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CHUHTE3 HOBBIX
(B-PTOPUMMUIA30[1,2-a]IMPUINH-2-NTT)POCPOHATOB

TanmeMHON peakiueil UMUIOMIXIOPUIOB C 2 SKBUBAICHTAMH TPUATIII(oCHUTA CHHTE-
3upoBaHbl HOBbIE (3-hTopumuasol1,2-a|mupunun-2-un)docdoHats.

KiroueBbie caoBa: mMunaso[l,2-a|nupuanaer, GocOpHIMPOBAHHBIC TETEPOIMKIIEI,
(bTOopconepKanire MMHIOMIXIOPUIBL, Ne)TOPLMKITA3ALIHSL.

CuHHTE3 TETepOIMKIOB BHYTPUMOJCKYISPHBIMA DPEAKIUSIMH KapOCHOMIHBIX
CHCTEM SIBJISIETCS aKTyaJIbHOHM 3a/aueil OpraHnvecKol XMMHUH, HECMOTpPSI Ha XOpo-
0 pa3paboTaHHYI0 METOAMKY ITHX NpeBpamieHuid. [Ipeamoceuikoil HacTosIIero
HCCJIEIOBAHUS TOCIYXWIA TOJydeHHBIE HAMU paHee naHHbe [1-4] o BHyTpu-
MOJICKYJISIPHON TMKIM3auuu (MUPUIUH-2-11)- U (MTHPUMUIUH-2-H1)UMHHOB METHII-
TpudTOopnEpyBaTta M rekcadTopaneToHa MOJ IeHCTBHeM Tpumetrwidochura mo
nMunaso[ 1,2-a|nupuanHOB, a TaKkKe CBEACHHS O B3aMMOICHCTBUN N-(TUPUIWH-
2-nm)-2,2,2-TpudropaTHiMMUIoNIXIopuaa ¢ TpudTwidochurom [S]. Bee aTtm
MIPEeBpAIICHUsT COMPOBOKAAIUCH ASPTOPUPOBAHUEM TPUPTOPMETHUIHHON TPYTIITHI
Y TIOCJIEeAYIONIEN TeTEPOLMKIU3aIUEH.

B nannoii paboTe mpencTaBieHO NaNbHEWIIee MPUMEHEHHE OOHAPY>KEHHOM
HaMM peakuuu Aedropuukiusanuu [1-5] mms cuaTe3a HOBBIX (3-(TOpHMHUAA30-
[1,2-a]mupuans-2-nn)hochoHaToB.

Ucxomupie wnmumomnximopuasl 2a—d  (Berxonm 39-49%) O TOTydYeHBI
MOCIIEZIOBATENLHBIM PUOaBICHUEM TPUPTOPYKCYCHOH KHCIOTHI U XJIOPHUCTOTO
THOHMJIA K PAaCTBOPY COOTBETCTBYIOMIETO METHI-2-aMuHONUpuanHa la—d B mupu-
nune. Ilocnenyroiiiee B3aUMOJICUCTBUE MMHAOUIXJIOPUIOB 2a—d ¢ 2 SKBUBAJICH-
tamu TprdTHIdOochuTa TpuBeno K (3-¢propumunazoll,2-anupuaun-2-wmn)docdo-
Hatam 4a—d, koTopble OBUIM BBIJICJICHBI XpoMaTrorpaduell Ha CHIIMKarene.
[lepBUUHBIMH TIPOAYKTaMH 3THX pEaKIWi SBIAIOTCS TeHEPUPOBAHHBIE in Situ
tpupTopmerunpochopuumunbl 3a—d, KOTOpBIE IPH B3aUMOJICHCTBIH CO BTOPBIM
SKBHUBAJICHTOM TpHATWI(GOCHUTA TpPEBpamalOTCs B HMUIA30MUPUAUHBL 4a—d,
COOTBETCTBEHHO TpaTWiI(ochuUT mnpeBpamiaercs B audroprpudTokcudocopaH,
CHTrHATBI KOTOpOro 3adukcupoBanbl B crektpax SIMP F u *'P peakumonnoit
emect (8 = 15.2 (1), u 8p =—74.7 M. . (1), 'Jp_r = 727 T'ny).
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Cunrte3upoBaHHble coenuHeHHus 2 U 4 a—d — XuAKUE BELIECTBA, COCTaB U
CTPOCHHUE KOTOPBIX MOJTBEPIKICHBI JAHHBIMU JJIEMEHTHOTO aHajIn3a U CHEKTPaMU
AMP 'H, C, "F u *'P {H}. B cnekrpax SIMP "C ummpomnxaopumos 2a—d
XapaKTepHbI KBapTeThl aroma yriepoga CFs;-rpymmer B obmactu 116-117 M. 1. ¢
KCCB 'J = 271-277 't u KBapTEeTHl IMUHHOTO aTOMa yriepona B odmactu 134—
136 M. 1. ¢ KCCB *J = 42-43 T'u. B crextpax SIMP "C dochonaror 4a—d
HAOIIOJAOTCSI  XapaKTepHbIE CHTHAIBI aTOMOB YIJIepOJa, MOJTBEPKIAIONINE
MIPEIIOKECHAYIO CTPYKTYpPY: s atomMa C-2 — my0OeTsl xyomeToB B oomacta 111—
113 m. 1. ¢ KCCB lJC,p = 244-249 n 2Jc,p = 2-6 I'm; st aroma C-3 — ay0uneTs
ny6neroB B obnactu 143—-147 m. 0. ¢ KCCB e rp=277-284 u 2Jc,p =30 I'; moog
atoma C-8a — my0nersl myoneroB B obmactu 141-147 m. 1. ¢ KCCB 3Jc_p =23 u
*Je_p= 4 I'i. Curnansl atoMoB dropa u (ocdopa B ciekrpax IMP "°F u *'P ¢oc-
¢donatoB 4a—d nabmogarorces kak xyonerst ¢ KCCB J = 13.0 ', mpu 5TOM XUMHu-
yeckuil caBur atoma ¢ropa (O = —62 + —68 M. J1.) HaX0aUTCA B 00JaCTU Xapak-
TEPHOH JUI aTOMa, CBSI3aHHOTO C apOMATUYCCKUM KOJBIIOM, & XUMUYECKHUN CIBHUT
aTtoMa ¢ochopa (dp = 6—8 M. 11.) — B XapakTepHOU s pochoHaTOB 0OMacTy.

Takum oOpazom, TaHIEMHas Peakiys UMUIOWIXJIOPHIOB C 2 SKBHBAICHTAMHU
TpudTHIQOochHuTa TPUBOIUT K HOBEIM (3-hTopuMunazo[l,2-a|nmupumnH-2-mm)-
¢dochonatam W, TO-BHIUMOMY, SBISIETCS OpPUTHHAILHBIM METOJOM CHHTE3a
(3-propumunazo[ 1,2-anupuand-2-nin)pochoHaToB.

SKCIHEPUMEHTAJIBHAS YACTb

Cnextpst SIMP 'H (200 MI'), *C (50 MI'u), "°F (188 MI'm) u *'P (81 MI'w) 3aperu-
ctpupoBaHsl Ha crekrpomerpe Bruker DPX-200 otHocuTensHo TMC (BHYTpeHHHI CTaH-
nmapt), CF;COOH u 85% H;PO, (BHemrHme cTaHAapTHI) COOTBETCTBEHHO. DJIEMEHTHBIN
ananmu3 BeinojHeH Ha CHNS/O-anamusatope Elementar vario MICRO cube. Xpomato-
rpadus nposeaeHa Ha cuiukarene 220—440 mesh (Alfa Aesar).

Cunrte3 N-(mupuaus-2-mi)-2,2,2-TpuPTopI THIANMHAONIXIOPUAOB 2a—d (oOmmas
metoamka). K cmecu 0.05 monps 2-ammaommpuauHa la—d, 5.7 r (0.05 moms) CF;COOH
n 15.8 v (0.20 monp) nupuauna npukansiBaoT 23.8 r (0.20 mosns) SOCI, npu 5-10 °C
M OCTaBISIIOT Ha HOub. [lomydeHnyro cmech oOpabatsiBatror 50 mu CH,Cl,, BeImaBmmii
0Ca/I0K OT(MIBTPOBHIBAIOT M OCTATOK (PPAKIIUOHUPYIOT.

N-(3-MeTuanupuaun-2-ui)-2,2,2-rpuTop3ITHiMmMugouaxjJopus (2a). Berxon 5.2 r
(47%), 1. xum. 85-88 °C (20 mm pr. cr.). Crextp SIMP 'H, 8, m. 1. (J, Ty): 2.19 (3H, c,
CH;); 7.20 (1H, . n, J=7.8,J= 5.1, H-5); 7.65 (1H, n, J= 7.8, H-4); 8.37 (1H, n, J= 5.1,
H-6); Cnekrp SIMP °C, 8, M. 1. (J, T'm): 16.7 (CHs); 117.2 (x, 'J = 277.8, CF3); 122.8
(C-5); 125.0 (C-3); 136.4 (x, °J = 42.9, CCF;); 140.0 (C-4); 146.3 (C-6); 155.4 (C-2).
Crektp SIMP "F, 8, m. 1.: 5.92 (c). Haiineno, %: C 43.28; H 2.79; N 12.36. CsH(CIF;N,.
Brruucneno, %: C 43.17; H2.72; N 12.58.

N-(4-MeTrwamupuaun-2-mi)-2,2,2-rpupropyTiimmmMmugonaxjopun (2b). Bexox 5.4 ¢
(49%), 1. kum. 85 °C (15 mm pr. ct.). Criextp SIMP 'H, 8, m. 1. (J, T'w): 2.44 (3H, ¢, CHs);
6.87 (1H, ¢, H-3); 7.11 (1H, 1, J = 5.1, H-5); 8.41 (1H, g1, J = 5.1, H-6). Ciextp SIMP "F,
o, M. 1.: 2.32 (c). Haiimeno, %: C 43.33; H 2.58; N 12.44. CgH(CIF;N,. Boraucieno, %:
C43.17; H2.72; N 12.58.

N-(5-MeTuanupuaun-2-ui)-2,2,2-rpurop3THimmMugouaxjgopus (2¢). Bexog 4.8 ¢
(43%), . xum. 90 °C (12 mm pr. cr.). Crextp SIMP 'H, 8, m. 1. (J, T): 2.38 (3H, ¢, CH;);
6.70 (1H, n, J = 8.0, H-3); 7.36 (1H, 1. n, J= 8.0, J = 1.7, H-4); 8.10 (1H, 1, J= 1.7, H-6).
Cnektp SIMP °C, 8, m. 1. (J, T'): 19.5 (CH3); 115.2 (C-5); 116.3 (x, 'J = 272.0, CF5);
131.5 (C-3); 134.3 (x, °J = 42.6, CCF3); 138.0 (C-4); 147.9 (C-6); 152.4 (C-2). Cnektp
SAMP YF, 8, M. 1. 5.76 (c). Haiineno, %: C 43.32; H 2.86; N 12.74. CgHCIF;N,.
Brruucneno, %: C 43.17; H2.72; N 12.58.
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N-(6-MeTuwimupuaun-2-ui)-2,2,2-rpuproparuaumuaoniaxyopus (2d). Beixog 4.3 ¢
(39%), T. kum. 92-94 °C (15 mm pr. cr.). Criektp SIMP 'H, 8, m. 1. (J, Ty): 2.58 (3H, c,
CH;); 6.80 (1H, n, J = 7.8, H-3); 7.10 (1H, n, J = 7.8, H-5); 7.70 (1H, T, J = 7.8, H-4).
Crextp IMP “C, 8, m. 1. (J, Tw): 25.3 (CH3); 111.5 (C-5); 116.2 (x, 'J = 271.6, CF5);
120.9 (C-3); 134.4 (x, %J = 42.6, CCF5); 137.5 (C-4); 154.2 (C-6); 157.1 (C-2). Crektp
SAMP “F, 8, m. 1.: 5.78 (c). Haiineno, %: C 43.32; H 2.86; N 12.74. CsH(CIF;N,. Boruncire-
HO, %: C 43.17; H 2.72; N 12.58.

Cunre3 amTuia-(3-propumunaso|l,2-ajnupuaun-2-min)dochonaroB 4a—d (oOmias
Mertomuka). K 12 mmoms umupomnxmopuna 2a—d mpukambeBarotr 3.98 T (24 MMonb) TpH-
stingochura mpu 5-10 °C u ocraBmsmror Ha 10-12 9. @ocdonatsr 4a—d BRIACTIIIOT ABYMS
MOCTIeIOBaTeIbHEIME XpoMaTorpadusmu Ha cwimkarene, moeHT a) CHCL-EtOH, 10:1,
6) CHCI;-EtOH, 20:1.

JAuaTna-(8-mermi-3-¢propumuaaso|1,2-a|nupuaun-2-uin)pocponar (4a). Brixon
0.53 r (15%), 6ecuBerHoe macio. Crekrp SIMP 'H, &, M. 1. (/, Tm): 1.39 (6H, T, J = 7.7,
2CH;CH,); 2.58 (3H, ¢, CH;); 4.16-4.40 (4H, m, 2CH,0); 6.82 (1H, 1, J = 6.7, H-6); 7.05
(1H, o, J = 6.7, H-5); 7.80 (1H, a, J = 6.7, H-7). Cnextp SAMP 13C, o, m. 1. (J, T'm): 16.5
(CH3); 16.6 (1, *Jep= 6.5, CH;CH,); 63.2 (11, “Jep=5.8, CH,); 111.9 (1. 1, 'Jop=248.9,
2Jep= 2.5, C-2); 114.3 (C-6); 119.2 (C-7); 124.2 (C-5); 129.3 (C-8); 139.6 (1. 1, *Jop=23.1,
Jor=4.0, C-8a); 146.1 (n. 1, 'Jer = 282.1, %Jep=29.9, C-3). Criexrp IMP “F, §, m. 1.
(J, T): —66.58 (11, Jr_p = 13.0). Criextp SIMP *'P {H}, &, m. 1. (J, T'): 7.60 (1, Jp_r = 13.0).
Haiineno, %: C 50.46; H 5.74; N 9.87. C,H;¢FN,O3P. Brruncneno, %: C 50.35; H 5.63;
N 9.79.

JurTua-(7-mernn-3-gpropumuiaaso[l,2-ajnupuann-2-uia)pocponar (4b). Brxon
0.46 r (13%), 6ecuBetnoe macno. Crnektp SIMP 1H, o, m. 1. (J, T'm): 1.39 (6H, 1, J = 7.7,
2CH;CH,); 2.38 (3H, ¢, CH;); 4.14-4.38 (4H, m, 2CH,0); 6.72 (1H, &, J = 8.0, H-6); 7.35
(1H, n. o, J = 8.0, J = 1.7, H-5); 7.80 (1H, n, J = 1.7, H-8). Cnektp SIMP B¢, 8, m. 1.
(J, T): 16.9 (1, *Jep = 6.5, CH;CH,); 17.8 (CHs); 62.9 (1, *Jep= 5.4, CH); 113.5 (n. &,
Jep=248.1,%Jc =58, C-2); 114.0 (C-7); 116.1 (C-6); 126.3 (C-8); 134.3 (1, *Jer= 3.6,
C-5); 1413 (n. 1, *Jep =234, *Jer=42, C-8a); 146.2 (. 1, "Jor=282.9, 2Jcp=29.9,
C-3). Crextp SIMP F, §, m. n. (J, Tm): =67.91 (1, Jp = 13.0). Crextp SIMP *'P {H},
o, M. 1. (J, T'm): 8.34 (1, Jp_r = 13.0). Haiineno, %: C 50.28; H 5.69; N 9.66. C;,H;sFN,O;P.
Brruucneno, %: C 50.35; H 5.63; N 9.79.

JAuaTnia-(6-metunii-3-¢propumuaaso[1,2-ajnupuaun-2-win)pocponar (4¢). Brixon
0.38 1 (11%), 6ecuBernoe macio. Crnexkrp SIMP 'H, 5, M. 1. (/, T'm): 1.38 (6H, T, J = 7.7,
2CH;CH,); 2.36 (3H, ¢, CH3); 4.12-4.36 (4H, m, 2CH,0); 7.08 (1H, 1. 1, J = 9.5, J = 1.5,
H-7); 7.46 (1H, 1, J = 9.5, H-8); 7.71 (1H, n, J = 1.5, H-5). Cnextp SIMP °C, 8, m. 1.
(J, T): 17.9 (n, *Jep = 6.5, CH;CH,); 19.7 (CHs); 63.5 (1, *Jep= 5.4, CH,); 111.0 (x,
'Jep=243.9, C-2); 117.6 (C-6,7); 123.3 (C-8); 128.2 (u, *Jer = 3.6, C-5); 137.1 (u. 1,
e p=227, Jer=43, C-8a); 143.8 (1. 1, Jer=276.9, *Jop = 29.2, C-3). Cnexrp
SIMP “F, §, m. 1. (J, Tw): =67.12 (1, Je_p = 13.0). Crextp SIMP *'P {H}, &, m. a. (J, T'nr):
6.29 (n, Jpr=13.0). Haiineno, %: C 50.54; H 5.82; N 9.94. C;H(FN,O;P. Bbruuc-
neHo, %: C 50.35; H 5.63; N 9.79.

Jdumatna-(S-merwi-3-¢propumuaaso[1,2-ajnupuann-2-win)pocponar (4d). Brixon
0.33 r (10%), 6ecuBerHoe Macio. Crektp SIMP 'H, &, M. 1. (/, Tm): 1.39 (6H, T, J = 7.7,
2CH;CHy); 2.75 (3H, n, Jy r = 6.3, CH3); 4.15-4.37 (4H, m, 2CH,0); 6.58 (1H, 1, J = 7.0,
H-6); 7.10 (1H, 1. 1, J = 9.5, J = 7.0, H-7); 7.40 (1H, 1, J=9.5, H-8). Cniexrp SIMP “C,
8, M. 1. (J, Tw): 16.5 (1, *Jep= 6.5, CH;CH,); 18.3 (1, “Jer= 8.3, CH3); 62.9 (1, *Jcp= 5.4,
CH,); 112.5 (n. 1, 'Jep=247.1, *Jor = 5.8, C-2); 113.9 (C-7); 116.6 (C-6); 126.3 (C-8);
134.3 (1, *Jep= 3.6, C-5); 140.3 (1. 1, *Jep=23.4, *Jop=4.2, C-8a); 147.2 (n. 1, 'Je p=283.9,
“Jep = 29.9, C-3). Cnexrp AMP “F, §, M. 1. (J, Tu): —67.32 (n, Jrp = 13.0). Crextp
SAMP *'P {H}, 8, m. 1. (J, T): 6.92 (1, Jp.p = 13.0). Haiineno, %: C 50.18; H 5.48; N 9.56.
C1,H;6FN,O;P. Beruucneno, %: C 50.35; H 5.63; N 9.79.
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Paboma evinonnena npu ¢unancosou nodoepoicke Poccutickoeo ¢ponoa ¢ym-
OAMEHMAbHLIX UCCAe008AHULL 8 PAMKAX HAYYHBIX npoekmod NeNe 11-03-00480-a,
11-03-00496-a, 11-03-12076-0¢pu-m, 12-03-00828-a u npoepammer Ilpesuduyma
PAH "Paspabomxa memo0o8 nonyuenus XumMuieckux eeuecms u co30anue HoGulx
Mmamepuanos” no nanpasnenuio "Pazeumue memooonocuu opeaHuyecko2o CuHmesa
U co30anue coeOuHeHUll ¢ YeHHbIMU NPUKTAOHbLIMU ceoticmaeamu”.
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