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KATAJIA3OIIOAIBHA AKTUBHICTD BYINIEHEBUX HAHOTPYBOK
I3 HAHECEHUM HAHOPO3MIPHUM OKCHUJAOM LHEPIIO

Ps0 nanokomnosumie eyeneyeei narnompyoxu — CeQ, i3 pisnum emicmom HaHOOKCUOY yepito 6yno cum-
Me308aHO PeaKyiclo 0CAONCeHHs HImpamy yepio y 600HUX po3uuHax Oe3 cmabirizamopa 3a KiMHAmMHOL
memnepamypu. Kinbkicme HaHecenHo2o OKcudy yepiro 8 HAaHOKOMNo3umi eapiroemucs ¢ medxcax 6io 0,66 0o
15,29 %. Kamana3onodibny akmusHicms HAHOPOIMIPHO20 OKCUOY Yepito, BUXIOHUX 8Y2lleyedUuxX HAHOMpY-
00K ma IXHIX HAHOKOMNO3UMIE OVI0 OOCHIONCEHO 8 peakyii po3KaadanHs nepoxcudy 600w 3a pH 8—I11.
binvwicms cunmesosanux HAHOKOMNO3UMIE BUAGAAIOMb KAMANIMUYHY AKMUSHICINb GUWYY, HIJC HEHaHece-
HUll HAHOOKCUO yepir 3a écix pH. 3natideno excmpemanvry 3anedxicHicms 6i0 pH en3umonodionoi akmus-
HOCMI Mamepianie, wo Micmsams HAHOPO3IMIPHUL OKcuo yepiro, i3 pH onmumymom 9,5—10,5. [lokazano, wo
HAHOKOMNO3UMU 3 MEHUIUM BMICIOM HAHOOKCUOY Yepito Oibld akmusHi 8 peaxkyii po3K1aoanHs nepoxkcuoy
6oomio. Le noscuioemocs aznomepayicio Yacmox HAHOOKCUOY i3 3DOCTNAHHAM 6MICIY OKCUOY, WO NPU3B0-
oums 00 3menwenns numomoi nogepxui ma nogepxnesux Ce**/Ce** oepexmis.

KuarouoBi cioBa: karaniTudHe po3KJIaJaHHs, TIEPOKCH] BOIHIO, HAHOOKCH| LIEPit0, BYIVICIIEBI HAHO-
TPYOKH, EH3UMOIOII0OHA AKTUBHICTb.
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HOBI AMIHOKHCJIOTH 3 CYIb®OHOBUM ®PAI'MEHTOM
AK BYAIBEJIBHI BJIOKHA JJIS1 TBEPAO®A3ZHOI'O
HEIITUIHOI'O CUHTE3Y

Cunmes306ano HO8y AMIHOKUCILONTY 3 CYbhoHosUM (pazmenmom — 2-amino-2-(1, 1-diokco-1A°-mionan-3-in)-
oYymoegy KUciomy Ha OCHO8i mempaziopomiogen-3-ony 3 guxopucmanusam memoody bioxepepa ma aminy-
sanHam ocHosu Lluggha. Pospobneny memoouxy YCHiWHO 3ACMOCOBAHO Ol 00EPHCAHHA 2-AMIHO-3-
Memancynb@oninnponanogoi xucromu 3 yucmeiny. Cmpykmypu ma yucmomy HOBUX CUHME308AHUX
CYbGOAMIHOKUCION 6CMAHOBIIEHO 3a 0onomo20i0 ' H AMP cnekmpockonii ma Xxpomamo-mac-cnekmpomempii.

Ooepoicani  amMiHOKUCIOMU 3 YUKATYHUM CYIb@OHEMICHUM (DpasMeHmom € NepCneKmusHUMY  OJis
BUKOpUCMAHHA K 0Y0igenvHi ONOKU V mEepOOPa3HOMY NeNnmuOHOMY CUHMESI, WO BIOKPUBAE WIAX 00
POSUWUPEHHSL XIMIYHUX MA PapMaKoN02iuHUX 1ACMUBOCMEN HOBUX CHOTYK.

Kirouosi ciaoBa: amiHokuciaoTH, cyibponan, 1AS-rioman-1,1-miokcun, 2-amino-2-(1,1-miokco-1A°-
TioJIaH-3-171)0IITOBA KUCIIOTA, 2-aMiHO-3-MeTaHCYIb()OHUITPONIaHOBA KUCIIOTA.
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Beryn

AMIHOKHCIIOTH — OCHOBHUI Oy/IiBeNIbHUI MaTepi-
I JyIs CUHTE3y OUIKIB, (hepMEHTIB, TOPMOHIB Ta 0a-
raTrhOX IHIMX 010JIOTIYHO BAXKIIMBHX CIIONYK. Moau-
(ixoBaHi pisHUMH (apMakoQOPHUMHU 3aMiCHUKAMHU
aMIHOKHCJIOTH IIMPOKO BHKOPHCTOBYIOTHCS ISt
CIPSIMOBAHOTO CHHTE3Y PEYOBHH 13 33J]aHOK0 0i0II0-
TYHOIO aKTUBHICTIO. BOHM 3HaXOIATh 3aCTOCYBaHHSA
pyA po3poOIIeHHI OioHAHOMATEpialliB Yy TKaHWHHIN
1HKeHepil, a TakoX CIYryloTh MapKepamu JiKiB
Y JKUBHX oprasizmax [1; 2].

Yemnixu mpoTeoMiKU CTUMYITIOIOTH iHTEpeC 10 HO-
BUX CHHTETHYHHX aMiHOKHCIOT. Bukopucranus ta-
KHX aMiHOKUCIIOT Y TBepAo(a3HOMY HENTHIHOMY
CHHTE31 JIaCTh 3MOT'y KOHTPOJIFOBAaTH aKTUBHICTh 0i0-
JIOT1YHO BaxkMBHX nentuais. [lorpeba B HOBUX mer-
THUIHUX CTPYKTYpax Il AU3aifHy HOBHX JTiKapPCHKUX
3ac00iB HUHI He3MiHHO 3pocTae [3]. OcraHHi foci-
JOKEHHS aMiHOKHCIIOT 13 Cyb(hOHOBHMH (pparMeHTa-
MU BUSIBWIIH iXHIO e(DeKTUBHY iHTiOytouy mito [4; 5].

AKTyalbHIM € PO3IIUPEHHS CHEKTPa HOBHUX aMi-
HOKHCJIOT, LIO0 MICTATh CyAb(OHOBUH (parMeHT,
3 METOI0 iX BHKOPHCTAHHS SK Oy/iBEJIbHUX OJIOKIB,
10 BiJIKpUBA€ MEPCHEKTUBY CTBOPEHHA HOBHX 0i0-
JIOTIYHO AKTUBHHUX CIIONYK.

Mera Haioi poboTu nossiraiga B po3poOieHHi Ta
OTIPAITIOBaHHI METOJMK CHHTE3y aMIiHOKHCIIOT i3
cyabhoHOBUMH (parMEHTaMH JUIsl 1X TOJAIBIIOrO
BUKOPHCTaHHS y TBepro(}a3HOMY MENTHAHOMY CHH-
Te31, a TAKOXK PO3LIMPEHH] CIIEKTpa MOXiTHUX aMiHO-
KHCJIOT Ha 0a3i ofiepyKaHuX Pe3yJIbTaTiB.

Marepianu i MeToau

Tempaciopomioghen-3-on  (Aldrich, 99,9 %),
t =175 °C; yucmein (Merck, 98 %), t =240 °C,
3aCTOCOBYBAIN 0€3 JOJATKOBOTO OUHIIICHHS.

JlonomixkHi peakTHUBH € KOMEpPUiitHO AOCTYIHH-
MU (Aldrich, Fluka, Merck), BukoprcToBYBau ix 0e3
JIONIATKOBOTO OYMILIEHHS. PO3YMHHUKY OyI0 OYHIIIEHO
3T1JIHO 31 CTaHIapPTHUMH MPOIETyPAMH.

KoHnTponb 3a XomoM peaxiiiii i YMCTOTOI0 CHHTe-
30BaHMX CIIOTYK 3iHCHIOBAJI METOJJOM TOHKOIIIAPO-
Boi xpomarorpadii (TLIX) na mmactunax «Silufol-
UV-254y, enfoeHT — NIeTHIOBUM eTep; MPOsSBICHHS
XpOMaTorpaM IPOBOJAWIIH B TTapax Homy.

Po3ninenns cyminiel mpoBOAMIH 32 JOTIOMOTOO
KOJIOHKOBO1 Xpomarorpagii Ha KOJIOHII 3aBBUIIKH
35-45 cM, niameTpoM 2,5 cM, 3alIOBHEHIN CHITIKare-
nem (70-230 mesh) y rekcaHi, sIK €TIOEHT BHKO-
PUCTOBYBaJIM JIiCTHJIOBUH eTep 1 CyMilll eTwiarie-
tar-rexcad (1:2,1:1).

MoHo6MiHHY xpoMaTorpadiro MPOBOIHITH Ha CHITb-
HOKHUCIIOTHOMY KaTioHiTi B H-hopmi, Mapku «KY-2-8».

BynoBy cnHTE30BaHMX CIONYK HiATBEPIKYBAIN
3a oromororo crekrpis 'H SIMP, siki Gynu 3anmca-
Hi Ha cnekTpomerpax Varian VXR, Varian Unian
Plus, Bruker Avance DRX 3 po6ouoro dacToToro
300, 400 Ta 500 MI 1 BigmoBigHO.

ExcnepuMeHTaIbHA YaCTHHA

Ooepoicannsn 2-amino-2-(1,1-0iokco-12°-mionan-
3-in)oymosoi kucromu (1)

Cmaoia 1. Cunmes mempaziopomioghen-3-ony (2).
Po3zunn 100 1(0,98 Mos1b) TeTparinporioden-3-ony (3)
y 800 M MeTaHOIy 0X00KYI0Th 710 0 °C 3a fomo-
MOTO0 0aHi 3 JTHOJIOM Ta JOAAIOTh MOPIISIMU HATPIN
6oprizpun 18,6 v (0,49 mons). IlotiMm peakmiiiny
CYyMINI 3aJIMIIAIOTh TEPEMIIIyBaTUCSA MPOTATOM
12 ron 3a kiMHaTHOI TeMmepaTypu. Ilicas mporo pe-
aKIiiHy CyMIlll BUIAPOBYIOTH IiJI BaKyyMOM IO
KOHCHCTEHIIIi TyCTOTO CHPOMY, PO3YHHSIOTH
y AMXJIOpMETaHi, MPOMUBAIOTH BOa0I0 (3 X 300 M)
Ta HacuueHnM pozurHoM NaCl (2 x 300 mu). Bucy-
IIYIOTh HaJl HATPid cynbhaToMm. BumapoByroTs po3-
yuHHUK. Buxin 101t (99 % Bim TeopeTHYHOTO).
Cnexrp 'H SIMP (400 MI'u, CDCL/TMC, 6 m. 4.):
1,84 (m, H, CH,); 2,13 (xagpymner, 1H, CH,);
2,8 (n, 1H, CH,); 2,87 (1, 1H, CH,); 2,93-3,2 (1, 2H,
CH,); 4,6 (m, 1H, CH).

Cmaois 2. Cunmes 3-mezunmempazciopomiogpe-
Hy (4). Pozunn 79r (0,76 Monb) TeTparigporio-
(hen-3-omy (2) y 800 M1 TUXIIOPMETAaHY OXOJOMKY-
1016 10 0 °C 3a momomororo 6aHi 3 1boaoM. Jloma-
101h 92 1 (0,911 Monb) Tpuetnnaminy. [licns 1poro
nonaroth no kpamisix 1044 r (0,911 mons) metan-
cynbdoxnopury. PeakiiitHy cymilr 3auImaroTh me-
peMilryBaTucs npoTaroM 12 roj 3a KiMHATHOT TeM-
nepatypu. PeakiiiiHy Macy NpOMHBAIOTH BOIOIO
(3 x 400 M), BUCYLIYIOTh HAJ HATpiil Cyab(aTom
Ta BUIAPOBYIOTH IUXJIOPMETAH Mia BakyyMoM. Bu-
xix 131 1 (95 % Bix TEOPETUYHOTO) KOBTOT PiHHU.
Cnexrp 'H SIMP (400 MI'u, CDCL/TMC, 6 m. 4.):
2,8 (m, 1H, CH,); 2,47 (m, 1H, CH,); 2,95 (m, 2H,
CH,); 3,05 (¢, 3H, CH,); 3,4 (M, 2H, CH,);
5,42 (m, 1H, CH).

Cmaoia 3. Cunmes 3-tiooomempaciopomiogpe-
Hy (5). do po3uuny 115,5 r (0,683 moib) 3-me3uin-
terpariaporiodeny (4) y 600 M1 anieToHy T0Jar0Th
omHiero mopuiero 407 r (2,7 Monb) HATpid Hoaumy.
Peakniiiny Macy mnepeMmillyioTh NPH KW SITiHHI
MPOTATOM TPHOX AHIB. XiJ peakiii KOHTPOIIOIOTH 3a
noromororo  criekrpockorii  'H SIMP.  Peaxkuiitny
Macy BiJ(iIBTPOBYIOTh, BUMIAPOBYIOTH AIlCTOH MiJl
BakyymoM. Buxin 140t (91 % Bixg TeopeTHdHOTO)
TeMHO-KopraHeBoi B s13koi pimuau. Criekrp 'H SIMP
(400 MI'y, CDCL,/TMC, 6 M. 1.): 2,26 (m, 1H, CH,);
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2,45 (m, 1H, CH,); 2,9 (m, 1H, CH,); 3,0 (m, 1H,
CH,); 3,17 (m, 1H, CH,); 3,39 (m, 1H, CH,); 4,32
(m, 1H, CH,).

Cmaoia 4. Cunme3 emun-2-[(Ougerninmemuni-
Ooen)aminojayemamy (6). o cycnensii 3083 T
(2,21 MoNb) TiAPOTEHXJIOPHUI eTHIaMiHOETaHOATy
B 1 JT TuXJIOpMeTaHy MpH MepeMillyBaHHI JOAA0Th
mo kpamwsix 400 r (2,21 mone) audeHimiMiHy 32
KIMHATHOI TeMIIepaTypu 3 BUKOPUCTAHHAM BOJSHOI
0aHi [T MOTTMHAHHS HAJUIUIIKY TEIUIOTH, 10 BU-
JtseThes. PeakiiiHy cyMilll mepeMilnyroTh MPOTsi-
rom 10 rox 3a KiMHaTHOI TemmeparypH, QiIbTpy-
I0Th, OJICpKaHUK (ITbTpPaT BHIIAPOBYIOThH i Ba-
kyymoMm. Buxin 584t (99 % Bing TeopeTHdHOrO)
oBTOI KprcTamiunoi pedosunu. Crekrp 'H SIMP
(400 MI'u, CDCL/TMC, 8 m. u.): 1,21 (1, 3H, CH,);
4,2 (x, 2H, CH,); 5,25 (c, 2H, CH,); 7,18-7,62
(m, 10H, 2C H,).

Cmaois 5. Cunmes emun-2-[(Ougeninmemunioen)-
amino]-2-(mionan-3-in)ayemamy (7).  do 800 mn
teTpariapodypany monarote 34,23 v (0,3 MoIb) Ka-
i mpem-OyTHnaTy, 0XoI0LKy0Th 10 0 °C (Ip075-
Ha 0aHs) Ta 3aBaHTAXYIOTh ONHIEI0 Topiieo 81,6 T
(0,3 mMomnb) etun-2-[(andeHiIMeTHITi IeH )-aMiHo |a1ie-
taty. CyMmill BUTPUMYIOTH npoTsroM 30 XB Ta noja-
10Th 10 Kpamax 59,5 r (0,278 monp) 3-ifiogoterpa-
rigporiodeny (7). PeakuiiiHy macy BUTPUMYIOTh
IpU TEepeMilllyBaHHI 3a KIMHAaTHOI TeMIlepaTypu
mpoTsiroM Houi. [Ticis mboro BUMapoBYOTh TETpa-
rizpodypaH mif BakyyMoM, JOJAal0Th BOLY Ta EKC-
TParyroTh eTWianeTaToM. EXCTpakT mpoMHUBAIOTh
HACHYCHUM PO3YMHOM HATPid XJIOPHUIY, BHCYIIY-
FOTh HAJ HATPiId CyJIb(paToM i BHIIAPOBYIOTH PO3-
YMHHUK 1] BakyyMoM. Buxizn 79 r (81 % Bix Teope-
THYHOTO) >k0BTOro mopomky. Crexkrp 'H SIMP
(400 MI'u, CDCL/TMC, 8 m. u.): 1,28 (1, 3H, CH,);
1,72 (m, 1H, CH)); 2,2 (m, 1H, CH,); 2,75-3,2
(m, 4H, 2CH,); 4,1 (M, 2H, CH,); 4,2 (xBazpymuer,
2H, CH,); 7,15-7,68 (m, 10H, 2C H,).

Cmaoisn 6. Cunmes emun-2-amino-2-(mionan-3-
in)ayemamy (8). 1o 79 r (0,225 monsw) etnn-2-[(ou-
¢deninmerniigen)amino]-2-(Tionan-3-im)amera-
1y (7) nmomaroth 750 MI MeTHIIMpen-0yTHIOBOTO
etepy Ta 750 Mt 1 M posunny HCI Ta iHTeHCHMBHO
MePEeMIlIyoTh POTITroM 2 rof. BigokpemiieHy Boa-
Hy a3y J0IaTKOBO NPOMHBAIOTh METHIImpem-0y-
THI0BUM etepoM (3 x 300 Mu1) Ta michs TogaBaHHS
HEBEJIMKHMU TOPLIsSMH HaTpii rigpokapOoHaTy mne-
pemimryioTh 10 pH = 8-9. Etnin-2-amino-2-(tionan-
3-im)anetar (8) 3 BogHOI (pa3u eKcTparyrTh eTHII-
arieratoM. OpraHiyHi €KCTPaKTH BHUCYIIYIOTh HaJl
HaTpiil cynb(haroM, BUNAPOBYIOTh PO3YMHHMK Mif
BakyymoM. Buxin 40T (94 % Big TEOpEeTUUHOTO)
xoBTOl MacnsHucroi piguau. Cnekrp 'H AMP
(400 MI'u, CDCL/TMC, 6 m. u.): 1,2 (1, 3H, CH,);

1,75 (m, 2H, CH,); 2,1 (m, 1H, CH,); 2,38 (m, 1H,
CH,); 2,65-2,9 (m, 2H, CH,); 3.4 (m, 1H, CH); 4,1
(n, 1H, CH); 4,2 (x, 2H, CH,).

Cmaois 7. Cunmes 2-amino-2-(mionan-3-in)oy-
mosoi kuciomu (9). Jlo cymimi 40 (0,211 MoJb)
eTun-2-amiHo-2-(tionan-3-in)auerary (10) momarots
6 M pozuna HCI. PeakmiiiHy cymilll epeMilyoTh
npoTsiroM 12 rog, micis 4oro BUNApOBYIOTh BOLY Mif
BakyyMoM. Buxin 28,2 T (83 % Bim TeOpeTHYHOTO)
KOBTOI KpucTaniunoi pedoBund. Croekrp 'H SIMP
(400 MI'y, DMSO/TMC, 6 m. u.): 1,7 (m, 1H, CH,);
2,2 (m, 1H, CH,); 2,6-2,9 (m, 4H, CH,); 3,7 (m, 1H,
CH); 3,95 (n, 1H, CH); 8,75 (c, 3H, NH,CI).

Cmaoia 8. Cuumes 2-{[1-(mpem-6ymoxcu)eme-
Hinjamino }-2-(mionan-3-in)oymosoi xucromu (10).
Ho po3uuny 19,65 (0,122 monb) 2-amiHO-2-(Tio-
nan-3-im)onroBoi kucnotd (9) y Bomi (74 mu) Ta
anetoHi (111 M) nonaroTh ofHiero mopiieto 48,5 r
(0,35 monp) kamiii kapOoHary. CyMilll OXOJOMIKY-
1o1b 10 0 °C 3a monomororo 6ai 3 npomoMm. Ilicis
YOT0 JI0IAI0Th 1O Kparuisix nmpotaroM 10 xB po3unH
55r (0,25 monp)  nmumpem-OyTHIAMKApPOOHATY
B 40 Mn Terparigpodypany. PeakiiiiHy Macy Bu-
TPUMYIOTh IIpU IepeMilryBaHHi 12 rox 3a KiMHaT-
HOi TeMIepaTypH, BHIIAPOBYIOTH Il BaKyyMOM,
a BiJJOKpeMJIeHY BOJIHY (a3y MPOMHUBAIOTH H-TeKCa-
HOM (3 x 50 Mut). BomHy (hasy miaKHCITIOIOTH 3a J10-
MOMOTOI0  JIMMOHHOT ~ KHCJIOTH, EKCTParyiTh
IUXJIOPMETAHOM Ta BHCYIIYIOTH HaJ HATpii Cynb-
¢arom. Buxin 28,2t (88,5 % Bix TEeOpeTHUHOro)
cBiTn0-x0BTO1 pinnau. Criekrp 'H SIMP (400 MI'n,
CDCL/TMC, 6 m. u.): 1,4 (¢, 9H, CH,); 1,74 (m, 1H,
CH); 2,14 (m, 1H, CH,); 2,52 (m, 1H, CH,); 2,64 (M,
1H, CH,); 2,86 (m, 3H, CH,); 4,44 (n, 1H, CH).

Cmaoin 9. Cunmes 2-{[1-(mpem-6ymokcu)eme-
HinJamino}-2-(1, 1-0iokco- 1A>-mionan-3-in)oymosoi
kucaiomu (11).  Pozumn 1591 (0,061 momns)
2-{[1-(mpem-OyTokcu)eTeHin|amiHo } -2-(TionaH-3-
im)orrroBoi kucyotu (10) y 100 Ma quxiopMeTaHy
oxonokytoTh 10 0 °C 3a momomororo OaHi 3 JIbO-
JoM Ta gomatoth mopuismua 32,5t (0,16 Momb)
M-XJI0opHaaOeH30iHo1 kucnotu (85 %) mpoTarom
1 rox. PeakiiiiiHy Macy npu niepeMilllyBaHHI BUTPH-
MYIOTh 32 KIMHATHOI TeMIIEpaTypH MPOTATOM HOYI.
Peaxkmiiiiny Macy 0X0OJOMIKYIOTh 3a JIOIIOMOTOFO JIbO-
JsiHOT OaHi, (PIIBTPYIOTH MiJ BaKyyMOM, OCaj Ipo-
MHUBAIOTh XOJIIOIHUM TUXJIOPMETaHOM Ta BUIIAPOBY-
10Th po3unHHUK. Buxin 13,6 r (76 % Bin TeopeTny-
HOr0) OUIOro KpHCTATyHOrO mMopomky. CHekTp
'HAMP (400 MI'u, CDCL/TMC, & m.u.): 1,42
(c, 9H, CH,); 2,05 (m, 1H, CH,); 2,33 (M, 1H, CH,);
2,85-3,35 (M, 4H, CH,); 4,5 (m, 1H, CH); 5,51
(m, 1H, CH); 10,85 (¢, 3H, NH,CI).

Cmaois 10. Cunmes 2-amino-2-(1,1-0iokco-12°-
mionan-3-in)oymoegoi kucromu (1). o 250 mn
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niokcany, sikuii Hacudenuit HCI, 3aBaHTaXyrOTh
13,6  (0,0463 monb) 2-{[1-(mpem-GyTOoKCH )eTeHIN|
amino }-2-(1,1-miokco-1A%-Tiogan-3-i1)onToBoi  Kuc-
notu (11) Ta mepeMirnyoTh 3a KIMHaTHOI TeMIIepary-
pH mipotsAroM Houi. ITicist 4oro BUMapoOBYIOTH PO3-
YUHHUK, TPOMUBAIOTH MCTI/IHWlpem-6yTI/IHOBI/IM €TC-
pom. Buxin 8,3 (93 % Bim TeopeTuuHOr0) Oi10TO
kpuctasiyHoro  nopowky.  Cnekrp  'H SIMP
(400 MI'n, D,O/TMC, 6 m.4.): 1,95-2,25 (m, 1H,
CH,); 2,45 (m, 1H, CH,); 2,95 (m, 1H, CH,); 3,1-3,25
(m, 2H, CH,); 3,45 (m, 2H, CH,); 3,85 (1, 1H, CH).

Ooepoicanusi  2-aMiHO-3-MEeMaHCYIbHOHIINPO-
naroeoi kuciomu (12)

Cmaoia 1. Cuumes 2-amino-3-(memuicynvgho-
nin)nponanogoi  kuciomu (13). Pozamn 100 r
(0,826 monp) mucreiny (14) y 400 mn meraHomy
0x0JIO/pKYI0Th 110 0 °C 3a mormoMoror 0aHi 3 JbO-
JIOM 1 IOJAIOTh 1O KpaIvIsiX B iHEpTHIM arMocdepi
aprony po3uuH 199,58 r (1,735 monp) TeTpameTni-
ryasifiny B meranoui (300 mu). ITicns nporo 1o pe-
aKIiAHOI CyMilll JONAIOTh MO Kparuiix pO3YrH
117,4 r (0,826 Monb) MeTHIIHOAUAY B TETpariapo-
¢dypani (100 mi). PeakmiiiHy Macy mepeMillyloTh
npotsiroM 1 rox npu 50 °C. Ilicnst 4oro BUMapoBy-
IOTh PEaKIiiHy Macy, MiJKHUCISIOTh SKBIMOJILHOIO
KUTBKICTIO XJIOPHIHOT KUCIIOTH Ta IPOMHUBAIOTH PO3-
YiHOM Bosia — etaHou (4 : 1). Buxin 84,7 r (76 % Bin
TeopernyHoro) Oinoro noporky. Crnexrp 'H SIMP
(400 MI'u, CDCL/TMC, 6 m. 1.): 2,0 (¢, 3H, CH,);
2,8-3,0 (m, 2H, CH,); 3,8 (1, 1H, CH).

Cmaois 2. Cunmes 2-{[l-(mpem-Oymokcu)eme-
HinJamino }-3-(memuncynvonin)nponanosoi Kucio-
mu (15). CuHTE3 MPOBOIATH 32 METOIUKOIO aHAJO-
riuHo cranii 8 (omepkanns 2-amiHo-2-(1,1-miokco-
1AS-tioman-3-ix)orrroBoi kuciaoru) i3 30 (0,22 MoIb)
2-aMiHO-3-(MeTHJICYNIL(OHILT)IPOAaHOBOI  KHUCIIO-
TH (13) 13 BKa3aHUM MOJIBHUM CITiBBiTHOIIICHHSIM pe-
areHTiB crafii 8. Buxix 46,47 r (89 % Bin TeopeTny-
Horo) 6inoro nopormky. Crexkrp 'H IMP (400 MI'1,
CDCL/TMC, 6 m. u.): 1,4 (¢, 9H, CH,); 2,2 (c, 3H,
CH,); 3,0 (m, 2H, CH,); 4,5 (1, 1H, CH).

Cmaoia 3. Cunmesz 2-{[I-(mpem-6ymoxcu)eme-
HI]amino}-3-(MemancyniboHi)nponanosoi  Kucio-
mu (16). CuHTE3 NIPOBOAATH 32 METOAMUKOIO aHAJIOT Y-
HO cramil 9 (omepxkamus 2-amiHo-2-(1,1-miokco-1A%-
TionaH-3-in)ouroBoi kucioTu) i3 46,47 r (0,198 Moib)
2-{[1-(mpem-6yTOKCH)eTEeH1JI|aMiHO } -3 (METHIJI-
Cynb(QOHLT)MponaHoBoi KucioTu (15) i3 BkazaHUM
MOJIBHUM CITIBBIJIHOIICHHSIM pearcHTiB ctaii 9. Bu-
xin 43,8t (83 % Big TEOPETHYHOTO) >KOBTOTO IO-
powky. Cnexrp 'H AMP (400 MI'u, CDCL/TMC,
o m.u.): 1,4 (c, 9H, CH,); 3,22 (c, 3H, CH,); 3,75
(M, 1H, CH); 3,95 (1, 1H, CH,); 4,4 (m, 1H, CH,).

Cmaois 4. Cunme3s 2-amino-3-memancynvomin-
nponauosoi xkuciomu (12). CUHTE3 TPOBOIATH 3a
METOIMKOI aHajorigno cramii 10 (omepikaHHS
2-amino-2-(1,1-giokco-1AS-Tiogan-3-ix)onToBoi
kucioty) i3 37,5t (0,14 monw) 2-{[1-(mpem-0y-
TOKCH)eTeH1I|aMiHO }-3-(MeTaHCyIb(OHIT)Ipomna-
HOBOI KHCIIOTH (16) 13 MOJIBHUM CIiBBiTHOIICHHSM
pearenTiB crazii 10. Buxin 25,5 r (93 % Bix Teope-
THYHOTO) O17I0T0 KPUCTATIYHOTO MOPOIIKy. CrieKTp
'H AMP (400 MI', D,O/TMC, § m. u.): 3,22 (c, 3H,
CH,); 3,75 (m, 1H, CH); 3,95 (n, 1H, CH,); 4,4
(m, 1H, CH,).

PesyabraTn Ta 00roBOpeHHs

IlepcieKTUBHUMH IJIS1 CHHTE3Y Pi3HOMaHITHHX
cnonyk € cynbdonanu (17) i (19) (puc. 1) 3apnsku
BiJHE/laBHA 3/iliCHEHOMY €(EeKTHBHOMY METOIY
OKUCHEHHs Tionany (3) Ta Tiany (18). L{i ketoHn
MICTATh aKTHBHY METHMJICHOBY 1 KapOOHUIBHY IpY-
M, IO JIa€ 3MOTY 3IiMCHIOBATH 3a IX JOIOMOTOIO
HEeOoOXiHI IepeTBOpeHHs [6; 7].
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Puc. 1. Cxema cunresy cynbgonanis (17) i (19)

OCHOBHHMH HEPETBOPEHHSAMM LUX KETOHIB, SIKi
OIKCaHi B JIITEPaTypPHUX JKepeliax, € TeTepOIUKIIi-
3al1ii i3 3aCTOCYBaHHSAM METHJICHOBOI 1 KapOOH1IbHOT
rpym [8; 9]. OOMexeHHsI CHHTE3IB 3a JOTOMOTO0
[IUX PEYOBHH MOB’s13aHO 3 cumiibHOI C-H xucnotHi-
CTIO METHJICHOBOI T'PYIIH, SIKa POOUTH HEMOKIIHBUM
P KIIACHYHUX peakiiil 3a KapOOHIIFHOK TPYIO0
JUTS Ofiep KaHHsI BIAMOBITHUX aMmiHokuciot [10; 11].
s ycyHeHHs 11i€l pobnemu pu po3poOIIeHH] Me-
TOAWKH CHHTE3y aMIHOKHCIIOT 13 CylTb()OHOBUM
(parMEHTOM y LUK SK BHUXIJHY CIIOIYKY BHKO-
PHCTOBYBAIH TiOJIAH 3 KAPOOHUILHOIO TPYIIOIO B Tpe-
THOMY TOJOXKEHHI. Lle mo3Bonmmio Ges3mneperkogHo
MIPOBECTH BIMOBIIHI peakIlii Mo KapOOHUTbHIN Tpy-
i, a MOTIM OKHCHIOBAaTH aroM CylbQypy 3 yTBOPEH-
HAM TionaH-1,1-muokcuaHoro ¢pparmenta [12; 13].

Jis onmepkaHHS aMiHOKHCIIOT BUKOPHUCTOBYBa-
T OAWH i3 KJIACHYHUX METONIB CHHTE3Y — METOJ
Broxepepa, a Tako METOA OJIEPKAHHS aMiHOKHCIIOT
NUIAXOM aykiuToBaHHsA ocHOBH Illudda dpparmen-
TOM, IO OAEP>KaHWH 13 BUXIIHOTO TETParipoTio-
(hen-3-ony.
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Ooeporcanns 2-amino-2-(1,1-0iokco-115-mionan-
3-in) oymosoi kucromu (1)

Hns omepkanHs kucnotu (1) motpi6Ho OyIo,
MO-TIepIIie, BBECTH peakiiHO3IaTHY (YHKI[IOHATb-
Hy Tpymy AJs aJKiTIOBaHHS BiANOBITHOI OCHOBH
[upda, no-apyre, OKUCHUTH CYITb(Yp, HE MOIIKO-
JIMBIIH TIPH IIbOMY iHIII BXe HAsIBHI (DYHKI[IOHATBHI
TPYIIH.

Jis nporo cmepiuly BiAHOBHIM KapOOHUTBHY
IpyIy TeTpariiporioeH-3-oHy 3a JOMOMOTO0 Ha-
Tpifi Ooprigpuay 3 YTBOPEHHSM TeTparigpoTio-
¢den-3-omy (2) (puc. 2).

Jist 3ano6iraHHs CIIHIOBAaHHIO peakiiitHol Macu
BiZTHOBITIOBAIFHHUI pEareHT JONaBalyd HEBEITHUKHMH
MOPLISIMU MIPOTSTOM JIeKinbKox roauH. IIpore mepe-
Barolo -OT0 METOMY BiTHOBIICHHS € BUCOKHI BiJICO-
TOK BUXOAY IPOAYKTY BiJl TEOPETUUHO PO3PAXOBAHO-
T0, & TAKOXK BUCOKA YHCTOTA IPOAYKTY, IO JO3BOJISIE
BiJIMOBUTHCS BiJl TOJATKOBOTO OYMIICHHS TETparif-
potiodpen-3-oiy (2). IliaTBep/KEHHAM YTBOPEHHS
Terparigporioden-3-omy € nosisa B criekrpi 'H SIMP
cnonyku (2) XapakTepHOTO  MYNBTHUIUIETY  IIPH
4,3 M. 4., 10 MiATBEP/KY€E BiTHOBIEHHS KapOOHLIb-
HOI TPYIIH OO CIIUPTOBOI.

J1s akTHBYBaHHS T1IPOKCUIBHOI TPYMH 1i aru-
JIOBATM METAHCYNb(OXIOPHIOM 3 OJCPKAHHIM
3-mesunrerparigporiopeny (4). Peakuis karamizy-
€THCS] TPETHHHUMH aMiHAMH, TOMY SIK OCHOBY BHKO-
PHCTOBYBAJIN TPUETHIAMIH.

NH + H3N\)K
o

CH
0/3

[Nepeara oOpaHOrO METONY OEpPIKaHHS MOJISTAE
B IPOCTOTI MPOBEACHHS PEaKIii, BUCOKOMY BHXOMi
BITHOCHO TEOPETHYHO PO3PAXOBAaHOI MacH, a TaKOXK
BHUCOKIi YHUCTOTI ofiep>KyBaHOTro mpoxaykTty. [losiBa xa-
PaKTEpPHOTO CHHIIIETY METHIILHOT rpyr 1ipu 3,05 M. 1.
y cmektpi 'H SIMP orpumanoro mpomykry (4) mia-
TBEPIMIIA TIPHETHAHHS ME3MITFHOTO 3aMiCHHUKA.

Jns BBeJeHHsA B TiOJaH BiAXiTHOI peakiiiHoO-
3MaTHOT (PYHKITIOHANBHOT TPy ME3WJIOKCHUTPYITY
B cronyui (4) 3amingyBany Ha Hox 3 YTBOPEHHSIM
3-fionoterparigpotiodeny (5). Peakmist Hykieo-
¢hiTpHOTO 3aMIIIEHHS MPOXOAWIa ECHIOTEPMIUHO.
BumnasinHsg ocally HaTpieBOi COMi METaHCYIb(POHO-
BO{ KUCIJIOTH ITPU MPOXOXKEHHI peakuii Ta HeBeIHKi
MacH 3aBaHTakeHHs (10 20 ) 3-Me3mnTeTpariapo-
TioeHy (4) 103BONIMIIN HIISIXOM (iIBTPYBaHHS pe-
aKIidHOi Macu 301IBIIYBAaTH BUXIJ MPOIYKTY (5).
Y 1ol yac sk mpu 3aBaHTaxeHH1 OibiIe 20 T ONTH-
MaJIbHIIIE BHKOPHCTOBYBAaTH SIK METOX BHIIUICHHS
ekctpakuieto. Coui, IO BUNANK B OCaJ, IPHU PO3UU-
HEHHI Y BOJHIH (a3i 301IbI1yBa i KOSIIiEHT PO3-
noairy MK ¢azaMu MPOAYKTY, IO MOKPAILYBajo
nporec ekctpakiii. [TinTBepkeHHIM HYKIeoDinb-
HOTO 3aMiIllEHHS € 3CYB XapaKTEePHOI'0 MYJIBTUILIE-
Ty METHWICHOBOI TPYImH B CHJBHINIE IIONE OO0
4,32 M. u. y criexrpi 'H SAIMP nponyxry (5).

OcuoBy Iludda (6), HEOOXimHY I CHUHTE3Y
eTwi1-2-[ (andeHinMeTHITIIeH )aMiHo | -2-(TionaH-3-11)-
arerary (2), ofep»KyBaJii, BAKOPHCTOBYFOYH PEAKIIII0
NpUeAHaHHS AUGEHUTIMIHY [0 TiIpOreHXJIOpUIy
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Puc. 2. Cxema cuntesy 2-amino-2-(1,1-miokco- 1A -rionan-3-im)orroBoi kuciortu (1) 3 Terparigporiopen-3-ony (3)
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eTHJIaMiHOeTaHOaTy (ETHUJIOBOTO ecTepy DIILHUHY).
Peakuiis mpoxoauTh MBUIKO 03 €K30TEPMIYHOI pe-
aKIii Ta 3a0e3meuye BUCOKI BUXOIH 1 BUCOKY YHCTO-
Ty OPOIYKTY.

AJkitroBaHHs ojepxkanoi ocHou 1ludda (6)
3-fiogorerparigpoTiodheHoM (5) MPOBOIUIN 3 BUKO-
PUCTaHHSAM Kaliii mpem-OyTuiary sik ocHOBH. Pe-
akmist BigOyBamacst ek3oTepMmiuHo. OpneprkaHui
eTri-2-[(nudeHinmeTI ieH ))aMmino |-2-(TionaH-3-
im)anerar (7) morpeOyBaB I0OJATKOBOTO OUYHMIICHHS
B pa3i BUKOPUCTAHHS SIK I[LILOBOTO MPOIYKTY, IPO-
T€ 3 ONISAY Ha BUCOKHM BUXI1J peakiii ankiloBaH-
Hs1 Oynmo oOpaHO caMe el MeTon CHHTE3Y.

Hnsa onepxaHHs 2-amiHO-2-(TionaH-3-i1)0nTO-
BOT KHCIIOTH (9) NPOBOAMIN MOCTYIOBUM TiAPOIi3
criovatky (parmenTta audeHiIMeTaHiMiHy 3a A0TO-
MOTOK0 PO3BEJICHOI XJIOPUIHOI KUCIOTH 3 YTBOPEH-
HAM 2-amiHO-2-(TionaH-3-im)aneraty (8). [Ipu Bu-
KOPHUCTaHHI PO3BEACHOT XJIOPUIHOT KUCIIOTH CTHIb-
Ha Tpyna He riapomnisdyBanaca. [licnsa ounmeHHs Bia
3aJTUIIKIB aPOMATHYHUX JIOMIIIIOK TIPOBOMIIH PEaK-
mito rigponizy ecrepy (8) mo kucnotu (9) Oinbin
KOHIICHTPOBAHUMH PO3YMHAMH XJIOPHIHOI KHCIO-
TH. 3aCTOCYBaHHsI TOETATHOTO TiIpomidy 3abesre-
YyBaJIo OYMIICHHS OJICP’KAHOTO MPOAYKTY BT JIOMi-
10K y moyaTtkoBomy ectepi (7).

AMIHOKHCIOTY (9) OuuIIyBaJIM 3a JOMOMOTOO
HoHOOMiHHOT XpoMarorpadii. Y pe3ynbTari 1BOCTa-
JIHOTO TIAPOIIi3y, a TAKOXK TOAAJIBIIOT0 XPOMATo-
rpaiyHOr0 OYHINEHHS BHUXia OyB JOBOJII BUCOKHM
3 YUCTOTOIO 110 95 %.

SK CBIAUWTH aHAaNi3 JiTepaTypHUX mxepen [9],
JUTS OKUCHEHHSI aToMa CyJb(Qypy Ti0aMiHOKHCIIOT 3a-
CTOCOBYIOTh MEPOKCH/IH, MOMEPEAHBO 3aXUCTHBIIH
o-aMiHOTPYILy. SIK 3aXMCHY TPYITy BUKOPHCTOBYBAJIH

J&%

= IHE

25 ' 20

PP

_

mpem-0yTOKCUKapOOHITbHY, 1 CHHTE30BaHa ITICIIs
armroBaHHs 2- {[ 1-(mpem-0yToKcH )eTeH 11 |aMiHO } -
2-(tionan-3-im)orroBa kuciora (10) Mmoxke OyTH 3a-
CTOCOBaHa SIK MPOMDKHMI MIPOAYKT Ui TBeprodas-
HOTO TENTHAHOTO CHHTE3y, NI¢ aMiHOKHCIOTa IS
3ano0iraHHs ITOMKOHAEH Al IOBUHHA MaTH 3aXH-
IIEHY (-aMIHOTPYITY.

Leit meron mpueTHAHHA 3aXHCHOI mpem-0y-
TOKCHUKapOOHUTBPHOI TPyNU JO3BOJNWB OAEPKaTH
YUCTUM TNpOoAYyKT. [[nsi momanmpIioro mpoBeAEHHS
0e31meqHoro, M’SIKOTO OKHCHEHHSI aToMa CyIbQypy
3aMiCTh TMEPOKCHIY BOTHIO BHKOPHUCTOBYBAJH
Mm-xnmopHanOeH30iHy Kuciuoty. s omepkaHHS
BUTBbHOI Bij npomimok 2-{[1-(mpem-OyTokcu)eTe-
Hinamino }-2-(1,1-miokco- 1A -Tionan-3-ir)omroBoi
kuciotu (11) HEOOXiAHO € cTajis OYUIICHHS Bif
3aJHIIKIB M-XJIOPOCH30MHOI KHUCIIOTH, ITPOTE BHKO-
PHUCTaHHS IIbOTO OKMCHHKA € OB Oe3MeuHNM.

izpoBY amiHOKHCIOTY (1) CHHTE3yBaIM MiCHs
BiJIICTUICHHSI 3aXUCHOI mpem-0yTOKCUKapOOH1Ib-
HOI TPYIIH B YMOBAaX KHCJIOTO TiIPOJIi3y Ta ONepXKYy-
Bamu 2-amiHo-2-(1,1-miokco- 1A -Tionan-3-im)orro-
By kucioTy (1) y BUDIsIII Tigporenxiaopury. ITicns
YOro JIOJaTKOBO OYHMIIYBaJH CyTb(OaMiHOKHCIOTY
3a JIOTIOMOTOF0 HOHOOMIHHOT Xpomarorpadii.

Crpykrypy 2-amino-2-(1,1-miokco-1AS-Tionan-
3-im)ouroBoi kuciotH (1) MiaTBEpIKYBaU 3a J0-
nomoroto 'H SIMP cnexrpockomii (puc. 3) ta pi-
JIUHHO-PITMHHOI XPOMAaTO-Mac-CIEKTPOMETIi.

XimiuHu# 3cyB, po3TamoBaHuii Ha 3,8 M. 4.,
Bianosinae nporony CH,-rpynu B apyridi nosmmii
J0 cyiab(poHoBOi rpynu. lleit XximiuHUN 3CyB 3Mi-
CTHUBCH B O11b1I cl1a0Ke moJie BiAHOCHO BiAIOBIIHO-
10 3CyBYy, O Bianosigae CH,-rpymi HEOKUCHEHOTO
cynbdypy aMiHOKHCIIOTH.
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Puc. 3. Cuexrp SIMP 'H 2-amino-2-(1,1-niokco-1A%-Tionan-3-in)ourosoi kucnoru (1)
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Kpim Toro, XiMi4Hi 3CyBH NMPOTOHIB y Jiana3oHi
Big 2,1 M. 4. 10 3,4 M. 4. IOABOIOIOTHCS BHACIIIOK
HasSBHOCTI JIBOX KOH(opMamii i€l cyabhoaMiHo-
KHCJIOTH, SKI KiIBKICHO CITIIBBIIHOCSTBHCS MIXK CO-
0010 SIK IHTCHCHUBHICTh IIMX XIMIYHHX 3CYBIB. 3a jaa-
HUMH XPOMATO-Mac-CIIEKTPOMETPIil, YHMCTOTA Ofep-
xaHoi cynbdoaminokucnotn craHoButh 100 %.
UYac yTpuMaHHS CUTHAITY, 110 BiAOBia€ aMiHOKHUC-
soti (1), craHOBHTE 9 ¢, & BIICYTHICTD 1HIIHMX MIKiB
Ha XpoMarorpami npotsiroMm 1,5 XB 03Hadae BiACyT-
HICTh OyJIb-SIKUX JOMIIIIOK.

Ooepoicanusi  2-amMiHO-3-MEMAaHCYIbHOHIANPO-
narosoi kuciomu (12)

PesynpraTu yCHimHOrO CHHTE3Y CyIb(pOaMiHO-
kuciotu (1), Mo y cBoil OyIOBI MICTUTh ITUKJIIY-
HUil (hparMeHT, BUPIIIMIIN 3aCTOCYBATH [l CHHTE-
3y Cyinb(pOaMiHOKHCIOTH 3 uucTeiny. I[lucrein
€ aMiHOKHCIIOTORO, SIKa IITMPOKO BUKOPUCTOBYETHCS
SIK Y TIENITUAHOMY CHHTE31, TaK 1 B iHIIHX cepax.
Ha ii ocHOBi icHye psia JIKapChbKUX Ipernaparis
3 MPOTUMIKPOOHHMH BIaCTHBOCTIMH. HOBI muisxu
Monu@ikaiii miei aMiHOKHCIOTH JO3BOJATH PO3-
IIUPUTH MEXI1 11 3aCTOCYBaHHS Ta OIOJOTIYHY aK-
THUBHICTb [4; 14].

Jns moyaTKy HpOBOIIIIN CEJNEKTHBHE alIKiIO-
BaHHS 1wmcTeiHy (14) MeTHIHOoMIOM MO aToMy
cynb(ypy 3 YTBOPEHHSIM 2-aMiHO-3-(MeTHIICYab(O-
Hij)mponaHoBoi kucnotu (13). 3anpomoHoBaHa Me-
TOJMKA JIO3BOJISE aJIKIJTIOBATH aToM Cynbdypy 0Oe3
3aXMCTy IHIMX (PyHKIIOHANBHUX Tpyn (puc. 4).
Crijx 3ayBakKHTH, IO 3a II€I0 METOTUKOI0 MOXKHA

TaK 1 apOMaTHYHI NIPU BHKOPUCTAHHI BiIMOBIIHUX
rajoreHiniB. IlpogykT morpeOye OuMINEHHS LUIS-
XOM IePEKPUCTAITI3AIIT 3 BOIU/CTAHOITY.

AnunioBaHHSL aMiHOTpynu kuciotu (13) mus
CTBOPEHHS 3aXUCHOT 110 mpem-0yTOKCUKapOOH1Tb-
HOI TPYyNH 3AIHCHIOBAJIM aHAJOTIYHO JI0 3aXHCTY
amiHorpynu B amiHokucioTi (1). Ilicns okucHeH-
HSl aToMa Cylb(ypy B aIlUIOBaHIM aMiHOKUCIO-
Ti (15) Mm-XmopriepOeH30HHOI0 KHCIOTOI Ta Bif-
IICIUICHHI 3aXHMCHOi TIPYNM B YMOBax KHCIIOTO
Tiapoi3y 2-aMiHO-3-MeTaHCYyIb(OHUIPOIIAHOBY
kucioTy (12) oumiryBanu 3a AOMOMOIOK HOHOO-
MiHHOT Xpomarorpadii.

Crpyktypy oaepskaHoi amiHokuciaoTu (12) Bcra-
HOBJTFOBAJIM 33 JOMTOMOT0I0 criekrpockormii 'H SIMP
(puc. 5) Ta JaHUX XpPOMATO-Mac-CIIeKTPOMETPIi.

V cnexrpi '"H SIMP xiMidnwuii 3CyB, po3TamoBa-
HUH Ha 3,4 M. 4. y BUDJISIAI CUHIJIETY, BiATOBigae
MPOTOHAM METHJIbHOT rpynu. Kpim Toro, xiMiuHi
3cyBH npu 3,95 Ta 4,4 M. 4. y BUDVIIAI AyOJeTiB
Bi/IMOBiZAIOTh MPOTOHAM METHJIEHOBOI IPymH. IX
nepeOyBaHHS B JIOCUThH CIIa0KOMY TOJi CBIAYUTH
PO HAasBHICTH CyJb()OHOBOI rpymu. 3a JOMOMO-
TOI0 XpOMAaTo-Mac-CHEKTPOCKOIMii MiATBEPIKEHO,
10 YUCTOTA OJIepKaHOT aMiHOKUCIO0TH (12) cTaHo-
Buth 100 %.

BucHoBkn

Po3pobneHo Ta onTHMi30BaHO METOAUKY CHHTE3Y
HOBOT aMiHOKHUCIIOTH 3 ITUKJIIYHAM CYJTb(HOHBMICHHM
¢parmentom — 2-amino-2-(1,1-miokco-1A%-rionan-3-
1T)OLTOBOI KHUCJIOTH 3 TETPariipoTiopeH-3-oHy, sKa

BBOJIUTH Di3HI aJIKUTBHI 3aMICHUKH, 5K alidaTu4Hi, BKIHOYA€ JAECATh  CTajdid, 30KpeMa  CTaJiro
H,C
*{__CH,
H;C
OYO
HS ~ NH, HsC—S  NH, HiC—S  NH
CHgl Boc,0 [O]
E— E— —_—
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Puc. 4. Onepxxanns 2-aMiHO-3-MeTaHCyIb(GOHIIIPOnaHoBoi kucnotH (12)
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Puc. 5. Cuexrp SIMP 'H 2-amino-3-merancynbhoHinmponanoBoi kuciotu (12)

© | o9s

60 ' 55 50 ' 45

ankimoBaHHs ocHOBHU IInugda 3 53 % BuxomOM IIi-
mpoBOI pewoBuHHU Ta urctotoro 100 %. Ha ocHOBI
PO3po0IeHOT METOMUKH CHUHTE3y aMiHOKHCIOTH i3
CYIB(OHOBHAM (PparMeHTOM BiIIPaIlbOBAHO METOIH-
Ky UYOTHPUCTAHIHHOTO CHHTE3y 2-aMiHO-3-MeTaH-
CYIB(MOHUIIPOITIAHOBOT KMCIOTH 3 BUXOAOM IITBOBOT
pedoBunH 43 % Bix TeopeTnuHoro. CTpyKTypH HO-
BUX MPOMDKHUX Ta IIUTHOBHUX CIIONYK JOBEICHO Me-
tonoM 'H SIMP criekTpocKotii, & YUCTOTY UiNBOBHUX

KTs r |

35 255 Y ' 15

npoaykTiB (99—-100 %) migTBepIKEHO JAHUMHU XPO-
Maro-mac-criekTpoMeTpii. [IpakTuaHi BUXomu oxep-
JKaHUX aMiHOKHUCIIOT JIO3BOJISIFOTH TIPOBOJMTH JIO/IAT-
KOBI JIOCHIJDKEHHS y TBepA0(ha3HOMY MENTHIHOMY
cuHTe3i. Po3mmpeHHs criekTpa aMiHOKHCIOT, IO
MICTATh CYJTL(GOHOBHI (PparMeHT, 3 METOIO 1X BHKO-
pHUCTaHHSA K OyAiBeJIbHUX ONOKIB y TBepAO(hazZHOMY
MENTHIHOMY CHHTE31 BiIKpHBA€ MEPCIICKTUBY Onep-
JKaHHS HOBHUX O10JI0T1YHO aKTHBHHUX CIIOJNYK.
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Ya. Mykhalionok, S. Pridma, G. Zhalnina, L. Momot, A. Burban

NEW AMINO ACIDS WITH THE SULFONE FRAGMENT AS THE BUILDING
BLOCKS FOR THE SOLID PHASE PEPTIDE SYNTHESIS

The successes of proteomics stimulate the interest to the new synthetic amino acid. Using such amino
acid in the solid phase peptide synthesis will allow controlling the activity of biologically important peptides.
The need for the new peptide structures to design the new drugs has currently been growing. In this regard,
it is very important to expand the spectrum of the new amino acids which contain the sulfone fragment with
the purpose of their use as the building blocks.

The synthesis of the new amino acid with the cyclic sulfone fragment — 2-amino-2-(1, 1-dioxo-11%-tiolan-
3-il)acetic acid from tetragidrotiofen-3-on was developed and optimized. It included ten stages, in particular
the use of Bucherer method and the alkylating of Schiff basis, the output of special purpose compounds was
53 %. The developed method was successfully applied for getting 2-amino-3-metansulfonilpropanoic acid
from a cysteine in four stages with 43 % output of special purpose compounds of the theoretical estimate.
The structures of new synthesized sulfoaminoacids were installed by 'H NMR spectroscopy and the cleanness
of the special purpose products (99—100 %) was confirmed by the data of chromato-mass-spectrometry. The
practical outputs of obtained amino acids allow conducting the additional research in the solid phase
peptide synthesis. The derived amino acids with the cyclic sulfone fragment are perspective for their use as
the building blocks in the solid phase peptide synthesis, which opens the way to expansion of chemical and
pharmacological properties of the new compound.

Keywords: amino acid, sulpholanes, 1A%-tiolan-1,1-dioxide, 2-amino-2-(1,1-dioxo-1A%-tiolan-3-il)
acetic acid, 2-amino-3-metansulfonilpropanoic acid.
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MEXAHOXIMIYHA AKTUBAIIISA
TA ®POTOKATAJIITHYHA AKTUBHICTH
OKCHJIHOI HMHK-MOJIBAEHOBOI KOMIIO3UIIII

Hocniooceno eniue mexanoximiunoi 0o6pooku (npomseom 2, 4 i 8 2ooun 6 ammocgepi nogimps) Ha
61ACMUBOCI  OKCUOHOI  YUHK-MORIO0eHo080i  komnozuyii  Zn/Mo =25 : 75. Ilokazano ymeopeHms
HAHOPOZMIPHUX YACMUHOK BUXIOHUX peaceHmie ma 3miHy ixuboi cmpykmypu 6 npoyeci MXO, wo nonecutye
VMBOpeHHs HOB0I cnoiyku — ¢azu moniooamy yunxy. Kpucmanizayis yiei ¢asu npu nooanvutiii
mepmooopobyi eede 00 YMEOPeHHsL CKIAOHOI KOMNO3UYIL HAHOOUCNEPCHUX OKCUOI8 YUHKY i MOTIOOEHY ma
Moniboamy YUHKY, sIKA BUABJIAE GUCOKY AKMUBHICMb (8Ulgy, HIdIC Yy Mpaouyitinozo gomokamanizamopa
TiO,) y pomoxamanimuurnomy poskradi bapenuxa cagppaniny Ty 600i.

Kurouosi ciioBa: MexaHoximMiuHa 00poOKa, OKCHJTHA IIMHK-MOJTIOICHOBA KOMITO3HITis, POTOKATAII3.
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