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HenaBHo Hamu OBUIO yCTAaHOBJIEHO, YTO (OPMHU-
poBanue (apMakoGOpHON KOHJICHCUPOBAHHOW WMHU-
nazo[1,2-a|nupuInHOBOM CHUCTEMBI MOXKHO JIETKO
OCYIIIECTBUTh Yepe3 B3aUMOJCHCTBHUE 2-aMUHOTTUPH-
IUHOB ¢ xJopatuHochonaramu [1]. Ananormynas
peakuus ¢ 2-ruApa3suHWINNPHINHAME TAKXKE MPOXO-
TUT ¢ oOpazoBaHueM (oCHOHMUIMPOBAHHOTO OWIIN-
KJIMYECKOTO ITHKJIa — MTHaTKWIOBEIX ddupos [([1,2,4]-
TpHuazono[4,3-a|nupuauH-3-un)MeTi |pochoHoBOM
KHUCJIOTHI [2].

[IpencraBnsercs MHTEPECHBIM OCYIIECTBHUTH TIO-
JM00HBIM 00pa3oMm ¢opmupoBanue umuaaszoll,2-al-
XUHOJIMHOBOTO U MMMJA30[2,1-a]u30XUHOIMHOBOTO
CKEJIETOB, OMONOTHYecKass aKTUBHOCTb KOTOPBIX XO-
porro u3BecTHA. Tak, COeaUHEHUS, COMEPIKAITNAE HMHU-
na3o[ 1,2-a]XnHOTMHOBBIN KapKac, MPOSIBIIIOT BHICO-
KyI0 OHOJOTMYECKyI0 aKTHBHOCTb, HAIPUMEp IPO-
THBOPAKOBYI0 M aHTHOaKTepuaabHyio [3]. MHorue
MIPUPOIHEIE AJIKAIOUIBI COAEPIKAT B CBOCH CTPYKTYpE
uMuaa30[ 1,2-a]XMHOAMHOBBIN U UMUIA30[2,1-a]u30-
XUHOJIMHOBBIN (hparMeHTsI [4].
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B nmanHoO# padore mpeacTaBIeHBl Pe3yabTaThl HC-
CJICIOBAHMUS pEaKIMH XJI0pITHH(POCHOHATOB ¢ 2-aMu-
HOXMHOJMHOM M 1-aMHHOM30XMHOJMHOM, KOTOpBIE
MTO3BOJIMIIA TIONYYUTHh aHAJIOTHYHBIE (OCHOHUITHPO-
BAaHHBIC KOHJIACHCHUPOBAHHBLIC TPEXBAACPHBIC ITHUKIIbI
(cxema 1).

Peakuuto mpoBoaMIIA B YCIOBHSAX, aHAJIOTHYHBIX
ONHUCAHHBIM B pabote [1], mpu SHEPTUIHOM ITepeMe-
[IUBAHUHU SKBUMOJISIPHOM CMECH UCXOIHBIX PEareHTOB
1 He0OJBIIOr0 M30BITKA MPOKAJCHHOTO KapOoHaTa
Kanus B O€3BOIHOM alleTOHUTPHIIE TP TeMITepaType
40-50°C. Ilomyuennsie ¢ BeixomoM 88-95% docdo-
HaTel 2a-B, 3a—B OUYHUIIAIN TEPEKPUCTATUTH3AIUCH
WJIH KOJIOHOYHOU XpOoMaTorpaguei.

CrpoeHue coeqMHEHUN JT0Ka3bIBalld CIEKTPOCKO-
nueit SIMP Ha simpax 'H, 13C, 31P ¢ mpumeHeHuem
METOAO0B KOPPENIALMOHHON TeTEPOSAIEPHON CIEKTPO-
cxormnu (HMQC 'H-13C) u macc-CrieKTpoMeTpHu BbI-
coxkoro pazpemienust (HRMS-ESI).

OcobeHHOCThIO criekTpoB SIMP nonyueHHbIX (oc-

(bOHaTOB Za—B, 3a-B aBisgeTCs OTCYTCTBUC KOHCTAHThBI
CIIMH-CITMHOBOI'O B3aHMOH€ﬁCTBHﬂ npoTOHAa UMHU1A30-
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JILHOTO 1UKJA ¢ sapoM (docdopa. OTHECCHHE 3TOTO
curHaia noATBepxaaetcst qanusivu SIMP 13C: yre-
ponst CH=CP-{parmenra pe3oHUPYIOT ITyONIeTHBIMA
CUTHAJIAMH B CJTa0OM T10JIe ¢ XapaKTePHBIMU KOHCTAH-
TaM¥ CIIMH-CITUTHOBOTO B3aUMOAEHUCTBUS C APOM (oc-
dopa 1Jep=242.7 T'u u 2Jp = 38.2 I'u. Bee mapame-
TPBI IPOTOHHBIX CIEKTPOB (MMHUIA30XUHOIHH-2-1IT)-
tdochonartoB 2a-B U (MMHUIA30M30XUHOIHH-2-WIT)-
(hochonaToB 3a—B UMEIOT IMOYTH OAMHAKOBEIC 3HAUEC-
HUsl. OTIIMYKST IPOCIIKUBAIOTCS TOJIBKO B CIIEKTPax
SIMP 13C B xummueckux capurax sapa CO. 3nauenus
xumuyeckoro casura suep CO (P)-ummpaasoll,2-al-
XUHOJIMHOB 2a—B Haxonsatcs npu 115 m. ., a Te xe
aapa CO (P)-umunaso[2,1-a]u30XuHOIMHOB 3a—B pe-
30HUPYIOT B obnactu 123 m. 1. B cnekrpax SIMP 1H
¢dochonaroB 26 u 30 HEIKBUBAJICHTHBIC MPOTOHBI
OCH,-rpynit npencTaBieHbl MYJIBTHILICTHBIMU CHT-
HaJlaMu B o0iactu 4.1-4.3 M. 1.

Xumuueckuit ciaur pocdopa dpocdonaros 2a—B,
3a—B HaxoauTcs B obmactu 9—14 M. 1., 4TO COOTBET-
CTBYET HaJlM4uIo sigpa Gocdopa dpocdonarHoit rpyn-
nbl y yriepoaa sp2-rubpuansamun. OrpeeeHHbIe
MOJIEKYJISIPHBIE MAacChl COCIMHEHUI 2a—B, 3a—B COOT-
BETCTBYIOT PACCUMTAHHBIM 3HAYCHUSIM.

Takum o00pazoM, YCTaHOBIIEHa BO3MOXKHOCTb
(hopmupoBaHusi HOBBIX (HOCHOHIIUPOBAHHBIX KOH-
JCHCHPOBAHHBIX IIMKJIOB, @ WUMEHHO IHAJKHI(UMH-
na3o[ 1,2-a|xunonun-2-un)pochoHaroB WM THAI-

3a-B
R = Me (a), Et (6), i-Pr (B).

kun(uMuas3ol 2, 1-a uzoxunonun-2-ni)dochonaros,
XEMO- ¥ PETHOCEICKTUBHOM peakimeil XaopITuHpoc-
¢onara ¢ 2-aMHHOXHHOJINHOM H |-aMHHOU30XHHOJIH-
HOM.

Metonuka cunTe3a ¢ochonaros 2a—B, 3a—B. K
pacTtBOpy 1 MMONb 2-aMUHOXMHOJMHA WK 1-aMUHO-
M30XMHOJMHA B 5 MJ1 O€3BOJHOTO AlleTOHUTPUIIA J0-
O6aBsumn 1.1 mmonp  cBexxenpoxaneHHoro K,CO;
1 mmone xnopatuHpocdoHara la—B. Peakimonnyro
cMech MHTeHCHUBHO TepemeruBanu mpu 40-50°C mo
MOJTHOTO MCYE3HOBEHUS! CUTHAja HCXOIHOTO XJIOpP3-
tuHpochonara Ha cnekrpe SIMP 31P (2-3 u). Ilo
OKOHYaHMU peaKUUM OT(GUIBTPOBBIBAIM OCAJOK He-
OpraHUYeCKHUX COJIEH, NOJYyYEHHBII pacTBOp yNapu-
BaJIM B Bakyyme. OCTaToOK OYHMIIAIN KOJIOHOUHOM XPO-
Marorpadueil Ha cuiKarene (3II0eHT — ATUIIALETAT)
WM TIEPEKPUCTAIUIN3ALMEH U3 TeNTaHa.

Jdumerua(umunaszo|1,2-a]xunoauH-2-uj)doc-
¢onar (2a). Beixon 88%, GeciiBeTHOE BS3KOE Maciio.
Crektp SIMP 'H (CDCly), 8, m. a. (J, T'ny): 3.87 1 (6H,
20CHz, 3Jyyy = 11.3), 7.50 a. T (1H, H4, 3Jyy = 8.0,
Uy < 1.0), 7.56 n (1H, HY, 3J,5 = 9.6), 7.57 n (1H,
H2,3J,5=9.6), 7.66 1. T (1H, H3, 3Jp3y = 8.0, 4y =
1.2), 7.81 n. n (1H, H3, 3Jyyy = 8.0, 4/ = 1.2), 7.93
a. 1 (1H, HS, 3Jy; = 8.0, 4y < 1.0), 8.67 ¢ (HC=CP).
Crnektp SIMP 13C (CDCly), 6¢, M. a. (J, T'y): 53.24
1 (OCHj, 2Jop = 5.6), 115.36 (C°), 117.30 (Ch),
120.36 n (HC=CP, 2Jp = 38.2), 123.50 (C7), 125.84
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(CH), 128.26 (C2), 129.29 (C3), 129.49 (C5), 132.07
1 (=CP, lJqp = 242.7), 132.39 (C8), 145.70 1 (C=N,
3Jcp=23.5). Cuexrp SIMP 31P (CDCly): 8p 13.77 m. 1.
Macc-cniektp (HRMS-ESI), m/z: 277.0665 [M + H]*
(Bbruncaeno ans Ci,H 3N,O3P: 277.0677 [M + H]*).
JduyTna(umugazo[1,2-a]xunonun-2-ui)docdo-
HaT (20). Brixog 91%, cBeTno-xenroe BSI3KOE Mac-
10. Crextp SIMP 'H (CDCly), 8, m. a. (J, I'n): 1.36
T (6H, 2CHj3, 3Jyy = 7.1), 4.15-4.32 m (4H, 20CH,,
3 = 7.1, 3Jyp = 10.1), 7.48 a. v (1H, H4, 3Jyy =
7.6, 4Jy = 0.6), 7.53 1 (1H, H!, 3J,5 = 10. 1) 7.56 n
(1H, H2, 3J,5 = 10.1), 7.62 a. T (1H, H5, 3Jyyy; = 8.4,
U = 1.0), 7.78 1. o (1H, H3, 3Jyy = 7.6, 4y =
0.6), 7.90 m.x (1H, HS, 3/ = 8.4, 4y = 1.0), 8.65
¢ (HC=CP). Cuexrp SIMP 13C (CDCly), 8¢, M. I.
(J, T): 16.37 1 (CH3, 3Jcp = 6.4), 62.74 1 (OCH,,
2Jep = 5.5), 115.33 (C9), 117.36 (C1), 120.00 n
(HC=CP, 2Jp = 36.8), 123.47 (C7), 125.71 (C%,
128.03 (C2), 129.23 (C3), 129.40 (C3), 132.40 (C?),
133.36 1 (=CP, lJp = 240.9), 145.58 1 (C=N, 3Jp =
23.5). Cnekrp SIMP 31P (CDCly): 6p 11.04 m. 1.
Macc-cniektp (HRMS-ESI), m/z: 305.0975 [M + HJ*
(Bbruncaeno ana CysH;,N,O5P: 305.0978 [M + H]").

Jduuzonponuia(umuaazo|1,2-a] XxuHoauH-2-11)-
(pocponar (2B). Brrxon 90%, cBeTno-kenTbie Kpu-
crawtel, T. i 105-107°C (renran). MK cmoektp,
v, em 1 562, 590, 752, 759, 995, 1014, 1101, 1139,
1176, 1239, 1248, 1267, 1385, 2975, 3104. Cunektp
SIMP 'H (CDCly), 8, m. 1. (J, I'm): 1.33 1, 1.43 1 (12H,
4CH3, 3Jyy = 6.2), 479 1. cent. (2H, 20CH, 3Jyy =
6.2, 3Jyp=8.0), 7.46 n. v (1H, H4, 3Jyy = 7.2, YUy =
0.6), 7.51 n (1H, H!, 3J,5 = 9.6), 7.55 1 (1H, H2,
3, =9.6), 7.62 1. T (1H, H3,3Jy; = 7.2, /gy = 1.2),
7.76 1. n (1H, H3, 3/ = 7.2, 4y = 1.2), 7.88 1. 11
(IH, HS, 3Jyy = 7.2, 4Jyy = 0.6), 8.59 ¢ (HC=CP).
Crnektp SIMP 13C (CDCly), 8¢, M. 1. (J, T'y): 23.88 1
(CHs, 3Jp=4.6),24.07 1 (CHs, 3Jp=4.2),71.32 1
(OCH, 2Jp = 5.5), 115.25 (C%), 117.52 (C1), 119.54
1 (HC=CP, 2Jp = 37.8), 123.47 (C7), 125.56 (C*),
127.73 (C2), 129.18 (C3), 129.28 (C5), 132.44 (C?),
134.87 1 (=CP, lJp = 241.2), 145.45 0 (C=N, 3Jp =
23.6). Cnektp SIMP 31P (CDCl5): 6p 8.94 m. 1. Macc-
cuektp (HRMS-ESI), m/z: 333.1353 [M + H]" (BbI-
yuciaero it C;H,N,O5P: 333.1363 [M + H]").

JAumerna(umunaszo|2,1-a]u30XxuHogANH-2-1J1)-
docdonar (3a). Beixog 91%, cBetso-xkenteie KpH-
cramel, T. wi. 73—75°C (renran). Crexrp SIMP 'H
(CDCly), 8, m. 1. (J, T'm): 3.87 1 (6H, 20CH3, 3y =
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11.3), 7.07 o (1H, H2, 3Jyy = 7.3), 7.55-7.62 m (2H,
H5, H4, 3Jyy = 7.3, 4y = 1.6), 7.67 1. o (1H, H3,
3 =73, Uy =1.6), 791 0. 1 (1H, HL, 3Jyy=7.3),
8.15 ¢ (HC=CP), 8.69 n. n (1H, H®, 3Jyyy = 7.3, gy =
1.6). Cnekrp SIMP 13C (CDCly), 8¢, M. a. (J, T'n):
53.20 1 (OCHj3, 2Jcp = 5.7), 114.79 (C2), 122.90 (C),
123.35 1 (HC=CP, 2J-p = 37.9), 123.66 (C7), 123.96
(CO), 127.03 (C3), 128.53 (C%), 129.17 (C5), 129.75
(C®), 131.03 1 (=CP, lJ-p = 243.9), 145.15 1 (C=N,
3Jcp=23.7). Cuexrp SIMP 3!P (CDCly): 6p 14.10 M. 1.
Macc-cniektp (HRMS-ESI), m/z: 277.0668 [M + H]*
(Bbrumcieno ana Ci3H 3N,O5P: 277.0670 [M + HJ*).

Jdumytun(umunazo|2,1-ajuzoxunoaunn-2-ui)doc-
¢ponar (36). Borxon 95%, cBeTno-xenTsie KPUCTAILIHI,
T. 1. 114-116°C (renrran). Cnexktp SIMP 'H (CDCly),
8, M. 1. (J, I'm): 1.37 1 (6H, 2CH3, 3/ = 7.1), 4.16—
4.33 m (4H, 20CH,, 3Jyqy = 7.1, 3Jyp = 10.1), 7.07 1
(1H, H2, 3Jyg; =17.3), 7.56-7.63 m (2H, H*, H3, 3y =
7.2, 4 gy = 1.6), 7.67 1. n (1H, H3, 3Jyy = 7.2, 4y =
1.6), 7.89 a (1H, H!, 3/ = 7.3), 8.13 (HC=CP), 8.70
a. 1o (1H, HS, 3Jyy = 7.2, 4y = 1.6). Cnexrp SIMP
13C (CDCly), 8¢, M. 1. (J, T): 16.38 1 (CHs, 3Jcp =
6.5), 62.68 1 (OCH,, Z2Jp = 5.5), 114.65 (C2), 122.88
1 (HC=CP, 2J-p = 37.5), 122.90 (C!), 123.80 (C7),
123.99 (C9), 126.99 (C3), 128.49 (C%), 129.06 (C9),
129.72 (C8), 132.40 1 (=CP, |J-p = 242.6), 145.01 1
(C=N, 3Jcp = 23.7). Cuexrp SIMP 31P (CDCl5): dp
11.54 m. 1. Macc-criektp (HRMS-ESI), m/z: 305.0971
[M + H]" (Beruncneno ps CsH 7N,O5P: 305.0974
[M+H]).

JAuuzonponua(umumaszof2,1-a]u30XuHoJUH-
2-min)docdonar (3B). Berxon 93%, Oenpie KpruCTaIIIbI,
T. wi. 125-127°C (renran). UK cnekrp, v, cm—1: 569,
746, 777, 985, 1030, 1113, 1235, 1260, 1375, 1457,
1526, 1640, 2979, 3130. Cnexrp SIMP 'H (CDCly),
8, M. 1. (J, T): 1.32 1, 1.40 n (12H, 4CH;, 3Jyy =
6.2), 4.84 n. cent. (2H, 20CH, 3Jyyy; = 6.2, 3Jypp =
8.1), 7.07 n (1H, H2, 3Jyy = 7.3), 7.59 n. T (1H, H5,
3 =17.3, Uy = 1.6), 7.62 n. T (1H, H4, 3Jyy = 7.3,
U = 1.4), 7.69 1. n (1H, H3, 3/ = 7.3, Uy =
1.6), 7.89 1 (1H, H!, 3Jyy = 7.3), 8.09 ¢ (HC=CP),
8.72 n. n (1H, HS, 3Jpyy = 7.3, 4Jygy = 1.4). Crekrp
SIMP 13C (CDCly), 8¢, M. . (J, T'm): 23.88 1 (CHj,
3Jcp=4.8),24.13 n (CHs, 3J-p=4.8), 71.31 1 (OCH,
2Jcp = 5.1), 114.44 (C?), 122.34 1 (HC=CP, 2Jp =
37.3), 122.94 (C1), 124.01 (C7), 124.05 (C9), 126.95
(C3), 128.42 (C*), 128.91 (C3), 129.69 (C8), 132.40
1 (=CP, LJ-p = 242.5), 144.82 1 (C=N, 3Jp = 23.9).
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Crektp SIMP 3!P (CDCls): p 9.47 M. 1. Macc-crekrp
(HRMS-ESI), m/z: 355.1168 [M + Na]t (BbraucieHo
aist C7H,N,O5P: 355.1182 [M + Na]*).

Cnekrpsl IMP 1H, 13C, 31P cusaThl Ha criekTpoMe-
tpe Bruker Avance III HD 400 NanoBay Ha pabounx
gactorax 400.17, 100.63 u 162.01 MI'm coorBer-
crBeHHO B pactBope CDCl;. [lns oTHeceHus curHa-
noB B criektpax SIMP 1H, 13C ucnons3oBanu MeToas!
JBYMEpPHOM reTeposaepHoil crekrpockonuu AMP
HMQC. UK cnekrpsl 3anucaHbl Ha CHEKTPOMETPE
UK-®ypre [IRAffinity-1, Shimadzu. Macc-criekTpbl
BBICOKOTO pa3pelieHus (MOHMU3aLUs DIIEKTPOPACIIbI-
JIeHHEeM) noinydaiu Ha npubope Bruker microTOF.
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and 1-Aminoisoquinoline
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The reactions of chloroethynylphosphonates with 2-aminoquinoline and 1-aminoisoquinoline proceeded chemo-
and regioselectively to form the original fused tricyclic compounds with pharmacophore groups, namely dialkyl
(imidazo[1,2-a]quinolin-2-yl)- and (imidazo[2,1-aJisoquinolin-2-yl)phosphonates in high yield.

Keywords: chloroethynylphosphonate, aminoquinoline, aminoisoquinoline, phosphorylation
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