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BBEJIEHUE

1,2,3-Tpua3omabl — 3HAYUMBIN U Ba)KHBIM KJacc re-
TEPOAPOMATUYCCKUX COCOUHEHUH, MPUBICKAIOUIUI
BHUMAHHE YYEHBIX CAMBIX PA3TMYHBIX HAYYHBIX Ha-
npasneHuil. OqHON U3 Hanboee akTHBHO-Pa3BUBAIO-
ITUXCST 00JIACTEH TPAKTUIECKON 3HATUMOCTH GUl-TPH-
A30JI0B B HACTOSIIIEEC BPEMs OCTAeTCS MEIUIIMHCKAs
XUMUS, O YeM CBHUJCTEIbCTBYIOT MHOTOYHCIICHHBIC
Hay4YHblEe TyOJIMKAalUK BO BCeM MHpe. Tpua3oibHbIH
ckapdonn (byHKIMOHATBHBIE TPOU3BOMHBEIE 1,2,3-
TpHa30ia, KOHBIOTAThl U THOPH/IBI HA €ro 0a3e U T.J.)
— IpU3HAHHBIH (PapmMakoop, OTBEUAIOIIHIA 32 TIPOSIB-
JICHUE CaMbIX Pa3HOOOPAa3HBIX THUIIOB OMOJIOTHUYECKON
AKTUBHOCTH — MIPOTUBOPAKOBASI, TPOTUBOBUPYCHAS (B
ToM uucie aHTuBUY-akTHBHOCTH), UMMYHOPETYIIsI-
TOpHas, aHTHOAKTepUaIbHAs, MPOTUBOTPUOKOBAS U
T.a. [1-9].

B nacrosiiee BpeMsi MOKHO BBIJCIUTH HECKOJb-
KO OCHOBHBIX H Han6onee MOomyJApHbIX CUHTCTHUYC-
CKHX TIyTeW (OPMHUPOBAHUS TPHUA30JIHHOTO IUKIIA —
1,3-numnonspHoe LMKJIONPUCOCIUHEHUE a3UJIoB K
ALETUICHOBBIM COCIMHEHUSIM, METallI-KaTalu3upye-
Mas pe€akuud adu/l — aJJKMHOBOT'O IMPUCOCIUHUHUA U
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LUKJIOTIPUCOEAMHEHUE OpraHnyeckux aszuaoB k CH-
aKTMBHUPOBaHHBIM cyOctparam [10-19]. Bapuanun
MOCJIETHETO U3 YKa3aHHBIX IOAXOJ0B IIOCBSIIECHA Ha-
crosiias padboTa.

PE3VJIbTATBI 1 OBCYXXKJIEHUE

OcHOBBIBasiCh Ha JTUTEPATypPHBIX JaHHBIX [20-22],
C 1IeJIbI0 paccMOTpeTh moaxoj k 1,4,5-tpuszamerieH-
HBIM 6uYy-TPHUA30JIaM dYepe3 BapuaHT EHaMUH-a3WUjI-
HOTO TPHCOEIMHEHUS! HaMU OBbLIM IMPOBEICHBI MO-
nenbHble peakiun (Qenmnazupga 2 ¢ takumu CH-
AKTUBUPOBAHHBIMHU CyOCTpaTraMu, Kak aleTHIAleTOH
1a u aneroykcycHblit 2¢up 1b B cpene IMCO, npu
temneparype 70°C 3a 2 4, B NPUCYTCTBUH AMITHII-
amuHa (cxema 1).

Monekyna nusTuinamMuHa npucoeaunsiercss k CH-
aKTHBHpOBaHHOMY cybOcTpary la, b ¢ mocmenyrommm
SIIMMUHUPOBAHUEM MOJICKYJIbI BOJIbI U 00pa30BaHUEM
eHaMHMHA A; Jajnee, MPOUCXOAUT (OPMHUPOBAHUE TIsi-
THYICHHOTO IWKJIa B 3a cueT mpucoequHEHUs a3h-
Jla 10 JIBOMHOM CBA3M €HamMuHa A, KOTOPBIA 3a cuer
ANUMHUHUPOBAHUS MOJIEKYJIbI BTOPUYHOTO aMUHA apo-
MaTH3UPYETCsl C BBIXOAOM Ha IIeJIEBbIe 3aMEIICHHBIS
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Cxema 1
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= CH; (a), OCH,CHj; (b).

euy-Tpuazoisl 3a, b. B yka3aHHBIX yCIOBUSIX BBIXOA
[IETIEBBIX TpHU3aMemeHHsx 1,2,3-tpuazonoB 3a, b
oKa3zayics 3HAUMTEIbHBIM U cocTaBud 93 u 75% coot-
BETCTBEHHO.

OpnHako, 3aMeHa KaTaJIMTHYECKON CHUCTEMBI B JIaH-
HOTO POJia PEaKkUHU Ha paHee HENpeCTaBICHHBINA B
JUTEpAType OU3TAHOJIAMUH I103BOJIMIIA 3HAYUTEIHHO
YBEJIMYUTH BBIXOJ LIEJNEBBIX NMPOJYKTOB JO KOJIUYE-
CTBEHHOTO B cilydae s npoaykra 3a u 88% i coe-
nuaenus 3b (tadm. 1).

Bricokast 3¢ ¢eKTHBHOCTD YKa3aHHBIX YCIOBHUH
[IPOBEIICHHUS CHUHTE30B I103BOJIMJIA PACIPOCTPAHUTH

JTAHHOE TPEeBpalleHre Ha TeTePOUUKINISCKUI a3ul
4. Peaxmun nipoBogwinck B cpeae JAMCO, mpu 70°C
B TeueHue 2 4, B mpucyrcteuu 10 mon % BTOpHUYHOTO
aMUHa — NUATWIAMHUHA W IUATaHOIaMUHA (cxema 2,
Tabm. 2).

Jlns monrydeHus paHee HEONMMCAHHBIX B JIUTEPATY-
pe TOTUIUKINICCKUX TeTEPOIUKINIECKIX CUCTEM B
pEaKIUI0 SHAMHH-a3UHOTO TMPUCOCAMHEHUS ObUIN
BOBJICUCHBI M- W TpHaszujo3amenieHusie 1,3,5-Tpu-
azunbl 8a, b u 10. Peakuuu npoBogunuch napaie-
JFHO — B MPUCYTCTBUH IUTHIAMHUHA U AUATAHOJIAMH-
Ha (cxema 3, Tabm. 3).

Tab6auua 1. Beixoas! npoaykToB 3a, b pu UCHOIb30BaHUH PA3IUYHBIX KaTATUTUYECKUX CUCTEM

Ne n/n Karanu3zarop IIponyxt Brixon, %
1 JusTunamun 3a 93
2 JusTaHonamMuH 3a KOJIMUECTBCHHBIHM
3 JusTunamux 3b 75
4 JusTanonamun 3b 88
Cxema 2
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Tabauua 2. Beixoas! npoaykToB Sa, b, 6 npy HCHOAb30BaHUM PA3IMYHbIX KaTAIUTUYECKUX CUCTEM

Ne n/m Karanuzatop Iponyxt Bsixon, %
1 Jusrtunamun Sa 94
2 JusTanonaMux Sa 98
3 JudyTunamun 5b 25
4 JlupTanonaMuH 5b 78
5 JusTunamux 7 60
6 JusranonamMus 7 76

MeHbl1Me 3HaYCHNS BBIXOIOB NMPOAYKTOB LIUKJIU-
3anuu a3uzioB 2, 4 1 8a ¢ aneToykcycHbiM 3¢hupom 1b
10 CPaBHEHHMIO C [IEIEBBIMHU BellecTBaMu 3a, Sa, 9a u
9¢ 3aKOHOMEPHBI 1 OOBSCHSIOTCS PA3TUYHON peaKiy-
OHHOI1 c1TOCOOHOCTH NCXOMHBIX CH-aKTHBHPOBAaHHBIX
cyOCTparoB.

IIpn ncnonb30BaHUM B Ka4eCTBE a3MJHON KOMIIO-
HeHTH! 2,4,6-Tpuasuno-1,3,5-rpuaszuna 10 (cxema 4,
Tab1. 4) YCTAaHOBJICHO OTKJIOHEHHE OT MPHUBEACHHBIX
BeIie ycnmoBuit. [Ipu peakmuu tpuasuma 10 ¢ CH-
aKTUBUpPOBaHHBIMU cyOcTparamu la, b B MoiabHOM
cootHomeHnuu 1:3 B pactBope JIMCO nabmomaercs
YBEJIMUEHUE TEMIIEPATypbl PEaKLMOHHOH Macchl 10
~43°C u BHIIAJCHHUE IEJEBOTO MPOAYKTa B OCAJOK.

[Ipu mpoBemeHWN peakmWyM TPU MOJIHLHOM COOTHO-
meHnn 1:2 Qukcupyercs yBeTUYEeHUE TeMIepaTypbl
peakimoHHoi Maccsl 10 =38°C, Bpems MPOBEACHUs
peakiuu cokpamiaercs 10 20 MuH.

[Iponykter 11a, b, 12a npencrasnstor coboit Oe-
Jple TyromiaBkue mopomkd. OOpasisl JaHHBIX CO-
eIMHEeHUH ObLIM IIOABEPTHYThl HAIPEBY B CPEZE a30Ta
co ckopocthio 10°C/mMun. TepMmorpamma 11eseBoro Be-
mecTBa 11a nprBezieHa Ha pUCYHKE.

N3 TepmorpaMmel (CM. pUCYHOK) CIEIYeT, 4TO CO-
enuHenne 11a He TuTaBUTCS (O Ye€M CBHIETEIBCTBYET
OTCYTCTBHE SHAOTEPMUYECKHUX MUKOB), & TIPH JOCTH-
keauu 286°C mpeTeprieBacT pe3Koe pPazIoKeHHE C

Cxema 3
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Tabauua 3. Beixoasl npoaykToB 9a, b, ¢ pH UCMOJIb30BAHNUU PA3JIMYHBIX KATATUTUYECKUX CUCTEM
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Ne n/m Karanuzatop Iponyxt Beixon, %
1 JusTrnamun 9a 68
2 JlurTanonamMuH 9a 80
3 JudyTrnamMux 9b -
4 JlnsTaHoIaMUH 9b 39
5 JusTrnaMuH 9¢ 78
6 JlnsTaHoIaMuH 9¢ 87

obmieit moreperr maccel 60.41%. AHanmormdHas kap-
THHA HaOmromaeTcst W st mpoxykTra 11b, KoTopsrit
XapaKTEepPU3yeTCs HECKOJIbKO MEHBIIUM 3HAY€HHEM
TeMIepaTypbl Hadana pasnoxeHune 282°C, kotopoe
BEPOSITHEH BCero 00yCIOBICHO HAJTMYUEM B CTPYKTY-
pe cI0KHOIPUPHBIX (HPArMEHTOB.

CocTaB U CTpOCHHE CHHTE3MPOBAHHBIX COEIUHE-
Huii gokazansl Meronamu AMP u UK cnexTpockonuu
U TOATBEPKICHbI NAHHBIMHU 3JIEMEHTHOIO aHaJIM3a.
KonTpons 3a xomom peakuuii 0Cy1ecTBIsIICS MO pe-
synbraram UK-crekTpockonuu mo ucue3HOBEHUIO 1M0-
nocsl —N3 B o6mnactu 2100 em .

Anamis cnextpo SIMP 13C cBuperensctByer o
CEJIEKTUBHOM 00pa3oBaHuM 1,4-pernonszomepa U co-
[JIaCYIOTCSl ¢ JaHHBIMH NPEACTaBICHHBIMU B padoTe
[23]. B cnekrpe mponykra 3a XUMHYECKMH CIBUT
H;C-rpynnsl cMemieH B oOnacte Gonee CHIBHOTO
nosst 10.09 M.z 3a cueT ee CTepuuecKOro B3auMoAEH-
CTBHA C (PCHWIBHBIM LMKJIOM IPH COCEIHEM aToMe
a3oTa. AHaJOTMYHAs KapTHHA HaOIromaeTcs W JUis
OCTaJIbHBIX LEJIEBBIX BEILIECTB, B CHEKTPAaX KOTOPBIX
¢uxcupyercs curaan HyC-rpynmsl npu Tpua3onbHOM
KoOIblie B uHTepBaie 8.6—11.8 m.1.

Bonpmryro  3eKTHBHOCTh TUITAHONAMHHA B
pONM  KaTan3aropa MOXHO OOBSCHUTH BIMSIHUEM
TEPMUHAIBHBIX THAPOKCHIBHBIX TPYII, CIIOCOOHBIX
00pa3oBBIBaTh BHYTPUMOJIEKYJSIPHBIE BOJIOPOAHBIC
CBSI3U C IPOTOHOM IMKJIa CTPYKTYpbI B (cxema 1), uto
B CBOIO 04Y€pElb, 00JIErdaeT MoCIeayONyI0 apoMaTh-
3alMI0 3a CYET AIUMUHHPOBAHUS HCXOJHON MOJEKY-
7Bl KaTanu3atopa. Kpome Toro, ruipoKCUIIBHBIE TPYTI-
Il B CTPYKType TepexoqHoro enamMmmnHa A (cxema 1)
TaKe MOTYT y4acTBOBATh B 00pa30BaHUM BHYTPHMO-
JIEKYIISIPHOM BOXOPOIHON CBS3H C 3-aTOMOM yTIIeposa
JIBOMHOW CBA3M, TEM CaMbIM IOBBIIIAS €€ AUMOISIPO-
(bMITBPHOCTH U PEaKIMOHHYIO CIIOCOOHOCTH TPU aTake
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azua-aHnoHoM. O0a 3Tux ¢axropa B COBOKYIHOCTH
MOBBILAIOT 3PPEKTUBHOCTH IUITAHOJIAMUHA KaK Ka-
TaJIM3aTopa B Peakuy eHaMUH-a3UAHOTO MPHCOEIH-
HEHHS.

OKCIIEPUMEHTAJIBHAS YACTD

UK crnexktpsr momydensl Ha pubdope Infralum FT-
801 B ToHKOM cil0€ BazenuHOBOTO Macia. CHEeKTPHI
SMP 'H u 3C cnarsr na mpuGope Varian VXR-500s
(500 MI't st simep 'H u 126 MI'n qis siep 13C) B
JIMCO-dg n H,SO, (xonw.) mnst obpasuos 1la, b.
TepMuyeckuil aHanu3 NPOBOJUIM HA TEPMOrpaBUME-
Tprueckom aHanuzarope «Perkin Elmer SIIDiamond
TG/DTA» B IMHAMUYECKOM PEKUME TPU CKOPOCTH
HarpeBanust 10 rpaj/mMuH.

3-Asuno-1,2,4-rpuason (6) moryueH Mo METOIHKE
[24]. CBoiicTBa COeTUHEHUSI COOTBETCTBYIOT JTUTEPa-
TYpPHBIM JJAHHBIM.

1-(5-MeTni-1-¢penni-1,2,3-Tpua3zon-4-umi)ira-
HoH (3a). Omprr 1, Tabn. 1. K 0.3 r (0.003 moinb)
anermnanerona la B 1 mu JIMCO go6asunu 0.36 T
¢enmwnazuga 2 B 1 M IMCO. K nonyueHHo# cme-
cu pobasunu 0.02 r (0.0003 Monb) AMATHIAMUHA.
Peaknuonnyto maccy BblIepXajdd NPH IOCTOSHHOM
nepemennBanuy npu 70°C B Teuenue 2 4. [1o okoH-

TT, % JACK, MmBt/Mr
100 ~ 1ak30 3.0
90 'J 2.5
30 ir 2.0
70 |‘ \ [
60 -| \_ 1.0
50 e 05
1)) ~_1110.0

100 200 300 400 500 t,°C

Tepmorpamma coeaunenus 11a
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R!
O
N
|\
o
X
C N °N C
3 3
N OM )l\ )\ /S/{O
3 JIMCO, 20 mu, / "N~ "N~ N”T\
0) O )\ kat. NHR, | l | |
MM N )N\ . oy a :
H;C R! _ a,b
N3)\N N; N,
1a,b 10 e NJ\N .
L . 3 3
o PN 0
/ I,\I N I\\I N
R! N=N N=y R!
12a, b

R'= CHj (a), OCH,CHj3 (b).

Tadnnua 4. Borxoas! npoaykTos 11a, b, 12a, b npu ucnons30BaHNN pa3IMYHBIX KaTATUTHUECKUX CUCTEM

Ne /it Karanuzatop ITponyxr Berxon, %
1 JusTrnaMuH 11a 51
2 JlnsTaHomaMuH 11a 81
3 JvudTrnaMuH 11b 13
4 JlnsTaHomaMuH 11b 54
5 JusTrnamux 12a 48
6 JluaTaHonamMuH 12a 53
7 Juatunamux 12b 41
8 JlnsTanonamMuH 12b 43

YaHWIO PEaKINN PEaKIIMOHHYI0 MACCy OXJIAIVIIHN, BBI-
JIWJIA B XOJIOAHYIO BOny. Bhinasiiuii ocagok orhuib-
TpoBay, BeICymin. Beixon 0.56 T (93%), nopomok
oemoro mBera, T.Iur. 98°C (9ranom). UK cmektp, v,
cm i 1746 (C=0), 1590 (Ph), 1517 (N=N, Tpuaso-
na). Criextp SIMP 'H, §, m.z1.: 2.57 ¢ [3H, H;C-C(0O)],
2.63 ¢ (3H, tpuazon-CHj), 7.60—7.70 nepekpsIB. ci1.
M (5H, Ph). Crextp SIMP 13C, §, m.1.: 10.09 (Tpu-
azon-CHy),27.66 [(O)C—-CH;], 126.5 (C°P™°Ph), 130.5
(C"@Paph), 130.8 (CM¢"4Ph), 136.5 (C**“°Ph), 138.3
(C* Tpmazona), 144.1 (C° Tpuasona). Haiineno, %: C
64.23; H4.77; N 21.41. C,;H{N;30. Boraucneno, %:
C 65.66; H 5.51; N 20.88.

Omeit 2, Tabm. 1. M3 0.3 T (0.003 momp) aneTwi-
arierona la u 0.36 r ¢enunasuna 2 B NpUCYTCTBHU
0.032 r (0.0003 moinp) musTaHomaMuHa. Beixon 0.6 T
(100%), mopomok Gemoro 1BeTa, T.1u1. 98°C (3Tanomn).

Itna-5-meruna-1-penni-1,2,3-rpunazoin-4-uJ-
kapookcuaar (3b). OmeiT 3, T1abn. 1. U3 03 T
(0.0023 wmosb) aneroykcycHoro 3¢upa 1b u 0.27 r
(0.0023 monb) ¢pennnazuna 2 B npucyrcteuu 0.01 r
(0.0002 momp) mmyTHnamuHa. Bexox 0.39 r (75%),
KpUCTaJUTBl Oeoro 1Bera, T.Iul. 57-59°C (sTanomn).
UK cnextp v, cm L 1736 (C=0), 1608 (Ph), 1586
(N=N tpuazona). Crextp IMP 'H, §, mu.: 1.16 T
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(3H, OCH,CHj, 3J 6.8 T'), 2.34 ¢ (3H, CHy), 4.19
x (2H, OCH,CHjs, 3J 6.8 T'u), 7.45-7.62 m (5H, Ph).
Cnektp SIMP 13C, §, m.1.: 9.07 (tpuazon-CHj), 14.1
(OCH,CH3), 60.4 (OCH,CHjy), 1254 (C°P™°Ph),
130.1 (C™P9Ph), 132.20 (C*¢"“Ph), 135.1 (C* Tpu-
azoma), 135.8 (C*"<°Ph), 139.2 (C> tpuaszona), 161.0
(C=0). Haiineno, %: C 61.97; H 5.12; N 18.62.
C,H 3N30,. Beraucaeno, %: C 62.33; H 5.67; N
18.17.

OmeiT 4, Tabm. 1. Y3 0.3 1 (0.0023 Mo16) ameToyk-
cycuoro s¢upa 1b u 0.27 r (0.0023 monb) deHnnazu-
na 2 B mpucytrctBun 0.02 1 (0.0002 Moib) mudTaHOIN-
amuHa. Berxon 0.47 1 (88%), kpucTamisl 6eJIoro 1Be-
Ta, T.IL. 58—59°C (3aTanomn).

1-[5-Metua-1-(1,2,4-rpuazon-3-unma)-1,2,3-
Tpuazoa-4-wialatanon (5a). Omeir 1, tadbm. 2. U3
0.5 r (0.005 momp) anerwnaneroHa la u 0.55 T
(0.005 wmomp) azupa 4 B npucyrcrBuun 0.037 1
(0.0005 momp) mmdTEimamuHa. Bexom 0.9 r (94%),
KpHUCTAJUTBI Oeroro 1BeTa, T.IuL. 254-257°C (aTanomn).
UK cnektp, v, em ;1749 (C=0), 1582 (N=N Ttpna-
3oma). Criektp SAMP 'H, 8, Mm.1.: 2.63 c 1 2.64 ¢ [3H,
CH; u 3H, H;C-C(0O)], 8.88 ¢ (1H, CH cum-tpua-
3oma), 12.50 ymr.c (1H, NH cum-tpuaszona). Cnexrp
AMP 13C, §, m.: 9.5 (tpuason-CHj), 27.7 [(0)C—
CH,], 138.6 (C3 uy-tpuasona), 142.6 (C* suy-tpua-
3oma), 145.5 (CH cum-tpuazona), 153.6 (C cum-tpna-
301a), 193.1 (C=0). Haiineno, %: C 42.23; H4.67; N
44.19. C;HgN¢O. Brruucieno, %: C 43.75; H 4.20; N
43.73.

OmeiT 2, Tabm. 1. M3 0.5 r (0.005 momn) arneTuare-
tona 1a u 0.55 r (0.005 monp) a3una 4 B IpUCYTCTBUU
0.053 1 (0.0005 momap) musTanomamuHa. Beixon 0.95 T
(98%), kpucramiel Oenoro 1Bera, T.I. 254-256°C
(aTanon).

dtna-5-merni-1-(1,2,4-rpuaszon-3-uia)-1,2,3-
Tpuasoi-4-kapookcuiaar (Sb). Omeir 3, Tabm. 2.
Uz 1 r (0.0077 monp) auneroykcycHoro 3¢upa 1b u
0.85 r (0.0077 mons) a3una 4 B npucyrcteun 0.056 T
(0.00077 momnp) mmaTnnamuHa. Bexog 0.4 T (25%),
MOPOIIIOK CBETJIO-KENTOro I1Bera, T.ui. 174-175°C
(sranon). UK cmextp, v, em : 1718 (C=0), 1567
(N=N Ttpuaszoma). Crnekrp SIMP 'H, &, m.1.: 1.43
T (3H, OCH;, 3J 6.7 T, 2.78 ¢ (3H, CH;), 4.47 x
(2H, CH,, 3J6.7Tn), 9.03 ¢ (1H, CH cum-tpuasona).
Haiineno, %: C 43.52; H 3.87; N 37.36. CgH;(N¢O,.
Breruucieno, %: C 43.24; H 4.54; N 37.82.
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OmnpiT 4, Tabm. 2. U3 1 r (0.0077 Monp) aneroyk-
cycnoro 3¢upa 1b u 0.85 r (0.0077 monb) a3una 4 B
npucytctBuu 0.08 1 (0.00077 Monb) AMATAHOIMMHA.
Brixon 1.2 1 (78%), TOPOIIOK CBETIO-KENTOTO IIBETA,
T.m1. 175-176°C (aTanomn).

1-(1,2,4-Tpua3zou-3-ua)-rerparugpo-1,2,3-
oenszorpuazon (7). Omeir 5, Tadbm 2. U3 045 r
(0.0045 moip) mukinorexkcanona u 0.5 T (0.0045 monb)
asuna 4 B npucyrcteun 0.037 r (0.0005 monp) nu-
stunamuHa. Beixon 0.5 1 (60%), KpuCTaIbl CBET-
Jmo-KopuuHeBoro meetra, T.aul. 190-195°C (Boma).
Crnextp SIMP 'H, §, m.a: 1.78-1.80 ymrm (4H,
2CH,), 2.68 u 2.81 cn.m (4H, 2CH,), 3.30 ym.c (1H,
NH-1,2,4-rpuazona). Cnekrp SMP 3¢, 8, M
21.6 u 21.8 (2CH,), 22.5 u 22.6 (2CH,), 133.7 (C°
1,2,3-tpuazona), 143.3 (C4 1,2,3-tpuazona), 145.3 u
145.6 (2C 1,2,4-tpuazona). Haiineno, %: C 49.06; H
5.91; N 43.26. CgH(N¢. Beruncneno, %: C 50.52; H
5.30; N 44.18.

OmeiT 6, Tabm. 2. U3 0.45 1 (0.0045 Momb) TUKIIO-
rekcanoHa u 0.5 r (0.0045 monp) a3una 4 B IpuCyT-
ctBum 0.05 T (0.0005 Moib) muATaHOIMHHA. BBIXon
0.65 r (76%), kpuCTaILIBI CBETIIO-KOPUIHEBOT'O 1IBETA,
1.1, 193-195°C (Boma).

2,4-/Iu-(4-anerua-5-merui-1,2,3-rpua3zon-1-
win)-6-mopposmnno-1,3,5-rpuazun  (9a). OmsiT 1,
tabm. 3. 13 0.6 T (0.006 monp) anernnarnerona la u
0.74 T (0.003 momnp) azuma 8a B mpucyrcrBun 0.043 T
(0.0006 momp) muyTHnamuHa. Bexom 0.82 1 (68%),
nopomok 6enoro usera, T.ml. 234-236°C (3tunaue-
tat). UK cmekrp, v, cM': 1742 (C=0), 1576 (N=N
tpuasona). Cnexrp AMP 'H, §, m.x.: 2.61 ¢ [3H,
H;C-C(0)], 2.80 ¢ (3H, CHj), 3.64-3.73 cn.m (8H,
mopdomun). Crexrp SIMP 13C, §, m.a.: 11.0 (tpu-
ason-CHy), 28.0 [(O)C—-CH;], 43.5 (2-CH,-N, mop-
domuna), 65.3 (2-CH,-O, mopdomuna), 138.5 (C>
suy-tpuasona), 142.9 (C* euy-rpuazona), 164.7 (2C,
1,2,3-tpnasuna), 167.3 (1C 1,3,5-tpuasuna), 193.4
(C=0). Haiineno, %: C 50.96; H 4.23; N 34.58.
C17H0NgO5. Brruucneno, %: C 49.51; H 4.89; N
33.96.

Omeit 2, Tabm. 3. M3 0.6 T (0.006 Momp) arneTw-
arierona la u 0.74 r (0.003 monp) a3una 8a B npwu-
cyrctBuu 0.063 1 (0.0006 monp) auITaHOIAMHUHA.

Brixom 0.96 T (80%), mopormiok 6emoro 1sera, T.IUI.
234-236°C (»Tminamerar).
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2,4-Iu-(5-meTua-4-3rokcukapoonui-1,2,3-
Tpua3oJ-1-uia)-6-mopdonauno-1,3,5-trpuazun (9b).
Omnpit 4, Tabn. 3. 13 0.52 r (0.004 momnb) aneTroyk-
cycuoro »¢upa 1b u 0.5 r (0.002 mons) azuna 8a B
npucyrcteun 0.042 t (0.0004 monp) au3TAHONIAMU-
Ha. Bexog 0.37 r (39%), mopomok 6enoro 1mBeTa,
1.1, 196-198°C (3ranomn). UK cnektp, v, cM™': 1726
(C=0), 1573 (N=N tpuazona). Cnexkrp IMP 'H, §,
m..: 1.32 T (3H, OCH,CH;, 3J 6.8 T'm), 2.80 ¢ (3H,
CH3), 3.60-3.66 cn.m (8H, mopdonun), 4.32 k (2H,
OCH,CHjs, 37 6.8 T'y). Criexrp SIMP 13C, 8, m.ji.: 11.7
(rpuazon-CH;), 14.6 (OCH,CHj), 44.1 (2-CH,-N,
mopdomuna), 61.1 (OCH,CHj), 66.3 (2-CH,-O,
mopdonura), 136.0 (C* suy-tpuasona), 142.1 (C>
suy-tpuazona), 162.3 (C=0), 165.3 (2C 1,3,5-tpu-
asuna), 167.9 (1C 1,2,3-tpuasuna). Haitneno, %: C
47.72; H 4.85; N 31.01. C;gH,4N(O5. Beraucneno,
%: C48.30; H5.12; N 29.65.

2,4-/In-(4-anerua-5-meru-1,2,3-rpua3zon-1-
wi)-6-qmyTunamuno-1,3,5-rpuasun (9¢). Onsit 35,
tadm. 3. U3 0.6 T (0.006 moinp) anermnamnerona la u
0.7 r (0.003 monb) azuna 8b B mpucyrcreun 0.043 r
(0.0006 moxp) quaTHTamMuHA. Beixon 0.94 1 (78%), mo-
porok 6ernoro 1BeTa, T 156—-160°C (aTmnarnerar).
UK criextp, v, cm ! 1740 (C=0), 1573 (N=N Ttpnaso-
na). Criektp SIMP 'H, §, m.1.: 1.25 T (3H, NCH,CH;,
3J 6.8 Tm), 2.62 ¢ [3H, H;C-C(0)], 2.81 ¢ (3H, CHj),
3.54 x (2H, NCH,CHj, 3J 6.8 T'm). Criextp SIMP 13C,
0, m.1.: 11.5 (tpmaszon-CHy), 13.2 (NCH,CH;), 29.5
[(O)C—CH;], 41.6 (NCH,CHj3), 138.9 (C* suy-tpu-
asona), 141.4 (C? suy-tpuazona), 162.2 (1C 1,2,3-tpu-
asuHa), 167.9 (2C 1,3,5-tpuasuna), 194.4 (C=0).
Haiineno, %: C 50.47; H 5.98; N 34.26. C;7H,,N(O,.
Brruucneno, %: C 51.25; H 5.57; N 35.16.

OmbIT 6, Tab. 3. M3 0.6 r (0.006 Mob) areTrIane-
toHa 1lau 0.7 r (0.003 monp) a3una 8b B mpucyTcTBUM
0.063 r (0.0006 momnp) muaTanomamuHa. Beixox 1.04 T
(87%), moporok 6eoro 1Beta, T.IuL. 156—60°C (aTri-
areTar).

2,4,6-Tpu-(4-auerna-5-merni-1,2,3-rpuaso-
1-um)-1,3,5-tpuazun (11a). Omerr 1, Tabn. 4. U3
0.85 r (0.0085 monb) amerwnanerona la u 0.5 T
(0.0024 wmomp) asmma 10 B mpucyrctBuu 0.06 T
(0.00085 wmonp) mudTHnamuHa. [lpu cMmemmBaHuU
WCXOJHBIX PEAareHTOB TeMIepaTypa YBEIHYMIach 10
38°C, obpasoBaics ocanok. PeakimoHHYI0 Maccy BbI-
JIepKaju NPy TOCTOSIHHOM TepeMemnBaHun 20 MuH.

Brixon 0.56 T (51%), moporiok 6enoro 1Bera, T.pasil.
286°C. UK crextp, v, cM L 1738 (C=0), 1569 (N=N
tpuazona). Criextp SIMP 'H (JIMCO-d,), 8, m.n1.: 2.64
¢ [3H, H;C-C(0O)], 2.91 ¢ (3H, CHjy). Cnexrp SAMP
'H (H,S0, xonm.), 8, m.1.: 2.46 ¢ [3H, HyC-C(0O)],
2.49 ¢ (3H, CH;). Criektp AMP 13C, §, m.n1.: 9.4 (Tpu-
ason-CHy), 28.1 [(O)C—CH;], 134.6 (C* uy-tpuaso-
na), 143.4 (C° suy-tpuasona), 150.9 (3C 1,3,5-tpua-
3unHa), 191.3 (C=0). Haiineno, %: C 49.02; H 3.51;
N 36.47. C;gH gN{,05. Boruucneno, %: C 48.00; H
4.03; N 37.32.

OmnpiT 2, Tabn. 4. U3 0.85 r (0.0085 momnp) aneru-
nartetona 1a u 0.5 r (0.0024 monp) azuma 10 B mpu-
cyretBun 0.09 T (0.00085 ™Momp) AMATaHOIAMHHA.
[Ipu cMemmrBaHUU WCXOTHBIX PEArcHTOB TeMIIEepa-
Typa yBenuuminack 10 43°C, oOpazoBaicsi OCaJIoK.
PeakiimoHHYI0 Maccy BbLICPKAIU TPU MOCTOSHHOM
nepementuBaany 20 muH. Beixozg 0.9 t (81%), mopo-
oK Oernoro 1BeTa, T.pasi. 286°C.

2,4,6-Tpu-(5-meTnia-4-3rokcuxapéonun-1,2,3-
Tpuazo-1-umn)-1,3,5-rpuazun (11b). Omeir 3, Tabmn. 4.
N3 1.02 r (0.0078 moinp) aneroykcycHoro s¢upa 1b u
0.5 1 (0.0024 monb) azuaa 10 B mpucyrcreun 0.057 r
(0.00078 momnp) mmaTunamuna. Beixon 0.17 T (13%),
OpoIIoK Oenoro 1Bera, T.pasi. 282°C. UK cmektp,
v, em ! 1732 (C=0), 1563 (N=N tpnazomna). Criekrp
SAMP 'H (IMCO-d), 5, m.1.: 1.20 T (3H, OCH,CH;,
3J 6.7 Tu), 2.72 ¢ (3H, CH3), 4.12 x (2H, OCH,CHj,
376.7 I'm). Coextp SIMP IH (H,SO,4 xonw.), 6, M.a.:
1.24 T (3H, OCH,CHj, 3J 6.8 Tn), 2.93 ¢ (3H, CHj,),
4.32 x (2H, OCH,CH3, 3J 6.8 T'n). Cniexrp SIMP '3C,
8, m.a.: 8.6 (tpuason-CHj), 12.8 (OCH,CHj3), 66.5
(OCH,CHjy), 129.2 (C* suy-tpuazona), 143.6 (C3
suy-tpuazomna), 150.7 (C=0), 157.6 (3C 1,3,5-Tpu-
asuna). Haiineno, %: C 47.82; H 3.96; N 31.53.
Cy1HyyN;,O¢. Brruncneno, %: C 46.67; H 4.48; N
31.10.

Omeit 4, Tabn. 4. U3 1.02 r (0.0078 momp) areTo-
ykcycHoro 3¢upa 1b u 0.5 r (0.0024 moinp) azuma 10
B npucyrctBuu 0.082 r (0.00078 monb) ausTaHONA-
muHa. Beixox 0.7 T (54%), mopomiok 0enoro mBera,
T.pa3n. 282°C.

2-A3upno-4,6-1u-(4-aneruia-S-merun-1,2,3-rpu-
azog-1-un-1,3,5-rpuasun (12a). Oneir 5, Tadn. 4.

N3 0.5 r (0.005 monp) amerunarietona la u 0.5 r
(0.0025 momp) asmma 10 B mpucyrctBum 0.036 T
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(0.0005 momp) auaTHnamuHa. [Ipu cMemmBaHuM WC-
XOJHBIX PEArcHTOB TEMIIEpaTypa YBEJIMYHIACH [0
34°C. Beixog 0.44 r (48%), mopomok Oeyoro nsera.
UK cniextp, v, em': 1731 (C=0), 2156 (N5). Crektp
AMP 'H, §, m.a.: 2.63 ¢ [3H, H;C-C(0)], 2.85 ¢ (3H,
CH,). Cnextp AMP 13C, 8, m.n1.: 11.7 (tpuason-CHy),
28.6 [(O)C—CH;], 139.8 (C* 6uy-tpnasona), 143.2
(C° uy-tpuazona), 163.5 (1C 1,3,5-rpuasuna), 168.4
(2C 1,3,5-tpuasuna), 192.1 (C=0). Haiineno, %: C
49.02; H 3.51; N 36.47. C3H,N,0,. Brruucneso,
%: C42.39; H 3.28; N 45.64.

OmeIT 6, Tabm. 4. 113 0.5 r (0.005 momsp) aneTunare-
tona lau 0.5 (0.0025 monp) azuna 10 B mpucyTcTBUU
0.053 r (0.0005 Moip) muaTanomamuHa. [Ipu cMeru-
BaHMM HMCXOJHBIX PEArcHTOB TEeMIIeparypa yBeIHUH-
nack 10 38°C. obOpaszoBaics ocaJoK. PeakunoHHYIO
MaccCy BbIACPIKAIU ITPU MOCTOAHHOM IICPEMECIIMBAHUN
20 muH. Berxon 0.49 r (53%), moportrok 6eoro mBeTa.

2-A3un0-4,6-1u-(5-MeTHI-4-3TOKCUKAPOOHHI-
1,2,3-Tpua3zoi-1-uma)-1,3,5-rpuasun (12b). Onsir 7,
tadi. 4. 13 0.64 r (0.005 MoI1b) arieToyKcycHOTro 3¢hu-
pa 1b u 0.5 T (0.0025 monp) a3una 10 B mpucyTcTBUA
0.037 T (0.0005 monp) nuatunamuna. Beixog 0.44 T
(41%), mopomok Oenoro 1Beta, T.ma. 210-215°C (c
pasn.). UK crektp, v, cM': 1732 (C=0), 2142 (N;).
Cnektp AMP 'H (IMCO-d,), §, m.n.: 1.34 T (3H,
OCH,CHj, 3J 6.8 Tm), 2.92 ¢ (3H, CH3), 4.34 x (2H,
OCH,CHs, 3J 6.8 I'y). Cnexrp SIMP 13C, §, m.ni.: 11.8
(Tpuazon-CHjy), 14.6 (OCH,CHjy), 61.2 (OCH,CH,),
137.0 (C* suy-tpuazona), 141.4 (C3 suy-tpuazona),
161.3 (C=0), 163.4 (1C 1,3,5-rpuasuna), 168.4 (2C
1,3,5-tpuasuna). Haiineno, %: C 43.21; H 3.02; N
40.13. CysH;¢N,04. Beraucieno, %: C 42.06; H
3.76; N 39.24.

OmnprT 8, Tab1. 4. 13 0.64 r (0.005 Mo1b) ameroyk-
cycHoro 3¢upa 1b u 0.5 T (0.0025 mons) azuga 10 B
npucyTtcerBun 0.053 1 (0.0005 mMonb) AMATaHOIAMUHA.
Brixox 0.46 T (43%), mopormok 6enoro 1sera, T.IUI.

210-215°C (c pazmn.).

2,4,6-Tpua3zuno-1,3,5-tpuasun (10). K pactsopy
3.1 1 (0.0168 mop) ruanypxyopuaa B 20 M1 arieToHa
nobasuim pactBop 5.5 T (0.084 monp) a3uma HaTpUs
B 20 Ma Boapl. PeakilMOHHYI0 MacCy BbIACpP>KUBAIU
MIpH TIOCTOSIHHOM TepememrBanuu npu 50°C B Tede-
Hue 4 4. [lo OKOHYaHUHU PEaKIMOHHYIO Maccy OXJia-
mu. Ocanok otduiasrpoBanu. Beixox 2.5 T (73%),
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KpucTaisl Oemnoro mseta, T.u1. 93°C. UK cnekrp, v,
ev 1 2146 (N;). Criexrp AMP 13C, 8, m.a.: 171.5 (3C
1,3,5-Tpuasuna).
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Organocatalytic Reaction of Enamine-Azide Addition
in Synthesis of 1,4,5-Substituted 1,2,3-Triazoles
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The paper demonstrates the high efficiency of using diethanolamine as an organic catalyst in cycloaddition
reactions of organic (including heterocyclic) mono-, di- and triazides to CH-activated substrates. As a result, a

number of functionally substituted bi- and polycyclic systems were synthesized.

Keywords: enamine, organic azide, cycloaddition, diethanolamine, organic catalyst, 1,2,3-triazole, 1,3,5-triazine
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