4). K cmecu 155 mr (0,5 mmorb)
nupugonorpuntamuna 3h, 58 mr (0,55 mmons) 6enzanpaeruaa, 36 mr (0,55 MMonb) AMHU-
TpuJla MajloHOBOH KucnoTel ¥ 5 Ma EtOH no6asmstor 0,2 mn Et;N u peakijMOHHYIO Maccy
HarpeBaloT B KoJ0e ¢ 0OpaTHBIM XOJOJMIBHUKOM B TeueHHe 2 4. Yepes 15 MuH mepBoHa-
YaJlbHO HEPacTBOPUMBIE KOMIIOHEHTHI MEpPEXOAAT B PACcTBOp, K KOHIly NEpBOro daca Ha-
YMHAETCS BbINaJieHUue ocajka. [lociie OKOHYaHUS peakiuy CMECh OXJAKIAIOT, pa30aBIISIOT
paBHbIM 00beMOM Et,0 u OCTaBISAIOT A MOMHOM KpucTamau3auuu Ha 12 4. Ocajgok oT-
(GunbTPOBLIBAIOT, NpoMbIBalOT Ha ¢uibTpe Et,0. cymaT ¥ HepekpUCTalIM30BBIBAIOT U3
EtOH. Beixon 160 mr (69%). T. mn. 273-275°C (EtOH). Cnextp AMP H. 5, m.n. (./, T'm):
TpUITaMUHOBBIA ¢parment: 1,14 (3H, 1, J = 7,1, 5-CH,-CH,), 2,02 (3H, ¢, 2-CH,), 2,56
(2H, x, J= 7,1, 5-CTT-CH,), 6,78 (1H, 1, J= 8,1, H-6), 7,06 (2H, m, H-4, H-7), 10,50 (1H,
¢, NH); 2,75-2,89 (2H, M, CH,), 3,85-3,90 (1H, M) u 3,95-4,00 (1H, m, CH,N); nupano-
nupuaoHoBHI ¢pparment: 1,92 (3H, c, 9-CH,), 4,39 (1H, c, H-4), 5,86 (1H, c, H-8'), 6,99
(2H, c, MT), 7,16-7,20 (3H, m, H-2, 4, 6 Ph), 7,22-7,30 (2H, m, H-3, 5 Ph). Haiineno, %:
C 74,67; H 5,82; N 11,85. C,4H,4N,0,. Boraucneno, %: C 74,98; H 6,08; N 12,06.
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SYNTHESIS OF NEW BIOLOGICALLY ACTIVE DERIVATIVES
OF PYRIDONES-2 WITH TRYPTAMINE FRAGMENT

R.K. LAYPANOV, G.P. TOKMAKOV, N.M. PRZHEVALSKIY

(RSAU-MAA named after K.A. Timiryazev)

New derivatives of pvridone-2 with trvptamine fragment were synthesized by reaction
4-hydroxv-6-methyl-2H-pyran-2-one with 3-((3-aminoethyl)indoles. 3-((I-Aminoethyl)indoles
(tryptamines) have been prepared by Grandberg reaction. A mixture of commercially available
4-hydroxv-6-methyl-2H-pyran-2-one and corresponding trvptamine was heated in DMFA at 100°C
for 2 h. The product yields 34-56%. The structure of pyridonotryptamines was proved by 'H NMR
and mass spectroscopy and confirmed by elemental analysis. The pyridonotryptamines contain two
biological active groups. The prediction of biological activity for these compounds was obtain by



PASS program. It was shown, that the pyridonotrvptamines can exibit diverse biological activities.
We tested pyridonotrvptamines for sedative activity using test “chloralhydrat's dream" on female
of rats of Vistar line. It was shown, that some of pyridonotrvptamines have depressed influence on
the crust of brain.

During the study of chemical properties of pyridonotrvptamines we have established that
these compounds can Yyield pvranopvridone condenced system by threecomponent reaction. For
example, the one-step threecomponent reaction of 4-hydroxy-6-metyl-I-[2-(2-methyl-5-ethyl-IH-
indole-3-yl)ethyl]-IH-pyridine-2-one with malononitrile and benzaldehyde in 1:1:1 ratio proceeds
smoothly in refluxing ethanol containing small quantity of EtJV. The pyranopyridonotrvptamine
vield 69%. Such heterocyclic rings represent analogous of biological activity natural and synthetic
compounds.

Key words: tryptamines, pvridones, pyran-2-one, Grandberg reaction, pyranopyridones.
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