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AzunoankuiadochoHaThl PEICTABIIAIOT HECOMHEH-
HBI MHTEpEC B KauecTBE CTPYKTYpHOTO (parMeHTa
Uit MoKy OMOIOTUYECKN aKTHBHEIX BEIIECTB
dbochopunankmbHEIMA  (pparMeHTaMHu, dYTO, Kak
MPaBUIO, YBEIMYUBACT CEJIEKTHBHOCTh  0a30BBIX
cTpykTyp. Tak, Hampumep, OBLTH MOTUPHUIMPOBAHBI
1,3-muokco-1H-6en3o30xuHonuus [1], mypunst [2] u
MIPOU3BOIHBIC YPalUIIOB [3, 4], MPOSIBUBIINE IIHUPOKUN
CIIEKTP aHTUBUPYCHOM M aHTUPAKOBOUW aKTHUBHOCTH.

Llenpio  HACTOSILETO  WCCIENOBAaHHS  SBISUIACH
paspaboTka meroja Moaudukanuu papmaxoopHbIX
JUTaHIO0B  JAMATOKCUPOCHOPHIATKMIEHEIM  (ppar-
MEHTOM TOCPEJCTBOM AITKWH-a3UIHOTO Me/Ib-KaTaIN3H-
pyemoro 1,3-aMNONSApHOrO HHUKJIONPUCOSTUHEHHS Ol
asupoankwidochoHarop u N-mponaprusiicoaepsKaimux
¢dapmakodopos. Beibop dapmakodopoB o0ycioBiieH
JTaHHBIMH O OHMOJIOTHYECKOH aKTUBHOCTH IIPOU3BOJ-
HbIX (peHoTHazuHa [5, 6], xkapbaszonos [7, 8], Terpa-
rugpokap6azonoB [9, 10], Terparumpo-y-kapOOIUHOB
[11-13] u amuHOamamManTaHoB [14].

[Tokazano, uro a-asupoankwipochoHarsl 1a—B B
MpUCYTCTBUM  KaTamuTuueckux konmuectB  Cu(l)
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B3aUMOJICUCTBYET C TEPMHUHAIBHBIMU N-IIPONApPrII-
(eHOTHA3MHOM 2, aMHUHOAIaMaHTaHOM 3, TETparuapo-
kapOazonoMm 4, TeTparumpo-y-kapOoiIwmHOM 5 U
kap6azonoMm 6, oOpa3ys ¢ BBICOKMM BbIxomamu 1,4-
3amenieHnbie,2,3-rpuazonsr 7-11 (cxema 1).

[IpeBpamenns oCyIIecTBISUIM TMPUOaBICHUEM K
pacTBOpPY SKBUMOJBHBIX KOJWYECTB O-a3HT0ATKHII-
¢dochonatoB 1la—B © COOTBETCTBYIOMUX N-TIPO-
MapTrUINPOU3BOJIHBIX 2—6 B METWJICHXJIOpUIE Kara-
JTUTHYECKAX KOJMYECTB BOJHBIX PACTBOPOB cyib(dara
Meau 1 ackopbata Hatpus. J[jist 3aBeplIeHUs] peakiun
peaknuoHHy0 Maccy mepemermmBaim 3 4 mnpu 40°C.
HeneBbie Tpuazonsl 7—11 BBOEHSUIA U OYUILAIA
KOJIOHOYHOM XpoMaTorpaduer.

CoctaB u crpoenme coenunenuini 7-11 mom-

TBEP)KJIEHbl JaHHBIMH DJJIEMEHTHOTO aHajln3a H
cnexrpockormu  SIMP.  Cnektpst SIMP 'H  Bcex
CHHTE3UPOBAHHBIX  COEIUHEHHH  COOTBETCTBYIOT

MPENIOKEHHBIM CTPYKTYpaM, IIPU 3TOM HaOJII0JA0TCs
XapakTepHbIE CUTHAJIBI IPOTOHOB C KOHCTAHTAMU CITHH-
cnmroBoro B3ammoeiictust (KCCB) “Jpy ¢ aTomoM
¢dochopa. Tak, curHaa METUICHOBOH TPYIIIBI Y aToMa
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Cxema 1.
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R = H (a), C¢Hs (6), 4-C1-C¢H, (B).

dhochopa pochonaroB 7-11 mposBisieTcs: Kak Ay0JieT
¢ KCCB 2JPH = 12-13 T'm, a cur"am o-mMpoOTOHA
thocponaroB 8-11 — kak mybner ¢ Gompmer KCCB
2Jp]-[ = 21-22 T Taxke mna coemuHeHun 7-11
XapakTEepeH CUHTICTHBIA curHai 1,2,3- Tpra3oiIbHOTO
nukiaa B obmactu 7.6-7.8 M. a. Kpome Toro, B
cnektpax IMP 'H u "F coemunennii 9a—B npucyt-
CTBYIOT XapaKkTepHbIC MYJIbTUILIETHbIE CHTHAJBI 1,2-
3aMeIeHHOro 4-GpropdeHubHOro PpparMeHTa ¢ COOTBET-
creyromumu KCCB *Jyy = *Jyp = 9.0 Ty n Jyp = 4.3
I'n. Curnansr atoma docdopa B crekrpax SIMP *'P
MOJIyYEHHBIX COCJAMHEHUH Haxomsarcs B obOjactu 16—
18 M. 1., XapakTepHOH ISt ATKUIAPOCHOHATOB.

Asuapl la—B monmywanu no Meroauke [15], N-
nponapruiicoaepxkaiiue dpapmakodopsr 2 [16], 3 [17],
4 [18], 5 [19], 6 [20] moxy4anu IO COOTBETCTBYIOIITIM
METOIUKAM.
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Jduytua-({4-[(10H-penornazun-10-ua)mern|-
1H-1,2,3-Tpuazoa-1-ua}mernia)pocponar (7). K
pactBopy 0.5 wmmonp ¢ochonata la B 20 wmn
XJIOPUCTOTO MeTmieHa mpudasisuy 0.5 MMmonb N-ipo-
naprundenornazuna 2, 0.1 mmons CuSO,4 B 1 Mt H,O
nu 0.1 mmomp ackopbara Hatpus B 1 min H,O.
Peakunonnyro cmecs nepememmBanu 6 4 npu 40°C,
3areM npombiBanu 10 ma 1%-HOTrO pacTBOpa BOAHOTO
amMmuaka. OpraHuyecKuil ClIoi OTAENSIIH, XJIOPUCTHIN
METHJIEH YNapHuBajH, OCTAaTOK XpoMaTorpapupoBain
Ha cuiukarene (60 memn, MeTaHon—xyopodopm, 1:10).
Beixox 0.19 r (88%), T. . 109-111°C. Cnextp AMP
'H (CDClLy). 8, m. 1. (J, Tm): 1.19 T (6H, CH;CH,O,
3Jun = 7.3), 3.87-4.12 M (4H, CH;CH,0), 4.68 1 (2H,
CHP, “Jip = 12.9), 5.20 ¢ (2H, CCH,N), 6.77 1 (2H,
CaH, *Jun=7.5), 6.87 1 (2H, CoH, *Jyy = 7.5), 7.03 ©
(2H, CaH, *Jiuy = 7.5), 7.10 1 (2H, CaH, *Jyn = 7.5),
7.53 ¢ (1H, NCH=). Cnextp SIMP *'P (CDCl): &p
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16.7 m. n. Hatineno, %: C 55.62; H 5.60; N 13.24.
Cy0H23N4O5PS. Berancaeno, %: C 55.80; H 5.39; N 13.02.

Juatna-[(4-{[(3,5-aumeTnianamanTan-1-ui)-
amuHo|merua}-1H-1,2,3-tpua3on-1-ua)meruna]-
tdocdonar (8a) nomyuen ananoruuno. Beixon 0.18 r
(87%), macmo. Crextp IMP 'H (CDCly), 3, m. 1. (J,
I'm): 0.84 ¢ (6H, CagH3), 1.18-1.46 m (14H, CH;CH,0 +
CAde), 1.33 ¢ (2H, CAde), 1.54 ¢ (ZH, CAde), 2.06—
2.25 M (2H, CagH + NH), 3.90 ¢ (2H, CCH,N), 4.02—
427 m (4H, CH;CH,0), 4.78 n (2H, CH,P, *Jip =
12.8), 7.74 ¢ (1H, NCH=). Cnextp SIMP *'P (CDCls):
op 17.3 m. 1. Haiineno, %: C 58.70; H 8.38; N 13.44.
C,0H35N405P. Berumciieno, %: C 58.52; H 8.59; N 13.65.

Jduatna-[(4-{[(3,5-aumeTnIanamMmanTan-1-ui)-
amuHo|merua}-1H-1,2,3-tpua3zon-1-ua)(penuns)-
MeTmJ|ochonar (86) nomaydyen ananornyHo. Beixon
0.2 T (82%), macno. Criektp IMP 'H (CDCl;), 3, M. 1.
(/, To): 0.84 ¢ (6H, CagHj3), 1.06-1.43 m (14H,
C_H3CH20 + CAde), 1.32 ¢ (ZH, CAde), 1.85 ™M (1H,
CagH), 2.16 ¢ (1H, NH), 3.92 ¢ (2H, CCH;N), 3.92—
421 m (4H, CH;CH,0), 6.14 1 (2H, CHP, “Jyp =
21.4), 7.31-7.45 m (3H, CxH), 7.50-7.64 m (2H,
CaH), 8.04 ¢ (1H, NCH=). Cniextp SIMP *'P (CDCl5):
Op 17.3 m. n. Haiineno, %: C 63.97; H 8.27; N 11.72.
Cy6H39N4O5P. Beramcrieno, %: C 64.18; H 8.08; N 11.51.

Jduatna-[(4-{[(3,5-aumeTnaanamantan-1-ui)-
amuno|merna}-1H-1,2,3-tpua3zon-1-ua)(4-xaop-
ennn)mermi]pochonar (8B) mosyueH aHATOTHUHO.
Beixox 021 r (81%), macmo. Cmexktp SIMP 'H
(CDCl3), 6, m. a. (J, Tm): 0.86 ¢ (6H, CagH3), 1.03—
1.47 m (16H, CH3CH,0 + CagH,), 1.56 ¢ (2H, CagH,),
2.09-2.26 m (2H, CaqH + NH), 3.94 ¢ (2H, CCH,N),
3.96-4.26 M (4H, CH;CH,0), 6.14 1 (1H, CHP, *Jipp =
22.0), 7.38 1 (2H, CaH, *Ju = 7.3), 7.52 1 (2H, CaH,
Jap = 7.3), 7.74 ¢ (1H, NCH=). Cnektp SIMP *'P
(CDCly): 6p 16.8 M. n. Haiineno, %: C 59.70; H 7.17,;
N 11.93. Cy6H35CIN4O5P. Breraucneno, %: C 59.93; H
7.35; N 10.75.

Auatui-[4-({[6-¢prop-3,4-nurnapo-1H-kapodazo.-
9(2H)-un|merna}-1H-1,2,3-tpua3zon-1-na)merua]-
tdocdonar (9a) nonyuyen ananornyHo. Brixon 0.18 r
(86%), macmo. Criextp SIMP 'H (CDCly), 8, m. . (J,
I'm): 1.20 T (6H, CH;CH,0, *Jyy = 7.0), 1.74-2.02 m
(4H, CH,), 2.56-2.69 m (2H, CH,), 2.70-2.82 m (2H,
CH,), 3.90-4.14 m (4H, CH;CH,0), 4.64 1 (2H, CH,P,
2Jup = 13.1), 5.32 ¢ (2H, CCH,N), 6.84 . 1 (1H, CoH,
i =Jur = 9.2, *Jun = 2.4), 7.10 1. 1 (1H, CaH, *Jigp =
9.2, Jyn=2.4), 7.19 1. 1 (1H, CpH, *Jyn = 8.9, *Jyp =
4.3), 7.32 ¢ (1H, NCH=). Criextp IMP "F (CDCl5),
8r, M. 1.0 —49.5 k CJyr = 9.2, “Jur = 4.3). Criexrp SIMP

3P (CDCly): 8p 16.7 M. a. Haiineno, %: C 57.35; H
7.01; N 13.55. Cy0HFN4Os;P. Brruamcieno, %: C
57.14; H 6.23; N 13.33.

Juatun-[4-({[6-PpTop-3,4-nuruapo-1H-kapo6azon-
9(2H)-un|metna}-1H-1,2,3-tpuazoua-1-ui)(dpenn)-
Metuj]dochonar (96) noryueH aHamorndHo. Brrxon
0.19 r (77%), t. mn. 177-178°C. Cnextp SIMP 'H
(CDCly), 8, M. 1. (J, Tw): 1.00 T (3H, CHsCH,0, *Jiyyy =
7.0), 1.09 T (3H, CH;CH,0, *Jiy = 7.0), 1.74-2.02 m
(4H, CH,), 2.54-2.70 m (2H, CH,), 2.70-2.86 m (2H,
CH,), 3.60-4.09 m (4H, CH;CH,0), 532 c (2H,
CCH,N), 6.02 x (1H, CH,P, “Jip = 21.6), 6.83 T. 11
(1H, CaH, *Jun = *Jur = 9.5, *Jun = 2.4), 7.09 1. 1
(1H, CoH, *Jur = 9.5, *Jyn = 2.4), 7.19 1. 1 (1H, CaH,
Jan = 8.9, “Uur = 4.3), 7.30-7.40 M (3H, CaH), 7.40—
7.50 m (2H, CaH), 7.74 ¢ (1H, NCH=). Cuextp AMP
PF (CDCL), 8k, M. 1.: —49.2 k CJyr = 9.5, *Jup = 4.3).
Cuektp SIMP 3p (CDCl): &p 16.7 M. n. Haiineno, %:
C 5735, H 701, N 13.55. C26H30FN403P. BBIT-II/ICJ'IEHO,
%: C 62.89; H 6.09; N 11.28.

Jurtun-[(4-{|6-PpTop-3,4-murnapo-1H-kapo6a3o-
9(2H)-na|merunia}-1H-1,2,3-tpuazon-1-um)(4-xaop-
dpenun)merwi]docdonar (9B) mosydeH aHATOTHIHO.
Beixon 0.21 r (79%), T. . 153-155°C. Cnextp AMP
'H (CDCly), 8, m. a. (J, Tm): 1.00 T (3H, CH;CH,O0,
3Jun = 7.1), 1.12 T (3H, CH3CH,0, *Jyy = 7.1), 1.72—
2.02 m (4H, CH,), 2.57-2.69 M (2H, CH,), 2.70-2.83 m
(2H, CH,), 3.63-4.11 m (4H, CH;CH,0), 5.30 ¢ (2H,
CCH,N), 5.96 n (1H, CH,P, “Jip = 21.8), 6.82 T. 1
(1H, CaH, *Juy = *Jur = 9.1, *Jy = 2.4), 7.08 1. 1
(1H, CaH, *Jup = 9.2, Sy =2.4), 7.11 1. 1 (1H, CH,
3an = 8.9, “Jur = 4.2), 7.32 ¢ (1H, NCH=), 7.27-7.42
M (4H, CxH), 7.65 ¢ (1H, NCH=). Cnextp SIMP °F
(CDCly), 8, M. 1.0 493 x CJyr = 9.2, “Jur = 4.3).
Cniextp SIMP *'P (CDCLy): 8p 16.4 m. 1. Haiineno, %:
C 5899, H 573, N 10.32. CzﬁHnglFN403P.
Beruucneno, %: C 58.81; H 5.51; N 10.55.

durtna-{[4-({2,8-numerunn-3,4-nuruapo-1H-
nupunol4,3-blunnon-5(2H)-un}merna)-1H-1,2,3-
Tpuazo-1-wi|mernia}ocponar (10a) mnomyueH
ananornyHo. Bexox 0.18 1 (83%), macno. Crektp
AMP 'H (CDCly), &, m. a. (J, T'm): 122 T (6H,
CH;CH,0, *Jyy = 7.5), 2.42 ¢ (3H, CH;Cyy), 2.58 ¢
(3H, CH3N), 2.94-3.08 m (4H, CH,CH,), 3.94-4.10 m
(4H, CH;CH,0), 4.12 ¢ (2H, C¢ycCH,N), 4.65 1 (2H,
CH,P, 2ip = 12.8), 4.69 ¢ (2H, CeyeleCH,N), 6.95 1. 11
(1H, CaH, *Jyn = 8.3, *Jun = 1.2), 7.09 1 (1H, CaH,
3 = 8.3), 7.21 1 (1H, CaH, *Jyy = 1.2), 7.27 ¢ (1H,
NCH=). Crmextp SMP *'P (CDCL): & 16.7 M. x.
Hatineno, %: C 58.24; H 6.80; N 16.41. C,;H30N;5O5P.
Beruucneno, %: C 58.46; H7.01; N 16.23.
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Hudtna-[4-({2,8-numerna-3,4-nuruapo-1H-
nupunol4,3-blunnon-5(2H)-un}meruna-1H-1,2,3-
Tpuazoa-1-ua)(penna)merun]pochponar (1006)
nosrydeH aHanmorngao. Beixon 0.2 T (79%), T. . 153—
155°C. Crextp SIMP 'H (CDCly), 8, M. a. (J, T'm): 1.01
T (3H, C_H3CH20, 3JHH = 73), 1.09 T (3H, C_H3CH20,
Jan = 7.3), 2.41 ¢ (3H, CH;3Cyy), 2.56 ¢ (3H, CH;N),
2.80-3.05 m (4H, CH,CHy,), 3.68 ¢ (2H, CCH,N), 3.70—
4.14 m (4H, CH;CH,0), 5.32 ¢ (2H, CCH,N), 5.98 n
(1H, CHP, “Jip = 21.2), 6.94 1 (1H, CaH, *Ju = 8.5),
7.12-7.22 M (2H, CaH), 7.30-7.40 m (3H, CxH), 7.40-
7.52 M (2H, CaH), 7.67 ¢ (1H, NCH=). Cnextp AMP
P (CDCls): 8p 16.9 m. a. Haitneno, %: C 64.11; H
697, N 13.65. C27H34N503P. BLI‘H/ICJ'ICHO, %: C 6389,
H 6.75; N 13.80.

JAumrtua-({4-[(9H-kap6a3zon-9-ua)meruni]-1H-
1,2,3-Tpua3zou-1-wia}merwi)pocdonar (11a) momyyen
aganornyHo. Bexox 0.17 1 (85%), macmo. Crmektp
AMP 'H (CDCLy), 8, m. a. (J, Tw): 1.02 T (6H,
CH;CH,0, *Juyu = 7.0), 3.71-3.97 M (4H, CH;CH,0),
4.42 1 (2H, CH,P, *Jip = 12.8), 5.42 ¢ (2H, CCH,N),
7.05-7.25 m (3H, CaH + NCH=), 7.27-7.46 m (4H,
CaH), 7.98 1 (2H, CaH, *Jyy = 7.6). Criextp SIMP *'P
(CDCl5): 0p 16.8 M. a. Haiineno, %: C 60.11; H 6.05;
N 14.29. Cy0H»3N4O5P. Brruucieno, %: C 60.30; H
5.82; N 14.06.

duatna-[{4-[(9H-kap6a3oa-9-ua)merni]-1H-
1,2,3-Tpua3zon-1-ua}(pennna)merua]pochonar (116)
nosyueH aHanmoruvHo. Beixon 0.19 r (80%), T. Tt 168—
169°C. Cniextp SIMP 'H (CDCl3), 8, m. . (J, T'm)): 0.95
T (3H, CH;CH,0, *Jyy = 7.0), 1.08 T (3H, CH3CH,0,
3Jun = 7.0), 3.59-4.08 m (4H, CH;CH,0), 5.67 ¢ (2H,
CCH,N), 6.02 1 (1H, CHP, *Jip = 21.6), 7.19-7.66 M
(11H, CaH), 7.76 ¢ (1H, NCH=), 8.12 o (2H, CxH,
3Jun = 7.6). Cexrp SIMP *'P (CDCls): &p 16.9 M. 1.
Haiineno, %: C 65.59; H 5.93; N 12.06. C,cH,7N405P.
Brruucineno, %: C 65.81; H5.74; N 11.81.

durtua-[{4-[(9H-kap6a3oa-9-ua)merni]-1H-
1,2,3-tpua3zon-1-uia}(4-xaoppenna)merus|pochonar
(11B) monyuen amanoruuno. Beixom 0.21 T (82%),
T. 1. 182-184°C. Cnektp SAMP 'H (CDCl), 6, M. 1.
(J, Tw): 0.91 1 (3H, CH;CH,0, *Jyyy = 7.0), 1.08 T (3H,
CH;CH,0, *Juy = 7.0), 3.53-4.11 m (4H, CH;CH,0),
5.65 ¢ (2H, CCH,N), 5.94 1 (1H, CHP, “Jpp = 21.4),
7.15-7.58 m (10H, CuH), 7.65 ¢ (1H, NCH=), 8.11 &
(2H, CaH, *Jiy = 7.6). Crexrp SIMP *'P (CDCl): &p
16.3 M. n. Haigeno, %: C 61.57; H 5.71; N 10.80.
CyH6CIN4O3P. Brramciieno, %: C 61.36; H5.15; N 11.01.

Crextpsl SIMP 'H, YF u *'P sammceBamm Ha
cnektpomerpe Bruker DPX 200 mpu 200.13, 188.0 u
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81.0 MI'y coorBeTcTBEeHHO. Temmeparypsl MIaBICHHS
OTIpeNIeIISUIN B CTEKISTHHOM KalMJUIspeE.

®OHJIOBASI TIOJIJIEPIKKA

PaboTa BeImoIHEHA TIpH TTOAIEP)KKe MUHUCTEPCTBA
oOpazoBanus u Hayku PD B pamkax rocyaapCcTBEHHOTO
3aganus (Ne 0090-2017-0023).
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Copper-catalyzed azide-alkyne 1,3-dipolar cycloaddition reactions of a-azidoalkylphosphonates with propargyl-
containing pharmacophores such as phenothiazine, tetrahydro-y-carboline, tetrahydrocarbazole, carbazole and
3,5-dimethyl-1-aminoadamantanes led to the formation of the corresponding 1, 4-substituted 1,2,3-triazoles and
make it possible to introduce a diethoxyphosphorylalkyl fragment into the molecules of potential neuroprotectors

using a triazole-containing spacer.

Keywords: o-azidoalkylphosphonates, phenothiazine, carbazole, tetrahydrocarbazole, tetrahydro-y-carboline,

1,3-dipolar cycloaddition
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