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BsanmoneiicTBreM 2-aMHHONMPHIUHA C aUTHIOPOMEIOM, METaLTHIXIIOPUAOM, 2-OpOMAILTIIIOPOMUIOM U
MPONAPTHIIOPOMHUIOM B aIleTOHE CHHTE3MPOBAHBI TAJIOTCHUIBI 2-aMHHO-1-ajuii-, MeTaumii-, (2-0pomMat-
JIIT)- | MPOTAPTIIIIHPUANHUSA. [amoreHuap! 2-aMUHO- | -aIDTAIT(ME TaILTII ) TUPUIUHIS PEATHPYIOT ¢ OpoMoM
¥ WOIOM ¢ 00pazoBaHHEM 2-TaloreHMeTHi-2,3-muruapo- 1 H-nmunazol 1,2-anupunuaneBeix cucteM. bpomun
2-aMuHO- | -(2-0pOMaLTHIT ) TUPUANHUS BCTYIACT B PEAKIIMIO TETEPOIUKIM3ANNHI TI0/ JeHcTBHEM OpoMa, a ¢
HOJIOM He pearupyeT. bpoMun 2-aMIHO- | -IpONaprIIIHPUANHAS BCTYIIACT B PEAKIHIO ¢ OPOMOM U HOJIOM C
o0pa3zoBaHHEM 2-TaJOreHMETHIICHO-2,3-muruapo- 1 H-umunazol 1,2-a |mupuInHIEBEIX CHCTEM.

KuroueBble cjioBa: 2-aMUHOIIMPHUIINH, TaJIOTCHH 2-aMHHO- | -aTKeHIDI(TIPOTIapTHIT) TMPHANHIS, TaIOTeHINKIIA3a-
s, TanoreHus 2,3-quruapo- 1| H-mvmunaso[ 1,2-amupuanans
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[IpousBonHble 2-aMUHONMPUANHA HAIUIMA IIUPO-
KO€ IIPUMEHEHNE B KAUECTBE JIEKapCTBEHHBIX CPE/ICTB.
Hanpumep, nupokcukam, TEHOKCHKaM, cyiabgacana-
3WH 00J1a/Ial0T MPOTHBOBOCIIANUTEILHBIMHI CBOMCTBA-
MH, JEIaBUPAMH UCIHOJb3yeTcs Kak aHTH-BUY mpe-
napar, Cyib(panupuiInH B Ka4eCTBE aHTHOAKTEPUAIIb-
HOTO U TPUIIEJIEHAMUH B KaY€CTBE AaHTUTHCTAMUHHOTO
npenaparoB [1]. Taxke coequHeHUs, CoAepKaIINE B
CBOCH CTPYKType pparMeHT 2-aMUHOIMPHUANHA, IIPO-
SIBIISIIOT ~ aHTUOAKTEPHANIEHYIO, TPOTUBOTPHOKOBYIO,
AHTUTUCTAaMHUHHYIO0, KapINOTOHUYECKYIO, TPOTHUBOBHU-
PYCHYIO, TMPOTHBOCYIOPOXKHYIO, aHAIBI€THYECKYIO,
MPOTUBOMNAPA3UTAPHYIO0, MPOTHBOBOCHAINUTEIBHYIO
aktuBHOCTE [2]. IlpomsBommbie 2,3-muruapo-1H-u-
Muaa3o[ 1,2-a|nupuANHOBBEIX CHCTEM HCIIONB3YIOTCS
JUIsl 0OHapy)KeHUs OeTa-aMIJIOMIHBIX OJIAIIEK B TO-
JOBHOM Mo3re¢ [3], a Tak)Ke 00JIagar0T MPOTUBOOITYXO0-
TeBOM akTUBHOCTHIO [4]. Llenpio HacTosIIEeH pabOTHI
sSBIseTCS cuHTe3 2,3-muruapo-1 H-mmmnaso[ 1,2-al-
MUPUIAHUEBBIX CHCTEM JJIEKTPO(PHUIBLHON TeTepo-
[IUKJIA3AITUEH TaTOTeHUI0B 2-aMUHO- | -aTKeHIT(TIpo-
TIAPTHIT)TUPUTUHIS TTO]T IEWCTBUEM TaJIOT€HOB.
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W3BectHO, uTO 2-amuHONMpUAMH 1 anKwInpy-
eTcs TaJOTeHAJIKaHaMH B OTCYTCTBHE OCHOBAaHHUS
[0 PHIOLMKINYECKOMY aToMy a3ora. B mureparype
MMEIOTCS TIPUMEphl CHHTE3a TaJIOTEHUIOB 2-aMH-
HO-1-meTwi- [5], atun- [6], Oytui- [5], renTuin- [5] u
JOASUUINUPUIHUS [7] B3auUMOIEHUCTBUEM 2-aMHHO-
HNUPUAKMHA C COOTBETCTBYIOLIMMHU AJKWIUPYIOLIMMHU
areHtamu. Takxe M3BECTHO, 4TO nmupuauH 1 pearu-
PYeT ¢ aumin-OpoMHUIOM 2a, METAJUTWIIXJIOPHIOM 20
Y TIPOTapTuiI-OpoMuIoM 2r ¢ o0pa3oBaHHEM OpOMH-
na 1-ammn-2-amuHonmpuannus 3a [8, 9], xmopuma
2-amuHoO- 1 -Metammunupuauaus 36 [10] u Opomuna
2-amuHo-1-nponaprunmupuanans 3r [11]  coorBet-
crBeHHO (cxema 1). Ctpykrypa coeauHenuit 3a, 6 moz-
TBepxkAcHA naHnHbIMu PCA.

B Hacrosmieir pabote HaMH BIIEpBBIE B3anMOJICH-
cTBueM mupuanHa 1 ¢ 2-OpoMamumiIOpoMuaIoM 2B B
alleTOHE B OTCYTCTBHE OCHOBAHHS TMOJMY4YeH OpOMUJY
2-amuHO-1-(2-6pomarummn ) upunuaus 3B (cxema 1).

B cnekrpax SIMP !'H ranorenumoB 3a-r Xumu-
YECKHE CABUTH CUTHAJIOB IIPOTOHOB KOJIBIIA IO CPaB-



CHUHTE3 2,3-AUT'NAPO-1H-UMUJIA30[1,2-a]ITMPUIMHNEBBIX CUCTEM 1177

Cxema 1.
AN (Me),CO A
| +HIgR —— |
= b
N NH, N NH,
Hlg
1 2a-r 3a-r

Hlg = Br (a, B, 1); =Cl (0); R = CH,CH=CH, (a),
CH,C(CH;)=CH, (8), CH,C(Br)=CH, (8), CH,C=CH (r).

HEHHIO C COOTBECTBYIOIIMMU CUTHAJIaMU 2-aMHHOIIU-
puanHa cMmemeHsl B cnaboe mone Ha 0.2—0.6 M. 1., a
TaKk)Ke HaONIoAaeTCsl CHIBHOE CMEIIEHHE CHIHAIOB
nporoHoB NH,-rpymner (Ad = 3.8-4.2 M. a.), 4ro
00YCJIOBJICHO TOSIBJICHHEM IOJIOKUTEILHOTO 3apsija
Ha aroMe azota. Curnainsl npotoHoB NCH,-rpymnisl
"Haxomarcs B obOmactu 4.84-5.20 m. n. B maubonee
c1aboM TIoJIe HaXOASATCS CHUTHABI MPOTOHOB OpOM-
AJUTMITLHOM TPYIIIEI JU1st OpoMua 3B, 9T0 00yCIIOBIIe-
HO BIIUSTHUEM 3JICKTPOHOAKIIEIITOPHOTO aToMa Opoma.

Tl'anorenuabl 3a—r OBUIM HMCCIEAOBAHBI METOIOM
Macc-CIIEKTPOMETPUHN IIyTeM IIPSIMOTO BBOZA oOpas-
112 B MOHHBII UCTOYHUK. B yCIOBUSX ChEMKHU IPO-
HCXOJUT SIIMMUHUPOBAHUE MOJICKYJBI TaJOr¢HOBO-
JIopojia ¢ o0pazoBaHHEeM OCHOBaHUiT 4a—T (cxema 2),
Macc-CIEeKTPBI KOTOPBIX MBI M HaOJTIOmaeM.

OO0muM B Macc-CIEeKTpax UMHUHOB 4a—T SIBIISCT-
Csl HaMYHME THKOB MOJICKYISIPHOTO HOHA, a TaKkKe
IHKOB, COOTBETCTBYIOIINX OOpPa30BaHHUIO KAaTHOHOB
2-aMUHOTIUPHUANHA ¢ m/z 94 v tupuanHa ¢ m/z 79 (cM.
TabnuIly). MakCUMaJIbHBIMH B CIIEKTPaX COCAMHECHUH
4a u 40 SBISAIOTCS MHUKU, COOTBETCTBYIOIIUE DIIUMU-
HUPOBAaHUIO METHIHFHOTO pajanKaia ¥ 00pa30BaHHUIO
apoMaTHYHEeCKOTo KarmoHa 1H-umumaso[l,2-a]nu-
punuaus. Takke IpUCYTCTBYET MUK KaTHOHA 2-HUMH-
HO-1-Mmetuneno-1,2-aguruaponupunuuus ¢ m/z 107,
COOTBETCTBYIOIIUN 3IMMMUHUPOBAHUIO BHHUJIHHOTO
1 METHJIBMHIIBHOTO PaInKalioB. B crekTpax coemu-

Cxema 2.
QAN AN
| e
i —HHig
- NH, ITJ NH
Hig lli R
3a-r 4a-r

Hlg = Br (a, B, 1); =Cl (6); R = CH,CH=CH, (a),
CH,C(CH;)=CH, (6), CH,C(Br)=CH, (8), CH,C=CH (r)
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HeHni 4a, 0, r mMeercs K noHa [M — H]*. Macc-
CHEKTp UMHHA 4B XapaKTepU3yeTCsl HATMIHEM ITHKOB
MoJIeKyJsipHOTO HoHa [M|* ¢ m/z 212 u m/z 214, co-
JepKaliux OpoM, a TakKe MUKOB DIIMMHUHUPOBAHUS
Opom-panukana [M — Br|* ¢ m/z 133 u Mmonexyinsl Opo-
MoBogopona [M — HBr|t ¢ m/z 132.

B nureparype mmeercs 60ibIIOe KOJIMYECTBO pa-
00T, MOCBSAIICHHBIX CHHTE3Y 2,3-auruapo-1 H-umuna-
30[1,2-a|nupuAMHUEBBIX CUCTEM HAa OCHOBE 2-aMH-
HONUPHINHA U €70 MPOU3BOIHBIX ITyTEM JOCTPOUKH
JTUTHAPOUMHUAA30IHOT0 Koibla [12—16]. OmHako
MIPaKTHYCCKH OTCYTCTBYIOT IAaHHBIE O T€TCPOITHKIIH-
3aruu N-aJIKeHIJIBHBIX MPOU3BOAHBIX 2-aMUHOITUPH-
JIMHA MOJ ACHCTBHEM TaJIOTCHOB.

Panee HamMu OBUIO YCTAaHOBIEHO, YTO TETEPO-
nuKiIn3anus N-aJuIIbHOTO MPOM3BOAHOIO 3a mon
nedicTBrueM Opoma B XJIOpOOpME MPOTEKaeT ¢ 00-
pazoBannmeM  Opomuma  2-OpommeTwi-2,3-Iuru-
npo-1H-umunazo[ 1,2-a]nupuanans Sa [§]. B Hacro-
smeil pabote maHHas peakiys W3ydeHa B YKCYyCHOM
KHCJIOTE U YCTAHOBJICHO, YTO PEAKIIHsI IIPOTEKAET TaK-
e ¢ oOpazoBaHueM Opomuzaa Sa. Ham ynanocs ycra-
HOBHUTH MYAbTUIUIETHOCTH curHaioB 1 KCCB, uto He
OBLIO OCYINECTBICHO B padoTe [§].

ITo aHanornyHoO# cxeme MpPOTEKAaeT BHYTPUMOJIE-
KyJsipHast SIEKTPOQUIbHAS TeTEPOIUKITH3AIMS XJIO-
puna 36 u 6pomuaa 3B mop nelcTBHEM Opoma B YK-
cycHoit kucinore. [Ipu 3TOM BIiepBhIE CHHTE3UPOBaHBI
OpoMuIBI 2-MeTHI-2-0poMMeTHIT-2,3-Turuapo- 1 H-n-
muzaazo[ 1,2-a|nupununus 56 u 2-Opom-2-Opomme-
TUI-2,3-muruapo- L H-nmunazol 1,2-a Joupuauaus 5B
(cxema 3) ¢ BerxomoMm 88 u 69% cooTBeTCTBEHHO. B
criektpe SIMP 'H 6pomuza 5B 1o cpaBHEHHIO ¢ Opo-
MuzoM S50 HaOmromaercs cinabOoMOILHOE CMEUICHHE
cunmieroB rpymit CH,Br (4.68 m. 1) u NCH, (5.28 m. 11.),
YTO CBSI3aHO C BIMSHHEM JJICKTPOHOAKIICIITOPHOTO
aroma Opoma.

Cxema 3.

| N (1) Bry, MeCOOH; | N

P (2) (Me),CO . >
N~ “NH, NN
Hlg H/ Br \7&_
R Br
R :

3a-B Sa-B

Hlg = Br (3a, B), C1 (36); R = H (a), Me (6), Br (B).
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KAJIUTA u ap.

JlaHHBIE MacC-CIIEKTPOCKOIIUU COEAUHEHUH 4a—T

Coennnenue m/z (L, %0)
4a 135 (5) [M + 117, 134 (48) [M]*, 133 (39) [M — HJ*, 132 (6), 131 (5), 120 (9), 119 (100) [M — CH;]*,
CgH (N, 118 (7), 117 (3), 116 (5), 107 (21), 106 (12), 94 (4) [M — C5H,]*, 93 (4), 92 (4), 80 (9), 79 (31) [CsHsN]*,
78 (47), 67 (8), 66 (7), 65 (3), 56 (16), 54 (3), 53 (6), 52 (15), 51 (13)
46 149 (7) [M + 11*, 148 (67) [M]*, 147 (74) [M — HI, 146 (3), 145 (4), 134 (9), 133 (100) [M — CH;]*,
CgH,,N, 132 (44), 131 (8), 130 (6), 120 (4), 119 (4), 118 (6), 117 (8), 116 (3), 108 (5), 107 (34), 106 (11),
105 (4), 95 (3), 94 (7) [M — C5HgJ*, 93 (6), 92 (3), 81 (5), 80 (13), 79 (15) [CsH5NT*, 78 (37), 77 (3),
73 (4), 70 (6), 67 (15), 66 (17), 65 (4), 60 (3), 55 (7), 54 (3), 53 (12), 52 (10), 51 (11)
4B 214 (6) [M +2]*, 212 (6) [M]*, 134 (41), 133 (100) [M — Br]*, 132 (52) [M — HBr]*, 131 (34) [M — HBr
CgHoBIN,  |— HJ*, 119 (4), 118 (19), 117 (7), 116 (18), 107 (11), 106 (12), 105 (17), 104 (8), 95 (8), 94 (26) [M —
C3H3BrT*, 93 (13), 92 (12), 91 (3), 89 (3), 82 (36), 81 (16), 80 (46), 79 (39) [CsHsNT, 78 (92), 77 (11),
76 (3), 68 (3), 67 (47), 66 (47), 65 (14), 64 (7), 63 (3), 54 (6), 52 (22), 51 (24), 50 (8)
4r 133 (5) [M + 1], 132 (50) [M], 131 (64) [M — H]", 105 (10), 104 (37), 94 (3) [M — C3H,]*, 93 (3), 92
CgHgN, (4), 82 (29), 81 (12), 80 (43), 79 (100) [CsH5NTT, 78 (38), 77 (14), 76 (4), 67 (13), 66 (16), 65 (11), 64
(4), 54 (17), 53 (10), 52 (34), 51 (19), 50 (7)
Cxema 4. nupuauHus 6r (cxema 5). MBI monaraeM, 4To, Kak U
x (1) L, JIM®A AN Py TAJIOTCHUMKIM3ALUU  6-IpONapruicyiibhaHui-
I L (2) Nal, (Me),CO | _ mypuHa [18], peakius mpoTekaeT Kak COMPSKEHHOE
N NH, N™ “NH mparnc-NIPUCOEANHEHUE ¢ 00pa3oBaHUEM £-U30MEPOB.
Hlg K( I % B cnekrpax SIMP 'H coenunenuii 5r u 6r uMmerorcs
R I XUMHUYecKue cIBUTY poToHoB rpymmn CHBr (7.34 M. 1.)
R _ n CHI (7.72 M. 11.) 9K30IUKINYECKON JBOWHOM CBA3H.
3a.6 6a. 0

Hlg = Br (3a), C1 (36); R = H (a), Me (6).

Hamm BmiepBBIE OCYIIECTBICHA WMOMIIMKITH3AIAS
rajoreanioB 3a, 6 B JM®A. YcranosineHo, d9To
peaKIis TMPOTEKAeT I10 CXeME PEaKIMH TaJOTeH-
OHAKJIA3AIIH ¢ OoOpa3oBaHUEM HOTUIOB 2-HOIME-
TH-2,3-nu-runpo-1 H-umunazo[ 1,2-a | mupunuHus
6a u 2-meTmi-2-uomMeTHiI-2,3-quruapo- 1 H-nvuma-
30[1,2-a]mmpunuaus 66 (cxema 4).

[Ipu B3aumonericTBUr OpoMuaa 3B C HOIOM dJIEK-
TpoHIIbHAS TETEPOIUKIN3AIMS HE MTPOUCXOAMT YTO,
MO-BUANMOMY, OOYCJIOBIICHO OCHabJeHUEM HYKIIEO-
(hUITEHOCTH ABOWHOMN CBSI3U M3-32 BIIHMSHHS DIICKTPO-
HOAKIIETITOPHOTO aToMa Opoma.

B nureparype onucan cunte3 2,3-murunpo-1H-nmuna-
30[ 1,2-a|nmupuAMHUEBONM CHUCTEMBI HAa OCHOBE B3au-
MOJIEHCTBHS 2-TIpONaprujaMUHONUPUIUHA C HOJIOM
[17]. Hamu nipu B3aumoneiicteuu Opomuaa 3r ¢ 6po-
MOM TofyuyeH Opomupa 2-OpoMMmeTHiieHO-2,3-Turu-
Ipo-1H-nvunasol 1,2-a|nupumams St a ¢ HIoaoM — N0
2-uogMeTuieHo-2,3-guruapo-1H-umugaso[1,2-al-

Takum 00pa3oMm, TpU B3aUMOICHCTBHH Tajore-
HUJOB 2-aMHHO-|-aJImui-, METaJIWII- U IIPOMapril-
MUPUAMHUS ¢ OPOMOM M HOIOM, a Takxke OpoMuaa
2-aMuHO-1-(2-OpoMauIuI)IMpUIMHUS € OpomMoM

MMPOUCXOAUT AHHCIIMPOBAHUC IMATUYICHHOI'O IUKJIA C

Cxema 5.
\ (1) Bry, MeCOOH I
‘ (2) (Me),CO |
L " b
N NH N NH,
Br Br \
\ X
Br
Sr 3r
(1) I, JIMDA S
(2) Nal, (Me),CO ‘
b
N° "NH
l_ LS\
I
6r

JKYPHAJI OBIIEN XMMUU Tom 89 Ne 8 2019
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obpazoBarrieM 2,3-muruapo-1 H-nmvmnazo[ 1,2-armpuau-
HHEBBIX cucTeM. Moamwknmsaius OpomMuma 2-aMu-
HO-1-(2-6poMarIniI)IUPUANHUS B JaHHBIX YCIOBHIX
HE TPOTEKaET.

OKCIIEPUMEHTAJIBHA S YACTD

Macc-crekTpsl  3alMcaHbl Ha Ta30BOM  Xpo-
Mato-macc-ciekrpomerpe GCMS-QP2010  Ultra
Shimadzu (3V, 70 5B). Cnekrpsl IMP 1H (400 MI'1r)
3anucanbl Ha npubope Bruker DRX-400, BuyTpen-
Huii cranpapt — TMC, pactBoputens — JMCO-dg.
UK cnexrper 3amucanel Ha MK ®ypse cnekrpo-
MeTtpe Shimadzu IRAffinity-1S B Tabnerxkax KBr.
OneMeHTHBI aHaAW3 BBIIOJHEH Ha aHaJIM3aTope
Carlo Erba 1108. Temmeparypsl IaBIeHUS Ompee-

nensl Ha ipuoope I1TIT (M).

CuHTe3 rajoreHuJ10B 2-aMuHO-1-aakeHnJI(mpo-
napru)mupuaunusa (3a-r). K pacrteopy 047 T
(5 MMomnp) 2-amMuHOTIMpHIUHA B 5 MII alleTOHA J0-
0aBIsIM 5 MMOJIb aNKCHUJI(ITPOMAPTHII)IaJIOTCHHIA.
[Tonyyennywo cmech nepeMerinBaiu 24 4, 3aTeM OT-
(PUITBTPOBBIBAJIA KPUCTAILIBI U MTPEKPUCTAILTU30BBIBA-
JIY M3 U30IIPOTIaHoA.

bpomua 2-amuno-l-amnunnupuaudus  (3a).
Brixon 0.914 1 (85%), 6ecuBeTHBIE KPUCTAILIHI, T. TUI.
140-142°C (1. 1. 146-148°C [9]). Cuekrp SIMP 1H,
o, M. 1.:4.84 n (2H, NCH,,J =5.1Tn), 5.08 1. n (1H,
=CH,J=17.2,09Tm),5.33 n. n (1H,=CH, J = 10.5,
0.9Tm), 6.00T. n. n (1H, CH=,J=17.1,10.4, 5.1 T'ny),
6951 1 (1H,H5,J=69,13T),7.11 n (1H,H3J =
8.8Tm),7.91 n. n. n (1H,H4, J=8.7,7.1, 1.4 Tn), 8.06
n. o (1H, H6 J = 6.7, 1.0 '), 8.47 yur ¢ (2H, NH,).

Xaopua 2-amuno-1-meranuianupuaunus (30).
Brxox 0.481 1 (52%), CBETIO-)KENTHIE KPUCTAJUIHI,
T. 1. 213-215°C. (1. 1. 215°C [10]). Cnekrp SAMP
H, 6, m. n.: 1.78 ¢ (3H, Me), 4.34 ¢ (1H, =CH), 4.83
¢ (2H, NCH,), 4.95 ¢ (1H, =CH), 6.93 1 (1H, H>,
J=6.8Tu), 7.23 n (1H, H3, J = 8.7 '), 7.90 T (H4,
J=79Tn), 7.99 n (1H, HS, J = 6.3 T'y), 8.81 ymr. ¢
(2H, NH,).

bpomuja 2-amuHO-1-(2-0poManaIuiI)MIUPUAUHUS
(3B). Beixon 1.367 1 (93%), cBemIO-KeNThIE KpHU-
crajusl, T. . 197-200°C. Cnekrp SIMP H, 3, m. a.:
5.24 ¢ (2H, NCH,), 5.88 o (1H, =CH, J = 2.8 '),
6.13 ¢ (1H,=CH), 6.98 n. T (1H, H3,J = 6.9, 1.3 T'ny),
7.18 n (1H, H3,J =89 1Tu), 7.95 n. n. n (1H, H4, J =
8.6,7.1, 1.4 Tw), 8.07 n (1H, HE, J = 6.7 I';m), 8.65 yuu.
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¢ (2H, NH,). Haiineno, %: C 32.72; H 3.48; N 9.50.
CgH,(Br,N,. Beruncneno, %: C 32.68; H3.43; N 9.53.

Bpomun 2-amuno-1-nponapruanupuaunus (3r).
Brixon 0.788 r (74%), 6ecuBeTHBIE KPUCTAILIBL, T. 1.
168-170°C (1. . 168—169°C [11]). Cniexrp SIMP 'H,
S, m. a.: 3.84 T (1H, =CH, J = 2.5 I'n), 5.11 n (2H,
NCH,,J=2.5Tn), 6.96 n. T (1H, H>,J = 6.9, 1.3 '),
715 1 (1H,H3,J=89Tn), 7.92 n. n. n (1H, H4, J =
8.7,7.0, 1.5 T), 8.19 a. n (1H, HS, J = 6.7, 0.9 T'w),
8.69 ym. ¢ (1H, NH,).

Cunre3 OpomuaoB 2,3-nuruapo-1H-umuaaszo-
[1,2-a]nupuaunus (Sa-r). K pacteopy 2 MMmounb ra-
JIOTEHWJa 2-aMHHO-|-alKeHuI(IIponapril)THpUAN-
Hus 3a-T B 3 MJI YKCYCHOW KHCJIOTBI, IIPU OXJIAX]Ie-
HUU U IepeMeIInBaHiy 100aBisum pactBop 0.21 mu
(4 mmomp) Opoma B 2 MII YKCYCHOW KHCIOTEHI.
[Tonydennyro cmech nepemeniuBainy 24 4, 3areMm OT-
(UITBTPOBBIBAJIN KPUCTAIIIBI, CYIINIHA, 00pabaThIBaId
aIleTOHOM, OT()UIBTPOBBIBAIIN U CYIIMIIH.

Bpomup 2-0pommerni-2,3-quruapo-1H-umupna-
30[1,2-a]lnupuannus (5a). Berxon 0.382 1 (65%), Oe-
JIBIA TTOPOTIOK, T. Ti1. 173—175°C (pazin.) (T. m1. 171°C
[8]). Criextp SIMP !H, 8, m. 1.: 4.10 1. x (2H, CH,Br,
J=11.4,5.0T),4.58 1. 1 (1H,NCH,J=15.2,10.3 1),
475 (IH, NCH, J = 15.2, 4.3 T'n), 4.89 . T (1H, H2,
J=9.8,4.6Tn),6.94 1. 1(1H,H",J=6.9,1.2Tn),
712 n (1H, H8, J=8.9Tn), 7.92 n. n. n (1H, H?, J =
8.6,7.1, 1.3 ), 8.07 n. n (1H, H3, J = 6.7, 0.8 T'1x),
8.70 ¢ (1H, NH).

Bpomua  2-merni-2-6poMmeTni-2,3-1uruapo-
1H-nmuna3zo[1,2-a|lnupugunus (66). Beixon 0.542 r
(88%), Oenprii mopomiok, T. mwi. 187-189°C (pasin.).
Cnekrp SIMP 'H, 8, m. 1.: 1.98-1.70 m (3H, Me), 4.26—
3.99 m (2H, CH,Br), 4.904.76 m (1H, NCH), 4.97
. 1 (1H, NCH, J = 15.5, 11.6 T'), 6.88 T (1H, H°,
J=69Tu),7.21 1 (1H, H3, J =9.0 '), 7.89 T (1H,
H7,J=7.4Tn), 8.04 n. n (1H, H5, J = 12.4, 6.5 T'n),
9.01 ¢ (1H, NH). Haitneno, %: C 35.13; H 3.89; N
9.05. CyH;,Br,N,. Beraucneno, %: C 35.09; H 3.93;
N 9.09.

Bpomun  2-0pom-2-Opommernir-2,3-quruapo-1H-
umuaaso[1,2-alnmpuannusa (68). Brixox 0.515 r
(69%), Genwrii mopomiok, T. mwi. 213-215°C (pasm.).
Crextp SIMP 'H, 8, m. 11.: 4.68 ¢ (2H, CH,Br), 5.28 ¢
(2H,NCH,), 6.94 n. T (1H,H6,J=6.9,1.2T), 7.19 1
(1H,H8,J=8.4Tn),7.94 1 (1H,H?,J=79Tn), 8.13
1 (1H, H5,J = 6.0 T'n), 9.03 ¢ (1H, NH). Haiineno, %:
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C25.80; H2.46; N 7.45. CgHgBr;N,. Beraucneno, %o:
C25.77; H2.43; N 7.51.

Bbpomun (E)-2-0pommeTuiieHo-2,3-quruapo-1H-
umuaaso|[1,2-aJmupuaunus (6r). Beixog 0.514 T
(88%), cBeTmoO-)eNnThIi MOpomokK, T. mi1. 206-208°C
(pa3sn.). Crextp SIMP H, 8, m. 1.: 5.36 ¢ (2H, NCH,),
6.94 n. v (1H, H7, J = 6.8, 0.9 T'r), 7.28 x (1H, HS,
J=28.9Tm), 7.35 ¢ (IH,=CHBEr), 7.85 n (1H, H5, J =
6.7T), 7.91 t (1H, HS, J = 7.9 T'), 8.80 ¢ (1H, NH).
Haiineno, %: C 32.87; H 2.80; N 9.62. CgHgBr,N,.
Brruncneno, %: C 32.91; H 2.76; N 9.59.

Cunte3 wuonuaoB 2,3-muruapo-1H-umuaaso-
[1,2-a]nupuaunus (6a, 6, r). K pactBopy 2 MMonb
rajoreHuga 2-aMHuHO- | -aIKeHII(Tporapr il TUPHUIH-
aust 3a-1 B 3 Mt JIM®A nobGasmsuma pacteop 1.016 T
(4 mmone) moma B 3 mut JIM®DA. Yepes 48 1 pacTBopH-
TEeNb OTTOHSUIH, 00pa3yIoIIeecss Macyio pacTBOPSUIN B
2 M arteTona u gobasisum pactBop 0.744 (4 MMoIs)
Nal-2H,0 B 4 mi anierona. CoOTBETCTBYIOLINE HOAU-
II6I OT(OYMITBTPOBBIBAIIN U CYIIIVJIIHL.

Honpun 2-uoamerna-2,3-qnuruapo-1H-umuaaso-
[1,2-alnupuannusa (6a). Beixon 0.334 r (43%),
CBETJIO-KEINTHIA MOPOMIOK, T. TuI. 198-200°C (pazin.).
Crektp SIMP 'H, 8, m. x.: 3.51 1 (2H, CH,I, J =
5.0 I'm), 4.34 n. 1 (1H, NCH, J = 12.8, 6.3 '), 4.45
T. 1 (1H, H2, J = 10.8, 4.9 T'u), 4.80 n. 1 (1H, NCH,
J=12.7,104Tu), 6.98 v (1H, H®,J=6.4T'n), 7.08 11
(1H,H8,J=89Tn),7.98 n. n. n (1H, H7,J=8.6,7.2,
1.2Tm), 8.26 n (1H, H5, J = 6.5 T'), 9.47 ¢ (1H, NH).
Haiineno, %: C 24.80; H 2.64; N 7.18. CgH;(,N,.
Brruucneno, %: C 24.77; H 2.60; N 7.22.

Homup  2-meTnia-2-uogmMeru-2,3-nuruapo-1H-
umuaa3o[1,2-aloupuaunusa (60). Brixon 0.314
(39%), Genwiii mopomiok, T. mwi. 202-204°C (pa3in.).
Cnekrp SIMP 'H, 8, m. 1.: 1.91-1.67 m (3H, Me), 4.08
o n (1H, CHI, J = 27.8, 11.0 I'm), 4.20 o (1H, CHI,
J =149 I'n), 4.854.68 m (2H, NCH,), 6.94 T (1H,
H6, J=6.9Tn), 7.12 n (1H, H8, J = 8.9 ru), 7.92 T
(1H,H7,J=7.9Tn), 8.00 n (1H, H3,J = 6.9 '), 8.81
¢ (1H, NH). Haiineno, %: C 26.85; H 3.04; N 7.00.
CoH{,1,N,. Beruucneno, %: C 26.89; H 3.01; N 6.97.

Homun  (E)-2-moametmwiieHo-2,3-guruapo-1H-
umuaa3o[1,2-alompuaunusa (6r). Beixog 0.517 r
(67%), cBETNO-KOPUYHEBBIM MOpPOMIOK, T. Iul. 200—
202°C (pasin.). Crnexrp SIMP H, 8, m. 1.: 5.07 ¢ (2H,
NCH,), 6.96 T (1H, HS, J = 6.8 I'y), 7.25 n (1H, HS,

J=9.0Tu), 7.72 ¢ (1H, = CHI), 7.78 n (1H, H3, J =
6.7T), 7.92 v (1H, H?, J = 7.8 '), 8.68 ¢ (1H, NH).
Haiineno, %: C 24.85; H 2.04; N 7.30. CgHgI,N,.
Brrancaeno, %: C 24.89; H 2.09; N 7.26.
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Synthesis of 2,3-Dihydro-1H-imidazo[1,2-a]Pyridinium Systems
by Halocyclization
of 1-Alkenyl(propargyl)-2-aminopyridinium Halides
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Reaction of 2-aminopyridine with allyl bromide, methallyl chloride, 2-bromoallyl bromide and propargyl
bromide in acetone furnished 2-amino-1-allyl-, methallyl-, (2-bromoallyl)- and propargylpyridinium halides.
2-Amino-1-allyl(methallyl)pyridinium halides reacted with bromine and iodine to form 2-halomethyl-2,3-
dihydro-1H-imidazo[1,2-a]pyridinium systems. 2-Amino-1-(2-bromoallyl)pyridinium bromide underwent
heterocyclization under the action of bromine, and did not react with iodine. 2-Amino-1-propargylpyridinium
bromide reacted with bromine and iodine to form 2-halomethylene-2,3-dihydro-1H-imidazo[1,2-a]pyridinium

systems.

Keywords: 2-aminopyridine, 2-amino-1-alkenyl(propargyl)pyridinium halide, halocyclization, 2,3-dihydro-

1H-imidazo[1,2-a]pyridinium halide
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