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Cpenu 0OJBIIOTO YUCIIA CHHTETUYECKUX W IIPH-
POJHBIX OpPraHUYECKHX COCJAMHCHUN IMPUBJICKAIOT
BHHMaHUE MTPOM3BOIHBIE AHAPHIMETAHA, YTO CBA3aHO
C UX BBICOKOH OMOJIOTMYECKON aKTHBHOCTBIO M HC-
MOJIH30BAHUEM LIEJIOTO Psijia U3 HUX B Ka4eCTBE JeKap-
CTBEHHBIX MPETapaToB, TAKNX KaK (EHIWINH — aHTH-
AHTWHAJIBHOE, THUIIOTCH3MBHOE, AHTUAPHUTMUYECKOE,
KOpOHapoAuIaTupyromiee cpeactso [1], anarurucra-
MWHHBIH TIpenapar mudeHruapaMuH (auMenpon) [2]
Y METaJIOH, IPUMEHSEMBbIN KaK aHAJIbI'€THK, a TaKKe
IIpH JICUEHUM HApKOTHUYeCKoW 3aBucuMocTH [3, 4].
[IponsBoaHbIE TUapWIMETaHa MOTYT OBITh MOTEHIIN-
anpHbIMU cpeactBamu i neuenuss COVID-19 [5].
JuapunmMeransl ¢ AByMsi ()eHOIBHBIMHU (PparMeHTaMHU
0071a1af0T TIPOTHBOBOCTIAIMTEILHOH [6], TIPOTHBOBH-
pycHoii [7, 8], antunponudeparusHoii [9], antu-BUY
[10], mpoTuBopaxoBoii [11], anTumukpoOHoOi [12] ak-
TUBHOCTBIO.

Taypun (2-aMHHOATaHCYTh(OHOBAST KHCIOTA) B
KauecTBe (papMako(OpHOI TpymIlbl BXOJUT B COCTaB
TAypOXOJICBON KUCIIOTHI, KOTOpask Y4aCTBYET B OMYJIb-
rupoBaHud kupoB [ 13—15], u mpenapara HETOOMMUH,
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HCTIOJIB3YFOLIETOCS MPH JICUCHUN FeTbMUHTO30B Y JKH-
BOTHBIX [16, 17].

OObenuHeHne B OMHON MOJIEKYNE AByX OMOJIOTH-
YECKH aKTUBHBIX ()PAarMEHTOB — IEPCIIEKTHBHBIN Iy Th
CHHTE3a COCIMHEHUI, 00aialomux HOBbIMU (hapMma-
KOJIOTUYECKHMHM CBOMCTBaMH IO CPABHEHHUIO C UCXOJI-
HBIMU cTpyKTypamu. CuHTE3 TMOpPUIHBIX CTPYKTYP,
BKITIOUAIOIIUX B ce0sl TAypUHOBBIH M IUAPUIMETAHO-
BBl ()parMeHT, MPEACTABIISETCS AKTYaIbHBIM.

Panee Ob1 pa3paboTaH OpHUIHHAIBHBIA METOX
MOJTy4YEHHUs] MPOU3BOAHBIX AMAPUIMETaHa Ha OCHO-
BE€ KHUCJIOTHO-KaTtamuzupyemon peakuuu 1-(3,3-mu-
ATOKCHUOYTHII)MOYEBHH C PE3OPIUHOM U €ro IMPOU3-
BoaHbIMU [18]. Pacmmpenue rpaHuly 3Toro Meroaa
MO3BOJIICT HOJIy4aTh HEU3BECTHBIC PaHEe MPOU3BO-
JHBIE HapuiaMeTana ¢ pparmentom taypuHa. CuHres
WCXOIHBIX aueTaneil 3a—1 MPOBOAWIN B HECKOJIBKO
cTanuil mo paHee pa3paboOTaHHBIM MeToauKam [19].
BzaumopetictBue 2-xmopataHcynbhoHmxiopuaa 1
C aMHUHaMH B JIUXJIOPMETAHE B MIPUCYTCTBUU TPUITH-
JaMHHA MPHUBOIUT K BUHMICYIb(OXIOpUAaM 2a-T.
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oOpazoBaHuto aneraneit 3a—x (cxema 1).

B kauectBe C-HykieohunsaoB Hamu ObUTA BBIOpa-
HBI (eHombl [4-xmoppe3opiuH, cezamon (1,3-6eH30-
JINOKCOJ-5-011), 2-METUIPE30PLUH]| U TETEPOILUKIIBI
(anTHNMPHH, 4-THAPOKCH-O-MeTWII-2H-IpaH-2-0H),
KOTOpbIE JOCTaTOYHO JIETKO BCTYIAIOT B PEaKLHUH
AMEKTPOGUILHOTO 3aMeIleHusT ¥ 001agarT OHOJI0-

N
o g,

4a, 1, 50, 0, 6a, 7B, 81
(12—-69%)

o
z

(78), N-Me (81).
-

Me

TMYECKON aKTHMBHOCTBHIO. B3ammoneicTBue anerancii
3B, T ¢ 4-XJIOpPEP30PLUHUHOM B XJIOpOdhopMe B MpPH-
CYTCTBUU H30BITKA TPUPTOPYKCYCHOU KUCIIOTHI MPU
KOMHATHOHN TemIieparype NpUBEIO0 K 00pa30BaHUIO
MIPOM3BO/IHBIX MapuiaMeTaHa 4B, I (cxema 2). AHajo-
TUYHBIM 00pa30M ObLTH TIOJYYCHBI COCTUHECHUS 50, /1
1 6a pu B3auMOJIeMCTBUM arerasei 3 ¢ ce3aMosioM U
2-METHIIPE30PIIMTHOM COOTBETCTBEHHO. CoeauHEeHNE
6a BpIZEIICHO C BBIXOMOM Bcero 12%, 49To, BEpoOsT-
HO, CBSI3aHO ¢ 00pa30BaHWEM OOJBIIOTO KOTUICCTBA
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OJIMTOMEpOB U nonuMepoB. C HCIONb30BaHUEM B Ka-
YecTBe HYKJICO(QWIOB 4-THIPOKCU-O-MeTni-2H-1n-
paH-2-0Ha ¥ aHTUIHMPHHA IOIy4YEHbl HOBBIE IIPECTa-
BUTEJM AUTE€TapUIMETaHOB 7B, 8.

Takum 00pa3oM, C HCIOJNB30BAHUEM PpEaKIHA
(YHKIMOHAIM3UPOBAHHBIX amHHoaleTaneit ¢ C-Hy-
KJeo(uIaMi CHHTE3UPOBaHbl HOBBIE IMPOM3BOAHBIC
nu(ret)apuiaMeraHa, MoAu(UUIUpoBaHHBIE (parMeH-
ToM TaypuHa. llpennaraeMslii HyThb CHHTE3a 3THX
COCIMHEHUH OTIMYAETCSI NMPOCTOTON HMCIOIHEHUS M
MO3BOJISIET B MIMPOKHX IIPE/esiaX BapbUPOBATH 3aMe-
CTUTEJH KaK B TAypHHOBOM, TaK M AUAPHUIMETAHOBOM
(dbparmenre.

OKCIIEPUMEHTAJIBHA S YACTD

Cnekrpsl SIMP 'H u *C 3anucansl Ha ciekTpoMe-
tpe Bruker MSL 400 (400 u 150 MI') oTHOCHTEIIEHO
CHTHAJIOB OCTATOYHBIX MPOTOHOB JICHTEPUPOBAHHOTO
pactBopurenst (CDCl;, AMCO-d,). UK cnexrpsl pe-
rHCTpUpoBasd Ha criekTpomerpe Bruker Tensor 27 B
tabnerkax KBr. DnemMeHTHBIN aHanu3 BBHINOIHEH Ha
npubope Carlo Erba EA 1108. Temneparypsl niasie-
HUSl ONIPEAEIICHBI B CTEKIISIHHBIX KallWIIsipax Ha MpH-
6ope Stuart SMP 10.

O0masi MeToIMKa CHHTe3a aMHUHoaleTaJeil
3a—n. K cmecu 3.64 r (20 MMoub) 2-XJIOpITaHCYIIb-
¢donmnxnopuna 1 u 6 ma E;N B 100 M xsopucro-
ro MetwieHa npu oxyaxaeHun (5-8°C) moGamisn
20 mMmonbp amMuHa. PeakimoHHyI0 cMech HepeMeln-
BaJIM IIpU KOMHATHOM Temneparype 12 4, 3arem npo-
MBIBaJIM HACBHIIICHHBIM BOAHBIM PAaCTBOPOM THIPO-
kapOonara Harpus (3x10 mi). Opraaudeckyro 4acTb
OTZEJISUT ¥ KOHLIGHTPUPOBaIK B BakyyMme. llomyuen-
Hble BUHWICYIb(GOHAMHUIBI 2a—T 0e3 HAOIOIHUTEIb-
HOM OYHCTKH BBOAMIHM B peakuuio aza-Muxada c
20 mmons ammHOATeTans (3,3-audToKCunponan-1-a-
MUH, 4,4-1u3ToKcnOyTaH-1-amun) B 30 M xopodop-
Ma. PeakimoHHyo cMech KUISTHIN 25 4, TIOCTIe Yero
PACTBOPHUTENH YSUIAIN MIPHU OHWKEHHOM JaBJICHUH.
[IpoxykTel peakiuu MpeacTaBisiin co0oil KopudHe-
BbIE CMOJIOOOpa3HbIE BELIECTBA.

2-[(3,3-AudTtokcunponua)aMmuuo|-N,N-nqu-
sTWITaH-1-cyabponamua (3a). Beixog 5.77 r
(93%). Cniextp IMP 'H (CDCly), 8, m. 1.: 1.09-1.14
M (12H, CHj), 1.64-1.73 m (1H, CH,), 2.55-2.63
M (1H, CH,), 2.83-2.92 m (2H, CH,), 3.09-3.23 m
(8H, CH,), 3.37-3.48 m (2H, CH,), 3.50-3.69 m (2H,
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CH,), 4.55 1 (1H, CH, *Jyy; 5.3 T'n). Criextp SIMP '3C
(CDCly), 8¢, M. 1.: 14.90, 15.71, 33.65, 41.84, 43.60,
44.81, 50.82, 61.13, 101.24. Haiineno, %: C 50.46; H
9.90; N 8.88; S 10.37. C3H3¢N,0,4S. Beraucneno, %:
C 50.29; H9.74; N 9.02; S 10.33.

3,3-IudTokcu-N-[2-(MUppoOIUAUuH-1-HIACYIb-
¢ouua)rTua|nponan-1-amun (36). Bexog 5.36 T
(87%). Cnexrp AMP 'H (CDCl5), §, m. z1.: 1.18 T (6H,
CH3, 3Jyy 7.1 T), 1.72-1.82 M (2H, CH,), 1.88-1.97
M (4H, CH,), 2.61-2.74 m (2H, CH,), 2.93-3.07
M (2H, CH,), 3.08-3.19 m (2H, CH,), 3.23-3.38 m
(4H, CH,), 3.40-3.54 m (2H, CH,), 3.57-3.70 m (2H,
CH,), 4.56 T (1H, CH, *Jyy; 5.5 T'n). Criextp IMP '*C
(CDCly), o8¢, M. 1.: 15.28, 25.78, 33.82, 43.75, 45.26,
47.63, 49.17, 61.37, 101.73. Haiineno, %: C, 50.41;
H, 8.91; N, 9.24; S, 10.24. C3H,gN,0,S. Brraucneno,
%: C 50.62; H9.15; N 9.08; S 10.40.

3,3-AudTokcu-N-[2-(MoppoanH-4-uiicyiab-
¢ponmwn)rTuia|nponan-1-amun (3B). Bexon 6.16 T
(95%). Cnextp SIMP 'H (CDCl;), 8, m. 1.: 1.16 T (6H,
CH;, 3Jyyy 7.1 T, 1.70-1.72 m (2H, CH,), 2.61-2.73
M (2H, CH,), 2.99-3.15 m (4H, CH,), 3.18-3.27
M (4H, CH,), 3.41-3.53 m (2H, CH,), 3.55-3.65 m
(2H, CH,), 3.68-3.75 m (4H, CH,), 4.55 T (1H, CH,
3Jun = 5.5 T). Crextp SIMP 3C (CDCl,), 8¢, M. 1.:
15.24, 33.63, 43.32, 45.13, 45.62, 48.59, 61.32,
66.41, 101.62. Haiineno, %: C 48.24; H 8.81; N 8.69;
S 10.04. C,3H,4N,O5S. Brruucneno, %: C 48.13; H
8.70; N 8.63; S 9.88.

2-[(3,3-AudToKCUNIPONUI)aMUHO|-N-rekcu-
srancyasponamua (3r). Bwixon 4.87 r (72%).
Cnexrp SIMP 'H (CDCl), 8, m. a.: 0.84 T (3H, CHs,,
3Ty 6.8 Tw), 1.16 T (6H, /iy 7.1 T'm), 1.22-1.33
M (6H, CH,), 1.46-1.56 m (2H, CH,), 1.71-1.81 m
(2H, CH,), 2.60-2.73 m (2H, CH,), 2.99-3.08 m
(4H, CH,), 3.09-3.16 m (2H, CH,), 3.41-3.51 m (2H,
CH,), 3.56-3.65 m (2H, CH,), 4.53 1 (1H, CH, /gy
5.4 T'n). Cnexrp SIMP 3C (CDCl,), 8¢, M. 1.: 13.41,
14.81, 22.05, 25.92,29.86, 30.97, 33.38, 42.55, 43.66,
44.69, 50.85, 60.53, 101.15. Haiineno, %: C 53.34; H
10.01; N 8.15; S 9.61. C,;5sH54,N,0,S. Beraucneno, %:
C53.22; H10.12; N 8.28; S 9.47.

2-[(4,4-AndTOKCHOY THIT)aMUHO|-N-TeKCHIIITAH-
cyabponamua (31). Beixox 5.28 1 (75%). Cnekrtp
SIMP 'H (CDCl3), 8, M. a.: 0.80 T (3H, CH;, *Jyy
6.8 T'n), 1.10 T (6H, 3Jyyy 7.1 Tm), 1.16-1.31 M (6H,
CH,), 1.42-1.60 m (6H, CH,), 2.50-2.58 m (2H,
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CH,), 2.93-3.05 m (4H, CH,), 3.05-3.11 m (2H, CH,),
3.36-3.47 m (2H, CH,), 3.50-3.61 m (2H, CH,), 4.39
T (1H, CH, *Jyy 5.4 Tu). Haiineno, %: C 54.76; H
10.51; N 8.08; S 9.22. C,cH34N,0,S. Beruucneno, %:
C 54.51; H10.29; N 7.95; S 9.10.

Oo6mast meronuka cuHte3a Coenunenus 4B, 4r,
50, 51, 6a, 7B, 8a. K cmecu 1.6 MmMoib aneranst 3a—
B 10 M xiopodopma nobasisim 3.2 Mmoib (penona
u 1 M TpudTOpyKCYyCHOH KHCIOTHL. PeakimoHHYIO
CcMecCh IepeMeIMBalIK 72 4 Py KOMHATHOH TeMIepa-
Type, 3aT€M PaCTBOPHUTEID YAAJISIA IIPU TOHIKEHHOM
nmaBiaeHuH. OcTaToK MpoMbiBad 10 M THATHIIOBOTO
a¢upa. [lomydeHHbIl OeNbIil MOPOMIOK CYNIWINA TIPU
IIOHM>KCHHOM AaBJICHHUU.

3,3-buc(2,4-quruapoxcu-5-xaopgpenni)-N-[2-
(MoppoauH-4-uacyabPoHua)ITUI|Nponan-1-
amunnii Tpudropanerar (48). Beixox 0.70 T (69%),
T. 1. 187-188°C. UK cnektp, v, em 1 1504, 1680,
3056, 3130. Cnexrp AMP 'H (IMCO-d), §, M. 1.
2.09-2.20 m (2H, CH,), 2.77-2.83 m (4H, CH,),
2.84-2.88 m (2H, CH,), 3.14-3.19 m (2H, CH,),
3.21-3.26 m (2H, CH,), 3.36-3.46 m (4H, CH,), 4.27
T (1H, CH, 3Jiyy 7.6 Tn), 6.50 ¢ (2H,,), 6.90 ¢ (2Hy,).
Haiineno, %: C 43.65; H 4.48; Cl 11.01; N 4.54; S
4.87. Cy3H,,Cl,F5N,04S. Beraucieno, %: C 43.47; H
4.28; C111.16; N 4.41; S 5.05.

3,3-buc(2,4-ruapokcu-5-xjoppenuna)-
N-[2-(N-rekcuiacyiabhpamon)dTuia|uponan-1-a-
MuHui TpudTopauerar (4r). Beixog 0.30 r (29%),
T. mn. 70-72°C. UK cnexrp, v, eMm: 1503, 1685,
3035, 3275, 3157. Cuekrp AMP 'H (JIMCO-d,), 8,
M. 1.: 0.82-0.92 m (3H, CH,), 1.17-1.35 m (6H, CH,),
1.38-1.54 m (2H, CH,), 2.05-2.22 m (2H, CH,),
2.88-2.99 m (4H, CH,), 3.14-3.26 m (4H, CH,),
4.26-4.31 m (1H, CH), 6.48 ¢ (2H,,), 6.91 c (2H,,).
Cnextp SIMP 13C (AMCO-dy), 8¢, M. 1.: 14.33, 22.46,
26.18, 29.94, 30.01, 30.14, 31.26, 34.37, 42.85,
47.54, 48.58, 104.26, 109.68, 117.05  (!Jp 295.9
I'm) 122.15, 128.88, 152.12, 154.78, 158.84 x (3Jcf
33.3 I'n). Haiineno, %: C 48.39; H 5.60; C1 10.79; N
4.16; S 5.12. C,4H45C1,F3N,0,S. Beruucneno, %: C
48.23; H 5.45; C110.95; N 4.33; S 4.95.

3,3-buc(6-ruapokcudenso|d][1,3]nnok-
€0J1-5-n1)-N-[2-(mupoauauH-1-niacyab(oHn)-
sTuia|nponan-1-amuHuiitpudropauerar (50). Bri-
xon 0.66 T (68%), T. . 106-107°C. UK cnexrp,
v, em ! 1504, 1682, 3076, 3136. Coextp AMP 'H

(AMCO-dy), 6, m. n.: 0.86-0.93 m (4H, CH,),
2.32-2.38 M (2H, CH,), 2.65-2.71 m (2H, CH,),
2.79-2.89 m (2H, CH,), 3.18-3.24 m (6H, CH,), 4.44 1
(1H, CH, 3/ 6.6 T'nn), 5.85 1 (4H, CH,, 3Jyyy; 6.4 '),
6.43 ¢ (2H,,), 6.66 c (2H,,). Haiineno, %: C 49.77; H
4.99; N 4.76; S 5.41. Cy5H,oF3N,0,(S. Brruncineno,
%: C49.50; H4.82; N 4.62; S 5.29.

N-[2-(N-T'ekcuacyabhpamoun)dtui|-4,4-
ouc(6-ruapoxcudenso[d][1,3]anokco-5-u)oy-
TaH-1-amuHuiiTpudgTopanerar (5x). Bexox 0.64 ¢
(59%), T. mn. 97-99°C. UK cnexrp, v, cM ' 1503,
1680, 3076, 3132. Cnekrp SIMP 'H (IMCO-d), 3,
M. 1. 1.17 T 3H, CHj, 3Jyy 6.8 T), 1.17-1.32 M
(8H, CH,), 1.59-1.68 m (2H, CH,), 2.23-2.41 m (2H,
CH,), 2.82-2.97 m (2H, CH,), 3.02-3.12 m (2H, CH,),
3.14-3.22 m (2H, CH,), 3.98-4.12 m (2H, CH,), 4.23
T (1H, CH, *Jyy 6.7 I'm), 4.34-4.52 m (2H, CH,),
5.84 1 (4H, CH,, 3Jyy 6.5 T), 6.38 ¢ (2H,,), 6.68 ¢
(2H,,). Haiineno, %: C 51.89; H 5.56; N 4.40; S 5.12.
CygH3,F3N,040S. Beruucneno, %: C 51.69; H 5.73; N
4.31; S 4.93.

N-[2-(N,N-AusTnacyibpamMoun)dTUa]-
3,3-0uc(2,4-auruapokcu-3-MmeTuadeHna)npo-
nan-1-amunuiitpudropanerar (6a). Beixog 0.11
r (12%), 1. mn. 114-116°C. UK cnektp, v, cM
1503, 1682, 3056, 3274, 3148. Cnexrp SIMP 'H
(AMCO-dg), 8, m. 1.: 1.10 T (6H, CH3, *Jiy5 7.0 T'nn),
1.98 ¢ (3H, CH;), 1.99-2.02 m (2H, CH,), 2.05-2.23
M (2H, CH,), 2.77-2.92 m (2H, CH,), 3.16-3.30 m
(2H, CH,), 3.36-3.45 m (4H, CH,), 4.46 T (1H, CH,
3y 7.6 T), 6.32 1 (2H s, *Jyy 8.4 T, 6.73 1 (2H,,
3Juy 8.4 T'm). Haiineno, %: C 51.60; H 5.89; N 4.89;
S, 5.67. CysH;35F3N,O4S. Beruucieno, %: C 51.72; H
6.08; N 4.82; S 5.52.

3,3-buc(4-ruapoxkcu-6-meTni-2-okco-2 H-nu-
pan-3-uia)-N-[2-(Mopdoaun-4-uiacyabGoHu)-
sTHJ|nponan-1-amuHuiiTpudgTopaunerar (7B).
Beixon 0.46 1 (48%), T. 1. 167-169°C. UK cnexrp,
v, em 1 1504, 1676, 3059, 3089. Cnextp AMP 'H
(AMCO-dy), 8, m. 1.: 1.59-1.73 m (2H, CH,), 2.10 ¢
(6H, CH,), 2.23-2.36 m (2H, CH,), 2.48-2.70 m (2H,
CH,), 2.79-2.87 m (4H, CH,), 2.94-3.03 m (2H, CH,),
3.19-3.26 m (4H, CH,), 4.29  (1H, CH, *Jyyy 8.1 I'n),
5.88 ¢ (2H, CH). Hatineno, %: C 46.33; H 4.98; N
4.79; S 5.18. Cy3H,y9F3N,04;S. Boraucneno, %: C
46.15; H 4.88; N 4.68; S 5.36.
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4,4-buc(1,5-numeTnn-3-oxco-2-penna-2,3-nu-
ruapo-1H-nupa3oa-4-ui)-N-[2-(N-rekcuicyiab-
pamona)sTua|dyran-1-aMmuHuiiTpudTopane-
tat (81). Beixox 0.48 r (40%), 1. mn. 93-94°C. UK
crekTp, v, cM 't 1501, 1685, 3035, 3117. Cnektp
SIMP 'H (CDCl,), 8, m. a.: 0.90 T (3H, CHs, 3,y
6.9 T'm), 1.22-1.39 M (6H, CH,), 1.46-1.61 m (2H,
CH,), 1.74-1.92 m (2H, CH,), 2.13-2.26 m (2H, CH,),
2.45 ¢ (6H, CHj3), 3.00-3.17 m (4H, CH,), 3.32 ¢ (6H,
CH;),3.43-3.58 m (4H, CH,), 3.79 T (1H, CH, *J;4; 8.3
I'm), 7.35-7.43 m (4H,,), 7.44-7.60 m (6H,,). Criektp
SIMP 3C (CDCly), &¢, m. a.: 10.93, 13.96, 22.50,
24.30, 26.19, 28.42,29.10, 29.15, 29.70, 30.19, 31.32,
34.28, 42.79, 43.14, 47.72, 48.21, 107.32, 115.23
k ("Jep 294.7 Tn), 126.78, 129.56, 129.76, 132.23,
149.80, 161.42 k (*Jcr 35.0 T'n),161.94. Haiineno, %:
C 57.63; H 6.65; N 11.04; S 4.45. C35H,49F3NO¢S.
Brruucineno, %: C 57.58; H 6.58; N 11.19; S 4.27.
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Reactions of Aminoacetals with C-Nucleophiles
as a New Method for the Synthesis of Di(het)arylmethane
Derivatives with a Taurine Fragment
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Based on the acid-catalyzed reaction of functionalized aminoacetals with C-nucleophiles, a series of new di-
arylmethane derivatives with a taurine fragment were synthesized, the structure of which was established by
NMR spectroscopy method.

Keywords: taurine, diarylmethanes, C-nucleophiles
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