YKPAIHA

Il

Soad]
N/

MIHICTEPCTBO OCBITU
| HAYKM YKPAIHU

OEPXXABHUIW OEMNAPTAMEHT
IHTENEKTYAJbHOI
BITACHOCTI

a9 UA 1141280 (3 C2

(51) 7 C07D413/06, C07D263/00,

C07D295/00, C07D498/10, A61K31/422

onuc

A0 MNATEHTY HA BUHAXIO

(54) OKCA3OMIAMHOHWK, 1X COMI, CNOCIB X OAEPXAHHA, ®APMALEEBTUYHUA MPEMNAPAT TA

CrnocIb NOro OOEPXXAHHSA

(21) 94005166

(22) 07.04.1994

(24) 17.09.2001

(31) P 4314378.4, P 4405633.8

(32) 01.05.1993, 22.02.1994

(33) DE, DE

(46) 17.09.2001, bton. Ne 8, 2001 p.

(72) Papparty lNetep, DE, MaHTe Moaxim, DE, HKOpauik
XopcT, DE, Bypuurep XaHHc, DE, lMptoxep XenbmyT,
DE, bepHotat-JaHenoscki CabiHe, DE, Menbuep IBi-
no, DE

(73) MEPK MATEHT 'MBX, DE

(56) SU, 242778 A, 17.09.69.

EP, 0021759 A1, 07.01.81.

EP, 0177326 A2, 09.04.86.

(57) 1. OkcasonuanHoHbl obLen popmynbl |

CH,Y

N
0

rae Y - He3aMeLleHHbIN Unu 3amelleHHbin Ry nune-
puanHo, 1-okca-8-azacnupo(4,5]-aekaH-un mnu 4-Rs-
nMNepasuHOBLIA OCTaTOK, KaXObl M3 KOTOPbIX AO-
NONMHUTENBHO MOXET ObITb 3amelyeH rpynnon OH,
NH>, KapOOHMBHOW rpynmnow,

R1 - deHun, 3ametenHbIi CN, HaN-CHa, (A)2N-CHy,
H2N-C(=NH), HoaN-C(=NH)NH,

Rz - CmHZmCOORs nnm O-CszpCOORs,

roe Rs - H, A vnu 6eHsnn,

Rs - H, A, ChH2,COOR3,

A - ankvn ¢ 1 - 6 aTomamu yrnepogaa,

n=1 unm 2,

p=1unu 2,

m=0, 1 nnu 2,

WK UX COnw.

2. CoeagvHeHve no n. 1, kKoTopoe npefcTaBnseT co-
6on 1-[3(4-ammnamHodeHnn)-2-okco-5-okca3onu-
AVHUIMEeTUN]-NunepnanH-4-kapboHOBYIO KNCMOTY.

3. Cnocob nony4yeHns OKCa3oNMOUHOHOB obLLel
dopmynel (1) no n. 1 unu ero conen, oTNUYarOLWMUNCA
TeM, YTO coeamHeHne popmynbl |

CH,Y
N O
U
o)

roe Ry - penun, 3ametleHHbIi CN-rpynno,

Y - He3aMelleHHbI Unu 3amelleHHbIn rpynnon Rj
nunepuguHo, 1-okca-8-azacnupo[4,5]-aekaH-un wnnm
4-R4-nunepasvHOBbIA OCTaTOK, KaXObl U3 KOTOPbIX
OOMNONHUTENBHO MOXET ObITe 3amelleH rpynnov OH,
NH,, kapOoHunbHOM rpynnow, npudeM R vmm Ry
MUMeIOT yKasaHHble B M. 1 3HayeHus, npespallaloT B
coeguHeHve cdopmynbl (1), rae Rq - denun, 3ame-
LEHHbIX aMUAMHOBOW rpynnon, n Y MMeeT ykasaH-
Hble Bbllle 3HAYeHus, U B cryyae HeobxoaumocTu
coegunHeHve cdopmynbl |, B KOTopon Y MOXET ObITb
He3aMelLLeHHbIN NN 3amMeLlieHHbIn rpynnon Ry nune-
puauHo, 1-okca-8-azacnupo[4,5]-gekaH-un unu 4-R4-
nMNepasuHOBLIA OCTaTOK, KaXKAbl M3 KOTOPbIX AO-
NONMHUTENBHO MOXeET OblTb 3amelyeH rpynnon OH,
NH,, kapboHunbHoOM rpynnon, npuiem R -
CmH2nCOOR3 nmn O-C,H2,COORs3, rae RsH, n=1
unu 2, p=1 vnm 2, m=0, 1 unu 2,

obpabaTbiBalOT OCHOBaHMEM W Nofy4yarT conb op-
Mynbl |, rae Ry n Y nmelot ykasaHHble B n. 1 3Have-
HUS.

4. Cnocob nony4veHusi dapmMaleBTUYecKoro npena-
paTa, OTNMYaloLWMNCA TeM, YTO coeanHeHne obLen
dopmyrbl | Unn ero usmMonornyeckn npuemnemyro
COMb CMELUMBAT C OAHUM TBepAbIM, >XWUOKAM WK
NOMY>XNOKMM HOCUTENeM W MepeBodsaT B MNOAXOAs-
Lyto bopmy OO3MPOBKU.

5. ®apmaueBTUYeCKMIn Npenapat, obnagarowmn nH-
rmoupytoLLert akTMBHOCTbIO CBA3bIBaHUA nbpuHOre-
Ha, BKMIOYaOLLMIA aKTUBHbLIA WMHIPeaueHT u dapma-
LEeBTUYECKN MPUEMIIEMbIA HOCUTENb, OTNIMYaIOWMUMI-
CA TeM, YTO B KayecTBe aKTMBHOIO WHrpedMeHTa OH
cofepXuT coeauHeHve obuen copmynbl | no n. 1
Unn ero U3MonorM4eckn Npuemnemyio cofb B KOnu-
yectBe oT5Mroo 1.

MpropuTeT No NyHKTam 1 NpusHakam:

01.05.93 no nn. 1-5, rae Y - He3amelleHHbIn Ry nu-
nepvavHo, 4-Rs-nnnepasnHoBbI OCTaTOK,

(13) C2
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22.0294 nonn. 1, 2, 3, 4, 5, rae Y - 3amelleHHbIN Ry
nunepuauHo, 1-okca-8-azacnupo[4,5]-aekaH-un wnnm
4-R4-nunepasvHOBbIA OCTATOK, KaXObli U3 KOTOPbIX

OOMNONHUTENBHO MOXET ObITe 3amelleH rpynnov OH,
NH: nnu kapboHUNbLHOM rpynnomn.

I/I306peTeHV|e OTHOCUTCA K HOBbIM COeQUHEHUNAM

copmynbl I
CH,Y

@)
rae: Y o3HavaeT He3aMeLUEeHHbIN UNn 3aMeLleHHbIN
R, nunepuanHo-, 1-okca-8-azacnupol4,5]aekaH-8-un
unu 4-R4-nvnepasnHoBbIN OCTaTOK, KaXabI U3 KOTO-
pbIX, AOMOSIHUTENBHO MOXET OblTb 3aMeLLeH rpynmnon
OH, NHy, kapboHunbHol rpynnoi. Ry - deHun, 3a-
meweHHbIn CN, HaN-CHa-, (A2)N-CHz-, HaN-C(=NH)-,
H2N-C(=NH)-NH-,
R2 - CnHam-COOR? unn -O-C,H2,-COOR?,
Rs - H, A nn 6eHsun,
R4 - H, A, 6eH3un nnu -CnHZn-COOR3,
A - ankun ¢ 1-6 C-atomamu,
m=0,1 nnu 2,
n=1 unm 2,
p=1unu 2,
a TaKke 1Ux conu.

AHarnorm aTux coeguHeHUn n3eecTHbl M3 EP-A1-
0381033.

3agayen n3obpeTeHus SIBNSETCS HalTu HOBble
COEAMHEHNS C LeHHbIMW CBOWCTBaMK, OCODEHHO Ta-
KMMW, KOTOPblE MOXHO MCNOMb30BaThk AN NOMyyYeHns
rniekapCTBEHHbIX MpenapaTos.

Ota 3apava peluaetcsa NpeanoXeHHbIMW HOBbIMU
coeguHeHuamn cdopmynsl |. CoegmHennst oopmynei |,
a TaKke MX ComnbBaTbl U CONMW NPU XOPOLLEN COBMEC-
TMMOCTU 06ragaloT LeHHbIMKU dhapMaKkonormyeckumm
cBoWCTBaMU. B yacTHOCTU, OHM cOepXMBalOT CBA3bI-
BaHue ubpuHoreHa, ¢UOpPoOHeKTMHA U pakTopa
BunnebpaHgaac  UOPUHOreHHbIM  peLenTopoMm
TpamboumToB (rmukonpoTeunH llb)llla), a Takke ces-
3blBaHME TeX Xe caMbIX U APYrMx aaresvBHbIX Gen-
KOB, TaKMX KaK BUTPOHEKTWH, KommnareH W famuH, C
COOTBETCTBYIOLLUMMU pELENTOPaMN Ha MOBEPXHOCTU
pa3nuyHbIX BUAOB KrneTok. CoednHeHus BnusioT, Ta-
KMM obpa3oM, Ha B3anMMOAENCTBUE KreTka-kneTka u
kneTka-matpuua. OHM NpensaTCcTBYIOT, B OCHOBHOM,
06pa3oBaHMI0 KPOBSIHBIX MAACTUHOK M MOTYT MO3TOMY
NPUMEHSTbCS AN neveHnss Tpombo3a, anonnexkcuu,
WHdapKTa Muokapga, BoCnaneHui, apTepuockrepo-
3a.

CoeauHeHuss BNMSOT Ha KNETKW onyxomnewn, npu
3TOM OHUW caepxwuBaloT obpasoBaHve meTacrtas. Ta-
KM 06pa3om, OHV MOTYT MPUMEHATLCS Taikke B kade-
CTBe cpeAcTsa NMPOTMB OMNyXoren.

CoeauHeHns MOryT BbICTyNaTb Kak aHTMMUKPOO-
Hble OuonorMyeckn akTMBHblE BellecTBa, MPeaoT-
Bpalwjalowme MWHGEeKUMN, BbI3BaHHble, Hanpumep,
bakTepuamn, rpubkamy unu gpoxokamu. BewecTtsa
MOryT MCNOMb30BaTbCs, MO3ITOMY NPeanoYTUTENBHO
Kak conyTCcTBylOLIME aHTUMUKPODOHble Buokatanu3a-
TOpbl B Cryyasix, Korga npeanpyvHuMaroTcsl Bmelua-
TenbCTBa B OPraHvM3M M MPUMEHSIIOTCS MHOPOOHbIE
maTtepuanbl, Takue Kak, Hanpumep, GuomaTepuansl,

UMMMaHTaTbl, KaTteTepbl WM KapAMOCTUMYNATOPbI.
OHu JencTBYIOT KaK aHTUCENTUKK.

CsoncTBa coegnHeHuin MoryT 6biTe NoaTBEpXae-
Hbl MeTodamu, onucaHHbiMM B EP-A1-0462960.
CaoepxwvBaHue cBs3n ubpuHoreHa ¢ ubpUHOreH-
HbIM peLenTopomM MOXeT ObiTb MOATBEPXKAEHO Ha OC-
HOBaHMM cnocoba, onucaHHoro EP-A1-0381033.
CoepxwuBatollee gencresune npu obpaszoBaHWn TPOM-
60oUMTOB MOXHO AoKa3aTb B TabopaTOPHbIX YCIOBUAX
no metoay bopHa (Nature 4832, 927-929, 1962).

MNpeomeToM M306peTeHns ABNSAIOTCA Takke Cro-
cob nony4eHns coeauHeHUs ykasaHHow cpopmynei |,
a TaKKe ero conen, 3aKmioyaroLLMAca B TOM, YTO CO-

eguHeHne popmyneil I:
CH,Y

N o (
<
0)

rge: Ry - denun, 3ameleHHbin CN-rpynnon, n 'Y o3-
Ha4aeT He3aMeLlLeHHbIM UNU 3aMeLleHHbIN rpynnon
R2 nunepuanHo, 1-okca-8-azacnupol[4,5]-AekaH-un
unu 4-R4-nvnepasnHoBbIN OCTaTOK, KaXabI U3 KOTO-
pbIX AONOMHUTENBHO MOXET OblTb 3ameLleH rpynmnon
OH, NH,, kapb6oHunbHow rpynnon, npuyem Ro unn Ra
MUMeIOT yKa3aHHble Bbille 3HayeHusl, NpeBpallaioT B
coegunHeHve dopmynel (1), rae Ry o3Havaet ceHun,
3aMellleHHbI aMUaNHOBOW rpynnoin, n Y umeet yka-
3aHHble Bblle 3HAaYyeHus, u, B crnyvyae Heobxogumo-
cTu, kncnoty copmynel |, B kOTOpo Y MOXET ObITb
He3aMelLLeHHbIN NN 3amMelleHHbI rpynnon Ry nune-
pPYUANHO;

1-okca-8-a3acnupo[4,5]-aekaH-un - nunn  4-R4-nvne-
Pa3snHOBbLIN OCTATOK, KaXAbld U3 KOTOPbIX AOMOSHM-
TeNbHO MOXeT ObiTb 3ameweH rpynnon OH, NHa,
KapOOHMIBHOW rpynnow, Npuyem

R2 o3HavaeT CyHomCOOR3 mnn O-C,H2,COORs3;

rae Rs=H,

n=1 unm 2,

p=1unu 2,

m=0,1 nnu 2,

obpabaTbiBalOT OCHOBaHMEM W NomnyyarT conb dop-
mMynbl |, rae Ry n Y MMeeT ykasaHHble Bbllle 3Haye-
HUS.

B BblWweyka3aHHOW popmyne rpynna A 1-6 nmeet
npegnoytutensHo 1, 2, 3 nnu 4 C-atoma. B yactHo-
cT1, A O3HayaeT NpeuMMyLLEeCTBEHHO MeTun, 3Tun,
nponun, wusonponun, 6yTun, nM3obyTumn, BTOPUYHBLIN
OyTvn unu TpeTuyHbI OyTun, Aanee Takke NeHTWN,
1-, 2- wam 3-metvnbytun, 1,1-, 1,2- vwm 2,2-au-
MeTtunnponun, 1-atunnponun, rekcun, 1-, 2-, 3- unu
4-meTUnneHTun,

Y - ato npegnoytutenbHo 2-(RsOCC)-nene-
puanHo, 3-(RsOCC)-nunepugmnHo, 4-(RsOCC)-nune-
pvavHo,

2-(R3OCC-CHz-)-nnnepugmnHo,  3-(RsOCC-CHy-)-nu-
nepugunHo, 4-(R3OCC-CH,-)-nnunepungmHo, 4-(R:OCC-
CH2CH>-)-nunepuamnHo, 4-rugpokcun-4-(RsOCC)-nune-
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puanHo,  4-rupgpokcn-4-(RsOCC-CH,-)-nunepuamnHo,
4-amnHo-4-(R30CC)-nunepuauHo,
4-amnHo-4-(R30CC-CHy)-nunepuamHo, 3-oKkco-4-
(RsOCC-CH>-)-nunepugmHo, 2-(R30CC-CH2-0-)-
nunepuanHo,

3-(RsOCC-CH2-0O-)-nunepmauHo, 4-(R3OCC-CH,-O-)-
nunepuanHo, 1-okca-2-okco-8-a3acnunpol4,5]-aekaH-
8-un,

4-(R3OCC-CHz-)-nunepasunHo, 4-(RsOCC-CH2CH»-)-
nunepasunHo, 2-(R3OCC)-nunepasuHo, 3-(RsOCC)-nu-
nepasuHo, 4-6eH3un-3-(RsOCC)-nnnepasnHo,
npeanoyTUTensHO A Kak METUN UK 3Tun,

R1 - 37O NpenmyLLEeCTBEHHO 3aMeLLeHHbI B 4 Mo3u-
LMK, a TaKke BO 2- unu 3-no3vumm eHnnoBbIn ocTa-
TOK, KaK yKa3aHo, B YaCTHOCTW, MPeANoOYTUTENBHO 2-,
3-unun (B ocobeHHocTn) 4-umaHdenun, 2-3- unu (B
ocobeHHoCTH) 4-ammHoMeTundenun, 2-, 3- unu (B
ocobeHHoCTN) 4- aumeTunammHodpermn, 2-, 3- unm (B
ocobeHHocTW) 4-amupuHodpenun, 2-, 3- wnm  4-
ryaHuguHodenun, 2-, 3- unu 4-ryaHuamHoMeTus-
deHun, 2-, 3- unu (B o0cobeHHOCTN)4-rapoKkcMamMmmnamn-
HodpbeHun,

Rz - ato npeanoyvtutensHo -COOR;3, -CH,COOR3 mnu
-O-CH,COORg,

Rs - at0 npegnoytutensHo H, metun, aTun, TpeTuy-
HbI 6yTVN unu 6eHann,

Rs - at0 mpegnoytutensHo H, meTtun, atun, 6eH3unn
unm CH,COOR:s.

MapameTp m - ato npeanoyTuTensHO 0 nnm 1.

MapameTp n - 370 NpegnoYTUTENLHO 1.

MapameTp p - 370 NpegnoYTUTENLHO 1.

Cpean coegnHenuin bopmynsl | npegnoytuTens-
Hbl T€, B KOTOPbIX MO MeHbLUEN Mepe OAUH U3 yKa-
3aHHbIX OCTaTKOB, rpynmn W/Wnu napameTpoB umeeT
OOHO M3 Ha3BaHHbIX NPeanoYvTUTENbHbIX 3HAYEHWUN.
HekoTopble rpynnbl NpeanoYTUTENbHbLIX COeaMHEHNI
- 3T0 Te coeamHeHuns copmynsl Ib-1d, koTopkle cooT-
BeTCTBYIOT popmyne |, rae: B Ib Ry o3HavaeT umaH-
deHun,

B Ic R1 03HauaeT amuHomeTundeHun,
B Id Ry o3Ha4aeT amnanHoeHwun.

Hanee npegnoyTUTENbHLIMK SABASIOTCA COEAM-
HeHusa opmynebl le, a Tarke |be, Ice u Ide, cooTBeT-
cteytowme dopmynam |, Ib, Ic n Id, rge gononHu-
TenbHO
Y osHavaet 2-Rp-nunepuanHo, 3-Ro-nunepuanHo, 4-
Rz-nunepunanHo, 4-Ro-nunepasumHo unn  3-Ro-4-Ry-
nunepasunHo,

Rz-COORa, -CHzCOORa nnu -OCHzCOORa n
R4 - CH,COOR:.

BbibpaHHble 6onee menkue rpynnbl COegUHEHNI
- 970 coeguHeHusa copmynel If n Ig. OHM cooTBeTCT-
BYIOT cbopmyrne |,

Y osHadvaeT 2-, 3- unn 4-(Rs:O0C)-nunepuguHo, 4-
(RsOOC-CHoa-)-nunepuagmHo, 3-unn 4-(R30O0C-CH,-
O-)-nunepuamnHo, 4-(R300C-CHy)-nunepasuHo nnm 3-
(RsO0OC-)-4-Rs-nunepasmHo,

R1 o3HavaeT 4-umaHdeHun, amvHomeTundennn, 4-
aMmuavHoeHun unu 4-ryaHnanHomMmeTundennn,

R3 o3HauaeT H, C1-Cy-ankun unm 6eHsun un

R4 o3HauyaeT H nnu 6eHsun, n

Y osHavaeT 4-(R;O0C)-nunepmaunHo nnm 4-(R:00C-
CH»0-)-nunepuguHo,

R1 o3HavaeT 4-umaHdeHun, 4-amuHoMeTUn-geHun
unu 4-ammamHodeHun n

R3 o3HauaeT H, C1-C4-ankun unv 6eHsun.

CoeaunHeHns copmynbl |, a Tawkke MCXodHble
BellecTBa AnA uMx obpas3oBaHus MomyvatoT KU3BECT-
HblMK crnocobamu, Kak 9TO OnMucaHo B nutepaTtype
(Hanpumep, B Takmx UCTOYHMKaX, kak Houben Wegl,
Methoden der Organishen Chemie, Georg-Thieme-
Verlag, kpome Toro, B EP-A1-0381033, EP-A1-
0462960), a MMEHHO B YCMNOBMAX, U3BECTHbIX U MoA-
XOOSLWMX Ans  BblleHa3BaHHOM peakuun obmeHa.
Mpy 9TOM MOXHO UCMOMb30BaTb BapWaHTbl, U3BECT-
Hble camu no cebe.

McxogHble BewlectBa MoryT ObiTb 00pa3oBaHbl
MO0 XenaHwio, UX He BblAENSAT U3 peakLMOHHOWN cMe-
CW, @ HemMeaneHHO UCMOMb3YIT Aalnblue AnA coeau-
HeHun chopmyrbl |.

CoeaunHeHuns dopmynbl | MOryT 6biTe NOMyYeHbl
U3 nX PyHKLMOHAbHbIX NPOM3BOAHBIX NOCPEACTBOM
CONbBONN3a, B 4aCTHOCTU rMOpPONu3a, Win C Nomo-
b0 rMaporeHonmaa.

MpegnoYTUTENbHLIMM UCXOOHBIMY  BelLecTBamm
Ons npolecca COnbBONW3a WNW rMaporeHonusa sie-
NATCA Takue, KoTopble COOTBETCTBYIOT dhopmyrne |,
HO BMECTO OJHOW WIN HECKObKMX CBOBOAHBIX aMUH-
HbIX U/UNW TMAPOKCUMBHBIX FPYNN cogepxaT COOTBET-
CTBYIOLLME 3aLUMTHBIE aMUHHbIE U/MNWN TMOPOOKUCHBIE
rpynnbl, NPeanoyTUTENbHO Takue, KOTopble BMECTO
H-atoma, cBsazaHHoro ¢ N-aTomom, cogepxaTt amyHoO-
3alUTHbIE FPyNMbl, B YaCTHOCTU Te, KOTOPble BMECTO
HN-rpynnsel cogepxat R1 - N-rpynny, rae: Ry o3Hava-
€T aMWHO3aLMTHYI0 rpynny, wunu Takue, KoTopble
BMecTo H-aToma okcurpynnbl cogepxar 3aliuTHYIo
OKCW-rpynnv. Hampumep Te, KOTOpble COOTBETCTBYIOT
dopwmyne |, ogHako Bmecto rpynnel -COOH coaep-
xart rpynny -COOR", rge: R" o3HavaeT okcusawmr-
Hy0 rpynny.

B ncxogHoM BellecTBe MOryT cogepXaTbCs He-
CKOMbKO - OOMHAKOBBIX UN PasHbIX - 3aLWMUTHBIX aMu-
HHbIX W/Mnn okcurpynn. B cnyvae ecnu nmetomecs
3alWMTHBle TPYNMbl OTNMYalOTCA ApYr OT Apyra, OHW
MOryT ObITb BbIGOPOYHO OTAEMEHDI.

BblpaxeHue "amunHo3awutHas rpynna” obiens-
BECTHO W OTHOCWUTCHA K rpynnam, CrOoCOOHbIM 3aLiu-
™UTb (6roKMpoBaTb) aMUHHYIO FPyMny OT XUMUYECKMX
peakuuni obmeHa, KoTopble, OAHAaKO, Nerko MoryTt
6bITb yAaneHbl Nocrne NpoBegeHns Xernaemon XrMu-
YeCKON peakuuy Npy HaxoX4eHUM MOMeKynbl Ha Apy-
rom mecte. Takumu TUNWYHBIMK FPyNNaMmn sBNSIOTCS,
B YaCTHOCTW, He3aMelleHHble WM 3aMeLleHHble
auun-, apun- (Hanpumep, 2,4-guHutpodennn (DNP)),
aparnkokcumeTun-  (Hanpumep,  GeH3nnokcumeTun
(BOM)) nnun apankunrpynnel (Hanpumep, 6eHaun, 4-
HUTpObeH3un, TpudeHunmetmn). Tak kak aMUHO3a-
WMTHBIE TPYNMbl B pesynbTate peakuuu yaanstoTcs,
UX TMN 1 pa3vep B obLWEM He SIBNAIOTCA KpUTude-
CKVUM; MpeanovTuTenbHbIMU OyayT, ogHaKo, Te, KOTo-
pble nmetot 1-20, ocobeHHo 1-8 C-aTomoB. Bbipaxe-
HMe "auunbHbIX rPynn" B CBA3W C MNPeanoXeHHbIM
CNocoboM HY>KHO NOHUMaTb B LUMPOKOM cMbiciie. OHO
BKINIOYaeT B cebs aumrnbHble rpynmbl, BbiIBe4eHHbIE U3
anndartnyecknx, apanudartmiecknx, apomMmaTnyecKkmx
WM reTepoLMKIINYECKMX KapOOHOBBIX KUCMOT WK
CynbOKNCIOT, a TakKe, B 4aCTHOCTM, arKoKcuKap-
6oHUn-, apunokcukapboHun- u, Npexae Bcero, apan-
KokcukapboHun-rpynnel.  Mpumepamn Takux aumnb-
HbIX rPynn SABASIETCS ankaHowr, Kak aueTus, Nponuo-
HWUM, ByTUpWN; apankaHous, Kak deHunaueTun; apo-
un, Kak 6eHsounn unu TONywn; apwuioKCU-arikaHows,
KaK dpeHOoKcMaLeTu; ankokCcUKapOOoHWM, Kak MeTOoK-
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cukapboHWn, aToKCUKapOoHWn, 2,2,2-TpUXIIOp3TOKCH-
KapOOHWM, M30MPOMNOKCU-KapboHUN, TPETUYHLIN Oy-
Tokcukapbonun (BOC), 2-nogatokcmkapboHun; apan-
KUMoKcn-kapboHun, kak 6eHaunokcukapbonun (CBZ),
4-meToKCnOeH3un-okcukapboHun,  9-donyopeHun-me-
TokcukapboHun (FMOC). lMpegnoytutensHeiMM amu-
Ho3awwuTHbIMK rpynnamu sensAioTca BOC, DNP wu
BOM, kpome Toro, CBZ, 6eH3un n aueTtun.

BbipaxeHune "okcmsalmTHbIE rpynnbl" Takke 06-
LLLeM3BECTHO M OTHOCUTCS K rpynnam, cnocobHbIM 3a-
LWMLWATh OKCUrpynmny OT XMMWYECKUX peakumn obme-
Ha, KOTOopble, OAHaKo, MOryT ObiTb Nerko yaaneHsbl
nocne NpoBeAeHUs XXenaeMon XMMUYEeCKoW peakumn
Npu HaxoXAeHUW Mornekynbl Ha Apyrom mecte. Tu-
NUYHBIMU TPYNNaMun SBNSIOTCSA BbllUENepeyYncrneHHble
He3aMeLLEeHHble N 3aMeLLleHHbIe apui-, apankun- unm
auunrpynnel, KPOMe Toro, TaKke ankunrpynnel. Mpu-
poda 1 pa3mepbl OKCU3ALUMUTHBIX FPYNM He SBMASTCA
KPUTUYECKUMM, T.K. OHN CHOBa yAansioTcs nocre xe-
NaeMoN XMMMYECKON peakumu; npeanoyTuTenbHbIMU
ansoTes rpynnel ¢ 1-20, ocobeHHo 1-10 C-atomamu.
MpvmMepamy AnNs OKCU3AWMTHBIX FPynn SABASIOTCH,
cpean Mpoynx, TPETUYHbIA OyTun, OeH3wun, p-HuT-
pobeH3oun, p-Tonyon-cynbdoHMn 1 aueTun, npuyem
0CcOBeHHO MpeanoyTUTENbHBIMY ABNATCA 6eH3un K
aueTun.

Mcnonb3yemble B Ka4ecTBe MCXOOHbIX MaTepua-
noB  (pyHKUMOHarnbHblIE MPOU3BOAHbIE COEOUHEHWN
dopmynbl | MOryT ObITe MonyyYeHbl TPagULUOHHBIMM
cnocobamu, OMUCaHHbIMK B YKa3aHHbIX MCTOYHMKaX M
3asiBKax Ha MaTeHT, Hanpumep C NMOMOLLBI0 peakumm
0OMEHHOTO pas3noXeHUss COeaUHEHW, MpuYem, ogHa-
KO, MO MeHbLUEeW Mepe, OJHO U3 3TUX COEAUHEHUIA CO-
AEPXUT 3aWmTHYLO rpynny BmecTo H-atoma.

BeicBoOOXaeHUE coeuHeHuin dopmynbl | 13 mx
YHKUMOHAmMbHbIX MPOM3BOAHBIX NMPONCXOOUT - B CO-
OTBETCTBUM C WUCMONb3YyeMOW 3alLMTHOW rpynmnon -,
Hanpumep, C MCMOfb30BaHWEM CUMbHbIX KWUCMOT, Le-
necoobpasHo TPUATOPYKCYCHOW KMCAOTbI UMK XI0p-
HOM KUCMOThI, a Takke APYrUX CUIbHOAENCTBYHOLLMX
HeopraHM4ecknx KMCoT, Tak1X Kak consiHas unu cep-
Has KWCnoTa, CWIbHbIX OpraHMyecknx KapOOoHOBbIX
KWUCIOT, Kak, Hanpumep, TPWUXIIOPYKCYCHas KWUCroTa,
Unu cynbOKNCIOT, KaK, Hanpumep, 6eHson- unn p-
Tonyoncynbdokucnota. NpucyTcTBue [OMOMNHUTENb-
HbIX WMHEPTHbIX pacTBOpWUTENEeW, BO3MOXHO, HO He
BCerga HyXHo.

B kauyectBe MHEPTHbIX pacTBopUTENen NOAXoasT
NPeVMyLLECTBEHHO OpraHuW4eckue pacTBOPUTENH,
Hanpvmep KapbOHOBblE KUCMOTbI, KaK YKCYCHas Ku-
cnota, adupel, Hanpumep, TeTparmgpodypaH wnm
OVOKCaH, amuipl, Hanpumep, AuMeTundopmamug
(DMF), ranoreHvMpoBaHHble YrneBoAopoabl, Hanpu-
Mep, AUXJIOpMETaH, CynbdooKNCK, Hanpumep, AMme-
Tuncynbdookeng (DMSO), kpome TOro, Takke cnvp-
Tbl, HaNpUMep MEeTUNOBbIN, STUMOBbLINA, U30MPONWIO-
Bbli, @ Takke Boda. Kpome Toro, CTouT ynomsHyTb
CMecW BbllleHa3BaHHbIX pacTBoputenen. TpudTo-
PYKCYCHasi Kucnota mucrnonb3yeTcs npegnoyTUTeNnsHO
B n3bbiTke 6e3 fgobaBneHWs Opyroro pacTBopuTtens,
XIOPHas KMCroTa B BUAE CMECU N3 YKCYCHOW KNCINOTbI
n 70%-HON XIIOPHOW KMCMNOTbI B COOTHOLWeEHUN 9:1.
TemnepaTypbl peakumn Ans paclienneHus HaxoaaT-
ca uenecoobpasHo mMexgy O u 50°C, npegnodytu-
TeNbHO peakuuio NpoBOAAT MNPV KOMHATHOW Temnepa-
Type (15 - 30°).

BOC-rpynna MOXeT OTLWennATbCs, Hanpumep,
npegnoyTutensHo 40%-HoW TPUATOPYKCYCHOW Ku-
cnoTow B amxnopmetaHe unu ¢ 3 - 5 n HCI B guokca-
He npu 15-60°, FMOC-rpynna - 5-20%-HbIM pacTBo-
poM AvMeTUNaMuHa, AM3TunammHa unu nunepuauHa
B8 DMF npu 15-50°. OTwenneHne DNP-rpynnel yaa-
ercs, Hanpumep, Takke ¢ 3-10%-HbIM pacTBOpOM 2-
mMepkanToaTaHona B8 DMF/Boga npu 15-30°.

3awmTHble rpynnbl (Hanpumep BOM, CBZ wnu
6eH3un), ygansemble rMaporeHonM3HbIM Cnocobom,
MOryT OTWeNnaTbCH, HanpuMep, npu obpaboTke Bo-
AOPOAOM B NPUCYTCTBUM KaTanusaTopa (Hanpumep,
KaTanus npv nomMoLy 6naropofdHbIX MeTansoB, Takux
Kak mannagui, uenecoobpasHo Ha Moasfioxke kaTa-
nu3atopa, Hanpumep yrne). B kauectBe pactsopuTe-
nev Npn 3TOM NOAXOAAT BbllUEHA3BaHHbIE, B YaCTHO-
CTW, Hanpvmep, CNUPTbI - METUIOBLIN, 3TUIOBBIW, UMK
amuabl, Hanpumep DMF. 'vaporeHonu3 npoBoanTcs,
Kak npasuno, npu Temnepatypax ot 0 go 100°C u
AaeneHun ot 1 go 200 Gap, npeanodTUTENbLHO MpU
20-30° n 1-10 6ap. MaporeHonns CBZ - rpynnbl xo-
powo yaaetcs, Hanpumep, npu 5-10%-Hom Pd-C B
meTune npu 20-30°.

pynna netyumx BewecTB E BknioyaeT npenmy-
wecteeHHo Cl, Br, I, C4-Cs-ankuncynbgoHMnokeu,
Hanpumep MeTaH- UnKn aTaHcynbgoHunoken, nm Ce-
Cio-apuncynbgoHunokecu, Hanpumep 6eHson-, p-
Tonyon- unu 1- unu 2-HaPTUNUH-CYNbEOHOKCU.

Peakuns nget npegnovTUTENbHO B NMPUCYTCTBUK
OOMNOMHUTENBHOrO OCHOBAaHWS, HanpUMep rMAPOOKUCH
LLIeNIOYHOro WK LWEeNoYHO3eMeNbHOro MeTanna unm
kapboHaTa, kak edkun HaTp, eaKoe Kanw, rmMgpooKUCh
Kanbuuns, Yrnekucribli HaTpuh, Kanumn, Kanbuuin B
WHEPTHOM pacTBopuTene, HanpuMep ranoreHmpo-
BaHHOM YyrneBoAopoAe, TakoM Kak AMXIIopMeTaH, nnm
acpup, kKak TPD mnu gmokcaH, unu amuae, Hanpumep
DMF unu gunmeTtunauetamua, B HATpUne, Hanpumep
aueToHuTpun, npu Temnepatype oT 10 go 200°,
npegnoutuTensHo 0-120°. B cnyyae ecnwu rpynna ne-
Tyymx BewecTB E oTnmuaetcs ot |, pekomeHgyetcs
nobaBka noanaa, Takoro kak MoauCTbIN Kanui.

McxogHble BellecTBa, Kak npasuno, HoBble. OHK
MOryT 6bITe NOMYyYeHbI, HAaNpUMep, C NMOMOLLBIO peak-
UuKn 3amelleHHoro aHunuHa dgopmyrnel R-NH, ¢ co-
eanHeHnem dopmynbl RsCH2-CHRs-CH2OH (rge: Rs
o3HayaeT E, Rs - XRy7, Ry - -3awmtHyto rpynny, Rs 1
Re BMmecTe — O) ans nony4veHusi coeanHeHns dopmy-
nbl R1-NH-CH2-CHRs-CH,OH (roe Rs o3HauaeTt XRy
unn OH), npu HeobXOAMMOCTW OTLLENMEHMS 3aLLMT-
How rpynnbl Ry ons nonyyeHnss coeguHeHun oopmy-
nbl R-NH-CH2-CH(XH)-CH2OH, peakuun c npous-
BOOHbIM YrofbHOW KMUCMNOTbI, kKak AnatunkapboHaT ans
nony4eHuns 3-R1-5-rugpokcmmeTun-2-okcasonnau-
HOHEH M MpeBpaLleHus TMAPOKCUMETUIIOBON rpynnbl
B rpynny CH2E, Hanpumep ¢ SOCI,, SOBrz, metaH-
CynbdoXropuna Unn p-Tonyon-cynbdoxnopua.

CoenunHeHnsa dopmynbl | MOryT ObiTb MOMYyYeEHb!,
KpoOMe TOro, C NMOMOLLbI0 peakumMn coeamHeHus (cro-
CcobHOro pearMpoBaTb MPOM3BOAHOIO) C PEAKTUBHbLIM
NPOV3BOAHBIM YTONbHON KUCMOTHI.

B kayecTBe nNPOU3BOAHBIX YrOMBbHOW KUCMOThI
ocobeHHO moaxogsaT AmankunkapboHaTtbl, Hanpumep
AnaTunkapboHaT, Kpome TOro, Takke CMOXHbIA anku-
noBbIN 3Up XNOPMYpPaBbUHOW KUCNOTbl, Hanpumep
COMb UNU 3UP XNOPMypaBbUHON KUCHOTbI. [Mpous-
BOOHOE YrofbHOW KMUCMNOTbl, KOTOpOe LenecoobpasHo
NPUMeHsieTCA B N30bITKe, CNYXXUT NPeanoyTUTENbHO B
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KayecTBe pacTBOpUTENS WNU  CyCMEeHAUPYIOLLEro
areHTa. MoxeT npucyTcTBOBaTh Takke OOWH U3 yKa-
3aHHbIX pacTBOpUTENeEN, NMOCKOMbKY OH MHEPTEH Mpu
JaHHOW peakumm obmeHa. [lanee pekomeHgyeTcs
pobaBneHne OCHOBaHWsA, B 4acTHOCTM ankoronsita
LLLeNoYHOro MeTanmna, Hanpumep TPeTUYHbIN ByTunat
kanus. Temnepatypa peakuun ot 0 no 150°, mpeg-
noytutensHo 70 - 120°.

McxoaHble BellecTBa, Kak npasuno, HoBble. OHK
MOryT OblTb MOMNy4YeHbl NyTem yHKUMOHanMsaumm
BbllLeHa3BaHHbIX coeanHeHun popmynbl Ri-NH-CH»-
CH(XH)-CH,OH pans nonyyeHus dopmynbl Ri-NH-
CH>-CH(XH)-CH2-E.

Onsa nonyyeHus coegnHeHun doopmynel |, rae Ry
Oo3HayvaeT ryaHuauMHAEHUNbHYI rpynny, COOTBETCT-
BylOLLlee coeduHeHne ammnHodeHnna MoxHo obpaba-
TbiBaTb aMUMOVHUPYIOLWMM CpeacTBoM. B kauectse
TakoBoro npegnouyvTaot  1-amugHo-3,5-gumeTun-
nMpasor, KOTOpbIN NPUMEHSAETCs, B OCHOBHOM, B BU-
Ae Hutpata. Peakuma npoucxogut npu gobasneHunm
OCHOBaHWs, HampuMep TpUaTUNaMmmHa Wnu STUNAUK-
30MponuramMvHa B MHEPTHOM pacTBoOpuUTene unm Kom-
OuHaumMn pacTBopuTENen, Hanpumep BoZa/AMOKCaH
npu Temnepatype 0-120°, npegnoytutensHo 60-120°.
[anee BO3MOXHO MpeBpaLlleHne B coeguHeHnn gop-
Mynbl | ogHoro unmn oboux octatkoB Ry n/unn Y B
Apyron (He octaTtoK)ku Ry u/mnn Y.

B yacTHOCTW, MOXHO BOCCTaHaBnMBaTb LMaHoO-
rpynny B rpynny aMuMHOMeETMrna wnu npesBpawaTb B
rpynny ammguHa unv rugpokcuamvauHa, rpynny kap-
bokcuna aTtepudmumposats, rpynny adgupa paciie-
nuTb, rpynny 6eH3una yganatb rMOPOreHONU3HbIM
cnocobom, rpynny amMHOMETUNa nepeBecTy B rpynny
ryaHugvMHomeTuna.

BocctaHoBneHvne umaHrpynnel B rpynny amuHo-
MeTUna yaaeTcs C NOMOLLUbIO KaTanMTU4YecKoro rma-
pupoBaHus, Hanpumep, Ha Hukene PeHes, npu Tem-
nepatype 0-100°, npeanoytutensHo 10° n 30°, u
paeneHun 1-200 6ap, nNpegnoyTUTENBHO MPWU HOp-
MaribHOM [daBfeHun, B UHEPTHOM pacTBopuTerne, Ha-
npuMep B HU3LLEM CMMPTE KaK METUIIOBbIA Unn 3TuU-
MNoBbIV, LenecoobpasHo B MPUCYTCTBUM aMMuaka.
Ecnu temnepatypa, Hanpumep, 20° n gaenenHue 1
6ap, TO B MWCXOOHOM MaTepuane COXPaHsITCA
umetowmecs rpynnel 6eH3unacupa nnm N-6eHsuna.
OHu HeobxoAUMBI M MOTYT pacLLenuTb MMAPOreHonns,
ucrnonb3dya KaTanusaTop OGnaropogHoro MeTanna,
npegnoytuTensHo Pd-yronb, npuyem moxHo poba-
BWUTb B pacTBOp KWUCIOTY, Hanpumep YKCYCHYto, a Tak-
Xe v Boay.

Ona  nonyyeHns  ammgnHa  copmynbl |
(R1=amuauHoeHnn ) MOXHO K HUTpuny copmynel |
(Ry=umaHdeHnn) npucoegnHutb ammuak. Mpucoeam-
HeHVe MPOMCXOAMT MPEeArnoYTUTENBHO B HECKOMbKO
3Tanos:

a) HuTpun ¢ H2S npespalyaloT B TMoOaMmg, KOTOpPbIN
C MOMOLLBI0 ankunMpyroLlero BeLlecTBa, Hanpumep
CHsl nepeBogsitT B COOTBETCTBYHLUMA  S-ankun-
UMUOOTNOIUP, KOTOPLIA CO CBOEN CTOPOHLI pearun-
pyet ¢ NH3z ans nonydyeHus amnanHa;

b) HUTpPWUN ¢ nomoLukto cnupTa, HanpuMep 3TUII0BO-
ro, B npucytcteun HCl npeBpalialoT B COOTBETCT-
BYOLUMN MMUA03Mp M obpabaTbiBaloT aMmmnakom,
unu

C) HUTpWUN BCTYNaeT B peakumo obMeHa C fUTUiA-
Ouc-(TpMMeTUncKMnun) aMmmMaom 1 NpoaykT 3aTem rma-
pOnU3YyIoT.

AHanorn4yHelM 06pa3oM MOXHO MOMYyYUTb COOT-
BercTBytowme  N-rugpokcu-ammanHel  opMyIbl
I(R1#HO -NH-C=(NH)-3amelLeHHbIN eHnn) U3 HUT-
punoB. ecnu crnegosaTtb a/ unu b/, HO ¢ rmgpokcuna-
MWHOM BMECTO ammuaka. [ns atepudukaumm MoxXHO
obpabatbiBath kucnoty dopmynel | /RaH /. N30bI-
TOYHbIM KonmnyecTBoM cnupTa dopmynbl Rz-OH(R3=A
unu 6eHs3un), LenecoobpasHo B MPUCYTCTBUWN CUMb-
HOW KUCNOTbI, HANpPUMep CONSAHOW UMW CePHON KUCHOo-
Tbl, Npy Temnepatype ot 0 go 100°, npeanoyTUTENb-
Ho 20-50°.

HaobopoT, cnoxHbii acdup dopmynbsl | (Rz=A
unu 6eH3nn), B KOTOPbIN NpeBpaLLalTCa COOTBETCT-
BytoLme kucnotel dopmynsl | (R3=H), moxHo nony-
YaTb COMbBOSIM3OM, COrMfACHO OOHOMY M3 BblLLEeHa-
3BaHHbIX crnocobos, Hanpumep ¢ NaOH unu KOH B
BOOe-AMoKcaHe npu TemnepaType 0-40°, npegnoyTu-
TenbHo 10-30°.

OcHoBaHwve dopmynel | MoryT nepesoamTb C no-
MOLLbIO KUCMNOTbI B COOTBETCTBYMOLYO conb. [pea-
noyTUTENbHO U3MonorMyeckn npuemnemble. Tak,
MOryT MPUMEHATLCS HeopraHu4yeckne KUCMoThbl, Ha-
npuMep cepHasi KUCNOTa, a3oTHas KucnoTta, ranore-
HOBOAOPOAHbIE KUCMNOTbI, Hanpumep X0pUCTOBOAO-
pogHas wnu 6GpommuctoBogopodHas kucrota, doc-
dopHble KUCMOTbI, Harnpumep opTodocdopHast Ku-
crota, cynbdamuHoBas KucroTta, KpoMme Toro, opra-
HUYeCKMe KUCMNOTbl, B YaCTHOCTWU KUCMOTbl anudaTu-
YecKoro psiga, anuuuknuyeckue, apanudartmyeckue,
apomaTtuyeckue WnIu reTepoumKiiMyeckme OgHOOC-
HOBHbl€ UM MHOTOOCHOBHblE KapOOHOBbIE KMCMOTHI,
CYNbdOKNCIOTbI, CEpHble KUCMOTbl, Hanpumep My-
paBbMHas KUCMOTa, YKCyCHas, TpUdTOpyKCycHas,
NPOMUOHOBAas, TPUMETUNYKCYCHas, AWNSTUIYKCYCHas,
MarioHoBas, SIHTapHas, nuMenuHoBas, dymapoBas,
MarenHoBasi, MOfoYHasi, BUHHas, i6noyHas, NMMOH-
Hasi, rMKOHOBas, ackopbnHoOBasl, HUKOTUHOBAs, M30-
HUKOTUHOBAs, MeTaHCynbdOKMCNOTa UM 3TaHCyrb-
dokncnoTa, aTaHANCYNbAOKNCIOTa, 2-MMOPOKCUITaH-
cynbdokucnoTta, 6eH3oncynbdokMcnoTa, p-Tonyorn-
cynbokncnoTa, HadTanMH-MOHO- U AUCYNbGOKUC-
noTa, naypwrncepHasl kucrota. Pusmnonormieckn npu-
eMremble COnu, HanpumMep Coflb MUKPUHOBOW KMUCIO-
Tbl, UCNOMb3YIOT AN BblAeNeHUs WWUnn OYNCTKN CO-
eauHeHun popmyneil |.

CobogHble ocHoBaHua dopmynbl | MOryT Bbl-
cBObOXOaTbCA, MO XenaHu, M3 CBOMX coren obpa-
6OTKON CUMbHBIM OCHOBaHWEM, HanpuMep e4KUM Ha-
TPOM VMW €4KUM Kanw, yrinekucrbiM HaTpuem unm yr-
NeKnCnbIM Kanvem.

Takke BO3MOXHO nyTem obmeHa C COOTBETCT-
BYIOLLUMM OCHOBaHVWEM npeBpallaTb kapOoHOBble Ku-
cnotbl popmynel | /R3=H/ B conn meTtanna unu conu
aMMOHWMS, HanpuMep, CONWN HaTPUS, Kanus, KanbLus.

CoeaunHeHnsa copmynbl | cogepxaT OoguMH wunu
HECKONbKO XuparsbHbIX LEHTPOB W MOryT MO3TOMY
cyllecTBOoBaTb B paLEMWYECKON WAM ONTUYECKON
dopme. lNonyyeHHble pauemaTbl MOMYT pasfensTb
M3BECTHBIMU CMocobaMy MeXaHU4YeckuM UNu XUmMu-
YecKMM MyTeM Ha dHaHTMoMepbl. [TpenmyLLecTBEHHO
U3 paLemMmnyeckon cMecu nytem obMeHa C OnTUYEeCKU
aKTUBHbLIM pasgenuTenbHbIM MaTepuanomMm obpasytloT
reomMeTpuyeckne N3oMepbl COEANHEHUI 3TUNEHOBOIO
psiga. B kayectBe pasgenvTenbHOro maTtepuana uc-
Nonb3ytoT, HaNnpUMep, ONTUYECKN aKTUBHbIE KNUCMOThI,
Takne kak D- n L-popMbl BUHHOW KMUCNOTbI, Auaue-
TUMNBUHHON KWUCMOTbl. AWGEH30UNBUHHON KWUCMOTh,
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MWHAANbHOW, AGMOYHON, MOMOYHOW KUCMNOT U pas-
NNYHbIE OMTUYECKN aKTUMBHble KaMdopHble Cynbdo-
KACMOTbI, Hanmpumep, B-kamdapacynbdokucnoTa.
YOo6HbIM SIBASIETCA Takke 3HaHTMOMepPHOoe pasfe-
fieHVe C MOMOLLBIO KOSIOHHbI, 3arOfiHEHHOW onTu4e-
CKM aKTMBHbIM pasgenurternbHbIM MaTepuanom (Ha-
npumep, AUHUTPOOEH30MNMEHNNNNLMH); B Ka4ecTBe
pacTBopuTeENs MNOAXOAMT, HanpuMep, CMeCb [ek-
caH/n3onponaHon/aueToHnTpun, Hanpumep, B 06b-
€MHOM COOTHoLLeHnn 82:15:3.

KoHeuyHO e, BO3MOXHO MOSyYeHue OMTUYEeCKu
aKTUBHbIX COeAMHeHUN dopmynbl | BbllleHa3BaHHbI-
MU crnocobamu, UCNonb3ys UCXOAHbIE BeLlecTBa, Ko-
TOpble ABMSOTCH YXKe ONTUYECKN aKTUBHBIMU.

HoBble coeanHeHns copmynbl | 1 nx dusnono-
rmyeckue COnMM MOTyT UCMOMb30BaTbCs Afs Monyye-
HWUSA NeKapCTBEHHbIX NpenapaTtoB, Korga OHW BMeCTe
Mo MeHbLLEN Mepe C OAHMM HOCWUTENEM MK BCMOMO-
raTenbHbIM BELLECTBOM W, ECININ HYXHO, BMECTe C Of-
HUM WU HECKONbKMMW aKTMBHBIMW BeLLEeCcTBOM/amu
NPUMEHSIIOTCA B noaxogsiien gose. Mony4veHHble Ta-
KMM obpasom martepuanbl MOryT MPUMEHATbCS Kak
rniekapCTBeHHble MpenapaTtbl B MeguuuHe U BeTepu-
Hapun. B kauecTBe HOcuTEnem MCMNonb3yloT OpraHu-
Yeckne WNM HeopraHU4yeckne BeLLEeCTBa, KOTopble
NPUroAHbl Ansi BHYTPEHHero (Hampumep, opanbHOro
WNW peKTarnbHOro) MUnu napeHTepanbHOro npumeHe-
HUS UNWU Ans NPUMEHeHVs B BUAE WHranaTopa U He
pearmpyloT C HOBbIMW COEOMHEHUSIMW, Hanpumep C
BOOOW, pacTUTenbHbIMM Macnamu, 6eH3VnoBbIMM
cnupTamu, NONUITUNEHINNKONeM, TpuaueTaTom Mu-
uepuHa v ApyrumMy muuepuaaMn KUCIoT JXKUPHOro
psiAa, KenaTtuHoM, COEBbIM NELMTUHOM, YriieBogamu,
TakKMMK KaK MakTo3a Unu Kpaxmari, creapatoMm mar-
HWS, TanbKoMm, Lennono3on. [ns opansHoro npvme-
HEeHVs1 MCNOMb3YlOT, B OCHOBHOM, TabneTku, gpaxe,
Kancyrnbl, CUpOMbl, COKM WM Kannu; UHTepec npeg-
CTaBnAOT cneumanbHble TabneTkn u kancynel ¢ no-
KpbITEM Mnn 06OMOYKON, KOTOpble He pa3pyLuaroTcs
noA AencTBUEM Xenyao4Horo coka. [ins pekranbHoro
NPUMEHEHNST MCMOSMb3YyIOTCA CBEYKWU, ONs napeHTe-
panbHOro MPUMEHEHUSA - pacTBOPbl, MPeMMyLLEeCT-
BEHHO MacnsiHble Unu BOAHble, KpPOMe TOro, CyCreH-
3UK, 3MYNLCUN UK UMNMaHTaTbI.

[na npuMeHeHns B Ka4eCcTBe UHransaTopos MoryT
MCMnonb30BaTbCs adpo30nu, copepxalime B rasoob-
pasHoOMn cMecu OMonorMyeckn akTvBHbIE BeLLecTBa
nmbo B pacTBOPEeHHOM Buae, NMMbo B BUOE CyCrEeH3uN.
Bronornyeckn akTMBHOE BELLLECTBO MCMOMb3YHOT Mpu
3TOM LenecoobpasHO B MWUKPOCKOMUYeckon opme,
npuyem MoryT [o6aBnATbCA OAHO WM HECKOMbKO
6esonacHbIX B (OU3MOMOrMYECKOM OTHOLLEHUM pac-
TBOpUTENen, Hanpumep ataHorn. HoBble coeanMHeHus
MOryT MoABepraTbCsl Takke Cyllke cybnumauuen, u
nosy4eHHble NMogunnsaTtbl MOryT UCMNOMb30BaTbCA,
Hanpvmep, AN MONyyYeHWs nNpenapaToB AN UHbEK-
UMiA. YKa3aHHble NpUroToBMeHHbIE MaTepuanbl MOryT
cTepunm3oBaTbCa W/MMAM copepxaTb BCrnomoraTtenb-
Hble BeLLecTBa, Harnpumep, KOHCepBupylolime, cTa-
bunusvpylowe wWunM cmayvBalolmne BeLlecTBa,
3MynbraTopbl, CONW AN BAMSIHUS HA OCMOTUYEcKoe
AaeneHne, bydepHble BellecTBa, Kpacutenu u/wmm
apomaTtuyeckue BewectBa. OHUM MOTYT, €CIN HYXHO,
cogepxaTb Takke OOHO UMM HECKOMbKO Apyrux 6uo-
NOTMYECKN aKTUBHBIX BELLECTB, Hanpumep OAWH Unu
HEeCKOSbKO BUTaMUHOB.

3asiBneHHble BellecTBa BbiMyCcKaloTCH, Kak mpa-
BWIO, MO aHanornm ¢ ApyrMMu U3BECTHbIMU 1N UMELO-
LMMUCS B MPOJaxe fekapCTBEHHbIMU npenapaTamu,
B 4acCTHOCTW, aHanormyHo onucaHHeiM B EP-P-
459256 coeguHeHUsIM. NpeanoyYTUTeNsHO B A4o3aX OT
5 mMr go 1 r, B ocHoBHOM 50-500 Mr Ha eguHuLy 003K-
poBku. ExegHeBHas gosa cocTaBnsieT npeanoyTu-
TenbHo oT 0,1 go 20 mr/kT. B ocHoBHOM oT 1 go 10
Mmr/kr Beca Tena. KoHKpeTHble J03bl AN KaXA0ro KoH-
KPeTHOro naumeHTa 3aBWUCAT OT PasnuyHbIX (akTo-
poB, Hanpumep OT 3PEKTUBHOCTU MPUMEHSEMbIX
cneumnanbHbIX COEAUHEHWI, BO3pacTa, Macchbl Tena,
obLero cocTosiHua 340poBbs, Mona, NUTaHus, AaTbl
Bblayu, CpOKa AeNCTBUS, COMETaHUS NeKapCTBEHHbIX
BELLECTB M CTEMEHN TSHXKECTU JaHHOro 3abonesaHuvs.
OpanbHoe npuvMeHeHue siBnsieTca Haubornee npeg-
NOYTUTENBHBIM.

Bce TemnepaTtypbl AaHel B °C. B nocnegyrowmx
npvmMepax BblpaxeHue "oObluHas nepepaboTka” 03-
HavaeT: "[obaBnsatoT, ecnu Heobxoamnmo, Boay, ycTa-
HaBMNMBalOT B COOTBETCTBUM CO CTPYKTYPOW KOHEYHO-
ro npoaykta pH mexay 2 H 8, akcTparMpytoT ¢ NoMo-
Wbl 3TMnaueTata unv AuxriopmeTaHa, OTAENsoT,
BbICYLUMBAIOT OpraHnyeckyto gasy C MomoLbio cep-
HOKWMCMOro HaTpusi, BbiMapMBaloT M O4MLLAIT Xpoma-
Torpadmen Ha cunmkarene w/vnu Kpuctannusaumu.
FAB=(M++1)-nuk B Macc-cnekTpe mnonyyaercsi no
crnocoby ObicTpon 6ombGapauposku atomamu ("Fast
Atom Bombardment").

Mpumep 1. PacTtBopstoT 1 1 1-TpeTUYHOro GyTokK-
cukapboHwun-4-(3-(4-umaHdeHunn)-2-okco-5-okcaso-
AMANHUAMETUN)-NUNepasnH-2-3TUNOBOro admpa Kap-
6OHOBOW KMCMOTbI NOMY4YEHHOro B3anMogencTenem 3-
(4-umaHdeHnn)-5-6pomM-meTun-2-okcasonuaMHoHa U
1-TpeTnyHoro GyTOKCMKapOOHMN-NUNepasnH-2-aTUMNo-
BOro acmpa kapboHOBOW KMCMOTbI MO criocoby, onu-
caHHoMy B npumepe 3 B 12 mn guxnopmetaHa n 12
M TPUAPTOPYKCYCHOM KUCNOThI, OCTaBnAT Ha 1 yac
npu Temnepatype 20°C n BbinapueatoT. [NonyyatoT 1-
(3-(4-umaHdeHunn)-2-okco-5-okcazoNMQUHUIMEeTUI)-
nunepasunH-3-aTunoBbIi achup kapboOHOBOW KUCMOTHI,
FAB 359.

AHanornyHelM obpasom m3 1-TpeTnyHoro OyToK-
cukapboHun-4-(3-(4-umaHdeHunn)-2-okco-5-okcaso-
AMANUHUAMETUN)-NUnepasuH-2-kapboHOBON  KUCNOTHI
UM ee CNoXHoro acpmpa 6eH3unoBoro cnupTa nosny-
yaT  1-(3-(4-umaHdeHnn)-2-0Kco-5-okca3oNManNHUII-
MeTun)-nunepasnH-3-kapboHOBYID KUCNOTY Wnn ee
CMOXHbIN achnp BGeH3unosoro cnupTa.

Mpumep 2. PactBopsitor 1 r 1-(3-(4-6eH3nnok-
CcMKapOoHMNaMMHOMETUNGEHMIT)-2-0KCO-5-0Kkca3onu-
OVHUAMETUN)-NUNEPUANH-4-TPET-CIOXHBIN ~ ByTUno-
BbIi 3PUpP OKCUYKCYCHOWM KUCNOTbI (MOXET ObITb Mo-
nyyeH u3 3-(4-6eH3unokcrkapOOoHUN-aMMHOMETUIT-
deHnn)-5-xnopMeTnn-2-okca3onManHoHa n nunepu-
OVH -4-TpeT-CMoXHOro OyTMNoBoro adupa OKCUYK-
CYCHOW KMCIOTbI MO Cnocoby, onncaHHOMY B npumepe
3) B cmecu 38 mn meTunoBoro cnvpTa, 6 mn Bogdkl 1 6
MIT YKCYCHOW KWCIOTbl, MOABEPraioT rMAPOreHonuay
Ha 0,6 r 5%-Horo Pd-yrns npu Temnepatype 20° u
AaeneHun 1 6ap 4O OKOHYaHusi nornoweHus Ho.
duUnbTPYIOT, BbiNapmeaoT unbTpat 1 nony4vatroT 1-
(3-(4-amuHoMeTUNdEHNI)-2-0KCO-5-0KCA30NUANHUIT-
MeTVUM) -NUNepPUANH-4-TPETUY.-CIIOXKHBIA 1P OKCU-
YKCYCHOW KMCnoThbl, T.M.n. 95-96°, FAB 420.

Mpumep 3. Cmecb 13 2,96 r 3-(4-umaHdeHnn)-5-
MeTaHCybOHNITOKCUMETUN-2-0KCa30NNaNHOHA
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(T.n.n. 162-163°; KOTOPLIA MOMNyYeH B3anMMOZENCTBU-
em 4-ammHobeH3oHUTpUna ¢ 2,3-3aMoKCMNponaHoiom
C nonyyeHvem 4-(2,3-gUrnapokcu-nponunamuHo)-
6eH30HUTPMNa(MacnsHUCTbIN), NOCMNEeaYLWMM B3au-
MoaencTBMeM ero ¢ auatunkapboHaTtom) K-tpetuu.-
6yTunatom npu Temnepatype 110° ¢ nonyyeHnem 3-
(4-umandpeHunn)-5-rmagpokcUMeTUN-2-okcasonManHoHa
(T.nn. 130-131°) n obpasoBaHNs CMOXHOro adgmpa ¢
MeTaHcynbdoHunxnopugom) 1,69 r nunepuanH-4-
CMOXHOITMNOBOIO 3dmpa kapOGoHoBOM KWCOThl, 70
Mn aueTtoHuTpuna, 1,38 yrnekucrnoro kanua un 1,65 r
noaucTtoro kanus kunatat 25 yacoB. OBObIMHBIM Me-
Togom nonyyaT 1 -(3-(4-umaHdeHnn)-2-okco-5-ok-
Ca3onuaMHUIMETUN)-NUNEPUANH-4-CNIOXKHBIN  3TUMO-
BbIi achmp kapboHosom kucnotsl ("IA"), FAB 358.

AHanorn4yHeiM obpa3oM nomnyyarT ¢ OeH3uno-
BbIM 3hMpOM nunepuanH-4-kapboHOBOW KMUCNOThI;
6eHaunoBbim  admp  1-(3-(4-umaHdeHnn)-2-okco-5-
OKCa3onMAVHUIMETUN)-NMNepuanH-4-kapboHoBon
KucnoTol, T.nNn. 96°, FAB 420;

Cc TpeT-6yTmnoBbiM 3UPOM nunepuanH-4-kap-
GOHOBOW KNCNOTHI:

TpeT-6yTunosein  acdmp  1-(3-(4-umaHdeHun)-2-
0KCO-5-0KCa30NNAaNH-UNMETUN)-NMnepuanH-4-kapbo-
HOBOW KNCIOTbI;

C 3TMNoBbIM 3MPOM NUNEPUANH-3-kapOoHOBOM
KUCMOTbI:

atunosbii admp  1-(3-(4-umandeHunn)-2-okco-5-
OKCa3onMAVHUIMETNN)-NMNepuanH-3-kapboHoBoN
KUCMOThI;

¢ 6eH3nnoBbIM
GOHOBOW KNCNOTHI:

6eH3unoBbrin acmp  1-(3-(4-umaHdeHunn)-2-okco-
5-okcazonuanmHUnNMeTun)-nunepuanH-3-kapboHoBow
kmncnotbl, FAB 420;

€ TpeT-0yTunoBbIM 3hMpoM nunepnamH-3-kapbo-
HOBOW KNCIOTbI:

TpeT-6yTunosein  acdmp  1-(3-(4-umaHdeHun)-2-
OKCO-5-0KCa30NMANHUNMETW)-NunepuanH-3-kap-
6OHOBOW KNCNOTHI;

C 3TMNOBbIM 3MPOM NUNEPUANH-2-KapOOHOBOW
KUCMOTbI:

atunosbii admp  1-(3-(4-umaHdperHunn)-2-okco-5-
OKCa3onMAVHUIMETUN)-NMNepuanH-2-kapboHoBON
KUCMOThI;

¢ 6eH3nnoBbIM
60OHOBOW KNCNOTHI:

6eH3unnoBbIn acpup  1-(3-(4-umaHdpeHunn)-2-okco-
5-oKkcazonuanHUNMETUN)-NUNePUanH-2-kapboHOBON
KUCMOThI;

FAB 420;

C TpeT-OyTUnoBbIM
KapbOHOBOW KNCMOTbI:

TpeT-0yTnnoBbIM admpom 1-(3-(4-umaHdpeHunn)-2-
0KCO-5-0KCa30nNnaNHUN-MeTUN)-NUNepUanH-2-
KapbOHOBOW KNCMOTbI;

C 3TMNOBbLIM 3PMPOM NUPPONUANH-2-KapOOHOBOW
KUCMOTbI:

aTunoBbiM admpom 1-(3-(4-umaHdpeHunn)-2-okco-
5-oKkcazonuanHUNMETUN)-NMPPONNANH-2-kKapOoHOBOM
KUCMOTbI;

¢  6eH3unoBbIM
KapbOHOBOW KNCAOTbI:

6eH3unnoBbIn acpup  1-(3-(4-umaHdpeHunn)-2-okco-
5-okcazonuanHUNMETUN)-NMPPONNANH-2-kKapOoHOBOM
KUCMOTbI;

avpomM  nuUNepuamnH-3-kap-

3UpoM  NUNepuUanH-2-Kkap-

3upoM  nunNepuauH-2-

3upomM  MMpPONUANH-2-

C TpeT-OyTUNoBbIM 3MPOM  NUPPONUANH-2-
KapbOHOBOW KNCMOTbI:

TpeT-6yTunosbin  acpup  1-(3-(4-umaHdeHunn)-2-
OKCO-5-0KCa30NMANHUNMETU)-NMMPPONMUANH-2-
KapbOHOBOW KNCMOTbI;

C 3TUMOBbLIM 3OUPOM MUNEPUANH-4-YKCYCHON KN-
CnoThbI:

atunosbii adwmp  1-(3-(4-umaHdperHunn)-2-okco-5-
OKCa30nUANHUIIMETUN)-NUNEPUONH-4-YKCYCHOW  KK-
CrnoThI;

¢ 6eH3nnoBbIM 3MPOM NUNEPUANH-4-yKCYyCHOM
KUCMOTbI:

6eH3nnoBbIn acpup  1-(3-(4-umaHdeHunn)-2-okco-
5-oKkcazonuanHUNMETUN)-NUNEPUANH-4-YKCYCHOW KK~
CrnoThl;

C TpeT-OyTunoBbIM
YKCYCHOW KUCMOThI:

TpeT-6yTMnosbin  acpup  1-(3-(4-umaHdeHunn)-2-
OKCO-5-0KCa30NMANHUNMETUI)  NUNepUanH-4-yKcyc-
HOW KUCHOTbI;

C 3TUIOBbLIM 3PMPOM NUMNEPUANH-4-OKCUYKCYCHOWM
KUCMOTbI:

atunosbii admp  1-(3-(4-umaHdpenHnn)-2-okco-5-
OKCa3onUAVHWIMETNN)  MUNEPUANH-4-OKCUYKCYCHOM
KWUCMOTbI;

c 6eH31noBbIM
OKCWYKCYCHOW KMUCIOTbI:

6eH3unoBbIn acpup  1-(3-(4-umaHdeHunn)-2-okco-
5-0KCca3onuAMHUNMETU)-NUNepUanH-4-OKCUYKCYCHON
KWUCMOTbI;

C TpeT-0yTnnoBbIM 3MPOM MUNepuanH-4-okcu-
YKCYCHOW KUCMOThI:

TpeT-6yTmnosbin  acpup  1-(3-(4-umaHdpeHunn)-2-
OKCO-5-0KCa30NMANHUNMETUN)-NMnepuanH-4-
OKCWYKCYCHOW KUCNOTbI, T.n. 88-89°;

FAB 416;

C 3TUIOBBLIM 3PMPOM NUMNEPUANH-3-OKCUYKCYCHOWM
KUCMOTbI:

atunosbii admp  1-(3-(4-umaHdpennn)-2-okco-5-
OKCa3onMAVHUIMETUN)-NUNEePUANH-3-OKCUYKCYCHOM
KMCMoThbI, ¢ 6eH31NOBBLIM 3MPOM NUNEPUANH-3-OKCU-
YKCYCHOW KUCMOThI;

6eH3nnoBbIn acpup  1-(3-(4-umaHdeHunn)-2-okco-
5-0KCa30nuANHUNMETU)-NUNepUanH-3-OKCUYKCYCHON
KWUCMOTbI;

C TpeT-0yTnnoBbIM 3pMPOM MUNEpPUANH-3-OKCU-
YKCYCHOW KUCMOThI:

TpeT-6yTmnosbin  acpup  1-(3-(4-umaHdpeHunn)-2-
OKCO-5-0KCa30NMANHUIIMET W )-NUNepUanH-3-
OKCWYKCYCHOW KNCIOTBI;

C 3TUNOBbLIM 3PUPOM MUNEPA3NH-2-YKCYCHOW Ku-
CroThbI:

atunosbii admp  1-(3-(4-umaHdpennn)-2-okco-5-
OKCa3onUAVHUITMETUN)-NMNepasnH-4-yKCyCHON  KuUC-
noThbl;

¢ 6eH3nnoBbIM 3UPOM MuMepasnH-1-yKCycHomn
KWUCMOTbI:

6eH3unoBbIn acpup  1-(3-(4-umaHdenunn)-2-okco-
5-okcazonuanHUNMeTun)-nunepasmH-4-yKCycHOM  Ku-
CroThl;

C TpeT-6yTMnoBbIM
YKCYCHOW KUCMOThI:

TpeT-6yTmnosbin  acpup  1-(3-(4-umaHdpeHunn)-2-
OKCO-5-0KCa30NMANHUNMETUI)-NnnepasmH-4-yk-
CYCHOW KWCNOTbI;

C 3TUNOBLIM 3(PUPOM a3eTUANH-3-OKCUYKCYCHOM
KWUCMOTbI:

acpupom  nunepuamH-4-

achmpom nunepuaunH-4-

acpupoM  nunepasmH-1-
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atunosbii admp  1-(3-(4-umaHdeHunn)-2-okco-5-
OKCa3onMAVHWIMETUN)-a3eTMANH-3  -OKCMYKCYCHOM
KUCMOTbI;

c  6eH3nnoBbIM
CUYKCYCHOW KMUCIOTbI:

6eH3unoBbin acpup  1-(3-(4-umaHdpeHunn)-2-okco-
5-okcazonuauHUn MeTWn)-a3eTuamH-4-0KCUYKCYCHON
KUCMOThI;

C TpeT-0yTnnoBbIM 3MPOM  a3eTUAMH-3-OKCUu-
YKCYCHOW KUCMOTbI:

TpeT-6yTunosein  acdup  1-(3-(4-umaHdenun)-2-
OKCO-5-0KCa3onNMANHUIMETUN)-a3eTUANH-3-
OKCWYKCYCHOW KMUCNOTBI;

C aTunoBelM acupom 1/6eH3unnunepasniH-2-
KapbOHOBOWN KNCMOThI:

3TUnoBbI acpup 1-6eH3nn-4-(3-(4-unaHdeHnn)-
2-0KCO-5-0KCa3oNMAaANHWUI-METUN)-NUNepasuH-2-
KapbOHOBOWN KNCMOThI;

¢ 6eH3nnoBbIM 3admpoM 1-BeH3nnnunepasnH-2-
KapbOHOBOWN KNCMOTbI:

G6eHaunoBbim  admp  1-6eH3nn-4-(3-(4-umaH-
heHwnn)-2-0KCo-5-0KCa3onMAaNHWUN-MeTun)-nune-
pa3nH-2-kap6OHOBOWM KUCNOTbI;

¢ TpeT-6yTnnosbiM acdnpom 1/6eH3mnnmnepasmvH-
2-kapbOHOBOW KUCMOTbI:

TpeT-6yTunoseii  adwmp  1-6eH3nn-4-(3-(4-unan-
deHun)-2-0kco-5-0Kcaso-NMaNHUITMETUIT)-
nunepasunH-2-kapOboHOBOW KUCMOTHI.

AHanormyHbiM  obpasom nonyyawT u3  3-(4-
unaHdeHun)-55-meTaH-cynboOHNNOKCUMET-2-
okcaszonuauHoHa (t.nn.  141-142°; +75,3° (c=3,9
Mr/Mn B MeTaHone); nyTemM B3aumogencTsusa 4-
amuHobeHsoHuTpuna ¢ 2R-2,3-3noKcMnponaHosiom
Ana nonyyeHus 4-(2S,3-AMrnapoKcMnponunammnHo)-
6eH30HNTpUa, B3aMMOLENCTBMEM C AuaTunkapbo-
Hatom  (K-TpeT-6yturnom ¢ nonydeHvem  3-(4-
uuaHgeHnN)-5S-rmapoKCUMeTU-2-0KkCa3onManHoHa
W MONyYEHNEM CIIOXKHOro agpmpa ¢ MeTaHCyNbdOHWIT-
XopvaoM) € GeH3WnoBbiM 3MPOM MUNepUanH-4-
KapbOHOBOWM KNCMOTbI:

6eH3unnoBbIi acpup  1-(3-(4-umaHdpeHunn)-2-okco-
5S-okcazonuanHunmeTun)-nnunepuamnH-4-kapGoHoBON
kucnotol, T.nn. 87-88°, -43,0° (c=9,8 mr/mn B MeTa-
Hone).

AHanorM4yHbIM NyTeM MOMy4alT C ITUMOBbIM
3rpomM NunepmanH-4-kapboHOBON KUCMOThI:

atunosbii  acdmp  1-(3-(4-umaHdeHnn)-2-okco-5S-
OKCasonuavHWn  MeTun)-nunepuamnH-4-kapboHoBoM
KWUCMOTbI;

C TpeT.OyTunoBelM achupom  nunepuamH-4-kap-
60OHOBOW KNCNOTHI;

TpeT-6yTMnoBbIn acump 1-(3-(4-umnaHdeHnn)-2-oKco-
5S-okcazonuanHunMeTun)-nunepuamnH-4-kapboHoBON
KUCMOTbI.

AHanornyHbiM nytem u3  3-(4-umaHdeHun)-5K-
MeTaHCYNMbMOHUTOKCUMETUN-2-0KCa30NNANHOHA
(moxeT BbITb nonyyeHo u3 2S-2,3-anokcunponaHona
¢ nomoupio 4-(2R,3-gurnapokcunponmnammHo)-6eH-
30HUTpUNa u 3-(4-unaHdgennn)-5R-rugpokcumeTun-2-
OKCa3onuavHoHa)) nomy4yatoT 3TunoBbii acpup 1-(3-
(4-umaHdpeHunn)-2-okco-5R-okcazonuanHUNMeTun)-
nMnepunanH-4-kapboHOBON KWCIOTbI, a Takke COOT-
BETCTBYIOLLMI CINOXHbIA 3P N COOTBETCTBYIOLLNIA
TPETUYHBIN CNOXHBIV OYTUNOBBIN 3Mp.

Mpumep 4. AnamnorvdHo npumepy 3 u3 3-(4-
OVMMETUNaMUHOMETUNAEHNN)-5-6poMmeTuUn-2-okca-
30MManHoOHa (MoXeT ObiTb MOMyyeH nyTem B3avMmo-

aupomMm  aseTuamnH-3-0ok-

oenctena  4-gUMETUNaMMHOMETUNAHUIIMHA € 2,3-
3MOKCUMPOMNaHONoM ¢ nonyyveHnem 3-(4-gumetuna-
MUHOMETUNEHNNAMMHO)-1,2-NponaHguona, ¢  no-
crnegylowuMM B3auMOLencTBMeM C AuaTunkapboHa-
Tom (K-TpeT-Oytmunatom ana nonyyeHus 3-(4-gu-
METUITaMUHOMETUINEHNIT)-5-rMapPOKCUMETUN-2-0K-
casonuavHoHa n B3anmogeinctemem ¢ SOBr?) ¢ TpeT-
OyTnnoBbIM 3bMpoM nMnepuanH-4-kapboHOBOM Ku-
CnoTbl nonyyalT TpeT-bytunosbii admp 1-(3-(4-gu-
MeTUnamMmmnHomeTundeHnn)-2-oKCo-5-okca3onuanHuI-
MeTun)-nunepuanH-4-kapboHoBon  kncnotbl, FAB
432.

Mpumep 5. Cmeck 3,31 r atunosoro acupa 1-(3-
(4-umaHdeHnn)-2-rmapokcmMnponun)-nunepuanH-4-
KapbOHOBOWM KMCNOTHI (MONy4alT nyTeM B3aumoaen-
ctBua  3-(4-umaHdenun)-1,2-nponaHamnon-1-meTaH-
cynbdoHata € 3TUNOBbLIM 3mpoM nunepnanH-4-
kapboHoBown kucnotel), 15 mn gnatunkapboHata u 0,1
r TpeT-6yTnnarta kanvs nepemeLunBaloT B TedeHue 2
YyacoB npu Temnepatype B 6aHke 110°. BeinapumsatorT,
nepepabarbiBatoT Kak 06blMHO 1 nonyyatoT "IA", FAB
358.

Mpumep 6. PactBopstotr 201 mr 1-amuanHo-3,5-
anmeTtunnupason-Hutpata B 17 mn gmokcaHa n 5 mn
BoAbl, cMewmBatoT ¢ 0,17 mn aTunamMusonponunamm-
Ha 1 nepemelunBatoT B TeyeHne 16 muH. 3atem go-
6asnsoT 375 mr Tpet.6ytunosoro adupa 1-(3-(4-
amunHodEeHNN)-2-0KCO-5-0KCa3oNMANHUIMETU)-NK-
nepuaunH-4-kapboHOBON KUCMOTbI (MOMyYaloT NyTeM
B3auMoOOeNCTBMA  4-aMunHo-aueTaHunmMga ¢ 2,3-
3MOKCUMPONAHONOM C nonyveHuem 4-(2,3-gurnapok-
cunponunamuHo)-aueTaHunuaa, nocnegywoowen pe-
akumen c amatunkapboHaToMm and nonydvexust 3-(4-
auetamugodeHun)-5-rugpokcumMeTun-2-okcasonuam-
HOHa, MpeBpalleHusi B MeTaHCyrbgoHaT 1 B3aumo-
OencTeusa ¢ TpeT-6yTunoBeiM 3MpomM nunepuanH-4-
KapbOHOBOWN KWCMOThbI) CMECb HarpeBaloT B TeveHue
45 yacos, BblinapuBatoT. nepepabaTtbiBaloT Kak 0bbly-
HO W nony4yatloT TpeT-OyTunoebim acpup 1-(3-(4-ry-
aHWManHMEeHNN)-2-0KCo-5-0KkCa3oNMANHNAMETUI)-NN-
nepuanH-4-kapboHOBOW KNCMOTHI.

AHanornyHelm  obpa3om 13  TpeT-OyTMNoBOro
acwmpa  1-(3-(4-ammHOMeTUNdEHU)-2-0KCO-5-0KCa-
30MMANHUAMETUN)-NUNEPUANH-4-kapOoOHOBOW  KMUCMO-
Tbl C 1-amMnanHO-3,5-OUMETUNNNPaA3ONHUTPUTOM MO-
nyyaoT TpeT-6yTunoBbIi acdup  1-(3-(4-ryaHnguH-
MeTUNdeHNN)-2-0KCo-5-0KkCa3oNMaUHUITMETWI)-N-
nepuaunH-4-kapboHoBon knucnoTel, FAB 432.

Mpumep 7. PactBopstot 1 1 "IA" B 40 mn 10%-
Horo MetaHonbHoro pacteopa NHs, pactBop rugpu-
pytoT Ha 0,6 r Hukensa PeHes npu 20° n gasneHunmn 1
6ap 0o okoH4yaHus nornowenus Hy. MNocne unbTpa-
LMK 1 BbiMapmBaHUs nony4vatoT aTunosbIvi acmp 1-(3-
(4-amunHomeTundpeHnn)-2-okco-5-okcazonManHun-
MeTun)-nunepuanH-4-kapboHoson  kucnotel, FAB
362.

AHanorn4yHbiM obpasom nonyyalT nyTem rugpu-
pOBaHWs COOTBETCTBYIOLLMX HATPUIOB cregytowye 1-
(3-(4-amuHoMeTUNdEHNN)-2-0KCO-5-0KCA30NUANHUIT-
MeTWUN)-NUNepuanHbL: 4-TpeT-6yTnnoBeii admp Kap-
6OHOBOW KMCNOTbI, 3-3TUNOBBIA 3dmp KapboHoBON
KMCrnoTbl, 3-TpeT-0yTnnoBbln acup kapOOHOBOW Ku-
CroThl, 2-3TUNOBbIA 3dNp KapOOHOBOW KUCMOThI, 2-
TpeT-6yTMnoBbIn achmp KapbOHOBOW KUCNOTbI, 4-3TK-
NOBbIA 3HUP YKCYCHOW KMUCMOTbI, 4-TpeT-OyTUnoBbIv
3apmp YKCYCHOM KMCNOTbI, 4-3TUMNOBBLIN 3OUP OKCUYK-
CYCHOW KuCMOoTbl, 4-TpeT-OyTunoBbIi 3cup OKCUYK-
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CyCHoI kucnotbl, T.nn. 95-96°, FAB 420, 3-aT1nosbin
3P OKCUYKCYCHOW KWUCMOTbI, 3-TpeT-0yTnnosbIn
3(pMp OKCUYKCYCHOWM KMCMOTI;

cnegyowwe 1-(3-(4-amuHomeTundpeHunn)-2-okco-
5-0KkCa30NMANHUNMETUN)-NNPPONNAVHBI: 2-3TUMOBbLIN
adup KapbOHOBOW KNCMOTLI, 2-TPeT-0yTUNOBbIN 3chup
KapbOHOBOWM KNCMOThI;

cnegyowwe 1-(3-(4-amuHomeTundpeHunn)-2-okco-
5-okcazonuAanHUNMeTUn)-NunepasuHbl:  4-3TUMOBbLIN
3dmp YKCYCHOWM KMCNOTbl, 4-TpeT-0yTunoBsbii edup
YKCYCHOW KUCMOThI;

cnegyowwe 1-(3-(4-amuHomeTundpeHunn)-2-okco-
5-okcaszonuanHUNMeTnn)-a3eTnanHsbI: 3-9TnnoBLIN
3P OKCUYKCYCHOW KWUCMOTbI, 3-TpeT-0yTnnoBbIn
3PMp OKCUYKCYCHOWM KMCMOTI;

cnegyowwe 1-(3-(4-amuHomeTundeHunn)-2-okco-
5-okcaszonuanHunmeTun)-4-6eHsunnunepasuHbl:  3-
3TUNoBbIi 3dup kapboHOBOW KMCMOThI, 3-TpeT-Oy-
TUNOBLIV 3Mp KapbBOHOBOW KNCMOThI;

cnegyowwe 1-(3-(4-amuHomeTundpeHunn)-2-okco-
5S-okcazonManHUnMeTun)-NnunepuanHel: 4-3TUNoBbLIN
admp kKapbOHOBOW KNCMOTLI, 4-TPeT-6yTUNOBLIA 3cUp
KapbOHOBOWN KNCMOThI;

cnegyowwe 1-(3-(4-amnuHomeTundeHunn)-2-okco-
5R-okcasonuamHunmeTvn)-nunepuanHbl; 4-3TUMOBbLIN
adup KapbOHOBOW KNCMOTbI, 4-TPeT-6yTUNOBLIN 3dhuUp
KapbOHOBOWN KNCMOThI.

Mpumep 8. B pacteop 3,57 r "|A", 50 mn nupmnau-
Ha un 6,6 mn TpuatTunamuHu npu -10° BBOAAT HoS (45
MuH). 3aTem nepeMelunBaloT B TeyeHne 14 vacos
npu TemnepaType 20°, BbiNapmBatoT, pacTBOPSIOT OC-
Tatok B 50 Mn aueToHa 1 aobasnsoT 9 Mn nogucToro
mMetuna. lNMocne 6-4acoBoro nepemelumsaHuns npu 20
O0T(UNbTPOBLIBAKOT, NPOPbLIBAOT OCTATOK B Hebornb-
LIOM KonmyecTBe aueToHa, pacteopstoT B 30 mn me-
TaHona, gobaensoT 4,6 r aueTata aMMOHUA U Nepe-
MewmBaloT B TedeHne 30 yacoB mpu TemnepaType
20°. TMony4eHHbIn 3TMNOBbIN 3acup 1-(3-(4-amuHo-
heHWI)-2-0KCo-5-0KCa3onMANHUNMETN)-NMNEePUONH-
4-kapbOHOBOW KMCNOTbI OT(PMINBTPOBLIBAIOT U C MO-
MOLLBIO CUMMKarens pasgensioT xpomaTtorpaduye-
Cckum cnocobom (auxnopmeTaH) meTaHon (ykcycHas
kucrota 70:30:2), T. nn. 200° (pasnoxeHwe), FAB
375.

AHanorn4HelM 06pa3om nony4atT U3 COOTBETCT-
BYIOLLMX HUTpunoB cnegywowme 1-(3-(4-amuguHo-
heHI)-2-0KCo-5-0KCa3onUMANHUIMET)-NMNepu-
AVHbl: 4-6eH3unoBbIi 3dmp KapboHOBON KUCMOTHI, T.
nn. 204° (pasnoxexue); FAB 437; gurmgpoxnopwua, T.
nn. 182°, 4-tper-6yTunosein acpup kapboHOBON Ku-
CnoTbl, 3-3TMNoBbIN 3dunp KapboHOBOW KUCMOThI, 3-
6eH3nnoBbIN 3dMp KapOOHOBOW KWUCMOTHI, aueTar,
FAB 437, 3-TpeT-0yTnnoBbii achmp kapboOHOBOW Ku-
CMoThl, 2-3TMNOBbIN 3duUp KapbOHOBOW KUCMOThI, 2-
6eH3nnoBbIn achup kapboHoBon kucnoTel, FAB 437,
2-TpeT-6yTMNnoBeIN 3P KapOOHOBOW KUCMOTbI. 4-
STUMNOBBIA 3UP YKCYCHOW KUCNOTbI, 4-6€H3UMOoBbLIN
3mp YKCYCHOW KMUCNOThI, auertarT, T. nn. 206°, 4-tpert-
OyTUNoBbLIN 3MP YKCYCHOM KUCMOTbI, 4-3TUMOBbIV
3P OKCUMYKCYCHOW KUCMOTbIl, 4-6eH3unoBbin acmp
OKCMYKCYCHOW KMUCIOTbI, 4-TpeT-0yTnnoBbIi admp OK-
CUYKCYCHOW KUCroThl, T. nn. 187° (pa3noxexue), FAB
433, 3-9TUNoBbIN 3UP OKCUYKCYCHOM KUCMOTHI, 3-
6eH3nnoBbIN 3UP OKCUYKCYCHOW KUCMOThI, 3-TpeT-
OyTnNoBbLIN 3P OKCMYKCYCHOM KUCMOTbI; criegyto-
wme 1-(3-(4-amuHodeHnn)-2-okco-5-oKkcasonManHus-
MEeTWUN)-NNPPONNANHBL: 2-3TUNOBbLIA 3achup KapboHo-

BOW KUCNOTbI, 2-6eH3unoBbIn 3dunp kapboHOBOW Ku-
CnoThbl, 2-TpeT-6yTMUNOBbLIN 1P kKapOOHOBOMN KMCMO-
Tbl; cnegyowme 1-(3-(4-amugnHodeHnn)-2-okco-5-
OKCa3onUAMHUIIMETUN)-NMNepasnHbl: 4-3TMNOBbIN
aUp YKCYCHOW KUCMOTbI, 4-6eH3nnoBbIn achup yK-
cycHow kucnoTbl, FAB 452, 4-tpeT-6yTunosbivi admp
YKCYCHOM KucroThl; crnegytowmne 1-(3-(4-ammnamHo-
peHun)-2-0Kkco-5-0KkCcasoNMaANHNUI-METUNN )-a3eTnan-
Hbl: 3-3TUNOBLIN 3UP OKCUMYKCYCHOM KUCMOTbI, 3-
6eH31noBbIN 3PUP OKCUYKCYCHOW KUCMOThI, 3-TpeT-
OyTVNOBLIN 3P OKCMYKCYCHOM KUCMOTbI; criedyto-
e 1-(3-(4-ammamnHodeHun)-2-okco-5-okcasonu-
OvHUN  MeTun)-4-6eH3nnnunepasvHbl:  3-9TUIMOBbLIN
acup kapboHOBOM KUCMOThl, 3-6eH3nnoBbIi achup
kapboHoBOWM KucnoTbl, 3-TpeT-6yTnnoBeI acup kap-
6oHoBOW kucnoTel; cnegywowune 1-(3-(4-ammguHo-
heHnn)-2-okco-55-okcazoNManHUNMeTUn)-nune-
PUAVHbI:

4-3TMnoBbIA  3mp KapbOHOBOW KUCNOTbI, 4-
6eH3unoBbIn  3dnp kapboHOBOW KUCMOThI, 4-TpeT-
B6yTnoBbI achup KapOOHOBOW KUCNOTHI; credyoLme
1-(3-(4-ammguHodeHnn)-2-okco-5R-okcasonmanHu-
MeTUN)-NuNepuanHbL: 4-3TUNoBbIA acpmp KapboHoBON
KMCnoTbl, 4-6€eH31noBbIN 3dMp KapOOHOBOW KUCMOTHI,
4-TpeT-0yTNNoBbLIN 3MpP KAPGOHOBOW KNCIOTHI.

Mpumep 9. AHanornyHo npumepy 8, HO C 3KBUBA-
NEHTHbIM KONWYECTBOM rMApOKCMIIaMMOHUaLeTaTa,
BMECTO aueTtaTta aMmMoHusi nony4datot u3 "lA" atuno-
BbIi 3pmp 1-(3-(4-rmppokcmnaMmmanHodeHns)-2-0Kco-
5-okcazonuavHun  MeTun)-nunepuanH-4-kapboHoBow
KMCMOTbI.

Mpumep 10. PacteBopsitoT 1 r TpeT-6yTMNOBLIN
acmp  1-(3-(4-umaHdeHnn)-2-oKco-5-o0kca3onuanHuI-
MeTUN)-nunepuanH-4-kapboHoBoW KMcnotbl B 12 mn
anxnopmetaHa, nobaensoT 12 Mn TpUTOPYKCYCHON
KMUCMNOTbl, OCTaBMsAT Ha 5 MUWH, BbinapuBatoT, nepe-
pabaTbiBalOT kak 0OblMHO M nonyyarT 1-(3-(4-um-
aHoeHnN)-2-0KCo-5-0KCa30NMANHUIIMETMN)-NUNepu-
AvH-4-kapboHoByto kucnoty, FAB 330.

AHanornmyHbiM 06pasom M3 COOTBETCTBYHOLLETO
TpeT-6yTMnoBoro advpa nomy4yatoT crnegylome Ku-
CroThbI:

1-(3-(4-unaHdeHunn)-2-okco-5-okcasonManHW-
MeTVN)-NUNepuanH-3-kapboHOBYHO KUCMOTY;

1-(3-(4-unaHdeHunn)-2-okco-5-okcasonManHWI-
MeTWN)-NUNepuAnH-2-kapboHOBYHO KUCMOTY;
1-(3-(4-umnaHdeHunn)-2-okco-5-okcasonManHWI-
MeTWN)-NUPPONUANH-2-kapOOHOBYIO KUCIOTY;
1-(3-(4-unaHdeHunn)-2-okco-5-okcasonManHWI-
MeTUN)-NUNEePUANH-4-yKCYCHYIO KUCNOTY;
1-(3-(4-unaHdeHunn)-2-okco-5-okcasonManHWI-
MeTWM) NUNepUanH-4-OKCUYKCYCHYIO KUCIIOTY;
1-(3-(4-umnaHdeHunn)-2-okco-5-okcasonManHWI-
METWM)-NUNEePUANH-3-0KCUYKCYCHYIO KUCIOTY;
1-(3-(4-unaHdeHunn)-2-okco-5-okcasonManHWI-
MeTUN)-NUNePUANH-4-yKCYCHYIO KUCNOTY;
1-(3-(4-umnaHdeHunn)-2-okco-5-oKkcasonMaNHWI-
MeTWM)-aLeTUANH-3-0KCUYKCYCHYIO KUCHOTY;
1-6eH3un-4-(3-(4-unaHdeHunn)-2-okco-5-okcaso-
NANHUNMETVN)-NMNepasnH-2-kapboHOBYIO KUCMOTY;
1-(3-(4-ammnHoMeTuNeHNN)-2-0Kkco-5-oKkcasonu-
OVHUAMETUN)-NUNepUANH-4-kapboHOBYO KWUCHIOTY, T.
nn. 190° (pasnoxexue); FAB 334;
1-(3-(4-amrHOMeTUNEeHNN)-2-0Kkco-5-o0kcaso-
AManANNMETUN)-NMnepuanH-3-kapboHOBYIO KUCMOTY;
1-(3-(4-ammrHOMeTUNEeHNN)-2-0Kkco-5-okcaso-
AMOVHUAMETUN)-NUNEPUANH-2-KapOOHOBYIO KUCIOTY;
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1-(3-(4-ammnHoMeTUNeHNN)-2-0Kkco-5-
OKCa3onMMAVHUIMETUN)-NNPPONUANH-2-kapboHOBYIO
KWUCIOTY;

1-(3-(4-ammrHoMeTuNeHnN)-2-okco-5-
0KCa3onuAMHWIMETUN)-NUNEPUONH-4-YKCYCHYIO
cnorTy;

1-(3-(4-ammnHomeTUNdeHun)-2-okco-5-
0KCa30nMAVHUIMETUN)-NUNEPUANH-4-OKCUYKCYCHYIO
kucrnoTy, T. nn. 135°; FAB 364;

1-(3-(4-ammHomeTUNdeHun)-2-okco-5-
0KCa30MnMAVHUIMETUN)-NUNEPUANH-3-OKCUYKCYCHYIO
KWUCIoTY;

1-(3-(4-ammnHomeTUNdeHun)-2-okco-5-
0KCa3onMAVHUIMETUN)-NUNepasnH-4-yKCyCHyIo
cnorTy;

1-(3-(4-ammHomeTUnNdeHun)-2-okco-5-
OKCa30MnMAVHWUIMETUN)-a3eTUONH-3-OKCUYKCYCHYLO
KWUCMoTy;

1-6eH3un-4-(3-(4-amnHomeTundeHnn)-2-okco-5-
OKCa3onMaVHUIMETNN)-NMnepasnH-2-kapboHOBYIO
KWUCHoTY;

1-(3-(4-ammnguHobeHun)-2-okco-5-
OKCa3onMAVHUIMETUN)-NMNepuanH-4-kapboHoBYLO
KMcroTy, T. nn. 265° (pasnoxenune); FAB 347; gurva-
poxnopug, T. nn 142°;

1-(3-(4-ammnguHodbeHun)-2-okco-5-okcasonu-
AVHUIMETUN)-NUNepUANH-3-kapboHOBYIO KUCIOTY;

1-(3-(4-amnguHodeHun)-2-okco-5-okcaso-
NMANHUAMETUN)-NUNEepPUanH-2-KapboHOBYIO  KUCHOTY,
7. nn. 198°, FAB 347;

1-(3-(4-amnguHodeHun)-2-okco-5-okcasonuan-
HUMMETUN)-NUPPONNANH-KAPOOHOBYIO KACIOTY;

1-(3-(4-ammnguHodeHunn)-2-okco-5-okcasonuan-
HUMMETUN)-NUNEPUANH-4-yKCYyCHYIO KUCAOTYy, T. M.
256°;

1-(3-(4-ammnguHodeHnn)-2-okco-5-okcaso-
AMANHUNMETUN)-NUNEPUANH-4-OKCUYKCYCHYIO  KUCO-
Ty, macrno, FAB 377;

1-(3-(4-ammnguHodeHnn)-2-okco-5-okcasonuan-
HUMETUN)-NUNEePUANH-3-OKCUYKCYCHYIO  KMCAOTY, T.
nn. 167-168°;

1-(3-(4-ammnguHodeHnn)-2-okco-5-okcasonuan-
HUNMETUN)-NUNepasunH-4-ykcycHyto  kucnoty, FAB
362;

1-(3-(4-amuguHodeHnn)-2-okco-5-okcasonuan-
HUMMETUN)-a3eTUaNH-3-0KCMYKCYCHYIO KUCIOTY;

1-6eH3nn-4-(3-(4-amnamHodeHun )-2-okco-5-
OKCa3onuAVHUIMETUN)-NMNepasnH-2-kapboHOBYIO
KMCroTy;

1-(3-(4-ryaHngmHodperun)-2-okco-5-okca-
30MMANHUNMETUN)-NNNEPUANH-4-kapOOHOBYIO  KMCIO-
Ty,

Kn-

KnN-

1-(3-(4-ryaHngmHomeTundeHun)-2-okco-5-okca-
30MUANHUIIMETUN )-NNepUanH-4-kapboHOBYHO  Kuco-
Ty, FAB 376;

1-(3-(4-umnaHdeHnn)-2-okco-5S-okca3oNUanNHUI-
MeTuN)-NunepuanH 4-kapboHOBYIO KUCIOTY;

1-(3-(4-umaHdeHwnn)-2-okco-5R-okcasonuaun-
HUNMETUN)-NMNepuanH-4-kapboHOBYIO KUCIOTY;

1-(3-(4-ammHOMeTUNdEHNT)-2-0KCO-5S-OK-
Ca30NMaNHUNIMETUN)-NUNEPUANH-4-kapbOHOBYHO
croTy;

1-(3-(4-amvHoMeTUNdeHNN)-2-okco-5R-
OKCa30MMAVHUIIMETUN )-NUNepUanNH-4-kapboHOBYIO
KMCIOTY;

Kn-

10

1-(3-(4-ammnguHomeTmndeHunn)-2-okco-5S-okca-
30MMANHUAMETUN)-NUNEPUANH-4-kapOOHOBYIO  KMUCIO-
Ty,

1-(3-(4-ammguHomeTundeHun)-2-okco-5R-ok-
Ca3onuaMHUIMeTUN)-NunepuanH-4-kapboHoByo
cnoTy;

1-(3-(4-gumeTmnammHomeTundeHmn)-2-o0Kkco-5-
OKCa3onuAaVHUNMETVN)-NMnepnanH-4-kapboHoBYHO
KMCroTy.

Mpumep 11. PactBopstoT 1 r 6eH3nnosoro acupa
1-(3-(4-ammgnHodeHnn)-2-0Kco-5-0kca3onUanHUI-
MeTun)-nunepunamnH-4-kapboHoBor kncnotel B 100 mn
MeTaHona, 17 mMn yKCyCHOM KMcnoTbl U 17 Mn BOAbI,
pactBop rmapupytoT Ha 0,7 r 5%-Horo Pd-yrns npwu
Temnepatype 20° n gasneHun 1 6ap Ao npekpalue-
Hus nornoweHns Hy. ®unbTpyloT, BbinapueatoT, pac-
TUPaIOT CO CIOXHbBIM OUITUINOBLIM 3CHMPOM U MONYy-
yatT 1-(3-(4-ammnamHodpeHunn)-2-okco-5-okcaszonman-
HUNMEeTUN)-NUNepuanH-4-kapboHOBYIO KUCMOTY, T. NI.
265°; FAB 347; purugpoxrnopwva, T. nn. 142°

Mpumep 12. AHanornyHo npumepy 11 nytem rma-
pupoBaHua  1-6eH3unn-4-(3-(4-umaHdeHnn)-2-okco-5-
OKCa30onUANHUNMETW)-NMNepasnH-2-kapboHOBOW Kn-
crothbl ("IB"; nnn "IB" 6eH3mnoBoro acupa) nonyyaroT
1-(3-(4-amuHo-meTuNeHnn)-2-okco-5-okcasonu-
AVHUAMETUN)-NnnepasnH-3-kapboHOBYO KNCNOTY.

Te xe BelLeCcTBa MOXHO NOMYYUTb aHaNOrMYHbIM
cnocoboM nytem rugporeHusaumm 1-6eHsun-4-(3-(4-
amnHoMeTundeHnn)-2-o0Kco-5-okcasonuanHnn-
METUI)-NunepasnH-2-kapOboHOBOM KUCNOTbl (M1 ee
6eHannosoro acpupa).

AHanornyHbiM obpasom MonyyarT M3 ITUIIOBOrO
admpa IB nnm Tpet-6yTunosoro acdupa IB crnoxHbIv
amp  1-(3-4-amuHomeTMNpeHnn)-2-0Kco-5-okcaso-
AMGUHUNMETUN)-NunepasuH-3-kapboHOBON  KNUCMOThI
unm  Tper-6ytunosein  acup  1-(3-(4-ammHOMe-
TUNAEHNI)-2-0KCO-5-0KCa3oNMAVHUIMETUI) NUnepa-
3UH-3-kapbOHOBOW KUCMOTHI.

Mpumep 13. AHanormuHo npumepy 3 n3 3-(4-
umnaHdeHnn)-5-meTaHcynb(OHNI-OKCUMETUN-2-0KCa-
301MANHOHA NOMYYaloT:

Cc 6eH3nnoBbIM 3hMpoM NUNepuanH-3-yKCyCHOM
KMCIOTbI:

6eH3unoBbIn acup  1-(3-(4-umaHdeHnn)-2-okco-
5-okca3onuanHUNMETUN )-NUNepnanH-3-yKCyCHOM  Kn-
cnotbl, FAB 434;

C MeTunoBbiIM 3cupom  3-(1-nmMnepasnHun)-
NPOMUOHOBOW KNCMOTbI:

mMeTunoBbI acpup 3-(4-(3-(4-umaHdeHnn)-2-okco-
5-okcasonuanHUnNMeTun)- 1-nunepasmHmn)-
nponuoHoBown kucnoTkl, FAB 373;

C 3TunoBbIM 3cupom 3-(1-nMnepasviHnm)-npo-
NMWOHOBOW KMUCIOTbI:

aTunoBbIi acpup  3-(4-(3-(4-umaHdeHnn)-2-okco-
5-okcaszonuanHUNMeTun)- 1-nunepasmHmn)-
nponuoHoBow kucnoThkl, FAB 387;

C 3TUMOBbLIM 3PUPOM  2-OKconunepasuH-1-yk-
CYCHOW KMCNOTbI:

atunosbii adup  1-(3-(4-umaHdeHunn)-2-okco-5-
0KCa3onManHUIMeTUN)-3-okconnnepasuH-4-yKCcycHOM
kucnotbl, FAB 387;

C 9TUNoBbIM 3NPOM 3-(2-0KCO-1-MMnepasnHun)-
NPOMUOHOBOW KNCMOTbI:

aTunoBbii acpup  3-(4-(3-(4-umaHdeHunn)-2-okco-
5-okcasonuamHunmeTun)-2-okco-1-nunepasnHun)-
nponuoHoson kucnotbl, FAB 401; ¢ aTunoBbiM acu-
pOM 4-rnapoKcu-nunepuanH-4-kapOboHOBOW KNCMOTbI:

Kn-
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atunosbii admp  1-(3-(4-umaHdeHunn)-2-okco-5-
oKCa3onMAaMHUNMeTUN)-4-rmapoKcu-nunepuanH-4-
kapboHoBo kucnotsl, FAB 374;

C 3TMNoBbIM 3UPOM 4-rMapPOKCU-NUNEPUANH-4-
YKCYCHOW KUCMOThI:

atunosbii adup  1-(3-(4-umaHdpeHunn)-2-okco-5-
0KCa3onuAaMHUIMETNN)-4-rmapoKcununepuanH-4-
yKkcycHon kucnoThl, FAB 388;

¢ 1-okca-8-aszacnupo[4,5]aekaH-2-on(=nakToH 3-
(4-rvopokcn-4-NuNnepuanHK)-NPONMOHOBOM  KMCIO-
Tbl);

8-(3-(4-unaHdeHwnrn)-2-0Kco-5-0Kkca3onNuanHUI-
meTun)-1-okca-8-aszacnupo[4,5]aekaH-2-on, FAB 356.

AHanorn4Hbeim obpasom 13 3-(4-umaHdpenHnn)-5R-
unn  5S-meTaHcynbdOoHWN-OKCUMETUI-2-0KCa30Nn-
AVHOHa Mnony4aroT:

¢ 0OeH3unoBblM 3dvpoM nunepuamH-4-kapbo-
HOBOW KNCOTbI:

6eH3unoBbIn acup  1-(3-(4-umaHdeHunn)-2-okco-
5R-okcasonuamHunmeTvn)-nunepmanH-4-kapboHoBoOW
KUCMOTbI;

6eH3unoBbin acup  1-(3-(4-umaHdeHunn)-2-okco-
5R-okcasonuamHunmeTvn)-nunepmanH-4-kapboHoBoOw
KUCMOThI;

C 9TUNOBLIM 3PMPOM MUNepasnH-4-yKCYyCHOM Ku-
CnoThbI:

atunosbii acup 1-(3-(4-umaHdeHnn)-2-okco-5R-
OKCa3onMAVHUITMETUN)-NUNePasnH-4-yKCYyCHOW  Ku-
cnortbl, FAB 373;

aTunosbii acpup 1-(3-(4-umnaHdeHnn)-2-okco-5S-
OKCa3oNMMAVHUITMETUN)-NUNePasnH-4-yKCYyCHOW  Ku-
cnotbl, FAB 373;

¢ 6eH3unoBbIM acpupom 3-(1-nunepasunHunn)-npo-
NMOHOBOW KUCHOTbI:

6eH3nnoBbIn apup 3-(4-(3-(4-umnaHdeHwnn)-2-ok-
c0-5R-0Kca3onuanHUNIMeTnn)-NMnepasnHnN)-npunu-
OHOBOW KMCMOThI, T. nn. 90°;

6eH3unoBbin  admp  3-(4-(3-(4-umaHdeHunn)-2-
0KCO-5S-0KCa3onManHUIMeTun)-nunepasuHu)-
NPOMNMOHOBOW KMCNOTbI, T. ni. 90°.

Mpumep 14. AHanorn4yHo npumepy 8 M3 COOTBET-
CTBYIOLUMX HUTPWUMOB (CM. NpuMep 13) nony4aroT:

6eH3unoBbIn  admp  1-(3-(4-ammagnHodeHnn)-2-
OKCO-5-0KCa30nNMANHUNMETU)-NMnepuanH-3-
YKCYCHOW KUCNOTbI, Anauerar, T. nn. 287-288°;

atunosbii  admp  3-(4-(3-(4-ammngnHodeHnn)-2-
OKCO-5-0KCa30NMANHUNMETUI)-N1NepasnHW)-Npo-
NMWOHOBOW KUCNOTHI, T. Nil. 206°;

3TunoBbI acpup 1-(3-(4-ammagnHodperHunn)-2-okco-
5-okcazonuanHUNMeTUn)-3-okco-nunepasvH-4-
YKCYCHOW KUCMOTbI, T. N1. 224°;

aTunoBbIv agump 3-(4-(3-(4-ammgnHodeHnn)-2-ok-
CO-5-0KCa30NNANHUIIMETWIT)-2-0KCOo-1-NnnnepasuHun)-
nponuoHoBoW kucnoTbl, FAB 418;

aTunoBbIv acpup 1-(3-(4-ammagnHodperHunn)-2-okco-
5-okcazonuanHUNMeTnn)-4-rugpokcununepuamnH-4-
KapbOHOBOW KNCMOTbI;

aTunoBsbI acpup 1-(3-(4-ammagnHodperunn)-2-okco-
5-okcazonuanHUNMeTUn)-4-rugpokcununepuamnH-4-
YKCYCHOW KMUCNOThI, aueTar, T. nn. 108°;

8-(3-(4-ammanHodeHnn)-2-okco-5-okcasonuan-
HunveTun)-1-okca-8-a3acnupo-[4,5]aekan-2on, FAB
373;

6eH3unoBbIn  admp  1-(3-(4-ammanHodeHnn)-2-
okco-5R-okcasonnanHunmeTnn)-nunepuanH-4-kap-
OOHOBOW KMCMOTHI, auetat, T. nn. 225° +40,5° (c=1,
MeTaHon);
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6eH3nnoBbIn agdup 1-(3-(4-ammgnHodeHnn)-2-ok-
c0-5S-okcasonManHunMeTun)-nunepuanH-4-kapooHo-
BOW KMCMOTbI, aueTar, T. nn. 225° -41° (c=1, meTa-
Hom); aTunoBbii adump  1-(3-(4-ammgmHodeHun)-2-
OKCcO-5R-okcasonnanHunmeTnn)-nunepasvH-4-
ykcycHom kucnotsl, FAB 390;

aTMnoBbIn admp 1-(3-(4-ammamHodeHnn)-2-oKco-
5S-okcazonuanHMnMeTun)-nunepasmH-4-ykCcycHoM
kucnotbl, FAB 390.

Mpumep 15

AHanorn4yHo npumepy 9 M3 COOTBETCTBYHOLLMX
HWTPMNOB nony4YatlT 3Tunoebii acdup 1-(3-(4-rma-
pokcramnanHodeHun)-2-oKkco-5-oKkcasonManHnn-me-
TUN)-4-rnapoKCcu-NUNepPuanH-4-yKcyCcHom KUCNOThI,
aue-tat, T. nn. 178-180°; metnnosbin acmp 3-(4-(3-
(4-rmapokcuamnanHodeHmnn)-2-okco-5-okcasonuau-
HWUM-MeTun)-1-NNepasnHUN)NPONMOHOBON  KUCAOTHI,
7. nn. 202°%;

6eH3unoBbIn  acpup  3-(4-(3-(4-rmppokcmammgn-
HodbeHunn)-2-okco-5R-okcasonuanHun-meTun)-1-
NMNepU3NHUN)-NPONMOHOBON KUCNOThI, T. nn. 159°;

6eH3unoBbin  acpup  3-(4-(3-(4-ruppokcmammgn-
HodbeHwWn)-2-0KCco-5S-oKkcaso-NnanHunmeTmn)-1-nu-
nepasvHu)-NPONUOHOBO KMCMOTHI, T. . 159°.

Mpumep 16

Cmecb 13 1 r atunosoro adwmpa 3-(4-(3-(4-
amuanHogeHnn)-2-okco-5-okcasonuanHnnmeTun)-1-
nunepasvHun)-nponuoHoBoi kmucnotsl, 0,2 r NaOH, 8
MI AUOKCaHa ¥ 2 Mn BoAbl MepeMelLnBaeTcst B Teye-
Hue 5 vacoB npu Temnepatype 20. NMocne nogkucne-
HUS 1 0obbluHOM nepepaboTku nmonyyatoT 3-(4-(3-(4-
amuanHogeHnn)-2-okco-5-okcasonuanHnnmeTun)-1-
nMNepasnHUI-NPONMOHOBYIO KUCNOTY, T. Ni. 269°.

AHanNorM4yHbIM NyTEM C MOMOLLLIO OMbINIEHNS CO-
OTBETCTBYIOLLMX CNIOXHbIX 3MPOB NOMYyYatoT:

1-(3-(4-ammngunHodpeHunn)-2-okco-5-okcasonman-
HUNMETNN)-3-0KCO-NUNepasnH-4-yKCYCHY0  KUCIOTY,
MoHorugpart, T. nn. 261°;

3-(4-(3-(4-ammgunHodeHnn)-2-okco-5-okca3onu-
OVHUMETUI)-2-0KCO-1-NMMNepasnHmN)-NponNmMoHOBYHO
kucnoty, FAB 390;

1-(3-(4-ammnagunHodpeHunn)-2-okco-5-okcasonu-
OVHUIMETUN)-4-rmapokcu-nunepmanH-4-kapboHoByO
KMCroTY;

1-(3-(4-ammnpguHodpeHunn)-2-okco-5-okcasonman-
HUNMETVN)-4-rAPOKCUNUNEPUANH-4-YKCYCHYHO Ku-
cnoty, T. nn. 230°%;

1-(3-(4-amnguHodpeHunn)-2-okco-5R-okcazonuaun-
HUNMETUN)-NMNepasnH-4-yKCyCHYI0 KMCNOTY, auerar,
FAB 362; -28,0° (c=1, DMSO 1-(3-(4-
amMuanHoeHnn)-2-0Kkco-5-okca3onMauHunImMeTun)-
nunepasnH-4-ykCycHyto kucnoty, auetar, FAB 362:

+24,0% (c=1, DMSO).

Mpumep 17

a). PactBopsitoT 1 r atunosoro admpa 1-(3-(4-
umaHdeHnn)-2-0Kkco-5-0Kkca3onuanHUnNmMeTnn)-4-
MeTaHCYIb(OHUNOKCU-NUNEPUANH-4-YKCYCHON Kn-
CroTbl (nNomny4alT M3 4-TMaPOKCUCOEAUHEHUS (CM.
npumep 13) n MeTaHcynbdo-xnopuga (MMpuanHa) B
2%-Hom pactBope NH3 B 10 mn cmecm (1:1) ataHona
n THF n octaBnaioT Ha 2 yaca npu Temnepatype 20°.
BeinapueatoT, nepepabaTtbiBaloT kak 0bbIYHO 1 nosy-
YatoT aTunosbln acup 1-(3-(4-umaHdeHnn)-2-okco-5-
0KCa3onManHUNMeTUn)-4-amnHo-NuNepuanH-4-
ykcycHon kucnothl, FAB 387.

6). AHanornyHo npymMepy 8 nonyyalT 3TUMNOBLIN
acup 1-(3-(4-ammnauHodpeHunn)-2-okco-5-okca-
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30NUANHUNMETUN)-4-aMUHO-NMNEPUANH-4-YKCYCHOW
kucnotbl, FAB 404.

B). AHanornyHo npumepy 16 ¢ NOMOLLbIO OMbINe-
Hua nonyyatoT 1-(3-(4-ammgnHodeHnn)-2-oKco-5-ok-
casonuavHNUIMeTUN)-4-aMMHONMNEPUANH-4-YKCYCHYIO
kucrnoty, FAB 376.

Mpumep 18

a). AHanorndyHo npumepy 17a/ n3 3TUNOBOrO
admpa  1-(3-(4-umaHdeHunn)-2-okco-5-okcazonuau-
HUNMETUN)-4-MeTaHCyNbOHUNOKCUNUNEPUANH-4-
KapbOHOBOW KWCMOTbI (MonyyarT u3  4-rMapokcu-
coeaunHeHus (cMm. npumep 13) ¢ MeTaHcynbgoxnopu-
gom(nupuamHom) n NHs nomyyaloT aTunoBbin achup
1-(3-(4-umnaHdeHnn)-2-okco-5-okca3onUanHUN-
MeTun)-4-aMuHonMnepuanH-4-kapboHOBOM  KMCMOTHI,
FAB 373.

6). AHanornyHo npvmMepy 8 nonyyaloT 3TUMOBbIN
admp 1-(3-(4-ammanHodeHnn)-2-okco-5-okcazonuau-
HUNMETUN)-4-aMUHO-NUNEPUANH-4-kapOOHOBO  KK-
cnotbl, FAB 390.

B). AHarnorm4yHo npumepy 16 nyTeM OMbINEHUs
nonyyaT 1-(3-(4-amuanHodeHnn)-2-okco-5-okcaso-
NMANHUNMETUI)-4-aMUHO-NNePUANH-4-kapboHOBYIO
kucnoty, FAB 362.

Mpumep 19

PactBop 1 r 6eHsunosoro adwmpa 3-(4-(3-(4-rva-
pokcMammnamHodeHun)-2-okco-5R-  unn  5S-okca-
30nManHUNMeTun)-1-nunepasmHmn)-NnpornMoHOBON Ku-
cnoTbl (cM. npumep 15) B 30 M YKCYCHOM KUCMOTLI C
pobasneHvem 1 MM yKCYCHOro aHrmgpuaa ruapupytot
Ha 0,2 r 10%-Horo Pd-C npu 20° n gaBneHun 1 6ap
[0 MOTMOLLEHNsT pacCYUTaHHOro KonmyecTsa BOAOPO-
Aa, bunbTpytoT, NnepepabaTtbiBalOT Kak 0ObIMHO 1 MO-
nyyatoT:

3-(4-(3-(4-amunanHopeHun)-2-okco-5R-okcaszo-
AMaNHUAMETUN)- 1-NMNepasnMHMN)-NPONMOHOBYID  KU-
cnoty, auetat, T. nn. 200-220° (pasnoxeHue), +9°
(c=0,5 DMSO) unu

3-(4-(3-(4-amnguHobeHun)-2-okco-5S-okca-

00bl4HBIX CNOCOBOM  M3roTaBnNMBalOTCA TabneTky,
npudeM kaxagas Ttabnetka cogepxut 100 mr 6uorno-
rMYecKy aKTMBHOIO BeLLecTBa.

Mpumep B. Opaxe

AHanorn4yHo npumepy A roToBsiT Tabnetku, Ha
KoTopble 3aTemM 0Bbl4HBIM CNOCOBOM HAHOCAT MOKPbI-
TMe M3 caxapo3bl, KyKypy3HOro kpaxmana, Tanbka,
TparaHTa n Kkpacutens.

Mpumep C. Kancynel

500 r Guonornyeckn akTMBHOMO BellecTBa ¢hop-
Mynbl | nomMeLaoT oBbl4HBIM CNOCO6OM B Kancynbl U3
TBEPAOro XenatuHa, Mpuyem Kaxgas Kancyna co-
aepxut 500 Mr Gronornyeckn akTMBHOro BELLECTBA.

Mpumep D. Amnynbl

Onsi pacteBopa 13 100 r Guonornyeckn akTMBHOro
BewecTBa dopmynbl 1 1 4 n gBaxabl AUCTUNNNPO-
BaHHOW BOAbI C MOMOLLBIO 2 COMSIHOW KUCMOTHI yCTa-
HasnueatT pH 6,5, cTepuneHO MUNLTPYIOT M 3anon-
HSIOT Kancynbl. lpoBogAaT Cywky cybnumauven B
CTEPUIbHBIX YCIOBUAX M CTEPUIBHO 3aKyrnopuBaloT.
Kaxxgas amnyna cogepxut 50 mr Guomnorndeckn ak-
TUBHOrO BeLlecTBa.

Mpumep E. CBeukn

Cwmecb 50 r 6ronornyeckn akTMBHOMO BellecTBa
pactannueaoT ¢ 10 r coesoro neumtvHa u 140 r
Macna Kakao, 3anusatoT B hopmbl U oxnaxagatoT. Ka-
XOas ceedka coaepkut 250 mMr Guonormyecky akTumBe-
HOro BeLlLecTBa.

PapMakonornyeckmmn oT4eT o TecTax

Mo aHanorum ¢ metogom Smith et al., J. Biol.
Chem. 265, 12267-71 (1990) ona HekoTopbIX Mpea-
CTaBMeHHbIX coeauHeHn cbopmynbl | ObiInn onpene-
neHbl 3HaveHusa 1Cso (KOHuUeHTpauus B  MkMo-
nax/nutp; 50% wuHrMbrnpoBaHue cBA3biIBaHUA rbpu-
HOreHa Ha U30nMpoBaHHOM (hMBPMHOreHHOM peLen-
Tope GPIlIb111a; GP=IntokonpoTenH) (cM. Tabn.).

AHanornyHble pe3ynbTaTbl NOMyYeHbl Npu TECTU-
poBaHWM Apyrux npeacTaBuTenen COeauHeHWn o6-
e copmynbl I:

30NManHUNMeTUn)- 1-nunepasmHun)-NPonMoHOBYIO H.N CH.Y
kucnoty, auetat, T. nn. 200-220° (pa3noxeHue), - 8° 2 /\|/ 2
(c=0,5, DMSO).
Cnegylowme npumepbl OTHOCATCA K chapmaues- X (|)
TU4Yecknum cnocobam NpUroToBEHUS: HN
Mpumep A. TabneTku o
N3 cmecm 1 kr Bronornyeckn akTMBHOIO BeLLECT-
Ba dopmynbl |, 4 kr naktosbl. 1,2 Kr KyKypy3HOro
Kpaxmana, 200 r taneka n 100 r cteapaTta marHus
Tabnuua
CtpaHunual/ctpoka F.[°C] wnn FAB Y GP”;)::'?)FET;ZT_ Tg %%T;&,?;Hrﬁ.ﬁpms
33/22 265 (1) 0,008
28/17 182 (2) 0,04
36/7 206 3) 0,02
32/18 167-168 (4) 0,03
37119 269 (5) 0,005
37/23 261 (6) 0,05
38/5 FAB 362 (7) (+)dpopma 0,04
38/1 230 (8) 0,03
39/16 200-220 (5) (+)dpopma 0,0009
39/18 200-220 (5) (-) dopma 0,008
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