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Paspaborana mpoctas MeTOAMKa CHUHTe3a N-3aMEMCHHBIX 2-aMUHO-1,4,5,6-TeTparupONUPpUMHINHOB U3 W30IUAHATOB, JOMYCKAIOIIAs

LIMPOKYIO BapUATUBHOCTh 3aMECTUTEIICH.

KnroueBbie ciioBa: 2-aMuHo-1,4,5,6-TeTparuipoNMpUMUTUHBL, mpem-0yTOKCUKapOOHWITbHAS 3alllUTa I'yaHUTHHOB, IIUKITNYCCKHIE T'yaHUTUHBL

I'yaHuauHOBBIE NPOU3BOAHBIE HAXOMAAT LIMPOKOE MpPHU-
MEHEHHE BO MHOTHX OOJaCTSIX COBPEMEHHON XHUMHH, YTO
00yCIIOBITUBAETCS UX BBICOKOW OCHOBHOCTBIO M XOpOILEH
PAacTBOPMMOCTBIO B pa3HbIX cpemax. BapbupoBanue
3aMecTHTeNel MpH aToMaxX a30Ta TYaHWIAMHOBOW CHCTEMBI
MO3BOJISIET M3MEHSTHh CBOMCTBAa TaKMX BEIIECTB M OTKPHI-
BaeT HEOTPaHWYCHHBIE BO3MOXXHOCTH HCIOJIH30BAaHUS B
CHUHTETHYECKON mpakTuke. IIpuMmepamMu MOryT CIly>KUTb
HeHyK/Ieo(UIbHbIE OCHOBaHHs bapToHa,” a Takxke XHpalb-
Hble KaTanm3aToper (puc. 1). PasHoo6pasue mpuMeHeHHs
9THX COCAWHEHMH OXBaThIBaeT CQepsl MeHIIHCKOI, "
cynpaMoneKyﬂstHo1?15 U  KOOPJAMHALIMOHHOM ~ XHUMHH.
B cBs3u ¢ BaXHOM POJIBIO ATUX OCHOBAaHUU CYIIECTBYET
MOTPEOHOCTh B HOBBIX MOAXOJAX K IONYyYCHHIO IHKIIH-
YEeCKHX U MOJIN3aMEIIEHHBIX TYaHHANHOB. Taxue moaxoas!
HMEIOT OCOOEHHYIO0 IEHHOCTh Ui KOHIENIHHU ITOJTHOTO
CHHTE3a, TOCKOJBKY TyaHHAWHBI IIMPOKO IIPEICTABIICHBI
Cpe/IM IPUPOIHBIX coenuHeHuit’ (puc. 1).

B nmamHO#t pabore MBI mpemtaraeM 3¢ (heKTUBHBIN
croco0 monydeHnss N-3aMeIIeHHBIX MHUKINYECKUX T'yaHH-
OUHOB — 2-aMuHO-1,4,5,6-TeTparnponupuMUAIHHOB — W3
asuga 1 mocpencTBoM KoHAeHcanuu ¢ocdazeHa 2 ¢ u3o-
[IMaHATAMU C TIOCJIEIYIONEeN UKIIU3aIUel Mo 1eUCTBUEM
ocHOBaHMA (Tabm. 1). B nmTepaType oOmmcaHBl METOIBI
MOJIYYC€HUSI TIOJOOHBIX COEIMHEHHN W3 Kap6OJII/II/IMI/I}IOB,8
IMPUMUIMHOB M IMKIMYECKMX KapOamuos,'’ o1HaKo BCe
OHHM TpeOyIOT HCIOJIB30BAHHS KaTaJIU3aTOPOB HAa OCHOBE
MEPEXOAHBIX METAJUIOB WM OTPaHUYMBAIOTCS HHU3KOU

© 2023 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

BapHaTUBHOCTBIO CyOcTpaToB. [l03TOMy BOBJIEUEHHE IIHPO-
KOTO Kjlacca M30I[MaHATOB OTKPBIBAET AOCTYH K Pa3HO00-
pasHBIM  AJKWJI- W apWI3aMENICHHBIM IPOU3BOJHBIM
T'YaHHIUHOB.

Hcxoansiii pocdaszen 2 ObUI MOIY4EH U3 COOTBETCTBYIO-
mero asuaa 1, KOTOpbIH MOXKET OBITh JIErKO INOJYYeH M3
3-xsopnpormamuna.'’ Mbl ycTaHoBHIH, 4To docdazeH 2
JIETKO BCTYNAeT B PEaKIMI0 C H30LMaHaTaMH ¢ 00pazo-
BaHHEM JIOCTATOYHO CTAaOMIBHBIX KapOOJUUMHUAOB 3a—g,
KOTOpBIE HE MPEeTEePIeBal0T CaMOIPOM3BOIBHON HUKIM3a-
IIUH B TyaHUOUHEI 4a—g. B oqHOM ciydae (coenuHenue 3a,
R = Ph) MBI fnaxe BBLAETIIN U OXapaKTepU30BAIH JAHHBINA
KapOoOIMUMHJT B MHIMBHIYaJbHOM BHIE. TeM He MeHee
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Pucynok 1. I'yaHHIUHBI KaK KaTaJH3aTOPHI U IIPUPOJIHEIE COEIIH-
HEHUSL.
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Tabuuna 1. Berxoas! ryaHuiuHoB 4a—g U 2-aMHHO-
1,4,5,6-TeTparuiponupuMUANHOB Sa—g

1. RNCO, PhMe
N3 pph PhzPN 1, 24 h RHN /N
BocHN PhMe BocHN 2. NaH, MeCN BocN
1 rt, 24 h A, 30s da—g

RNCO RN=C=N Base
Ph3PO J

BocHN
“MeoH YJ HCI e
1,4-dioxane
rt, 48 h Sa-g
R Iponyxr Beixon, % Iponykr Brixon, %
Ph 4a 70 5a 90
4-MeC¢H, 4b 75 5b 95
4-BrCqH, 4c 63 5¢ 95
4-FC¢Hy 4d 73 5d 95
Bn 4e 55 Se 88
Cy 4f 67 5f 78
t-Bu 4g 77 5¢g -

kapOomuumuIel 3a—g OKa3aluCh HE OUYCHb CTAOWIIBHBIMU,
MOSTOMY Ui CHHTE3a MPOU3BONHBIX 4a—g pEaKIHio
mpoBoIMIIK Oe3 BhIIeNeHUs coenuHernit 3a—g. cxonnyro
KOHJeHcanuio npooamwan B PhMe, 3atem pacTBOpHTENb
yHapuBalld, PEAaKIHOHHYID CMECh MEepepacTBOPSIIA B
MeCN u npoBOIWIHM LUKIU3ALUIO0 JEHCTBUEM KaTalUTH-
gecknx kommdecTB NaH (tabn. 1). IIpoBenenne koHmeH-
caru cpazy B MeCN mpuBOIUIIO K TIOSBICHUIO TOOOYHBIX
MPOAYKTOB, TTO3TOMY [UIS 3TOW CTAaIWH OBLT WCIOJIH30BaH
PhMe kakx MeHee MOJAPHBIH PacTBOPUTEIb, HE CIIOCOOHBIN
K TOOOYHBIM PEaKIIHSIM.

WuTepecHo, 9TO HECMOTPS Ha HAMYHE mpem-0yTOKCH-
KapOOHHIBHON 3alIUTHOW TPYIIBI, MPOU3BOIHBIE 4a—g
COXpaHsUIM BEICOKOOCHOBHBIE cBoMcTBa. C OJITHOM CTOPOHBI,
9T0 TOTpeboBasio noOaeneHus Et;N B AMIOCHT mpu ux
OUHCTKE C TIOMOIIBI0 KOJIOHOYHOH Xpomarorpaduu. OmHako,
C IPyTrod CTOPOHBI, TIOMOTJIO MIPOBECTH OYHUCTKY OT HEOCHOB-
Horo okcuna TtpupeHmnpocduna. Taxke HHTEpPECHOU
ocoGeHHOCThIO criekTpoB SIMP 'H coenuuenmuii 4a—g crano
AaHOMAJIFHOE YIIMPEHHWE CHTHajlla IPOTOHA SK30LUKIIH-
geckoro ¢parmenta NH, uto oOBsICHsAETCS 3aMeIUIcH-
HBIM BPAIICHUEM COCEIHEH mpem-0yTOKCUKapOOHWIBHOM
rpyru'n,l.12

Ynanenue mpem-0yTOKCUKAPOOHMIFHOW 3alIUTHI MPO-
BOAWJIOCH NpHU KOMHATHOM TemmepaType B YCIOBHUSX
KHUCJIOTHOTO Katanuza. OHaKo, B OTJIMYHME OT MEPBUYHBIX
WJIM BTOPUYHBIX aMUHOB, JJIs1 KOTOPBIX peakusi MPOTEKaeT
MOPOH NPaKTUIECKH MTHOBEHHO, yIajeHHEe 3alllUThl yaHU-
IUHOB 4a—g TpeOOBalo B3aWMOJICHCTBUS C KHCIOTOW B
TeyeHue 48 4. B cBsA3M ¢ 3TUM HaM HE yJaloCh MOJYYUTh
MPOAYKT 5g, copepkamuii mpem-OyTHWIBHYIO TPYIITY MPH
aToMe a30Ta, TaK Kak B JAHHBIX YCJIOBUSIX OHa TaKke
YaCTUYHO yuanxnacr;.”

Takum oOpasom, Hamu paspaboraHa 3¢dhexTHBHAs
METOJMKAa CHHTE3a C BBICOKUMH BBIXOJAMHU Pa3IMYHBIX
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IKWI- ¥ apWI3aMEIICHHBIX [UKINIECKUX T'YaHHAWHOB C
mpem-O0yTOKCUKapOOHWIBHOW 3aIInTON U 0e3 Hee. Meto-
JWKa He TpeOyeT MPUMEHEHMS] METAUIOKOMIUICKCHBIX KaTa-
JIM3aTOPOB WIM CJOXHBIX YCIOBMH peakuuu. Mcnonb3o-
BaHME JOCTYNHBIX M30I[MaHATOB B 3TOM IPOIIECCE IOIyC-
KaeT IUPOKOE Pa3HOOOpa3He MOTyIaeMbIX IPOLYKTOB.

:‘)KCHepHMeHTaJIbHaH HacTb

Crnektpst SIMP 'H u "C 3apermcrpuposanbl Ha
cnextpomerpax Bruker Avance III (700 u 176 MI'11 coot-
BerctBeHHO) U Bruker Fourier 300 (300 u 75 MI'm coot-
BercTtBeHHO) B JIMCO-ds (coenunenus 2, 3a, Sa—f) wim
CDCl; (coemuuenus 4a—g), BHyTpenanit ctaHmapt TMC mm
octaTo4HbI curHan pactBopurens (AMCO-dqg: 2.50 M. 1.
U siep 1H, 39.5 M. 1. A snep 13C; CDCls: 7.26 m. 1.
UL siIep 1H, 772 M. g mig spep 13C). Macc-ceKTpsI
BBICOKOTO pa3peleHus] (MOHU3ANus 3IEKTPOPACTIBIIICHUEM )
3amucanbl Ha mpubope AB Sciex TripleTOF 5600+.
Temneparypbl IUTaBIeHUS ompeneneHsl Ha npudope SMP30.
Jls KOJIOHOYHOW XpomaTorpaduu MCIONIb30BaH CHIIMKA-
rerms Merck Kieselgel 60.

Pearentsr ¢upmer Acros Organics TpUMEHEHBI 0e3
JIOTIOJTHUTENbHOW OYHMCTKH, MJISI IIPOBEICHUS PpEeaKmmit
HCTIONIb30BaHbI CBEKETIEPErHAHHBIE PACTBOPHUTEIH. Mpent-
Byrun(3-a3unonponmn)kapbamar (1) momydeH mo imTepa-
TYpPHOH METOIMKE.

mpem-Byrun{3-[(rpudennndochopanniamnieH)amuHo]-
nponmwijkapéamar (2). B 100 mi cyxoro PhMe pactBo-
psior 10.0 T (50 mMMonb) mpem-OyTui(3-a3umgoTpPOIIIN)-
kapbamara (1). [Ipu mepeMemmBaHNY MOPLIHUOHHO B TeUe-
Hue 30 muH nobammsror 14.4 T (55 mmons) PPh; u mepe-
MEIIMBAIOT NPH KOMHATHOHM TemIiepaType B TeueHue 24 d.
[TonydeHHy0 cMech YNapHBalOT JOCyXa Ha POTOPHOM
ucnapurene. TBepAblii 0CTaTOK NpOoMBIBatOT cMechbio Et,O—
rekcad, 1:2 (3 x 50 mu). [ToxydeHHBIH POAYKT CyIIaT MpH
MOHMKEHHOM JaBiieHuu. Beixox 16.5 r (76%), Oenblid
nopomok, T. 1. 119—121°C. Cnexrp SIMP 'H (300 MI 1),
o, M. 1.: 7.67-7.46 (15H, m, H Ph); 7.22 (1H, ¢, NH); 3.14—
2.89 (4H, M, 2NCH,); 1.60-1.50 (2H, m, NCH,CH,CH,N);
1.35 (9H, ¢, 3CH;). Cniektp SIMP °C (176 MTI'n), 8, m. 1.

(, Tu): 155.3; 132.7 (1, J = 102.4); 131.9 (1, J = 2.7);
131.8 (1, J = 8.8); 131.4 (1, J = 9.7); 128.7 (1, J = 11.8);
128.5 (1, J = 11.2); 77.0; 43.4; 40.0; 33.8 (1, J = 19.9);
28.2. Haiineno, m/z: 435.2196 [M+H]". CsH3N,O,P.

Brruncneno, m/z: 435.2196.
mpem-bytnia(3-{[(pennnumuno)MeTnJieH|aM1HO} -
nponmmin)kapéamar (3a). B 50 mur cyxoro PhMe pacrso-
psaor 2.17 r (5 wmmoms) mpem-0ytun{3-[(Tpudenni-
dochopanumIeH)aMIHO |iponni f kapbamara (2), mobas-
0T 596 Mr (5 MMoib) QeHMIM30IMaHaTa M IIepeMeNIn-
BalOT INpU KOMHATHOM Temmeparype B TeueHue 24 d.
[TonyueHHyl0 cMech YHapHBalOT J0ocyXa Ha POTOPHOM
ucnaputene. [IpoaykT ouniaoT MeTotoM (uIel-Xpomaro-
rpaduu (amoent CH,Cl,-MeOH, 100:1). Beixox 480 mr
(35%), 6ecuperHoe macno. Kapbamar 3a nomydes ¢ 4ucTo-
Tol okos0 90% (YCTaHOBJIEHO Ha OCHOBE HMHTErpPalIbHBIX
unTeHcuBHocTeil B cnektpe SIMP 'H). Crnexrp SIMP 'H
(700 MI'm), 3, m. 1. (J, I'm): 7.34-7.29 (2H, m, H Ph); 7.15-
7.11 (1H, m, H Ph); 7.09 (2H, n, J = 7.0, H Ph); 6.88 (1H,
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T, J =59, NH); 3.46 2H, 1, J = 6.7, NCH,); 3.06-3.01
(2H, M, NCH,); 1.74-1.68 (2H, m, NCH,CH,CH,N); 1.38 (9H,
¢, 3CH;). Crextp SIMP °C (176 MI'n), 8, m. 1.: 155.6;
140.3; 135.1; 129.5; 124.6; 123.3; 77.5; 43.6; 37.2; 31.2; 28 2.
CuHre3 N-3aMelleHHBIX mpem-0yTHI-2-aMHUHO-5,6-
muruapomupumuani-1(4H)-kapookcmiiatoB 4a—g (oOmias
Meronuka). B 50 miu cyxoro PhMe pactBopsitor 2.17 1
(5 mmoins) mpem-6ytun {3-[(TpudeHundochopaHmIuICH)-
aMHMHO Jponui } kapbamara (2), 100aBIsSIOT 5 MMOJIb COOT-
BETCTBYIOIIETO HM30IMAHATA M MEPEMCIIUBAIOT MPH KOM-
HATHOI Temrieparype B TeucHue 24 4. [lomydyeHHyO cMech
yNapuBarT J0CyXa Ha POTOpHOM Hcmapurene. OcraTok
pactBopsitoT B 50 mi cyxoro MeCN u pob6asmsitor 20 mr
(0.83 mmonp) NaH (60% gaucmepcuss B MHUHEpaJbHOM
macie). PeakunoHHyo cmech KuUmATAT B Teuenue 30 c,
3aTeM He3zameunTensHO pasbasisitor 200 mur EtOAc, npo-
MBIBaIOT HachIIeHHBIM pacTBopoM NaCl (3 x 30 mu) u
cymat Na,SOy. [Tponykt ouniaror MerogoM QJien-xpomaro-
rpadun (rpaguentHoe smoupoBanue ¢ CH,Cl,—MeOH ot
100:1 go 20:1 (otmenenue mpumeceit), 3atem go 10:1 ¢
nobaekoit 3% Et;N (Beimenenue mpoaykra)). Opakiuu ¢
MPOJYKTOM YNapuBAIOT JOCYXa Ha POTOPHOM HCIIapuUTele
u nepeynapupaiot ¢ i-PrOH (2 x 10 mu).
mpem-ByTun-2-(gpeHnnaMmuHo)-5,6- ruiponupuMUIMH-
1(4H)-kapo6okcunar (4a). Boixog 964 mr (70%), Genbrit
nopook, T. wi. 135-137°C. Cnextp IMP 'H (700 MI'1),
6, M. 1. (J, T'm): 9.60 (1H, yur ¢, NH); 7.55-7.45 (2H, M,
H Ph); 7.26-7.22 (2H, m, H Ph); 6.94 (1H, 1, J = 7.3,
H Ph); 3.72-3.65 (2H, m, NCH;); 3.46 (2H, 1, J = 5.6,
NCH,); 1.89-1.84 (2H, m, NCH,CH,CH;,N); 1.52 (9H, c,
3CHs). Criextp SIMP °C (75 MI'n), 8, m. a.: 154.1; 143.2;
140.7; 128.7; 121.9; 120.2; 82.9; 44.8; 43.3; 28.2; 22.9.
Haiineno, m/z: 276.1707 [M+H]". C;sH»N;0,. Brruuc-
JieHo, m/z: 276.1707.
mpem-byTnn-2-(napa-ToJnaaMuHo)-5,6-TuruAponupu-
muaun-1(4H)-kapooxcuiar (4b). Beixon 1.08 1 (75%),
Genblii mopomok, T. mi. 106-108°C. Cnextp SAMP 'H
(700 MTI'm), 8, m. a. (J, T'm): 9.45 (1H, yur. ¢, NH); 7.40—
7.32 (2H, m, H Ar); 7.98-7.01 (2H, m, H Ar); 3.67 (2H, T,
J=6.1, NCH,); 3.44 (2H, 1, J = 5.6, NCH;); 2.27 (3H, c,
CH;); 1.87-1.81 (2H, m, NCH,CH,CH;,N); 1.52 (9H, c,
3CHs). Criextp SIMP °C (75 MI'n), 8, m. a.: 154.1; 143.7;
138.0; 131.5; 129.3; 120.7; 82.9; 44.9; 43.4; 28.3; 23.0; 20.9.
Haiineno, m/z: 290.1860 [M+H]". C;sH:4N30,. Brrumuc-
neno, m/z: 290.1863.
mpem-ByTui-2-[(4-6pomdenuns)amuHo]-5,6-1uruapo-
nupumuaun-1(4H)-kapookcunar (4¢). Bexon 1.16 T (63%),
6ecupernoe macio. Crexktp IMP 'H (700 MI'n), 8, M. 1.
(/, Tm): 9.75 (1H, ym. ¢, NH); 7.45-7.37 (2H, m, H Ar);
7.35-7.31 (2H, m, H Ar); 3.70-3.65 (2H, M, NCH,); 3.45 (2H,
1, J = 5.7, NCH,); 1.88-1.83 (2H, m, NCH,CH,CH;N);
1.52 (9H, ¢, 3CH3). Criextp SIMP °C (75 MT'n), 8, m. a.:
154.2; 143.1; 139.8; 131.6; 121.7; 114.0; 83.2; 44.8; 43.3;
28.2; 22.8. Haiineno, m/z: 354.0817 [M+H]". C;sH,BrN;0,.
Breruucneno, m/z: 354.0812.
mpem-ByTui-2-[(4-¢propdenuns)amuHo]-5,6-auruapo-
nupumuaun-1(4H)-kapookcunar (4d). Bexon 1.07 1 (73%),
6esbIii opomoK, T. mr. 67-69°C. Criektp SIMP 'H (700 MI'iy),
6, M. . (J, T'm): 9.56 (1H, ym. ¢, NH); 7.43 (2H, n. n,
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J=2838,J=49, H Ar); 6.94 2H, 1, J = 8.8, H Ar); 3.69
(2H, T, J= 6.2, NCH,); 3.44 (2H, T, J = 5.7, NCH;); 1.88—
1.83 (2H, m, NCH,CH,CH;N); 1.52 (9H, ¢, 3CH3;). Criextp
SMP °C (75 MI'n), 8, M. a. (J, T'm): 158.4 (m, J = 240.6);
154.1; 144.0; 136.4; 122.2 (o, J = 7.6); 115.3 (m, J =22.2);
83.2; 44.9; 43.2; 28.3; 22.9. Haiineno, m/z: 294.1611
[M+H]". C,5H,,FN;0,. Beraucneno, m/z: 294.1612.

mpem-ByTinn-2-(0eH3u1aMUHO)-5,6-AMT uAPONIUPUM UM H-
1(4H)-xkapooxcuaar (4e). Berxon 796 mr (55%), GecuBet-
Hoe macno. Cnekrp SIMP 'H (700 MI'w), 8, m. a.: 7.36—
7.34 (2H, m, H Ph); 7.33-7.30 (2H, m, H Ph); 7.25-7.22
(1H, m, H Ph); 4.37 (2H, c, CH,Ph); 3.64-3.60 (2H, M,
NCH,); 3.41-3.36 (2H, m, NCH,); 1.83-1.77 (2H, ™,
NCH,CH,CH,N); 1.47 (9H, ¢, 3CHs). Cnextp SIMP “C
(75 MI'm), 6, m. 1.: 154.0; 146.6; 139.5; 128.5; 127.9; 127.0;
82.4; 45.8; 44.8; 43.6; 28.2; 23.1. Haiineno, m/z: 290.1862
[M+H]+. C,6H24N30,. Berauciieno, m/z: 290.1863.

mpem-ByTni1-2-(IMKJI0T eKCUJIAMMHO)-5,6- AT uAponMpu-
muauH-1(4H)-kapookcunar (4f). Bexon 943 mr (67%),
GebIit IopomoK, T. . 45-47°C. Criextp SIMP 'H (700 MI'w),
O, M. 1. (J, Tm): 7.11 (1H, ymr. ¢, NH); 3.68-3.60 (1H, m, CH);
3.58 2H, T, J = 6.3, NCH,); 3.34 (2H, 1, J = 5.6, NCH,);
2.02-1.95 (2H, m, CH,); 1.80-1.75 (2H, m, NCH,CH,CH,N);
1.70-1.65 (2H, m, CH,); 1.60-1.54 (1H, M, CH,); 1.50 (9H,
¢, 3CH;); 1.42-1.35 (2H, M, CH,); 1.23-1.12 (3H, M, CH,).
Cnektp SIMP C (75 MI'm), 8, m. 1. 154.0; 146.1; 82.4;
49.2; 44.9; 43.4; 33.2; 28.3; 26.1; 25.0; 23.1. Hatineno, m/z:
282.2176 [M+H]+. C;5HsN30,. Berunciieno, m/z: 282.2176.

mpem-ByTun-2-(mpem-6yTHiaMuHo)-5,6-1uruaponupu-
muauH-1(4H)-kapookcnnar (4g). Bexon 983 mr (77%),
OecuBetHoe Macio. Crektp SIMP 'H (700 MI'm), 8, M. 1.
(/, Tm): 6.75 (1H, ym. ¢, NH); 3.55 (2H, 1, J = 6.3, NCH,);
332 2H, 1, J 5.7, NCHp); 1.77-1.71 (2H, ™,
NCH,CH,CH,N); 1.49 (9H, c, 3CHj3); 1.35 (9H, ¢, 3CHj).
Cnektp SIMP C (75 MI'm), 8, m. n.: 154.1; 144.5; 81.9;
50.6; 44.7; 43.5; 29.1; 28.4; 23.5. Haiineno, m/z: 256.2023
[M+H]+. C13H2N30,. Beruucieno, m/z: 256.2020.

CuHTe3 N-3aMelleHHBIX XJ0PUAOB 2-amMuHO-1,4,5,6-
TerparuaponupumuanHues Sa—f (oOmas meromuka). B
10 Mt MeOH pactBopsifoT 1 MMOITE mpem-0yTHIT-2-aMIUHO-
5,6-murunpormpumunui- 1 (4H)-xkapookcunara 4a—f u mobas-
nsroT 5 M 5.4 M pactBopa HCl B 1,4-nmokcane. Peak-
MUOHHYIO CMECh MEPEMEIINBAIOT IPH KOMHATHOH TeMmIe-
parype B TeueHuwe 48 U, 3aTeM YIapUBAIOT JOCyXa Ha
POTOpHOM HcTiapuTene 1 nepeynapusator ¢ MeOH (3 x 5 mu).
JIJs1 OYMCTKH OT IpUMECEH MPOAYKT pacTHPAIOT IIaTeNIeM
noz cnoeM 5 mit Et,O, 3aTeM OTQHIBTPOBHIBAIOT U CYIIAT
MIPY TIOHW)KEHHOM JIaBJICHUU.

Xuopua  2-(pennmiaamuno)-1,4,5,6-rerparuaponupu-
muauH-1-us (5a). Berxon 191 mr (90%), Gernblit mopomiox,
1. mn. 132-134°C. Cnektp SIMP 'H (700 MTu), 5, m. 1.
(/, Tm): 10.10 (1H, ¢, NH); 8.22 (2H, ¢, 2NH); 7.42 (2H, T,
J=1728,HPh); 7.24 (1H, 1,J=7.4,H Ph); 7.21 2H, n, J="7.8,
H Ph); 3.32-3.27 (4H, M, 2NCH,); 1.88-1.83 (2H, w,
NCH,CH,CH,N). Cnekrp IMP "C (176 MIn), &, M. 1.:
151.8; 135.5; 129.6; 125.7; 123.8; 38.2; 19.5. Haiineno, m/z:
176.1180 [M]+. C1oH4N3. Beruncneno, m/z: 176.1182.

Xuopua  2-(napa-tonunamuno)-1,4,5,6-rerparnapo-
mapuvuaaH-1-us (5b). Beixon 214 mr (95%), OecriBetHOE
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macio. Criextp SIMP 'H (700 MTI'w), 8, m. 1.: 9.77 (1H, c,
NH); 8.03 (2H, c, 2NH); 7.25-7.21 (2H, m, H Ar); 7.12—
7.07 (2H, m, H Ar); 3.28-3.24 (4H, m, 2NCH,); 2.31 (3H, c,
CH;); 1.87-1.82 (2H, m, NCH,CH,CH,N). Criexrp SIMP C
(176 MI'm), 6, m. m.: 151.8; 135.1; 132.4; 129.9; 124.1;
38.0; 20.2; 19.3. Haiineno, m/z: 190.1337 [M]". C;;H¢Ns.
Beruucneno, m/z: 190.1339.

Xopua 2-[(4-6pomdennn)amuno]-1,4,5,6-TeTparuapo-
nupumuaun-1-ua (5c¢). Bexon 276 mr (95%), Oemsbrit
nopomok, T. mwi. 200-202°C. Cnexrp SIMP 'H (700 MI'n),
o, M. 1.: 9.66 (1H, ¢, NH); 8.16 (2H, c, 2NH); 7.62-7.58
(2H, m, H Ar); 7.19-7.16 (2H, m, H Ar); 3.29-3.26 (4H, m,
2NCH,); 1.89-1.84 (2H, m, NCH,CH,CH,N). Cmexktp
SMP °C (176 MI'n), &, m. a.: 151.7; 135.1; 132.4; 125.9;
117.9; 38.2; 19.4. Haiinero, m/z: 254.0228 [M]". CioH 3BIN;.
Breruucneno, m/z: 254.0287.

Xuopug 2-[(4-proppenunsn)amunol-1,4,5,6-rerparuapo-
nupumuaun-1-usa (5d). Bexox 218 mr (95%), Oembrit
nopomok, T. . 148—-150°C. Cnexrp SIMP 'H (700 MI'n),
o, M. 1.: 9.71 (1H, ¢, NH); 8.05 (2H, c, 2NH); 7.28-7.24
(4H, m, H Ar); 3.29-3.24 (4H, M, 2NCH,); 1.88-1.83 (2H,
M, NCH,CH,CH,N). Criekrp SIMP "*C (176 MI'n), 3, m. 1.
(/, Tm): 160.1 (m, J = 242.9); 152.1; 131.5 (m, J = 2.6);
126.9 (0, J=8.6); 116.3 (1, J=22.7); 38.2; 19.4. HaiineHo, m/z:
194.1088 [M]+. C,oH3FNj3. Beraucieno, m/z: 194.1088.

Xuopua 2-(0enzuiiamuno)-1,4,5,6-rerparuaponupumm-
aun-1-us (Se). Bexon 199 mr (88%), GecuBeTHOE Macio.
Cnextp SIMP 'H (700 MI'w), 8, m. 1. (J, I'm): 8.15 (2H, c,
2NH); 8.03 (1H, T, J = 6.2, NH); 7.41-7.35 (2H, m, H Ph);
7.35-7.27 3H, m, H Ph); 4.38 (2H, &, J = 6.2, CH,); 3.27—
3.23 (4H, m, 2NCH,); 1.83-1.78 (2H, m, NCH,CH,CH;N).
Crnexrp SIMP C (176 MI'n), 8, M. 1.: 152.9; 137.5; 128.4;
127.3; 127.2; 43.5; 37.9; 19.6. Haiineno, m/z: 190.1337
[M]+. C1H¢N3. Beraucaeno, m/z: 190.1339.

Xuaopua 2-(uuKjI0rekcuiaamMuno)-1,4,5,6-rerparuapo-
nupumuann-1-us (5f). Bexon 169 mr (78%), 6ecuiBeTHOE
macno. Criextp SIMP 'H (700 MI'n), 8, m. a. (J, T): 7.94
(2H, ¢, 2NH); 7.63 (1H, x, J= 8.5, NH); 3.42-3.35 (1H, M,
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CH); 3.25-3.20 (4H, M, 2NCH,); 1.82-1.75 (4H, wm,
NCH,CH,CH;,N, CH,); 1.70-1.63 (2H, m, CH,); 1.57-1.46
(1H, ™), 1.32-1.24 (2H, M) u 1.22-1.11 (3H, M, 3CH,).
Cnextp SIMP “C (176 MT'n), §, m. 1.: 152.0; 48.6; 37.8;
32.3; 24.8; 23.8; 19.7. Haiineno, m/z: 182.1651 [M]".
C1oHyoN3. Brruncieno, m/z: 182.1652.

@aiin CONMpPOBOAUTENBHBIX MAaTEpHAJOB, COAEpKAIIUN
crextpsl SMP 'H u BC u MacC-CIIEKTPBL  BBICOKOTO
pa3pellieHns CUHTE3UPOBAHHBIX COEIMHEHMM, JOCTYIIEH Ha
caiire xypHaina http://hgs.osi.lv.

Hccneoosanue vinonneno npu puHancosol nodoepiicke
Poccuiickozo nayunozo gponda (npoexm 20-73-10195).
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