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CHUHTE3 1 HEKOTOPBIE IIPEBPAIIIEHUSA
2-(3-AMHUHO-1-OEHWIIPOIINI)®YPAHA

Pa3paboran mpenapaTUBHBIA METOJ] CHHTE3a STHIOBOrO 3dupa GypdypuinacHIIHaHyKCYC-
HOU KHCIOThI. Ero koHmecanuei ¢ GeHWIMarHMitOpOMHUIOM TIOJTyUCH 3TUIIOBBIM 3Up [a-1THaHo-
B-(2-dypun) JrHIpOKOPUYHON KHCIOTHI, IEKApOITOKCHINPOBAHUE KOTOPOrO MPUBOIUT K HUTPH-
ny B-(2-Gypun)ruapoKOpUIHOM KUCIOThL. BOCCTAHOBICHHEM 3TOr0 HHUTPUJIA AFOMOTHIPUIOM
TUTHA ToNTy4deH 2-(3-aMuHO- 1 -peHmTponu)pypaH 1 U3ydeHbl HEKOTOPBIE €r0 MPEBPAICHHS.

KnioueBbie cioBa: 2-(3-amuHo-1-denmnmpornin)dypan, STHIOBBIH ¢up GypdypunmmneH-
LHaHYKCYCHOH KHCIJIOTHI, 3THJIOBBIH 3¢up [a-1inano-p-(2-¢ypw) JruapoKOpHIHON KUCIOTEL, BOC-
CTAaHOBJICHHE, AE€KapOITOKCUINPOBAHNE.

B npopomxenue Hamux uccienoBaHuil [1, 2] B3auMoaelcTBUEM 3THUIOBOTO
adpupa bypbypununeHanykcycHoit kuciothl (1) ¢ dheHnIMaraniiopomMuIoM
MOJTy4YeH STHIIOBBIN 3¢up [a-1tmaHo-B-(2-hypri) |ruapoKOpUIHON KHCIOTH (2),
B MOJIEKyJe KOTOPOTO Yy aCHMMETPHYECKOTO aToMa YIJIEpoAa OJHOBPEMEHHO
umeroTcesl GeHUIbHbBIN U QypHIIbHBIN paarkanbl. Ero pekapO3TokcuimnpoBaHue
MIPHUBENIO K HUTPUITY P-(2-QypHin)TuapoKOpuIHO KUCIOTHI (3), a BOCCTaHOBIIE-
HUEM IIOCJIEHETO aJOMOTHAPUAOM JIMTHA B cpeae 3¢upa WINM TeTparuipo-
¢ypana momydeH 2-(3-amuHo-1-pernnnpormn)dypan (4). Konpencamueir amu-
Ha 4 C pa3NUYHBIMU AapPOMATHYECKUMH aJbIETUAAMU U KETOHAMH I1OJyYCHBI
COOTBETCTBYIOIIME a30METHHBI, KOTOphIE 0€3 BHIIEICHNUS BOCCTAHOBIIECHBI OOp-
THOPUAOM HATpHs 10 BTOPUYHBIX aMHHOB (5-13); ¢ XyiopaHruapuzaMu pasiind-
HBIX KHCIOT MoydeHsl aMunibl (14-16), a ¢ anruapuaaMu ssHTapHOH U (TaneBoit
KHCJIOT — 3aMelleHHbIN cyKuuHnMug (17) u dprammvug (18).

9KCHEPUMEHTAJIBHASL YACTb

UK cnextps! cHaTel Ha mpubdope UR-20 B BazenmunoBom Mmacnie. Crextpsr SIMP 'H 3ape-
THCTpHPOBaHBI Ha mpubope Varian Mercury-300 (300 MI'n) 8 CDCl; u JIMCO-dg, BHyTpeHHUIT
craagapT TMC (ta6u. 2). XapakrepucTuku coeauHennii 2—18 npusenens: B Tabm. 1.

ItuaoBelii 3¢up ¢pypdypuinaeHuuanykcycHoii kuciaorbl (1). Cmecs 42 1 (0.43 Mmorb)
¢bypdypomna, 50 r (0.44 Monb) STUIOBOTO 3pUpa LUAHYKCYCHON KUCIOTHI U 3 T aleTaTta aMMOHUS
kuraTAT B 300 mu GeHszona mo monHOro BopootxaeneHus (oxono 10 u). Ha crnemyromwuii nens
OT(GHUIBTPOBHIBAIOT MONTYUESHHBIE KPUCTAIIIBI, IPOMBIBAIOT BOJIOM, 3aTeM OEH30JI0M, CyIIaT HpH
KOMHATHOIl TemIiepaType M INepeKpUCTa/UIM30BBIBAIOT U3 OEH3051a MIIM TNEperoHstoT. Beixoxm
79.8 r (95%). UK cnexrp u T. kur. 138-141 °C/2 MM MOJIyYEHHOrO COCAMHEHHS HICHTHYHbI
¢ JIUTepaTyphIMu JaHHBIMU [3].
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5-11R"= H, SR= MCOC6H4-p; 6R= i-PrOC6H4-p; TR = 3,4-(CH30)2C6H3; 8R= O-FC6H4;
9 R =Ph; 10 R = p-Me,NC¢Hy; 11 R = 2-furyl; 12 R = Ph, R" = Me; 13 R = p-CIC¢Hy, R" = Me;
14 R' = COCH,CHMe,; 15 R' = COCH,CI; 16 R' = p-SO,CsH,Me

OtuiaoBbiid 3¢pup [o-nmano-p-(2-gpypua)|ruapokopuunoii kucaorel (2). K spupromy
pactBOpy peaktBa I'puHbspa, noxydeHHomy u3 5.3 T (0.22 monb) maraus u 38 r (0.22 Moib)
O6pomOben3ona, pu c1aboM KUIICHUH U NepeMEIINBAaHUH 100aBIAIOT OSH30JIbHEIH pacTBop 33.6 T
(0.18 moub) coemunenns 1. PeakmoHHy 0 CMECh IEPEMEMMBAIOT B Teuenue 1.5 4 npu 4244 °C.
Iocne oxnaxknerns moaxucisior 10% HCI, sxctparupyior 3¢pupoM, MpOMBIBAIOT BOAOH, CyIIaT
U TI0Ciie OTrOHKHM pactBopuTeneii neperoustor. [onyuator 41 r (87%), 1. kum. 170 °C/2 mm.
UK crektp, v, e ' 1590, 1610 (C=C apom.), 1720 (CO), 2230 (CN).

Hutpua B-(2-pypun)ruapoxopuynoii xkuciaorsl (3). IIpu HarpeBanuu pactsopsitor 14.6 ¢
(0.26 moub) rugpoxcuna kanus B 80 Mt atuneHraukond. IlonydeHHslid pacTBOp NpUOaBIAOT K
351 (0.13 monp) manod¢upa 2. CMech KUISTIT ¢ 00PaTHBIM XOJOAWIEHUKOM 3 4. OXJIaKAaroT,
n06aBisioT 80 MII BOABI, KCTPArupyroT 3GHPOM, IPOMBIBAIOT BOAOH, CyIIaT U IOCIE OTTOHKH
3(hupa MEPEroHsIOT MoJ| NOHMKEHHbIM AaBieHdeM. Boixon 13.3 r (52%), 1. kum. 127 °C/1 mm.
UK cnektp, v, em 11 1585, 1615 (C=C apom.), 2225 (CN).
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2-(3-Amuno-1-pennanponun)ypan (4). K oxnaxnenHomy pactBopy 5.8 r (0.15 moib)
LiAlH4 B 100 ma cyxoro s¢upa mo KarwisMm npubaBistoT 3¢upHbiil pactsop 15 r (0.076 Morb)
HUTpUIAa 3, TOMNEPKHBAs TEMIIEPATypy PpeakmHOHHOM Maccel B mpexemax 0 = 2 °C.
IMepememmBanye MPOAODKAIOT €Ie | U TPH 3TOH ke Temieparype, oxnaxaaor g0 —10 °C B
0aHe CO JIBJIOM M COJBIO M JOOABISIOT IIOCIIEJOBATEIBHO IO KamuiiM 6 M BOAel, 6 Miu 15%
pacTBOpa THIpOKCHIA HATpus M 17 M BOABI, OTGHIBTPOBEIBAIOT HEOPTaHMYECKHH OCaIoK
IIPOMBIBAIOT 3(UPOM, CyIIaT W IIOCIE YIAapUBaHUS PACTBOPUTENS OCTATOK MEPETOHSIOT.
IMomyyaror 13 1 (85%) amuna 4, T. kun. 108 °C/1 mm. UK cmektp, v, em ' 1600, 1610 (c=C
apom.), 3300 (NH,).

Cunre3 coennHeHuii 5-13. CMech 3KBUMOIAPHBIX KOJMYECTB OJHOTO M3 apOMAaTHUECKUX
aNbeTuI0B (KETOHOB, B CIIy4ac apOMAaTHYECKUX KETOHOB B KaU€CTBE PACTBOPUTEIS IIPUMEHSIOT
Kcuiionl) U amMuHa 4 B cpene OcH3oiia HarpeBaroT 4 4 ¢ JioBymikoil Jluna—Crapka 10 MOJHOTO
BOJIOOT/ICJICHNUS. Y HaJsIOT OEH3011, OCTANIBHYIO Maccy pacTBopstoT B Meranodie (0.1 monb azome-
THH—40 MJI METaHOJI) U TIPH NEPEMELINBAHUU U OXJIXKICHUH BOJOU H0OABIISIIOT MOPLMAMH IKBH-
MousipHOe KonmdecTBo NaBH, Tak, 4To0bI TeMIieparypa peakiuoHHON cMecH He mpesbimania 20 °C.
3aTeM peaklHMOHHYI0 CMECh IepeMellnBaloT eme | 4 npu KoMHaTHOM Temmeparype. [locie
OTroHKM MeTaHoja noamenaunBalor 20% pactBopom NaOH, skcrparupyror sdupom, cymiar,
OTTOHSIOT A(UP, OCTABLIYIOCS MACCY MEPETrOHSIOT. BBIXOIBI M KOHCTAHTHI MOJTYYCHHBIX aMHUHOB
5-13 npuBeaeHs! B Ta0. 1.

Tabnuma 1

XapaKTepHCTI/IKI/I CHHTE3UPOBAHHBIX coeIMHEeH U

c 5 Haiineno, % T. mn.,°C
oenn- pyTTO- Beoruunciieno, % T. xum., Brixon, %
HEeHUe Dopmyia o
C H N C/mm
78.53 7.16 4.40 210/2 92
5 C21HzNO, 78.47 721 435
79.79 7.02 4.09 206-208 90
6 CxsHauNO, 79.73 6.98 4.04
75.07 7.50 4.00 208-210 87
7 CooH26NO; 75.01 7.44 3.97
77.60 6.45 4.56 185/1 93
8 CooH0FNO 77.64 6.51 451
82.48 7.20 4.74 180/1 90
9 CooHaNO 82.43 7.26 4.80
79.53 733 8.36 205-208/1 83
10 CorHaNo0 79.48 7.27 8.42
76.90 6.74 5.03 170/2 94
n CisHioNO, 76.84 6.80 497
82.63 7.53 4.54 178/1 76
12 C21HxNO 82.58 7.59 458
74.27 6.46 4.16 186-189/1 78
13 CoHCINO 74.21 6.52 4.12
75.81 8.18 5.00 185-187/1 87
14 CisHNO, 75.75 8.12 4.90
64.80 5.74 5.10 184-186/2 79
15 CisH1¢CINO, 64.86 5.80 5.04
67.51 6.03 4.02 110-112 88
16 CooHaNSOs 67.58 5.95 3.94
70.10 6.06 5.02 195-197/1 63
17 CirHiyNO; 70.02 6.00 4.94
18 CyH7NO; 76.06 511 4.28 215-218/1 67
76.11 5.17 422
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Tabnuma 2

Crextpst SMP 'H st coenunennii 2—4 (CDClLy) u 5-18 (IMCO-d¢/CCl, 1/3)

Coenn-

HCHHC

Xumnueckue capurd, 6, M. 1. (KCCB, J, ')

1

2

520

2*

10

11

13*

14

1.17 GH, 1, J = 7.1, CH); 4.16 (2H, x, J = 7.1, CH,); 4.11 (0.5H, 1, J = 7.5) 1 4.33 (0.5H,
1, J=7.5, CHCN); 4.77 (0.5H, 1, J = 7.5) 1 4.82 (0.5H, 1, J = 7.5, CHAr); 6.20 (0.5H, 11, J
=33) 1 634 (0.5H, 1 1, Ji = 3.3, J» = 1.9, Hp-4); 6.36 (1H, yu. ¢, H,-3,4); 7.29-7.42
(5H, M, CoHs); 7.44 (0.5H, 1, J = 1.9) 1 7.46 (0.5H, 1, J = 1.9, Hy-5)

299 (I1H, n. o, J, = 14.6, J, =7.7)u 3.13 (1H, 1. n, J, = 14.6, J, = 8.0, CH»); 4.52 (1H, n.
n,Ji=177,J,=28.0, CH); 6.11 (1H, n, J = 3.2, H-3); 6.33 (1H, n. n, J, = 3.3, /1, =1.8,
Hfm~'4); 7.26-7.40 (6H, M, Hfm~'5, C(,Hs)

1.49 (2H, ym. ¢, NHy); 2.04 (1H, M) 1 2.26 (1H, 1. , J; = 13.3, J, = 7.2, CH,); 2.67 (2H, m,
NCH,); 4.08 (1H, 1, J = 7.7, CH); 6.08 (1H, 1, J = 3.2, He-3); 6.29 (1H, 1 1, Ji = 3.2, Jo =
1.8, Hfur-4); 7.19-7.34 (6H, M, Hfur-S, C6H5)

2.02 (1H, m) u 2.25 (1H, M, CH,); 2.10 (1H, m, NH); 2.51 (2H, T, J = 6.6, NCH,); 3.62
(2H, ¢, CH,Ar); 3.77 (3H, ¢, OCH,); 4.15 (1H, n. 1, J; = 8.1, , = 7.7, CH); 6.06 (1H, n, J =
3.2, Hg-3); 6.27 (1H, 1. 1, J, = 3.2, J, = 2.0, Hg,4); 6.79 (2H, M, Ha,-3,5); 7.14-7.29 (7H,
M, Ha-2,6, CgHs); 7.32 (1H, n, J = 2.0, Hg,-5)

1.31 (6H, 1, J = 6.0, CH;); 2.25 (1H, m) u 2.42 (1H, m, CH,); 2.77 (2H, M, NCH,);
3.99 (2H, ¢, CH,Ar); 4.10 (1H, 1, J = 7.7, CH); 4.57 (1H, x, J = 6.0, CH); 6.14 (1H, 1, J =
3.2, Hue3); 6.28 (1H, 1. 1, Jy = 3.2, J, = 2.0, Hy-4); 6.82 (2H, M, Ha-3,5); 7.15-7.37 (8H,
M, HAr-2,6, C6H5, Hfur-S)

2.25 (1H, M) 1 2.42 (1H, M, CH,); 2.77 (2H, M, NCH,); 3.77 (3H, ¢, OCHy); 3.78 (3H, ¢,
OCH); 3.96 (2H, ¢, CH,Ar); 4.10 (1H, 1, J = 7.7, CH); 6.14 (1H, 1, J = 3.2, Hp-3); 6.28
(IH, 1. 1, J1 = 3.2, J» = 2.0, Hy4); 6.81 (1H, 1, J = 8.1, Ha-5); 6.89 (1H, 1. 1, J; = 8.1, J>
=2.0, Ha-6); 7.12 (1H, 11, J = 8.0, Har-2); 7.15-7.29 (SH, m, CoHs)

1.77 (1H, m, NH); 2.05 (1H, m) u 2.28 (1H, x. x, J, = 13.8, J, = 6.9, CHy); 2.54 (2H, M,
NCH,); 3.76 (2H, ¢, CH,Ar); 4.18 (1H, 1, J = 7.7, CH); 6.08 (1H, x, J = 3.2, Hg,-3); 6.28
(1H, . 1o, Jl = 32, Jz = 19, Hfur'4); 6.98-7.41 (1OH, M, Hfur-S, C6H5, C(,H4)

1.81 (1H, w, NH); 2.09 (1H, m) u 2.31 (1H, 1. &, J; = 13.8, J» = 6.9, CH,); 2.58 (2H, m,
NCH,); 3.74 (2H, ¢, CH,Ar); 421 (1H, 7, J = 7.7, CH); 6.10 (1H, 1, J = 3.2, Hy-3); 6.31
(IH, 1. 1, Ji = 32, J» = 1.9, Hd); 7.18-7.34 (10H, m, CgHs); 7.36 (1H, 1, J = 1.9,
Hfur's)

1.68 (1H, mw, NH); 2.03 (1H, m) 1 2.26 (1H, 1. k, J, = 13.5, J, = 7.0, CH,); 2.53 (2H, u,
NCH,); 2.93 (6H, ¢, N(CHs),); 3.58 (1H, 1, J = 13.0) u 3.60 (1H, 1, J = 13.0, CHLAr); 4.16
(1H, 1, J = 7.7, CH); 6.07 (1H, 1, J = 3.2, Hp-3); 6.28 (1H, 1. 1, Jy = 3.2, J = 1.9, H-4);
6.64 (2H, M, Ha-3,5); 7.10 (2H, M, Har-2,6); 7.15-7.30 (SH, M, C¢Hs); 7.34 (1H, 1, J = 1.9,
Hi-5)

1.70 (1H, w, NH); 2.01 (IH, x. 7. o, J; = 13.5, J, = 8.3, J; = 6.6) u 2.24 (IH, n. ,
Ji=13.5,/,=7.1,CHy); 2.52 (2H, M, NCH)); 3.68 (2H, ¢, CH,Ar); 4.15 (1H, a. 1,
Ji=8.3,/,=17.1,CH); 6.07 (1H, 1, J = 3.2, Hg,-3); 6.10 (1H, 1, J = 3.2, Hg,-3); 6.28 (2H,
n.oa, Ji=3.2,J,=1.9, nea Hy,-4); 7.15-7.30 (5H, m, C¢Hs); 7.33 (1H, 1, J = 1.9, Hg,-5);
7.35 (1H, x, J= 1.9, Hg-5)

1.28 3H, 1, J = 6.6, CHy); 1.47 (1H, mw, NH); 1.91-2.44 (4H, m, CH,, NCH,); 3.64 (0.5H,
K, J=6.6) 1 3.65 (0.5H, x, J = 6.6, NCH); 4.10 (0.5H, 1. 1, J, = 8.6, J» = 6.7) 1 4.14 (0.5H,
1,J="17.6, CH); 6.01 (0.5H, 1, /= 3.3) u 6.03 (0.5H, 1, J = 3.3, Hp-3); 6.24 (0.5H, 1. 1, J,
=3.2,J,=2.0); 6.25(0.5H, 1 1,J; =3.2, J, = 2.0, Hy-4);

7.14-7.26 (10H, m, 18a CsHs); 7.30 (0.5H, 1, J = 2.0) u 7.31 (0.5H, 1, J = 2.0, Hy-5)

1.25 3H, 1, J = 6.6, CHy); 1.80 (1H, w, NH); 1.90-2.42 (4H, m, CH,, NCH,); 3.63 (0.5H,
K, J=6.6) 1 3.64 (0.5H, x, J = 6.6, NCH); 4.08 (0.5H, 1. 1, J, = 8.6, J, = 5.9) n 4.12 (0.5H,
1, J= 7.6, CH); 6.01 (1H, 1, J = 3.3, H,-3); 6.24 (1H, ym. ¢, Hye-4); 7.13-7.30 (10H, u,
C5H4, C6H5, Hfur-S)

0.92 (6H, 1, J = 6.5, CH:); 1.92 (2H, 1, J = 6.8, C(O)CH,); 1.95-2.07 (4H, M, CH,, NCH,);
2.22 (1H, M, CH); 3.01 (2H, o, NCH,); 4.01 (1H, 1, J = 7.6, CH), 6.11 (1H, 1,

J=32, He-3); 6.27 (1H, 1 1, Ji = 3.2, J, = 1.9, Hyed); 7.14-7.29 (SH, m, CoHls); 7.33
(1H, 1, J = 1.9, Hy,-5); 7.47 (1H, ym. 1, J = 5.7, NH)



OKOHYAaHUC TAaOMHUIBI 2

1 2

15 2.06 (I1H, 1. k, J; = 13.6, J, = 7.0) u 2.28 (1H, 1.k, J; = 13.6,J, = 7.2, CHy); 3.11 (2H, m,
NCH,); 3.90 (2H, ¢, CH,CI); 4.03 (1H, 1, J = 7.6, CH); 6.13 (1H, 1, J = 3.3, Hy-3); 6.28
(IH, 1. 1, Ji = 3.3, J, = 2.0, Hyp-4); 7.15-7.30 (SH, m, CeHs); 7.34 (1H, 1, J = 2.0, Hg-5);
7.95 (1H, yu. 1, J = 5.5, NH)

16 1.94 (I, o 1. 1, Jy = 13.6, 5= 7.7, /s = 6.5) n 2.18 (IH, 1. 1. 1, J; = 13.6, J» = 7.7,
J;=6.5, CH,); 2.42 (3H, ¢, CHs); 2.67 2H, 7. 1, J, = 6.5, J, = 5.8, NCH,); 4.04 (1H, 1, J =
7.7, CH); 6.02 (1H, 1, J = 3.2, Hy-3); 6.24 (1H, 1. 1, J; = 3.2, J> = 1.9, Hyed); 7.12-7.28
(7H, M, CeHs, Ha-3,5); 7.30 (1H, 1, J = 1.9, Heo5); 7.41 (1H, yur. 7, J = 5.8, NH); 7.62
(2H, M, Ha2,6)

17 219 (IH, o 1. 1, Jy = 139, , = 7.6, /s = 6.5 1 2.34 (IH, . 1. 1, J, = 13.6, J, = 7.6,
J;= 6.5, CHy); 2.49 (4H, ¢, (CH,),); 3.46 (2H, M, NCH,); 4.02 (1H, 1, J = 7.6, CH); 6.12
(1H, 1, J = 3.1, Hee3); 630 (1H, 1. 1, Jy = 3.1, J, = 1.9, Hyy-4); 7.18-7.33 (SH, M, CHs);
736 (1H, 1, J = 1.9, Hy,r-5)

18 226 (IH, n. 7. 1, Jy = 143, , = 8.1, J; = 6.6) 1 242 (IH, n. 1. 1, J, = 143, J, = 7.5,
J;= 6.6, CHy); 3.62 (2H, M, NCH,); 4.05 (1H, 1. 1, .J; = 8.1, J,= 7.5, CH); 6.10 (1H, 1, J=
3.2, Ho3); 623 (IH, o, Jy = 3.2, J> = 1.9, Heed); 7.13 (1H, M) 1 7.22-7.25 (4H, ™,
CeHs); 7.30 (1H, 1, J = 1.9, Hg,-5); 7.72-7.80 (4H, m, CsHy)

* CMmech IByX auactepeon3omepoB (~1:1).

Cunre3 amuaoB 14-16. K pacrsopy 6 r (0.03 monb) amuna 4 B 30 mit aGconroTHOTO OeH301a,
3 1 (0.032 Monb) TpHATWIAMUHA TPHOABISIOT YKBHMOJISIPHOE KOJMYECTBO COOTBETCTBYIOIIETO
xyopanruapuga. CMech KHIATAT ¢ 00paTHBIM XOJNOMMIBHUKOM 4 4. [Tocine oxJtaskaeHus! IpOMBI-
BAaIOT BOJOH, SKCTPAarupyloT OEH30JI0M, CyNIAT M IIOCIe OTTOHKH OEH30JIa OCTaTOK MEepPErOHSIOT.
[onyuarot coenunenus 14-16 (tabmn. 1).

N-[y-(®ennn)-y-2-pypu)nponui|cykuunumuay v -praaumug (17 u  18). Cwmech
9KBUMOJIAPHBIX KOJHMYECTB SIHTApHOro ((pTaneBoro) aHruapuaa u amuHa 4 B cpexe OeHzona
HarpeBatoT 10 u ¢ noBymkod Jlnna—Crapka [0 NOJHOTO BOJOOTACNICHHUS. YHAIsIOT OeH30d,
OCTaJIbHYI0 MacCy IEPEroHsIoT B BakyyMe (Tadi. 1).
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