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CHHTE3 HOBBIX ITPOM3BOAHBIX ITPOITAHOJIOB-2 C PASHBIMU
TETEPOIUK/IMYECKMMI 3AMECTUTEJLAMUA
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H. P. APYTIOHOBA uT. A. ITAXHA3APAH

EpeBanckuit rocyapcTBeHHBIN YHUBEPCUTET

IMocrymmo 9 XII 2003

Ha 6a3se cHTe3MPOBAHHEIX 1-3aMelleHHBIX-3-XIOPIPOIIAHOIOB-2 B3aUMOeCTBIeM 1-3aMeleHHbIX-
3-XJIOpIIPOIaHOIOB-2 C HeKOTOphIMH N-HykieodunaaMy ¥ THOLMAHATOM Kauusd IOTydYeHBI HOBbIE

IIPOMU3BOAHBIE HPOHHHO.TIOB-Z C pa3HBIMHU I'eTePOLHUKINIECCKUMU 3aMECTUTE/IIMHU.

Ta6i1. 2, 6ubI. CCHLUIOK 7.

Paspaborka myTell CHHTe3a COeAMHEHUH C reTepOLUKINIYEeCKUMU (pparMeHTaMu
U TOHUCK B DTOM PALy HOBBIX OMOJOTHMYECKM AaKTHBHBIX BELIECTB SIBJIAIOTCA
aKTyaJbHOM IIpoGIeMOH COBpeMeHHOH opraHmdyeckoii xwumuum [1-5]. Hamum
pa3paboTaH MeTOJ CHHTe3a IIPONAHOJIOB-2 C Pa3THYHBIMU TeTePOIUKINIECKHIMHU
(parmenTamMu. B3aumopeiicTBHEM SIUXIOPTUAPUHA C 5,5-AUMETHITHIAHTOMHOM I,
mopdonusaoMm II, bramumugom III cuHTE3MPOBaHBI COOTBETCTBYIOIIME IIPOU3BOLHBIE
3-xsop-tnipomanoina-2 IV-VI mo cxewme:
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R= N— (I, IV, XIV); O N=(II, V, XV); N=(lll, VI, XVI-XXII);
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R'= —SCN(V“, X|V—XV|); N\[rN— (V|||, XV||); 6\]— (|X, XV|||); @_ (X, X|X);
(@]
N N
Oheonon L Fowmar G
(@] N—(XI, XX); XII, XXI); X1, XX1);
(X1, XX) W‘) (X1l, XXI) W‘)( )

X = K(VII); Na(VI1-X); H(XI-XI1T)

YcranosneHo, 4To mOJ, AelictBueM rerepounukuos I-III packpertre okcumpHOrO
KOJBbIIa IIPOMCXOAMT IO mpaBuiay Kpacyckoro, T. e. THIPOKCHIbHAsA TpyIIa
obpasyeTca Yy HauMeHee THUIPOTeHU3HMPOBAaHHOIO aTroMa YIJIepoZa, deMy
CIOCOOCTBYIOT TaKXKe U cTepudecKue GakTops! [6,7]. BzaumogelicTBueM coefuHEeHUH
IV-VI ¢ rtrommanHatoM Kamus IOJNydYeHb HOBble 1-N-3amemeHHble-3-
Tronuannponanonrsi-2(XIV-XVI).

W3zyueHo TakxKe B3aUMOJEHCTBYE coefuHeHUA 1V ¢ HaTpUeBbIMU IPOU3BOLHBIMHU
5,5-AuMeTHITHIAHTONHA, KAalpoJaKTaMa, IUPPOJUOHA, a TakKe C MOPGHOINHOM,
6eH30TPHUA30JI0M U GEeH3MMUAA30JI0M B IIPUCYTCTBUM €LKOTo Kauu. [IIf BhIABIEHUA
ONTHUMAJIBHBIX YCIOBUH CHHTe3a WCCI€ZOBAHO BJIHUAHHE CpeIbl, TeMIIE€PaTypEI,

IIPOAO/DKUTEIBPHOCTD p€aKIIM M COOTHOIIEHNE MCXOAHBIX KOMIIOHEHTOB.

OKCIIepUMeHTaIbHAsA JacTh

Cuextpst AMP 'H nonygens: Ha ciekrpomerpe “Mercury-300 (bupmsr Varian)”
¢ paboueit vacroroit 300 M/, pactBoputens — IMCO-ds; T=30°. UK cmiexTpsI CHATHI
Ha criektpodoromerpe “Specord IR-757.

VHpuBuAyanpHOCTD M YHUCTOTY IIOMYYEHHBIX COeLUHEHUM KOHTPOIMPOBAIU
merozom TCX ma mmacruukax “Silufol UV-2547; smoent — x1opodopM-3TaHOI-
rekcag guaa XIV-XVI, XX-XXII, xmopodopm-sranon-kcmwron pas XVII-XIX,
IIpOsiBIeHUE — TTapaMu Hoza.

1-(5%,5"-Jumetnn-3'-N-ruganTonno)-3-tuonuannponanon-2(XIV). Cmecs 9,32 r
(0,1 moszg) snuxmopruzpuna u 12,8 r (0,1 mozg) 5,5-fumeTunArnaHTONHA HarpEBaioOT
10 7 mpu 150°C, 3aTem pacTBOpAIOT B 25 MralleToOHA U IO KaruiaM gobasiaior k 10,7 r
(0,11 moz9) TonmanaTa Kanus B 25 ar arjerona. Cmecs Harpesaior 30 ¥ Ha BOZSHOM
6ame. [locne orroHku ameroHa f06aBiaiorT 50 7 BOABI, HMOTydYeHHBIE KPHCTAJIIBI
$uasTpYyIOT, IpOoMBIBAiOT 3dUpoM u cymwar (Tabir. 1,2).
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Tabuauna 1

JlaHHEIe DJIeMEHTHOTO aHAIM3a M GU3MKO-XMMHUIEeCKHe XapaKTePUCTUKY coefuHeHui XIV-

XXII
Coep, T.xu., Hatineno, % Brruncieno, %
wie- | °C/arpr | T.mm., °C Bpyrro- Rt (coornomenue | Berxog,
Hre | cr(np®) ¢bopmyrna c H N C H N 3JTIOEHTOB) %
0,58
_ ) ,
XV 150 GH13N305S 44,19 5,65| 17,5¢ 44,438 5,39 17,27 (1:02:0,4) 62,90
- 0,54
q ’
XV 134 GH14N-,0,S 47,65 7,16 13,99 47,50 6,98 13,85 (1:0.8:0,2) 78,70
XV - 160 | GoHiN,0sS | 5486 | 3,63 1036 5495 384 10p8,, 024 76,30
(1:0,2:1,3)
_ i L 0,56
XVII 190 GeHiN:Os | 57.76 | 489| 1296 5800 517 1268 o, o ) | 7855
_ 0,56
XVIII 35 CHaN:0s | 6464 | 612| 859 6454 637 885 0o | 6930
_ 0,58
g g ’
XIX 89 CisH1gN2O4 62,55 5,68 9,56 62,49 5,59 9,72 (04:04: 1) 75,65
130/0.5 i 052
XX (1.4772) - CisH1gNoO, 62,34 6,39 9,26 62,06 6,25 9,65 (1:05:0,5) 82,76
_ 0,56
[= ll
XXI1 146 GH1NLO; 63,61 4,31 | 17,66 63,34 4,38 17,88 (1:0.3:0.8) 77,64
_ 0,54
XXII 185 GaH1sN305 67,41 463| 12,86 67,28 4,71 13,08 (1:0.2:0,3) 81,00
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Tabarna 2

Cnextpst VK u IMP 'H coegunenwuii XIV- XXII

Coema- UK cnexrp, v, car! Cnextp AMP 'H, §, m.1.
HeHue
XIV 3500-320@1.c.(OH, NH); 9,50c(H, NH); 6,2Qu.c.(H, OH); 4,7%1(2H, CH-SCN); 3,80(H, CH); 3,25(2H,
2060(-SCN); 1760, 1680(C=0) | CH,-N); 1,02¢(6H, CH)
XV 3160(0OH); 2080(-SCN); 6,19u.c.(H, OH); 4,7%(2H, CH-SCN); 3,82(4H, CH-0O); 3,654(H, CH);
1290(C-N); 1050(C-0) 3,6Qm(6H, CHy-N)
VI 3160(0OH); 2090(-SCN); 7,8Qm(4H, Ar); 5,6Qu.c.(H, OH); 4,75(2H, CH-SCN); 4,26:¢(H, CH); 3,70:(2H,
1780, 1700(C=0) CH,-N)
VI 3500-320@1.c.(OH, NH); 9,53c(H, NH); 7,8&(4H, Ar); 5,62u.c.(H, OH); 4,231(H, CH); 3,7(i(2H, CH.-
1780-1670.1.(C=0); 1605(Ar) | dranmumun); 3,541(2H, CH-runanrtoun); 1,05¢(6H, CH)
. . | 7,76u(4H, Ar); 4,6Qu.c.(H, OH); 4,031(H, CH); 3,68(2H, CH-dpramumun);
XVl fg?gﬁg:;)' 1760-1680n.(C=0); | 3'53: (91, Chy-xanposaxram); 3,30(2H, CH-N B mkie); 2,206(2H, CHCO s
uukie); 2,1(6H, CH, B nukie)
. —Ay. | 7,78u(4H, Ar); 4,9u.c.(H, OH); 4,3%(H, CH); 3,651(2H, CH-dranumu);
XIX igigggs)' 1760-1680n.(C=0); 3,561(2H, CH-tiupposuon); 3,36r(2H, CH-N B nukie); 2,25r(2H, CH,CO B
ukie); 2,00M(2H, CH, B uukie)
XX 3170(0OH); 1760,1690(C=0); 7,784(4H, Ar); 4,50.c.(H, OH); 4,601(H, CH); 3,451(2H, CH-¢pramumun);
1610(Ar) 3,3m(6H, CH-N); 3,6r(4H, CH-0)
<X 3200(0OH); 1760,1690(C=0); 7,0-8,04(8H, Ar); 4,Fu.c.(H, OH); 4,65(H, CH); 3,501(2H, CH-dranumun);
1620(Ar) 3,421(2H, CH,-6ensorpuason)
XXII 3330(0OH); 1760,1680(C=0); 8,1%(H, CH B uukie); 7,0-8,04(8H, Ar); 4,6u.c.(H, OH); 4,551¢(H, CH); 3,50:(2H,

1610(Ar)

CHy-bramumun); 3,461(2H, CH-6er3umunason)
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1-N-Mopdonuro-3-trnonmannponanon-2(XV). K 9,3 r (0,1 amo.srg) smuxmop-rugpuna
mpu 0°C go6asmsior 8,7 r (0,1 mors) wmopdonuna. Tak xak peakius
9K30TepMUYecKad, cMeCch OCTaBaAloT Ha 1 ¥ mpum 50°C, 3aTeM Ipu KOMHATHOM
TeMIIepaType OCTaBIAIOT Ha 17 u, mocie wero HarpeBaior 1 z mpu 75°C. Cmecs
pactBopsitor B 35 ar abe. araHona u mo KammaMm mobasisior K 10,7 r (0,11 morzq)
THOLMaHaTa Kaaus B 25 amr abe. aTaHoMa, 3aTeM Harpesaor 4 ¥ mpu 50-55°C. ITocre
GUIBTPallUM OTTOHAIOT PacTBOPHUTENIb U JobaBaaioT sdup-guoxcan (1:1).
OcaxzeHHbIe KPUCTAILTBI OTAEIAIOT, IPOMBIBAIOT 3bHupoM u cymaT (Tabi. 1,2).
1-N-®ranumuzgo-3-xmopupomanon-2(VI). Cmecs 15 r (0,1 morg) branumuzpa u
15 r (0,16 morg) suuxnopruzpuna HarpesaiorT 3 ¢ npu 140-150°C. ITocne otroHku
n30BITKA OIUXJIOPTUAPHHA U3 MONYYeHHONH MacChl C IIOMOWIBIO TOPAYEro
meTpoJeiHoro adupa ussiaekaior coegunernue VI T.wr. 84°C.
1-N-®rannmuzno-3-tuonuannpomnanon-2(XVI). K 3,4 r (0,035 morzg) trouwma-
Hara Kajau B 15 mr anerona mo xamwism gob6asisaior 8,4 r (0,035 morg) coequnenus VI
B 35 Mr aueToHa, 3aTeM cMech HarpesaloT 12 ¥ mpu 50-55°C. Ilocne ¢uasTpanuu
OTTOHSIIOT PAaCTBOPUTENb U AO0aBIAIOT 3TaHON. OcaXJeHHble KPUCTAJLIBL OT/eIIIOT,
IIPOMBIBAIOT STAHOJIOM U CymaT (Ta6i.1,2).
1-N-®rannmuzgo-3-(5.,5"-gumetnn-3'-N-ruganronso)nponanon-2(XVII). K 2,55
r (0,02 morxa) 5,5-gumerunrugantonra B 40 mr xcwnoma mo6Gasmsaior 0,55 r (0,02
MOJI4) METaJIMYeCKOTO HAaTpUA M HATrpeBalOT B TeueHHe 3 . 3areM YZAJfiOT
pactBopurens u gobasnsior 4,8 r (0,02 mozg) coepunenus VI 8 40 mr abe. sTaHoNa.
Cmecs Harpesatot 2 ¥ mpu 75-80°C. Ilocne yzanenus cnupta gobasnaior 20 a7 Bogs
u HarpesatoT 1 ¥ mpu 96-99°C. OcaxgeHHble KPUCTAJLIBI OTJEJIAIOT, IIPOMBIBAIOT
BOJIOH, 3aTeM 5¢UpoM u cymar (Tabi. 1,2).
1-N-®@ranumuzgo-3-N-kanponakrminponanon-2(XVIII).  Omeir  mposezseH
ananornyno XVIL Ilocie ypameHus cmupra M3 peakIMOHHOM CMeCH COeIMHEHUe
XVIII uzBnexaioT ropssuum rexcaom (tabi. 1,2).
1-N-®@ranumuzgo-3-N-nupponaugosonponason-2(XIX). OnsiT npoBezeH aHamO-
ruyno XVIII (ta6.1,2).
1-N-®ranumuzo-3-N-mopdorusonponanon-2(XX). K 0,55 r (0,01 mozs) egxoro
xamu B 11 mr abe. aranosna no xamiam pgob6asasior 1,5 r (0,011 mozg) mopdonuna.
Yepes 30 mua pobasmusior 2,4 r (0,01 mozg) coepunenus VI B 25 aor abe. sTaHONA.
Cmech HarpeBaior 2 g, 3aTeM OTTOHSIOT PACTBOPUTENH U IIO/ABEPraioT (ppaKIHOHHOM
neperonke (tabm. 1,2).
1-N-®ramumuzo-3-N-6ensorpuasononponanon-2(XXI). OmeiT  mpoBezeH
anHamoruyHo XX. Ilocie yzaneHus cnupra K peakIMOHHON cMeCH JO0aBIAOT 75 M1
BOABl M oxnaxzaioT. Jepes 5 ¥ mpu 0°C BhImaBIIMe KPUCTALIBI (PHIBTPYIOT,
IIPOMBIBAIOT BOZOM U cymaTt (tabi. 1,2).
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1-N-®rannmuzno-3-N-6ensumugasononponanon-2(XXII). OmsiT mpoBesen aHa-
smoruuno XXI (ta6i.1,2).

SUCREI 2BSErN8hULbY SENUYULPLE NY 2-1CNMUTLALLEE
LN UOULSSULLEP UPLPEER

E. Q. UGUrNM3UL, U. U. U4EShUSUL, U. U. RULUS3UL,
b. i+, ZULNRESNRLAYU L Q. U. TUZLULQUM3UL

Uhuptqué 1-nbknuudus-3-pinpuyuini-2-h puquyph ypu unwgyl] L
nwpplp  hbwbpnghlyhy  wnbnuluwihsubpng  2-ypnyuwinjubph tnp
wswligpuyubp  thnpwgngnmpjui Uk nukiny 1-nknulju)]ws-3-pinpuwing-2
nnno N-uniyjindhjubph b uyhnwdh phnghwwwnh htwn:

SYNTHESIS OF NEW DERIVATIVES OF PROPANOL S-2
WITH DIFFERENT HETEROCYCLIC SUBSTITUTES
E. G. MESROPYAN, A. A. AVETISSYAN, A. S. GALSTYAN,

I. R. HARUTYUNOVA and G. A. SHAHNAZARYAN

By the interaction of synthesized 1-substituteda®Bpropanol-2 with some N-
nucleophiles and potassium rodanate new derivatofepropanol-2 with different
heterocyclic substitutes were obtained.
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