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MaobpeTeHne  CTHOCKMTCA K HOBbIM
npousBogHbiM 1,2 3 4-TeTparugpoHadTanvHa
topmynel (1) B BWMoe (R)-sHaHTWUOMepOB,
{S)-9HaHTMOMEPOB UMM pauematoB B dhopme
ceBobogHoro OCHOBAHKA WM X
thapMaLeBTUYECKA MPUEeMNeMbIX CONer  unu
coneBaTtoB, roe X npegcrarnset N unu CH; Y
npegctaengetr NR  5-CH;,  NRy-CO  unm
CO-NR o,  Ro npegcraenger H  unu
C 1-Cg-ankmn, Rq npegcraBnger H wunM
C 1-Cg-anknn, Rz npegcraBnger eHUn,
KOTOPBLIA MOXET ObITb MCHO- WKW OM3aMeLleH
R 4; R4 npeacraenget H, ramoreH, CN, CF s,
C 1-Cs-ankokeK, HeobaszatenbHO 3amelleHHoe
reTepouMKIMYeckoe Konsuo, cogepxallee oguH
wnyv gea retepcatoma, BoliBpaHHblXx M3 N, O,
nuéo CORg; Rg npegcraenaet
reTepoLMKNInYecKoe KonsbLo, coaepialiee camH
unK Aea retepoaromMa, BeIGpaHHbIX M3 N, O

R g npegcraensaer C 4-Cg-ankmn, OCHF5, OH,
ranoreH, C4-Cg-ankokew, C1-Cg-ankokcu-
C 4-Cg-ankun. CoeflHeHna opmynsl (1)

obnagalT aHTaroHWCTUYECKOA akTMBHOCTLIO B
OTHOWeHWW peuenTopa 5-HTig U MOryT HaWTK

neUMeHeHwe B MeguumHe. 10 ¢ 1 22 3.n.4-nol,
2 1abn., 1 vn.
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{67) Abstract:
FIELD: organic  chemistry, medicine,
pharmacy. SUBSTANCE: invention relates to

novel derivatives of 1,2,3,4-tetra-
-hydronaphthalene of the formula (1)
R as
9
K
(I

)

R
1

(R)-enantiomers, (S)-enantiomers or
racemates in the form of free base or their
pharmaceutically acceptable salts or

solvates where X means N or CH; Y means
an—cuz, NR5>-CO or CO-NRj; Ro means H or

c =C _-akyl, Ry means H or c_=C_ -alkyl,
1 6 1 B

R3 means phenyl that can be mono- or
disubstituted with R4 where R4 means H,
halogen, CN, CFj, CI_CE -alkoxy-group,

optionally substituted heterocyclic ring
comprising one or two heteroatoms taken
among N, O or CORg, Rg means heterocyclic
ring comprising one or two heteroatoms taken
among N, O; Rg means -::1—<:E -alkyl, OCHF»,

OH, halogen atom, Cl_CE_ -alkoxy-group,
C =C =- glkoxy-C_=C =- -alkyl. Compounds
1 B 1 B

of the formula () show  antagonistic
activity with respect to 5-HT4g receptors and
can be used in medicine. EFFECT. improved
methods of synthesis and treatment, valuable
medicinal properties. 32 cl, 1 dwg, 2 thl, 87 ex
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WaobpeTeHne  ©OTHOCUTCA K HOBbIM
NPOU3BOOHLIM nunepuann- WM
nunepasmHni-3amMeL|eHHOro
1,2,3,4-teTparnapoHadranmuHa, B8 BUOE WX
(R)-3HaHTHOMepoR,  (S)-3HAHTUOMEPOB UMK
pauemaTtoB, B hopmMe Wx cBOOOAHOMO OCHOBAHWA
nnK  dpapmaueBTAHECcKN MNPpUEeMIEMOA conKn, K
cnocofy KX NonyyeHus, K dapMaueBTUHECKUM
KOMMNO3WLUWAM,  COOepXalMM  Ha3BaHHLIe
TepaneBTUYECKN AaKTUBHLIE COedWHEHWUs, W K
NPUMEHEHUIO HA3BaHHLIX aKTUBHLIX COBOWHEHWA
B Tepanuu.

Llenslo nm3obpeteHa ABNAeTCH cosgaHue
coeuHeHWA Aana  nedebHblX Uener, B
0CcoBEeHHOCTH COeUMHEHWIA, obrnagatoLmx
nabuparencsHeIM BO3ASACTBMEM Ha noarpynny
B-rnppoKCK-TPUNTAMUHOBbLIX PelenTopos,
oboaHavaemblx kKak h5-HTppeuentop (paHee
Ha3blBaBLUKXCA 5-HT  1pBpeuentop), ¥
MINEKONUTAIOLLNX, BKITHOYAA YENoBEKa.

Takxke uUenblo M3oOpeTeHWA ABNASTCH
cosfaHve COSOVHEHWIA, obnagaroLmx
TepaneBTU4EeCKNM athbpekTom nocne
nepoparbHOro NpUMeHeHus.

YpoBeHb TexXHWKK

PaanunyHble kKnacekl
nunepasmHUNaamMelleHHbIX MNPOW3BOAHBIX
BeH3aHMNMaa, TakMx Kak aHTaroHWcTel 5-HTqp,
packpelTel, inter alia B EBponeidckom nateHTe
533266, ElN 533267, EP 533268, GB 227930 1
WO 95/11243.

WO 94/13659 packpbiBaeT OYEeHb LUMPOKKA
Knacc KOHOEHCWMPOBAHHLIX ©GeH3ocoedUHEeHWH,
MMEoLWMX Napa-3aMelleHHbIA  NUNepuaunsHLIR
unn nUNepasuHUNLHLIA pagukan B
apoMaTUYECKOM KONbUe, Npuyem yTBepKaasTcH,
YTC Ha3BaHHLIA KNAce COeAMHEHWA CBA3LIBAETCH
¢ 5-HT4a-peLenTopom.

WO 94/21619 packpblBaeT MOMHOCTBIO
apoMaTYecKyto KOMbLEBYHO cucTemy
HadTanuMHa, Kotopas MoxeT ObiTb 3amelleHa
NUNepUAVIBEHOA UMK NUNepasHUBHON TPyNnon,
npuyeM  yTBepXOAaeTCHd, 4YTO  Ha3BaHHble
CcoefMHEeHWs TakKe SBMAITCA BO3MOXHbBIMA
aroHUCTamM 1 aHTAroHUCTaMK  CeporoHuHa
{(BHT 1)

EP 402923 packpbiBaeT 2-aMUHOASNKUIEHBIE
WnNK  ankuneHapoMmartuyeckne  NpousBodHele
1,2,3,4-recbarngpoHadptanvHa, UMerLwne
JONONHWTENbHBIA a30THLIA 3amecTuTens no 5
NOMNOXEHUID B TETPanMHOBOM Kombue, npuyem
Ha3BaHHbLIE CcoelMHEeHWd  OeWCTBYIOT  Kak
aHTaroHWcTel JonaMuHa.

O6ocHoBaHWe n3ocbpeTeHna

Okazanoch, 4TO pa3anudHblie 3aboneBaHWA
LUeHTpansHol HEepBHOW CUCTEeMbI, TakMe Kak
fenpeccus, TpeBora W JApyrkie, BKAKYAOT
HapyleHWe HeApoTpaHCMUTTEpPOB
HopagpeHanuHa (NA) KU S-rTOpoKCUTpUNTaMuHa
{5-HT), npyuyemM NOcCnegHUA TakKe W3BEeCTEH Kak
cepoToHuH. [onaralT, YTC  nekapcTBeHHble
cpedcTtea, Haubornee 4acto NpUMeHsaBLUIMEecs B
neveHWW  Jenpeccun,  OelcTByiOT nyTem
yryYlweHns HeWpOoTPaHCMWCCUM Kaxaoro unu
000OUX W3 3TWUX (DU3UOMOIMYECKMX arOHUCTOB.
Okaszanocs, JyTO noBbllLEeHUe 5-HT
HEAPOTPaHCMWUCCMK NpexXae BCero Bnwaer Ha
[enpeccrBHOE HacTPOeHWe W TPeBOry, TOrAa Kak
NoBbIlLEHWe HOopaapeHanMHOBOR
HeApOTPaHCMUCCKA  BWAST HA  CAMMTOMEI
onuwroppeH  (ameHUMn), BO3HUKaLWWe Yy
naumeHTOB B COCTOAHWW  OEMNPECCUN.
MaobpeTeHWe KacaeTcHd CoeuHEHWR, KoTophle
BO3AEWCTBYIOT Ha B-HT HeldpoTpaHCcMUCCHIo.

CuMTaEeTCH YTO AKTUBHOCTL CEPOTOHUHA, UMK
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5-HT, BOBMNeYeHa B pasfndHble  Buabl
ncuxuaTpuyeckux  HapyleHwid.  Hanpumep,
CYNTAETCH, YTO NOBLILEHWE aKTUBHOCTM 5-HT
CBAI3aHO C TPEBOrOW, B TO BpeMsA KaK CHWKeHKne
BbICBOOOXKAEHUA 5-HT cBA3aHO ¢ denpeccuei.
Kpome TOro, cepoTOHWH BOBMEYeH B Takue
OonesHeHHble COCTOAHMWA, Kak HapyLleHWus
NUTaHWA, KenyaouHo-KULeYHble 3aaboneBaHus,
cepaeYHO-CocyancTasn perynsauus 1 HapylieHns
ceKcyansHoro NoBeaeHuUs.

5-HT peuenTopbl

PaanuuHble adpcbektsl 5-HT moryT ©biTh
CBA3aHbl C TeM DaKTOM, UTO CEPOTOHEPIMUECKUS
HEWPOHBI CTUMYMUPYIOT CEKPeLMio HECKONbKUX
rOPMOHOB, Hanpumep KopTU3ona,
NponaxktuHa, p-sHOopdpuHa, BasonpeccuHa W
Apyrix. OkasbiBaeTcsl, CeKpeLusa Kawaoro ua
3TUX TOPMOHCOB Perynupyetcs cneluduyecki
HECKCMBKMMA pasnuYHLIMK 5-HT
(cepOTOHWHOBBLIMK)  NOATWNAMKW  pelenTopoB.
bBrnarogaps metogukam MonekynapHon Guoncruu
K HacTodleMy BpemMeHW STW pelenTopsbl
KnaccudpuympoBaHel, Kak 5-HT4, 5-HTp, 5-HTj,
5-HTy, 5-HTs, 5-HTg ¥ 5-HTy, npuuem pelentop
5-HT¢ B cBOW cudepedb nodpasfgensdeTcs Ha
5-HT 14, 5-HTg, 5-HT1p, 5-HT4e 4
5-HT 4 nogrunel. Kaxgeld noatvn peuenrtopa
BKMIOYASTCA B pasfMyHble CepoTOHUHOBLIE
hyHKUMA W obragaeT paznuuHbIMW CBOMCTBaMM.

Perynauma 5-HT TpaHcmuccum

BricBOGOXKAEHWE 5-HT B HepBHbIX
OKOHYaHUSX perynvpyeTca no  npuHUMny
obpaTHOR cBA3K ABYMSA paanuHLIMKA NOATHUNAMNA
5-HT peLenTopCB. WHrMbuTopHbIe
5-HT 44 ayTopeuenTopbl  pacrnonoXeHsl  Ha
KNeTOYHbIX Termax B f4pax LWBa (ronoBHOro
MO3ra), KoTopble npy cTuMynauum 5-HT cHuxkarT
WMMyNbC pacnpocTpaHeHns B 5-HT HerpoHax,
CHWXan Taknm obpascm BeicBoboXKaeHWe 5-HT B
HEePBHLBIX  OKOHYaHWAX. OpyrUM  MOATUNOM
WHMMBUTOpPHOIO 5-HT peuenTtopa,
pacnonoXeHHoro B 5-HT HepBHbIX OKOHYaHWAX,
apnaoted h5-HP  qp peuentopel (y rpbisyHoB
r5-HT4g peuentopkl), KOTOpLIE perynupyroT
CMHaNTUYeCKyo KOHUeHTpauuw S-HT, nytem
KOHTPONWMPOBaHNS Konu4yecTea
BeicBoBOMaatowerocd 5-HT. AHTAroHWGT STOro
TEPMUHANEHOMO ayTopeLenTopa, TaKUM
obpa3zom, yBenuuueaeT konudectso  B-HT,
BbIGRCOOKASHHOMO MNP HEPBHOM UMMYNbCe, UTO
NMoKalaHo Kak B 3KCNepuMmeHTax in vitro, Tak u
in vivo.

McnonbzoBaHne aHTaroHmcTa
TepMuHancHoro h5-HT4g  peuentopa  ©Gyper
COOTBETCTBEHHO  MOBLILATE  CUHANTUYECKYHD
KOHUeHTpauwno 5-HT 1 noBbIWAaTs TPAHCMWUCCHIO
B 5-HT cucTeme. Takum obpazom
OCYLUECTBNASTCH aHTWAENPECCUBHLIA sdhdpeKT,
J4TO JenaeT ero MNpWrogHbIM ANf NeYeHus
Jenpeccuu.

TaKke cylecTByeT Apyras nokanvsauus
peuentopoB nogruna h5-HTig Okasanock, 4TO
Gonbllasa 4YacTb STKUX  NOCTCUHANTAYSCKUX
peluenTopoB pacnonoxeHa B HEepPBHbIX
OKOHYaHWAX APYrol CUCTEMbl HEWpPOHCB (Tak
Ha3blBaeMblX reTepopelenTopoB). Tak  Kak
h5-HT 1g peuentop onocpeayeT WMHIMOWTOPHLIE
OTBETbl, AHTAroHWCT  3TOr0  PEeUenTOPHOro
noaTuna, MoxeT TaKKe NoBLILATb
BbICBOOOXAEHWE OPYrUX HEeApOTPaHCMWUTTEPOB,
OTNW4HLIX oT 5-HT.

CoepnHeH s, MmetoLLme
h5-HT 1g AKTMBHOCTE MOIYT B COOTBETCTBMM C
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XOpoLo W3BECTHLIMIN " NPU3HaHHBIMK
thapMaKkonormyeckumMmim TecTamu CblTb
pasgeneHbl Ha MNOMHLIE ArOHUCTLI, YacTUdHLIE
aroHUCTbl W aHTaroHWUCTEI.

PackpbiTine nsobpeTeHus

Llensko HacTodwero n3obpereHns ABnaeTca

cosgaHve COeOVHEH WA, oGnazaowmx
BbIBOPOYHBLIM Bo3geicTeMEM Ha
h5-HT 4p peLenTopsl, npeanoyTUTENLHO

0bnagaloLwunx aHTaroHMCTUHMECKUMU CBORCTBAaMU,
a TakKe UMeloLLMMIK XOpoLLyo BUoAOCTYNHOCTL.
VlccnepgoeaHo BO3fdeWcTBWME W HA  Apyrue
peuentopbl, BblOpaHHble W3 5-HTqa, 5-HToa,
D 1, D2p, D3, oq W o peUentopa.
COOTBETCTBEHHO, HACTOAWMM U3obpeTeHnem

npeAanaralTcs coefuHeHWs popMynbl |,

R
a9

A3

<I>

roe X npegctaenget coboid N unmn CH:

Y npefcraenger coboid NRoCH,, CHe-NRo,
NR2-CO, CO-NRp, Unu NRxSOs,

rae Rp npegcraengaet coboit H, C1-Cg-ankun,

R npeacraenger cobod H, C 1-Cgankun,
C 3-Cg-UMKnoankun;

Rz npegcraenger cobod C  -Cg-ankun,
C 3-Cg-umknoankmn nnun (CHa)-apun,

roe apwn npegcraenset coboi doeHun nnm
reTepoLMKIMYeckoe KonbLo, cofepXallee oanH
WNK ABa retepoatoma, BblibpaHHeX 13 N nimn O u
S, W KoTopble MOMYyT ©ObITeE  OOHO-  WNK
OBy3aMelleHHbIMU Ry Wunun Rs;

roe R4 npepcraenfer  coboi H,
C 1-Cg-ankun, Cz-Ce-uukroankun, ranoreH, CN,
CFg3, OH, Cq-Cg-ankokcn, NRgR7;, OCF3,

SO 3CH3, SOgCFg, SOQNReRjr, ¢)eHI/U'I,
beHUn-C 1-Cg-ankun, heHokcu,

C 1-Ce-ankundpeHwnn, HeobAzaTensHo
3amelleHHoe retepouuKnuyeckoe KombUo,

codepxkaliee ©OWMH WNW OBa retTepoaroma,
BblGpaHHeXx M3 N, O, 8§ 8O wu SO, roe
3amecTuTens(n) BbIBpaH(bl) M3 Cq-Cg-ankuna,
C 3-Cg-unknoankuna wu deHun-Cq-Cg-ankuna,
HeoBga3aTensLHo 3amMelLeHHOoro
reTepoLMKITUYECKOrO  KoMbLa, CoAepMallero
OOWMH WIM JBa retepoaromMa, BbiOpaHHbix na N
Ui O 1 S, rae aamecTuTens(nNu) BelbpaH(bl) 13
Cq-Cg-ankumna, Cs-Cg-umknoankmna "
theHun-C 4-Cg-ankmna mnn CORg;

roe Rs npegctaensget coboi C 1-Cg-ankun
N Cs-Cg-LUKNoankun,

R; npepgcraender coboli H, C 4-Cg-ankun
N Ca-Cg-LUKNOAankMm;

Rg npeacraenser cobod C 4-Cg-ankun,
C 3-Ce-umknoanknn, CFz,  NRgR7,  thenwn,
reTepoapoMaTHeckoe  KoMblUo, cofepiallee
OAWMH UNW Gonbluee KONUYEcTBO reTepoaToMOB,
BblBpaHHLIX n3 N, O 7] S, N
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reTepouMKInYeckoe KonbLo, cofepxallee oguH
unu  Gonbllee  KOMUYECTBO rETepoOaTOMOB,
BblBpaHHbiX 13 N, O, S, SO 1 SOy;

roe Rs npepacraenger cobor H, OH, CF 3,
OCF3, ranoreH, Cq-Cg-ankmn WK
C 1-Cg-ankoKeu;,

n npeactaenaet coboi 0-4;

Rg npepcraenger cobod C 4-Cg-ankun,
C 3-Cg-umknoankun, OCF;, OCHF;, OCHsF,
ranoreH, CN, CFs,  OH, Cy-Cgankokcu,
C 1-Cg-ankoken-Cq-Cg-ankmn, NRgRz, SO3CHs,
SO3CF3, SOoNRgR7, HesamelleHHoe  Wnu
3amMelleHHoe reTepouuKknnyeckoe nnu
retepoapomMaruyeckoe  KoNbUo, coaepxallee
OAWH WUNK aBa reTepoatoma, BblopaHHbIX U3 N, O
N S, roe 3aMecTuTens(nK) NpeacTaBnaeT(ior)
coboi Cqi-Cg-ankun; mnn CORg; roe Rg, R7
R g Takne, kak onpegeneHo Bbiwe,

B BKae (R)-sHaHTW1OMEpOB,
(S)-a3HaHTUOMEPOB WNKM pauemaTcB B hopme
cBoOCOAHOMO OCHOBAHWA unu nx
chapMmaleBTUYECKM MNPUEMNEMOA  CONMK UMK
coneBata, koTopble  0BnagalT  BbICOKWMM
nabuparernksHbeIM BO3OeACTBHEM Ha
h5-HT 1g peuentopel, W TaKKe MNPOABNAKT
AOCTaTOYHY O OUOOOCTYMHOCTL npw
nepopanbHOM MPUMEHEHUH.

B KoHTekcTe HacTodwero waobpereHud
C 1-Cg-ankmn moxeT OblTb ¢ NpaAMOA  WUNK
pa3BeTBNeHHOW Uenck. Cq-Cgankun  MOoXeT
npedctaBnATe cobol MeTWn, 3TWM, H-Mponun,
nao-nponun, H-Oytun, K3o-6ytun, BTOP-GYTUN,

TpeT-6yTHN, H-MeHTKN, W30-NEeHTKN,
TPET-MEHTHI,  HEeO-NeHTUN,  H-TeKCUN UK
N30-TEKGHI.

B KOHTekcTe HacToAlero waobpereHus
C 1-Cg-ankoke mMoxeT ObiTb C NpAMOA  WUnu
pa3BeTBNeHHOW Uenck. Cq-Cgankun MOoXeT
npeactTaBnATe COGCOM  METOKCM,  STOKCHM,
H-MPOMNOKGH, W30-MPONOKCH, H-BYTOKCH,
U30-0yTOKCH, BTOP-OYTOKCH, TPeT-OyTOKCH,
H-NeHTUNOKCKH, WU30-NeHTWUMOKCH,
TPET-NeHTUNOKCK, HeOo-NeHTWUIOKCH,
H-TEKCUMNOKCK UK N30-TEKCUITOKCH.

B KOHTEeKkcTe HacToAlero wnaobpereHus
C 3-Cg-UMKNoankun MoxeT NpeAcTaenaTe coboh
LUKNONponKN, LWKNoGYTUN, UMKNONSHTUN Wnn
LMKINOreKcur.

B KoHTekcTe HacTosiero wnsobpereHus
ranoreH MOXeT npeacTtaeBnaTe coboi dTop,
xnop, 6pom nnu nog.

B KOHTeKcTe HacToAwero waobpereHus
reTepoapomMaTMyeckoe  KonbLUo, cojepxalles
ooWMH UNKW ABa reTepoartoma, BblbpanHbix u3 N, O
W S, npeanoutuTensHO npegctasnaet cobor
5-UNKU B-YnNeHHoe reTepoapoMaThYecKoe KombLo,
M MOXeT npegcraenate  cobGol  doypun,
WMWUOA30M, WM3OKCa3omn, W3oTWa3cr, OKCaaonun,
NMPasuHKU, NWPasonun, NUPUAasUHKUN, NMPWLMIN,
MAPUMUAWN, NUPPONWM, THUA3CNAN KUMKW THUEeHWN.
[eTepoapomMaTiyeckoe KoMbUo MoxeT BblTh Kak
3aMellleHHbIM, TaK N He3aMelleHHbIM.

B KOHTekcTe HacToAWero WaobpeTeHus
reTepouMKIMYecKoe KonbLo, cogepXallee oauH
unu asa retepoaroma, BolbpaHHex 13 N, O, S,
SO K SO0, HeobaszatensbHO  COOEPXWUT
KapOOHWNBHYID  OYHKUWOHAMNBHYD  rpynny W
npeanoYTUTENLHO npedctaBnset coboil 5- 6-
WNK 7-uNeHHoe reTepoUMKNMYEeckoe Konblo, U
MOXKET NpPefcTaBnATb-, WMWOA30NWAMHKI,
UMUAA30NWHUN,  MOPONUHAN,  NUNEpa3MHMAN,
nanepuann, nNANEPWAOHWN,  NMPA30NUANHAI,
NAPA30ONWHKI,  NUPPONWAMHWAN,  NUPPONMHKN,
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TeTparuaponuMpaHun, TUOMOPOTWMHWIT,
NpednoyTUTENBHO NUNEPUAMHO, 1-NUNepasnuHUN,
MOPONMHO, TUo-MopdhenuHo [
4-nunepuaooH-1-un.

MpeanoYTUTENBHOE BOMNIOWEHWE
n306peTeHMs OTHOCUTCH K COEdWHEHWAM
chopmynel |, rae Y npegcraensdet coboid NHCO
M CONH, TO ecTb amugbl. Wa aTux
COeAVHEHUHA NpeanoqTUTENBHEIMM ABNATCA
Takne coedUHeHWA, B KOTOPLIX Rg npeacTasnser
coboi C4-Cg-ankun, C4-Cg-ankoKen,
OCHF 2 unn OCH»F, n Rz npeacraenset coboli
HesamelleHHbIi  eHWT WM MOHO-  MNn
JW-3aMelleHHBIA PeHWN, U B YacTHOCTH OpTO-,
MeTa- WKW napa-3aaMmelleHHbIA  deHun, 1 B
YacTHOCTW Te, B KOTOpelX R4 npeAcTaBnser

cobol beHun, theHun-Cq-Cg-ankun,
LUKNOreKcun, MUNEpUANHO, 1-nunepaanHo,
MopdonmHo, CFg, 4-nunepuaoH-1-umn,

H-ByTokck Wi CORg, roe Rg npepcraenser

coBOR dheHun, Uunknorekcun, 4-nunepyuaoH-1-mn,
1-nnnepasnHun, mopdonmHo, CFs, NUNepuanHo
unn NRgR7.
Mpumeps!
chenyoLwue:
X npegctasngeTr coboid N, Y npeacraenaer
cobod CONR,, Ry npencraenser coGoi H,

CH 3, CoHg vn CqHy, Ro npepcraenaet coboik
H, Rs npegcraBnfer cobon CH os-cheHun,
R g npencraenset coboi CHs, CoHg unu CsHy,
X npegcraenaet coboh CH, Y npegcraenser
cobod CONRg, R npeacraenget cobod H, CH3,
CoHs nnu CsHy, Ro npedcraender cotoil H,
R 3 npegcrasnaet coboi theHun,
R 4 npeacraenaet cobol deHun, deHnnMeTian
unK peHnnsthn, Rs npepcrasnser cobod H,
R g npeactaenset coboi OCHg;

X npegctaensaet cobol CH, Y npegcraenset
coboh CONR5, Ry npepncraenser coboi H,

CH 3, CoHs un CsHz, R npegcraenaet coboi
H, Rz npeacraesnaer cobol CH o-heHun,
R4 npeacraenaer cobod  NUNEpPWUAWHO,

R 5 npegcraensaet coboid H, Rg npeactaBngeT
cobolh CH3, CoHg unu CqHy:

X npegctasnset coboid N, Y npeacraenaer
cobod NR-CO, Ry npepncraenser coboi H,
CH 3, CoHg unn CaHy, Ro npeacrasnaet coboik
H, Rz npeacraengser cobol (CH g2)p-cheHun,
R4 npeacraenger cobod  NUNEPUOWHO,

R s npegcraengetr coboid H, Rg npeactaBnser
coboih OCHag;

X npegcrasnaet cobo CH, Y npegcraenser
cobor NR,CO, Ry npegcrasnger cobeoih H,
CH 3, CoHg N CgHy, Ro npeacraesnaet coboi
H, Rz npeacraengser cobor (CH »)-cheHun,
R g npeactaenset cotor OCHg;

X npegctaenaet coboit N, Y npepcraenaer
coboh NR,CO, Ry npepncraesnsetr coboi H,

CH 3, CoHs un CsHz, R npegcraenaet coboi
H, Rz npeacraensetr coboi (CH s)p-cheHwurn,
R4 npegcraengetr cobod  MOPEPOMMHO,

R 5 npegcraenaet cobod H, Rg npeactaBngeT
cobolh CH3, CoHg vnu CaHy:

X npedctaBnseT cobol CH, Y npeacrarnaer
cobod CONRs, Ry npencraenser coboi H,
CH 3, CoHg unn CaHy, Ro npepcraBnaet coboik
H, Rs npegcraenger cobol  deHwn,
R4 npefgctaender cobod  MOPQONUHO,

R s npegcraenger coboid H, Rg npeacraBnser
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coboih OCHg;

X npegcraendet cobon CH, Y npeacrasnset
cobod CONR;, R¢ npegcraenger cobeoih H,
CH 3, CoHg N CqH7, Ro npegcraesnaet coboi
H, Rz npeacraengser cobol (CH o)-thbeHun,
R4 npeacraenser cobGoW  NUNEPUAWHO,

R s npegcraenger coboid H, Rg npeacraenser
coboi CHsz, CoHs unu CaHy,

X npegcraendet cobo CH, Y npedcrasngser
cobod NRoCO, Ry npegcraenger cobeih H,
CH 3, CoHg vn CsHy7, R npepgcraenaet coboi
H, Rz npeacraesnaer cobol CH s-heHun,
R 4 npeactaenaeT cobol eHun, heHUMETN
unK deHnnstnn, Rs npeacrasnser cobod H,
R ¢ npeactaenset coborn OCHg;

X npedctasnset cobol N, Y npedcraenser
coboh CONRjg, Rq npepncraesnser coboi H,
CH 3, CoHs unun CsHy, Ro npefcrasnaet coboik
H, Rs npegcraenser cobol  deHwn,
R ¢ npencraenget coboi CHg, CoHg unu CaHy,

X npegctasnget cobol N, Y npeacraender
cobod CONRj, R¢ npegcraenger coeoih H,
CH 3, CoHg N CsH7, Ro npegcraesnaet coboi
H, Rz npeacraenger cobol (CH o)>-thbeHun,
R4 npeacraenser cobod  NUNEpUAWHO,

R s npegcraenger coboid H, Rg npeactaBnser
coboi OCHa;

X npegcraendet cobo CH, Y npeacraengser
cobod CONRjz, Ry npepgcraenger cobeoih H,
CH 3, CoHg vn CsHy7, R npepgcraenaet coboi
H, Rs npegcraensetr  cobol  cheHwn,
R4 npeacraenger  cobOW  NUNepUaMHO,

R s npefdcraenger coboid H, Rg npeacraenser
coboin OCHz;

X npegctasnset cobol N, Y npedcraenser
coboi CONRg, Rq npepncraesnser coboi H,
CH 3, CoHs unn CgH7, Ro npepactasnaet cobolk
H, Rs npegcraenser cobol  deHwn,
R4 npeacraesnaer coboi COR 8
Rg npegcraBnger cobol  LUKNOrekcwn,
R ¢ npeacraenseT coboi, CHs, CoHs unn CaHy,

X npeactaenaeT cobod N, Y npeacraensaet
cobod NR,CO, Ry npegcraenger cobeoh H,
CH 3, CoHs unn CsHy7, R npepacrasnaet coboi
H, Rz npegcraBnaetr cobod CH s-cheHun,
R4 npegctaender coboid  MOPXONUHO,

R 5 npegcraenger coboid H, Rg npeacraenser
coboih OCHag;

X npeactaenset coboi N, Y npeacraensaet
cobod NR,CO, Ry npegcraesnaer cobei H,
CH 5, CoHs vnun CsHz, R, npefcraenset cobo#
H, Rz npegcraesnaetr cobord CH s-theHuUn,
R g npeactaenset cobor CHz, CoHs unn CsHyz;

X npegcraendet cobor CH, Y npeacrasnser
coboh NRoCO, Ry npepcraesnser cobeoi H,
CH 3, CoHs unn CsHy, Ro npepctaesnaet coboi
H, Rg npegcrasnger cobol (CH 5)2-cheHwnn,
R4 npeacraenger cobod  NUNEpPUOWHO,

R 5 npefcraenger coboid H, Rg npeactaBnger
coboir OCHzg;

X npeactaenaeT cobod N, Y npeacraensaet
cobod CONRj, R¢ npegcraenger coeoih H,

CH 3, CoHs unn CsHyz, R npepcrasnaet coboik
H, Rz npencraenger  cobold  cheHun,
R4 npeacraenser cobod  NUNEpPUAWHO,
R 5 npegcraenger coboid H, Rg npeactaBnser
coboih OCHag;
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X npegeraenaet cobod CH, Y npegcraenser
cobod NRoCO, Rq npepcraesngetr coboih H,
CH 3, CoHg vn CsHy, Ro npeacraenaet coboi
H, Ry npegcraengetr  cobod  heHUn,

R 4 npeactaenaer cobol deHun, deHnnMeTiAn
unk deHnnatnn, Rs npencrasnser cobod H,
R g npeactaenset cotor OCHg;

X npegcraenaet coboid N, Y npegcraesnaet
cobod CONRjz, Rq npepgcraenger cobeoih H,
CH 3, CoHs unn CsHz, R npegcraenaet coboi
H, Rz npegctaesnaer cobor CH >-cheHun,
R4 npegcranget cobod  MOPEONMHO,

R 5 npegcraenaet cobod H, Rg npeactaBngeT
coboin OCHzg;

X npegctasnseT coboi N, Y npeacraenaer
cobodi NR-CO, Ry npencraenser coboi H,

CH 3, CoHs unu CsHy, Ro npeactasnaet coboik
H, R npeacraengser coboit (CH gp)o-cheHun,
R 4 npeactaenger coboh deHun, geHnnMeTian
unu ceHnnstun, Rs npepcraBnger cobod H,
R ¢ npencraenset coboi OCHg,

X npeactasndaet cobor N, Y npeacrasnaet
cobod CONR;, R¢ npegcraenger cobeih H,

CH 3, CoHg N CqHy, Ro npeacraesnaet coboi
H, Rz npeacraenser cobod (CH 2)p-cheHun,
R g npencraenser cobon OCHz;

X npegcraenaet coboi N, Y npegcraesnaer
cobod CONR2, Rq npegcrasngetr cobeih H,
CH 3, CoHs unn CsHz, R npeacraenaet coboi
H, R3 npegcraengetr cobol  cheHWUn,
R4 npepgcraensetr cobod  MOPEPONMHO,

R 5 npegcraenget cobor H, Rg npeacrasndet
coboi OCHg;

X npegctasnseT coboi N, Y npeacraenaer
coboi CONR,, Ry npencraenser coboih H,

CH 3, CoHs unn CsHy, Ro npeactaesnaet coboi
H, Rs npeactasnser coboi CH s-cheHuUn,
R4 npeacraenger cobod  NUNEpUaWHO,
R 5 npefcraenger coboid H, Rg npeactaBnger
coboih OCHg;

X npeactasnast cobor N, Y npeacrasnaet
cobod CONR;, R¢ npegcraengetr coeoi H,

CH 3, CoHg vn CsHy, Ro npeacraenaet coboi
H, R3 npegcraenger  coboild  cheHun,
R 4 npeactaenser coboh deHun, QeHnnMeTiAn
un deHnnatnn, Rg npencrasnser cobod H,
R g npeactaenset cobor OCHg,

X npegcraenaet coboh CH, Y npegctasnger
cobod CONR,, Ry npegcraenger cobeih H,
CH 3, CoHgs vn CsHy, Ro npepcraenaet coboi
H, Rz npegcraensgetr  cobol  cheHwn,
R g npeactaenset coborn OCHg;

X npegctasngeT coboid N, Y npeacraenaer
coboi NR,CO, Ry npepncraenser coboih H,

CH 3, CoHs unn CsHy, Ro npeactaesnaet coboi
H, Rs npegcraengaer cobol  cheHun,
R4 npedctaenfer cobol  MOPEPONUHO,
R 5 npefcraenger coboid H, Rg npeactaBnger
coboih OCHag;

X npegctasngeTr cobod N, Y npeacraenaer
cobod NR-CO, Ry npepgcraesngetr coboih H,

CH 3, CoHg un CsHy, Ro npeacraenaet coboi
H, Rz npegcraenger  coboild  cheHUn,
R4 npeacraenser cobod  NUNEpPWUAWHO,
R 5 npegcraenger coboid H, Rg npeactaBnser
coboi OCHag;

X npegcraenaet coboid N, Y npegcraesnaet
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coboi CONR,, R¢ npepncraenser coboih H,
CH 3, CoHg unn CqHy7, Ry npepcraBnaet coboik
H, Rs npeactasnset coboi CH s-cheHUn,
R4 npegcraenger cobol  MOPEONWHO,

R 5 npefcraenger coboid H, Rg npeactaBnger
coboih CHg, CoHg vnu CqHy,

X npegcraendet cobon CH, Y npeacrasnset
coboi NRoCO, Rq npepgcraesnger coboih H,
CH 3, CoHg N CqHy7, R npeacraenaet coboi
H, Rg npeacraenser cobold (CH o)o-thbeHun,
R4 npegctaenger coboi  MOPEONWHO,

R s npegcraenger coboid H, R3 npeactaenser
coboi OCHa;

X npedctaenget cobol N, Y npedcraender
cobod CONRjz, Ry npepgcraenger cobeoih H,
CH 3, CoHs unn CsHy7, R npegcraenaet coboi
H, Rz npeacraenser cobol (CH o)>-cheHun,
R4 npeacraenser cobOW  NUNepUaMHO,
R s npefgcraenger coboid H, Rg npeactaenaer
coboil CHsg, CoHs 1ni CaHy;

X npegctasnset cobol N, Y npedcraenser
coboi CONRg, Rq npepncraesnser coboi H,
CH 3, CoHs unn CgH7, Ro npepactasnaet cobolk
H, Rs npegcraesnaetr cobo CH os-cheHun,
R ¢ npencraenget coboi OCHg,

X npegctaenget cobol N, Y npegcraender
cobod CONRjg, Rq npepcraenser coboih H,
CH 3, CoHg N CqH7, R npepacraenaet coboik
H, Rz npeacraenser coboi (CH 2)>-thbeHun,
R 4 npeactaenser coboh dheHun, geHnnMeTiAn
un ceHnnatnn, Rs npeacrasnser coboid H,
R g npencraenser cobon OCHz;

X npegctaenget cobol N, Y npegcraender
cobod NR>CO, Ry npepgcrasnger cobeoih H,
CH 3, CoHs unn CsHy7, R npegcraesnaet coboi
H, Rz npeacraenser cobol (CH o)>-cheHun,
R 4 npeactaenaeT cobol deHun, dheHunMeTiin
unK deHunstun, Rs npeacrasnger cobod H,
R g npeactaenset cobor CHz, CoHs unn CsHyz;

X npedctasngaet cobol N, Y npedcraenger
coboh NRoCO, Ry npepcraesnser cobeoi H,
CH 3, CoHs unn CsHy, Ro npepctaesnaet coboi
H, Rs npegcraBnser cobol  dheHwn,

R 4 npeacTtaenger coboh deHun, geHnnMeTin
unu ceHnnstun, Rs npeacraBnger cobod H,
R g npencraenser cobor OCHz;

X npedctaBnaeTt cobod N, Y npeacraBnaeTt
cobod NR,CO, Ry npegcraenger cobeoih H,

CH 3, CoHs unn CsHyz, R npepcrasnaet coboik
H, Rz npeacraenser cobod (CH 2)p-cheHun,
R g npencraenset coboi CHs, CoHg unn C3Hy;

X npegcraendet cobon CH, Y npeacrasnser
cobod CONR2, Rq npepgcraesnger cobeoh H,
CH 3, CoHs unn C3H7, R npegcraesnaet coboi
H, Rs npegcraesnaetr cobor CH >-cheHun,
R4 npeacraenaer cobod  NUNEPUAWHO,
R s npefgcraenger coboid H, Rg npeactaenaer
coboin OCHg;

X npegcraendet cobor CH, Y npeacrasnser
cobold NR,CO, Ry npepcraBnaer cobon H,
CH 3, CoHs unn CsHy7, R npepctasnaet coboi
H, Rs npeactasnaet coborn CH s-cheHuUn,
R4 npeacraenaer cobol  nNUNepUaWHO,

R 5 npefcraenger coboid H, Rg npeactaBnger
coboin OCHg;

X npedctaBnaeTt cobod N, Y npeacraenaeTt
coboh CONR,, R¢ npepcraenger coboih H,
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CH 3, CoHg unn CqHy, Ro npepcraBnaet coboik
H, Rg npegcraenger  coboid  cheHUn,
R4 npegctasnaeT coboii COR s,
Rg npegcraenger cobod  MOPXONUHO,
R g npencraenget coboi OCHg;

X npegcraenaet coboh CH, Y npegcraenger
cobod CONRjg, Rq npepcraensetr cooih H,
CH 3, CoHs unn C3Hy, Rz npeacraesnaet coboik
H, Rz npeactaenger coboi (CH 2)>-theHun,
R4 npedctaenger cobol  MOPXONUHO,

R s npegcraenger coboid H, Rg npeactaBnser
coboi OCHg;

X npegcraenaet coboi N, Y npegcraesnaer
cobod CONR2, Rq npegcrasngetr cobeih H,
CH 3, CoHs unn CsHz, R npeacraenaet coboi
H, Rz npeacraenser cobol (CH z)-cheHun,
R4 npedctaendetr cobol  MOPQONUHO,

R 5 npegcraenget cobor H, Rg npegcrasnseT
coboi OCHg;

X npedctaBnseT cobol CH, Y npencrarnaer
coboi CONR,, Ry npencraenser coboi H,
CH 3, CoHs unn CsHy, Ro npeactaesnaet coboi
H, Rs npeactasnser coboi CH s-cheHuUn,
R 4 npeactaenger coboh deHun, geHnnMeTin
unu ceHnnstun, Rs npepcraBnser cobod H,
R ¢ npencraenget coboi OCHg,

X npegcraenaet coboid N, Y npegcraesnaer
cobod NR-CO, Ry npepgcraesngetr coboih H,
CH 3, CoHg un CsHy, Ro npeacraenaet coboi
H, R3 npegcraenger  coboild  cheHun,
R4 npegcraesnaer coboi COR s,
Rg npegcraender coboid  MOPXONMHO,
R g npeactaenset cobor OCHg,

X npegcraenaet cobot CH, Y npegctaenger
cobod NRoCO, Ry npepgcrasngetr cobeoih H,
CH 3, CoHg unn CsHy, Ro npeacraenaet coboi
H, R3 npegcraengetr cobol  cheHWUn,
R g npeactaenset cotorn OCHg;

X npegctasngeT coboid N, Y npeacraenaer
coboi NR,CO, Ry npepncraenser coboih H,
CH 3, CoHs unn CsHy, Ro npeactaesnaet coboi
H, Rs npegcraengaer cobol  cheHun,
R g npeacraenset coboid OCHg;

X npegcraendaet cobolt CH, Y npefgcrasnger
cobod CONRjy, Rq npepncraenser coboi H,
CH 3, CoHg unn CaHy, Ro npeacrasnaet coboik
H, Rg npegcraenger  cobol  cheHUn,
R g npeactaenset coboi CHz, CoHg Mnn CaHy;

X npeactaensaeT coboi CH, Y npeacraBnsaet
cobod NR,CO, Ry npegcraesnaer cobeih H,
CH 3, CoHs wnn CsHy7, R, npegcraenset cobo#
H, Rz npeacraengser cobol (CH z)-theHun,
R 4 npeacrtaenaer cobol deHun, deHnnMeTiAn
unK peHunsthn, Rs npepcrasnser cobod H,
R g npeacraenset cobon OCHz;

X npegcraenaet cobod N, Y npegcraensaet
coboh CONR5, Ry npepncraesnser coboi H,

CH 3, CoHg unu CqHy, R npefcrasnaet coboik
H, Rs npegcraBnfer cobo CH s-cheHun,
R 4 npeacraBnaet cobor dheHun, dheHunMeTin
Wunu eHnnathn, Rs npepcraenseT cobod H,
R g npeacraenset coboi OCHg;

X npegctaenaet cobolt CH, Y npeactasnser
cobod NRoCO, Rq npepncraenser coboi H,
CH 3, CoHg unn CaHy, Ro npepcraBnaet coboik
H, Rs npegcraenger  coboil  cheHUn,
R4 npeacraengaer cobol  NUNEPUAWHO,
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R 5 npegcraenger coboid H, Rg npeactaenser
coboih OCHg;

X npepctaenseT cobolt CH, npepctaBnaet
cobod CONRj, R¢ npegcrasnger cobeoih H,
CH 3, CoHg N CqHy7, Ro npepgcraesnaet coboi
H, Rz npeacraenser cobod (CH 2)p-cheHun,
R g npeactaenser cobor OCHg;

X npedctaenget cobol N, Y npedcraender
cobod CONRjz, Ry npepgcraenger cobeoih H,
CH 3, CoHs unn CsHy7, R npegcraenaet coboi
H, R3 npegcraengetr cobol  cheHuUn,
R4 npegcraenser cobon COR 8
Rg npegcrtasnaer cobol  LMUKNOrekcun,
R ¢ npeactaenset coborn OCHg;

X npedctaBnsaet cobod N, Y npeacraenaeTt
cobodA CONRs, Ry npencraenser coboi H,

CH 3, CoHs unn CgH7, Ro npepactasnaet cobolk
H, Rs npegcraenser cobol  deHwn,
R ¢ npencraenget coboi OCHg,

X npegcraenset coboi CH, npeacraenger
cobod NR2CO, Rq npepgcraenser coboih H,
CH 3, CoHg N CqHy7, R npeacraenaet coboi
H, Rz npegcraesnaetr cobord CH s-theHun,
R4 npegcrasnaet cobonr COR 8
R g npepcraenser coboi NR gR7, RgR7CHjs,
C oHs nnn CzHy, Rg npencrasnset coboid OCHz;

X npegctaenget cobol N, Y npegcraender
cobod NR>CO, Ry npepgcrasnger cobeoih H,
CH 3, CoHs unn CsHy7, R npegcraesnaet coboi
H, Rz npegctaesnaetr cobor CH >-cheHun,
R g npencraenset cobor OCHg,

X npeacraengeT coben CH, Y npegcrasnger
coboh NR,CO, Ry npepcraenser coboi H,

CH 3, CoHg unn CqH7, R npepcraBnaet coboik
H, Rz npeacraenser cobod (CH s)o-cheHun,
R g npeacraenseT coboi CHs, CoHs unu CsHy;
X npeacraenseT coboir CH, Y npeacrtasnset
cobod CONRj, R¢ npegcrasnger cobeoih H,

CH 3, CoHg unn C3Hy7, Ro npepacrasnaet coboi
H, Rz npegcraenaetr cobo CH s-theHun,
R4 npedctaengetr coGoli  MOPXONUHO,

R 5 npefdcraenger coboid H, Rg npeactaBnaer
coboh OCHg;

X npeacraenseT coboii CH, Y npeacrtasnser
cobold NR,CO, Ry npepcraenser coborn H,

CH 3, CoHs vnn CsHz, R, npefcraeBnget cobo#
H, Rz npeacraengser cobold (CH 2)-theHun,
R ¢ npeactaenset coborn OCHg;

X npedctasnset cobol N, Y npedcraenser
coboh NRoCO, Ry npepncraesnser coboi H,

CH 3, CoHs unun CsHy, Ro npefcrasnaet coboik
H, Rs npegcraenser cobol  deHwn,
R4 npeacraenger cobod  NUNEpPUOWHO,
R 5 npegcraenger coboid H, Rg npeactaenser
coboi CHz, CoHs unn CaHy;

X npeacraenseT coboi CH, Y npeacrtasnset
cobod NR,CO, Ry npegcraenger cobeoh H,
CH 3, CoHg unn C3Hy7, Ro npepacrasnaet coboi
H, Rz npencraensger  coboil  cheHUn,
R4 npeacraenser cobol  NUNEpPUAWHO,
R 5 npefcraenger coboid H, Rg npeactaengaer
coboih CHs, CoHg 1N CaHy,

X npeacraenseT cobon CH, Y npeacrtaBnset
cobod CONR,, R¢ npegcraenser cobei H,
CH 3, CoHs vnn CsHz, R, npegcraenset cobo#
H, Rz npeacraengser cobol (CH 2)-theHun,
R g npeactaenset cobor CH3, CoHs unn CsHyz;

27194696 C2

RU



969¢v61L1L<ZC NA

[ARS)

X npegcraenaet coboid N, Y npegcraesnaer
cobod NRoCO, Rq npepcraesngetr coboih H,
CH 3, CoHg nam CsHy, Ro npeacraenaet coboi
H, Rz npeacraengser cobol (CH 2)o-theHun,
R g npeactaenset coborn OCHg,

X npegctaBnset coboi N, Y npeacraenaer
coboh NR.CO, Ry npepncraesnsetr cobeoi H,
CH 3, CoHg vnn CqHy, Ro npepctaenaet coboi
H, Rz npeacraengser cobol (CH z)r-cheHun,
R4 npeacraenaer cobod  NUNEPWUAWHO,

R 5 npefdcraengaer coboid H, Rg npeactasnaer
coboi CHz, CoHs nnun CsHy,

X npegcraenaet cobort CH, Y npegctaenser
coboi NR,CO, Ry npepncraenser coboih H,
CH 3, CoHg unn CqHy, R npepcrasnaet coboik
H, Rs npegcraBnaer cobod CH s-cheHun,
R4 npegctaenfetr cobol  MOPEONUHO,

R 5 npegcraenger coboid H, Rg npeactaBnger
cobolh OCHag;

X npegcraenaet coboh CH, Y npegcraenger
cobod CONRjg, Rq npepcraensetr cooih H,
CH 3, CoHg un CsHy, Ro npeacraenaet coboi
H, Rz npegctaesnaer cobor CH s-theHun,
R 4 npeactaenaer cobol deHun, deHnnMeTiAn
uni ceHunatnn, Rs npencraBnser cobod H,
R g npencraenser cobon CHz, CoHg nnn C3Hy;

X npegerasnaet coboh CH, Y npegcraenger
cobod NRoCO, Ry npegcrasngetr cobeoih H,
CH 3, CoHs unn CsHz, R npeacraenaet coboi
H, Rz npegctaesnaer cobor CH >-cheHun,
R4 npeacraesnser cobon COR 8
R g npegcraenger cobol NR gR7, RgR7CHg,
CoHs wnu CsHy, Rg npepctaengser coGor
CH 3, CoHg unKn CaH7;

X npepgcraenaet cobod N, Y npegcraesnaet
coboh NRoCO, Rq npepncraesnsetr coboi H,
CH 3, CoHs unu CsHy, Ro npeactasnaet coboik
H, Rs npegcraBnfer cobo CH s-cheHun,
R 4 npeactaenger coboh deHun, geHnnMeTian
unu ceHnnatun, Rs npepcraBnser coboid H,
R ¢ npegctaenseT coboir CHs, CoHs Mnn CsHy,

X npeactasndaet cobor N, Y npeacrasnaet
cobod NR,CO, Ry npegcraenger cobeoih H,
CH 3, CoHs unn CsHy, R npepacraenaet coboik
H, Rz npegcraeBnaer cobod CH s-cheHun,
R4 npegcraenger coboid  MOPXONMHO,

R 5 npegcraenger coboid H, Rg npeacrasnser
coboih CH3, CoHg i CaHy,

X npegctaBnset coboi N, Y npeacraenaer
cobod NR,CO, Ry npegcraesnaer cobeih H,
CH 3, CoHs wnn CsHy7, R, npegcraenset cobo#
H, Rz npeacraesnaer cobor CH s-theHun,
R4 npeacraenaer cobod  nUNepuanHe,

R s npefcraenger coboid H, Rg npeacrasnaer
cobort OCHz;

X npegeraenaet cobot CH, Y npegctasnser
coboh CONR5, Ry npepncraesnser coboi H,

CH 3, CoHg unu CqHy, R npefcrasnaet coboik
H, Rz npegcraenger cobol  deHwn,
R4 npegcraengetr cobod  MOPEPOMMHO,
R s npegcraenaet cobod H, Rg npeactaBngeTr
coboid CHz, CoHs mnun CsHy;

X npegcraenaet coboid N, Y npeacrasnaet
cobod CONRjg, Rq npencraenser coboih H,
CH 3, CoHg unn CaHy, Ro npepcraBnaet coboik
H, Rs npegcraenger  coboil  cheHUn,
R4 npedctaengetr cobolt  MOPXONUHO,
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R 5 npegcraenger coboid H, Rg npeactaenser
cobolh CHs, CoHs nnu CaHy,

X npeacraenseT coboir CH, Y npeacrtasnset
cobod NR,CO, Ry npegcrasnger cobeoih H,
CH 3, CoHg N CqHy7, Ro npepgcraesnaet coboi
H, Rz npencraensger  coboil  cheHUn,
R4 npegctaender coboii  MOPQONMHO,

R s npefcraenger coboid H, Rg npeactaengaer
coboih CHs, CoHg 1N CaHy,

X npegcraendet cobor CH, Y npeacrasngser
cobod NR,CO, Ry npegcraesnaer cobei H,
CH 3, CoHs vnn CsHz, R, npefcraeBnget cobo#
H, Rz npeactasnaet cobor CH s-cheHuUn,
R4 npeacraenaer cobod  NUNEPUAWHO,

R s npefgcraenger coboid H, Rg npeacraenser
coboin CHsg, CoHs 1ni CaHy;

X npegctaenset cobor CH, Y npeacrasnser
coboh CONRjg, Rq npepncraengser coboi H,
CH 3, CoHg unu CqH7, R npepcraBnaet coboik
H, Rs npeacraenger cobod (CH s)o-cheHun,
R 4 npeactaenser coboh deHun, geHnnMeTin
unu ceHnnatun, Rs npeactaengeT cobod H,
R g npefcraenset coboii OCHg;

X npepgcraendet cobon CH, Y npeacrasnget
cobohA CONRjy, Rq npencraenser coboi H,

CH 3, CoHg unn C3Hy7, Ro npeacraenaet coboik
H, Rz npeacraenser coboi (CH 2)p-cheHun,
R g npeactaenset coboi OCHa,

X npedctasnget cobol N, Y npedcraender
cobod NR,CO, Ry, npeacrtaensger coboid H,

CH 3, CoHs vnn CsHz, R, npegcraenset cobo#
H, Rz npeacraesnaer cobol CH s-heHun,
R4 npeacTaBnseT nMNepuanHo,

R s npefgcraenger coboid H, Rg npeactaenaer
coboi CHg, CoHs ni CqHy;

X npedctasnset cobol N, Y npedcraenser
coboh NRoCO, Ry npepncraesnser coboi H,
CH 3, CoHg unn CqHy7, R npepcraBsnaet coboik
H, Rs npegcraenser cobol  deHwn,

R ¢ npencraenset coboir CHj, CoHg unn CaHy;

X npeacraenseT cobei CH, Y npeacrtasnser
cobod NR,CO, Ry npegcraenger cobeoih H,
CH 3, CoHg N CsH7, Ro npegcraesnaet coboi
H, Rs npeacraenser coboid (CH o)-berHnn, R"
npeacraenaet coboh CHsz, CoHg nni CzHy;

X npegctasnset cobol N, Y npeacraender
cobod CONR2, Rq npepgcraesnger cobeoh H,

CH 3, CoHs unn CsHy7, R npegcraesnaet coboi
H, R3 npegcraensetr cobol  cheHUn,
R4 npeacTaBnseT nMnepuanHo,

R 5 npegcraendet cobor H, Rg npeacraenset
coboil CHs, CoHs 1n CsHy;

X npegctaenseT coboin CH, Y npegcraesnser
coboi NR,CO, Ry npepncraenser coboih H,
CH 3, CoHs unn CsHy7, R npepctasnaet coboi
H, Rs npegcraenser cobol  cheHwn,

R 4 npeactaBngseT eHun, eHUnMeTun Wnu
theHunstun, Rs npegcraenger cobod H,
R ¢ npencraenget coboi CHg, CoHg unu CaHy,

X npegcraenaeT cobon CH, Y npeacrasnger
coboi NR,CO, Ry npepgcraesnger coboih H,
CH 3, CoHg N CqHy7, R npeacraenaet coboi
H, Rz npeacraenser cobod (CH 2)p-cheHun,
R4 npeAcTaBnseT nMNepUanNHO,

R 5 npegcraenger coboid H, Rg npeactaenser
coboi CHs, CoHg nnu CaHy,

X npedctaenget cobol N, Y npedcraender
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coboi CONR,, Ry npepncraenser coboi H,
CH 3, CoHg unn CqHy, R npepcrasnaet coboik
H, Rz npeacraengser cobol (CH g)o-cheHun,
R g npencraenget coboi CHs, CoHg unu CsHy,

X npegcraenaet coboid N, Y npegcraesnaer
cobod NRoCO, Rq npepncraenser coboi H,
CH 3, CoHgs unn C3Hy, Rz npegcraenaet coboii
H, R3 npegcraengetr  cobol  cheHWUn,

R 4 npeactaengaer coGol deHun, deHnnMeTian
unK dpeHnnstun, Rs npepcraenger cobod H,
R g npencraenset coboi CHs, CoHg unn C3Hy;

X npegctaBnset coboi N, Y npeacraenaer
coboh CONR,, Ry npepncraesnsetr cobeoi H,
CH 3, CoHs un CsHz, R npegcraesnaet coboi
H, Rs npegcraensgetr  cobol  cheHWUn,

R 4 npeactaenaet cobol deHun, deHUMeTiAn
unK deHunatnn, Rs npepcrasnser cobod H,
R g npepcraenaet cobor CH3, CsHs unin CsHy;

X npedctaBnseT cobol CH, Y npencraenaer
coboi CONR,, Ry npepncraenser coboi H,
CH 3, CoHg unn CqHy, R npepcrasnaet coboik
H, Rs npegcraengaer cobol  cheHun,
R4 npeactaenaer cobol  nNUNepWanHO,
R 5 npegcraenger coboid H, Rg npeactaBnger
cobolh CHg, CoHg unu CqHy,

X npegcraenaet coboh CH, Y npegcraenger
cobod CONRjg, Rq npepcraensetr cooih H,
CH 3, CoHg N CqHy, Ro npefacraenaet coboik
H, Rz npegctaesnaer cobod CH s-theHun,
R4 npegctaenger coboid  MOPEONMHO,

R s npegcraenger coboid H, Rg npeactaBnser
coboi CHz, CoHs nnun CzHy,

X npegcraenaet coboi N, Y npegcraesnaer
cobod CONR2, Rq npegcrasngetr cobeih H,
CH 3, CoHs unn CsHz, R npeacraenaet coboi
H, Rz npeacraenser cobol (CH z)>-cheHun,
R4 npedctaendetr cobol  MOPQONUHO,

R s npefgcraenger coboid H, Rg npeactasnaeTr
coboit CHsg, CoHs 1nn CaHy;

X npegcraenaet cobod N, Y npegcraesnaet
coboh NRoCO, Rq npepcraesnsetr cobeoi H,
CH 3, CoHs unn CsHy, Ro npeactaesnaet coboi
H, Rs npeactasnser coboi CH s-cheHuUn,
R 4 npeacraengaet coboh ceHun, peHunmMeTn,
cheHunstun, Rg npegcraender cobod H,
R g npepcraensaet cobor OCHz;

X npegctasngeTr cobod N, Y npeacraenaer
cobod CONR;, R¢ npegcraengetr coeoi H,

CH 3, CoHs unn CsHy, R npepacrasnaet coboik
H, R3 npegcraenger  coboild  cheHun,
R4 npegcraesnaer coboi COR s,
Rg npegcraender coboid  MOPXONUHO,
R g npeactaenset coboir CHg, CoHg Mnn CaHy;

X npegcraenaet cobot CH, Y npegctaenger
cobod NR,CO, Ry npepgcrasnger cobeoih H,
CH 3, CoHg unn CsHy, Ro npeacraenaet coboi
H, Rz npeacrtaengser cobol (CH 2)z-theHun,
R4 npedctaendetr cobol  MOPXONMHO,

R s npefcraenger coboid H, Rg npeacrasnser
cobot CHa, CoHg nu CaHy,

X npepgcraenaet cobod N, Y npegcraesnaet
coboh NRoCO, Rq npepncraesnsetr coboi H,
CH 3, CoHg unu CqHy, R npepctasnaet coboik
H, Rs npegcraenger cobol  deHwn,
R4 npedctaendetr cobol  MOPQONUHO,
R 5 npegcraenget cobor H, Rg npegcrasnset
coboi CHz, CoHs mnun CaHy,
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X npegctasngaet cobol N, Y npegcraender
coboi CONRg, Rq npepcraengetr coboih H,
CH 3, CoHg N CsH7, Ro npegcraesnaet coboi
H, Rz npeacraenger cobol (CH o)>-thbeHun,
R 4 npeactaenaer cobol deHun, deHUnMeTiin
unu deHnnatnn, Rs npeacrasnser cobod H,
R g npeactaenser coboir CHz, CoHg unn C3Hyz;

X npegcraendet cobo CH, Y npeacraengser
cobod NRoCO, Ry npepgcraenger cobeoih H,
CH 3, CoHs unn CsHy7, R npegcraenaet coboi
H, R3 npegcraengetr cobol  cheHuUn,
R4 npegcraenget coBod  MOPEPONMHO,

R 5 npeacraensaet cobod H, Rg npeactaBngeT
coboin OCHz;

X npegcraenseT cobor CH, Y npeacrasnser
cobodA CONRs, Ry npencraenser coboi H,

CH 3, CoHs unn CgH7, Ro npepactasnaet cobolk
H, Rs npegcraenser cobol  deHwn,
R 4 npeactaenger coboh eHun, geHnnMeTin
unu ceHnnstun, Rs npeacrasngser cobod H,
R ¢ npenctaenset coboir CHi, CoHg unu CaHy;

X npeactaenaeT cobod N, Y npeacraensaet
cobod NR,CO, Ry npegcraenger cobeoh H,
CH 3, CoHg N CqH7, Ro npegcraesnaet coboi
H, Rz npencraenger  cobold  cheHUn,
R4 npeacraesnaer coboi COR s,
Rg npegcraender coboii  MOPQONMHO,
R g npeactaenset coboi CHg, CoHg Mnn CaHy;

X npegcraendet cobo CH, Y npedcrasngser
cobod CONR,, R¢ npegcraenser cobei H,
CH 3, CoHs vnn CsHz, R, npegcraenset cobo#
H, Rs npepacraendetr coboi (CH 5)s-cheHun,
R4 npedcraendetr cobol  MOPXONUHO,

R s npefgcraenger coboid H, Rg npeactaenaer
coboi CHg, CoHs ni CqHy;

X npegcraenset cobor CH, Y npeacrasnser
coboh CONRjg, Rq npepncraesnser coboi H,
CH 3, CoHg unn CqHy7, R npepcraBsnaet coboik
H, Rs npeacraenger cobol (CH s)o-cheHun,
R 4 npeactaenseT coboh deHun, geHnnMeTin
unu ceHnnathn, Rs npeacraengeT cobod H,
R g npeacraenseT coboi CHs, CoHs unu CsHy;

X npepctaendeT cobo CH, Y npeactasngset
cobod NRoCO, Rq npencraenser coboi H,
CH 3, CoHg unn C3Hy7, Ro npepacrasnaet coboi
H, Rs npencraenger  coboil  cheHUn,
R g npeactaenset coboir CHg, CoHg Mnn CaHy;

X npedctasnget cobol N, Y npedcraender
cobod CONR,, R¢ npegcraenger cobeih H,
CH 3, CoHg vn CsHy7, R npepgcraenaet coboi
H, Rz npeacraesnaer cobol CH »-heHun,
R 4 npeactaenaer cobol deHun, deHnnMeTiin
unK dpeHunatnn, Rs npeacrasnser cobod H,
R g npeactaenset cobor CH3, CoHs unn CsHyz;

X npegcraenset cobor CH, Y npeacrasnser
cobohi NRoCC, Ry npepncraesnser coboi H,
CH 3, CoHg unn CqHy7, R npepactasnaet coboik
H, Rs npegcraBnaetr cobo CH s-cheHun,
R4 npefgcraendetr cobod  MOPKONUHO,

R 5 npegcraendet cobod H, Rg npegcraengaet
coboi CHz, CoHs unn CaHy;

X npegctaendeT cobor CH, Y npeactaengset
coboi CONRjy, Rq npencraenser coboih H,
CH 3, CoHs unn CsHy7, R npepacrasnaet coboi
H, Rz npeacraenser cobod (CH o)o-cheHun,
R4 npeacraenser cobGoW  NUNEpPUAWHO,
R 5 npefcraenger coboid H, Rg npeactaengaer
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coboih OCHg;

X npepcraenaet coboid N, Y npepcraesnaer
cobod NR,CO, Ry npegcraenger cobeoih H,

CH 3, CoHg N CqHy, Ro npeacraesnaet coboi

H, Rz npeacrtaengser cobol (CH 2)-theHun, 5

R4 npegctaeBnder coboi  MOPXONMHO,

R s npegcraenger coboid H, Rg npeacrasnser

coboi OCHg;

X npegcraenaet coboh CH, Y npegctasnger
cobodi NRoCO, Ry npegcraenger cobeih H,
CH 3, CoHgs vn CsHy, Ro npepcraenaet coboi
H, Rs npeacraendet coboi (CH 5)s-cheHun,
R 4 npegcraensaeT coboi cheHun, peHunMeTnn,
cheHunastun, Rs npegcraenger cobol H,
R ¢ npeacraenset cobor CH3, CoHs unn CsHyz;

X npegcraenaet cobod N, Y npegcraensaet
coboh CONRjg, Rq npepncraesnsetr coboi H,
CH 3, CoHs unu CsHy, Ro npefcrasnaet coboik
H, Rs npegcraBnfer cobo CH s-cheHun,
R4 npeacraenger cobod  NUNEPUOWHO,

R 5 npefgcraenger coboid H, Rg npeactaBnser

coboih CHs, CoHs unu CgHy,

X npeactaengaeT coboi CH, Y npeacrasnsaet
cobod CONR;, Ry npegcrasngetr cobeoih H,
CH 3, CoHg unn C3Hy, R npepacrasnaet coboik
H, Rz npeacraenser cobod (CH 2)-theHun, 25
R g npeactaenser coboir CHz, CoHg unn C3Hyz;

X npegcraenaet cobot CH, Y npegctaenger
cobod NRoCO, Ry npepgcrasngetr cobeoih H,

CH 3, CoHgs vn CsHy, Ro npepcraenaet coboi

H, Rz npegctaBnsetr coboid CH s-heHun, 30

R 4 npeacraBnaeT cobor dheHun, dheHunMeTn

unK dpeHunatun, Rs npepcrasnser cobod H,

R g npeactaenset cobor CH3, CoHs unn C3Hyz;
MpeanoyTuTeneHble coeguHeHus
(R)-N-[5-meTokcMeTUN-8-(4-MeTnnMnepasn 35

H-1-un)-1,2,3,4-TeTparngpo-2-Hacdtun]-4-mopdo

nnHoGeH3ammAa;

(R)-N-[5-6pom-8-(4-meTunnunepasnH-1-mn)-1,

2,3, 4-TeTparngpo-2-HacTin]

-4-TpupTopMETUNOEH3aMNS,
{R)-N-[5-6pom-8-(4-meTunnunepaanH-1-nn)-1, 40

2,3, 4-TeTparngpo-2-HapTin]

-4-mopdonuHobeHsamuna;
(R)-N-[5-6pom-8-(nunepaanH-1-mun)-1,2.3 4-1

eTparngpo-2-HadhTun] -4-mopdponrHobeHzamug,

(R)-N-[5-ruapokcin-8-(4-meTunnunepasmH-1-u
m-1,2,3,4-teTparugpo-2-Hachtin]
-4-6yTOoKCHBEH3aMNA,

(R)-N-[5-meToKkeK-8-(4-meTunnunepasnH-1-un
)-1,2,3,4-TeTparngpo-2-HadpTnn]
-4-mopdonuHobeHsamuna;

(R)-N-[5-meTokcKMeTUN-8-(4-MeTNNMNepasn 50
H-1-un)-1,2,3 4-TeTparngpo-2-Hacdtun]-4-mopdo
nuHokapboHWNbeHsamua,

(R)-N-[5-meTnn-8-(nunepasunH-1-1n)-1,2,3 4-
TeTparngpo-2-HachTun]-4-mophonuHobeHsammng,

(R)-N-[5-6pom-8-(4-meTunnunepasnH-1-mn)-1,

2,3 4-TeTparngpo-2-HapTnn] 2

-4-MopdoNUHOKapboHUNOeH3amus,;
N-{4-mopdonmHodeHnn)-8-(4-meTrunnunepas

NHWM)-5-meTokeu-1,2,3 4-TeTparngpoHadTanuH-

2-kapbokcamng,

N-{MopdonnHokapGoHUNeHUN)-8-(4-MeTun
nunepaswH-1-nn)-5-meTokcun-1,2,3,4-TeTparugpo
HachTanuH-2-kapBokcammua;

(R)-N-[5-9TuUn-8-(4-meTrnanunepasmH-1-un)-
1,2,3,4-TeTparngpo-2-HadpTun]
-4-mopdonuHobeHsamuna;

(R)-N-[5-9TuUn-8-(4-meTnnunepasmH-1-un)-1,
2,3, 4-TeTparngpo-2-HapTin]
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-(4-MoponuHOKapboHUN)BeH3aMua,;

{R)-N-[5-onbTOpMETOKCH-8-(4-MeTUnnNMnepas
WH-1-1n)-1,2 3 4-TeTparngpo-2-HagpTun]-4-mopc
onnvHoBeH3amMng u

{R)-N-[5-meTun-8-(4-metnnnunepasmH-1-un)-
1,2,3 4-TeTparngpo-2-HadTinn]
-4-mopdonvHobeH3amna.

CoeduHeHWA HacToAwero wnacbpeteHus
CYLLEecTBYHOT B hopMe pauemaTtoB unu (R)- unu
(8)-sHaHTWOMEPOB, B BUOe cBoGOOHOro
OCHOBAHWA  WNK WX  papMaleBTUYECKK
NpUeMNeMon Conn Wnn conseara. CoemMHeHWA
B opme (R)-sHaHTHMOMEpa SBNAHOTCA
npeancoYTUTENLHEIMK.

Ona  obpasosaHug HETOKCHUYHBLIX
chapmaleBTUYECKA npUemnemMeIx conew
npyucosanHeHun Kucnot coeanHeHWA
HaCTOALWEro U30BbpeTeHUs NPUMEHAIOTCH KaK
opraHWyeckne, TaKk U HeopraHUJIecKue KACMoThI.
Mpumepami KMCNOT ABNAKTCA CEPHad, a3oTHas,
thocopHas, Lwaeeneeas,
XnopwcToBodopeaHasn, MypaBbMHasA,
OpPOMUCTOBOAOPOLHAS, NMMOHHAA, YKCYCHas,
MoONnouYHas, BWMHHAgA, AWBGeH3cUNBUHHAA,
AnaLeTUNBUHHAS, namoeBas,
3TaHOWCYNLOHOBAS, cynbdamoBasn, sHTapHas,
nponicHoBas, rMnukoneead, AGnodvHas,
IMIOKOHOBAA, NWPYBUHOBAS, (heHUnyKeycHas,
4-amuHobeH3oRHasn, aHTpaHunoBas,
canvuunoeas, 4-aMuHocanUUMnoRas,
4-rmppokcnbeHsoiiHan,
3,5-gurugpokcubeHsoitasn,
3,5-aurngpokcubeHsoiHas,
3-rnapokcn-2-HadhToHas,  HUKOTWMHOBAS,
MeTaHcynbgoHOBasA,  STaHCynbgOHOBAas,
rMOPOKCUSTaHCY NbhOHOBAS,
BeH3oncynsdoHoeas,
napa-TonyoncynsgoHoeas, cynsaHunoeas,
HadTanuMHoyneoHoBasA,  ackopbuHoBas,
LuKnorekcuncynetamoas,  Qymaposas,
mManenHoBas K GeH3olRHaa KUCNOThl. 3TK COMM
MOryT ©biTb  Nerke nonydeHsl  cnocotamu,
W3BECTHBLIMWA N3 YPOBHA TEXHMWKM.

Mpeano4TUTeNbHbIMK CONbBATaAMM
coedUHEHWA ABNATCH rMapaTkl.

dapmalesTUHecke cocTaBbl

Bo BTOPOM acnekre HacTosWee
naobpeteHne npegnaraeTt dQapMayeBTUYECcKYIo
KOMMNO3ULKIO (NpenapaTuBHy chopmy),
cofepallyo B KaqecTBe aKTWUBHOIO
WHrpegneHTa TepaneBTHYeckn-apdekTMBHOe
KOMW4eCTBO coeduHeHWA cdopmynesl | B Bude
SHaHTWOMEepa WnNn pauemata B OpMe KX
cBoBogHoro OCHOBaHKSA nunu
chapMaLeBTUYECKU-NPUEMNEMOA  CONKM  KNK
conbBarta, Heobd3aTenbHO B COYETAHWM C
pasbaBuTenaMH, KCUMNUeHTaMK nunu
WHEPTHbIMU HOCUTEMNSAMU.

B COOTBETCTBMM C HacTOALL MM
nzobpeTeHUeM coefuHeHUs

HacTodAwero  usobpeteHua  OBbIYMHO
NEUMEHAKOTCH NepopanbHO, PekTansHo UMM
nyTem WHbeKUMA B BWOe hapmMaleBTUHECKUX
TOTOBLIX NpenapaTyBHBIX DOPM, COoAep)aLlnx
aKTWBHbIA WHrpedueHT B dpopme unu cBobogHOro

OCHOBaHWA, Wnn hapmaLeBTUYHecKA
NPNEMNEMON HETOKCHYHOW CONM MPUCOEdUHEHUS
KACMOTHI, Hanpumep rmapoxnopraa,

rmgpobpoMuaa, nakrara, auertara, docdara,
cynechata, cynbdhamMata, UWTpaTa, TapTparta,
okcanarta, W UM nogobHble B chapMaLeBTUHEcKN
npMeMnemomn [O3UPOBAHHOK chopme.
LoanpoBaHHaa dopMa MoXKeT NPeAcTaBnsATh
coDOR TRepAblA, NONyTBEpAblA WNKW  KUOKWA
npenapat. O6LIMHO  AKTUMBHOE  BELEeCTBO
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coctaBnsaet or 0,1 go 99% ot Beca npenapara,
Bonee koHkpeTHO oT 0,5 o 20% no Becy ang
npenapaToB, NpeAHa3HaYeHHbIX AN MHBeKLWHA,
n ot 0,2 oo 50% no Becy Ans npenapaTos,
NPUroAHbIX 4N NepopansHoro NpuMeHeHus.

Ang nonyveHna hapmaLeBTUIESCKOA roTOBOR
npenapaTUBHOK hopmbl coegmMHeHus
HacToAWEero M3obpeTeHnsa B BUOS €OUHUYHOR
J0O3MPOBaHHOW hopMbl AN MepopansHero
NpUMeHeHUs1, BbIBpaHHOe coeduHeHWe MoKeT
ObITE CMelaHO ¢ TBepdblM  3KCLMMUEHTOM,
HanpuMMep nakTo30W, Ccaxapo3ch, COpOWTOM,
MaHHUTOM, Kpaxmanamu, TaknMMmn Kak
KapTOMentHEIA Kpaxman, KyKypy3HbIA Kpaxman
WY aMUNONEKTUH, NPOM3BOAHBIMKA LEnnonosk,
CBA3LIBAOWMMK  BellecTBaMKM, TakMMK  Kak
KenatmH WM NONWBWHWNMMPPONWAOH, W
CMaz04HbIMK MaTepranamMn, TakuMmKU Kak cTeapar
MarHus, cteapaT Kanbuus, NONUSTUNEHIMUKONE,
BOCKM, napachmH M UM noaobHble, KU 3aTtem
cnpeccoBbIBAeTCA B TAbnetTkn. Ecnu tpebytotes
TabneTkn o} NOKPLITUEM, coaepKUMOoe,
NPUrOTOBMNEHHLIE KaK OMNUCAHO BhilUe, MOXEeT
BbITb NOKPBITC KOHUEHTPWPOBAHHEIM PacTBCPOM
caxapa, KOTOPbIA MOXEeT cofepXaTh, Hanpumep,
rymmmnapabuk, xenaTuH, Tansk, AMOKCKA TUTaHa,
U MM NoaobHble. C Opyrol CTOPOHLI, TabneTku
TaKke MoryT ©ObiTb MOKPLITE  NONMMepamm,
W3BECTHLIMW CreLManucTaM B AaHHOK obnactu
TEXHWKN, pPacTBOPEHHLIMA B nerko
MCNapSOWLMMGS OpraHMYeckoM pacTBopUTENe
WNKW  CMECH OpraHUYeckux pacTBROpUTENeHd.
Kpacutenm wmoryt ©ObiTb fobaBneHsl B 37O
NOKPEITWE ANA NPOCTOTHI OTNMuYMA TabneTok,
codepXKallux pasnvyHble akTWBHblE BellecTea
nnu pPasnuuHLIE  KOMMYEecTBa  aKTUBHOrO
coeanHeHNus.

Ong nonyyeHus MArKKUX KenaTUHOBLIX
Kancyn, akTMBHOe BellecTBO MoxeT ObiTb
CMeLaHo ¢, HaNpUMep, PacTUTenbHLEIM MacnoM

nu NONMUITUNEeHIMUKONeM. Teepasle
AKenatuHoOBbIE Kancynel MOMYyT  codepKaTb
rpaHynbl aKTUBHOIo BellecTBa, npuyem

MCNONb3YKT UMK 3KCUWNMHASHTLI, NpUBEAEHHEIS
Bbille pgnd Tabnetok, HanpuMep nakrosy,

caxapoasy, copbuT, MAHHWT, Kpaxmanki
{(Hanpumep, KapTodhensHbIA Kpaxman,
KyKYPYy3HBIA  Kpaxman Wnv  aMWNCNEKTHH),

NPCOUM3BOOHbIE  LEenniono3el,  WNKW - XKenaTtuH.
Teepable XenaTMHOBLIE Kancylbl TakKe MOryT
HaMoOMHATLCH KUWOKUMK  KWOW  NOMyTBepOsiMU
NeKkapcTBEHHbIMKY  MpenapaTtamiy,

[o3UpoBaHHble efuHUYHbIe
hopMbI-CTaHOAPTHLIE O03bl, ANA pekTansHoro
NpUMEHEHUS MOTYT MpeAcTaenATe coOoH
pacTBOPbl WM CYCNeH3aWK, Wnu MoryT ObiTb
NMPEUIOTOBNEHEI B QOPMe  CYNMNO3anTOPUEB,
codepXallux aKTMBHOE BelUleCTBC B CMECU C
HeATpansHOR XUPOBCHA OCHCBOW, unu
MKenaTtUHOBLIX PeKTanbHLIX Kancyr, CoaspKallx
aKTMBHOE BeLeCTBO B CMECU C pacTUTENbHBIM
MacnoM KN napacrHOBBIM Macnom. Kuakuve
npenapaTol ANA NepopanbHOro MpUMeHeHns
MOMYT ObITb NPUICTOBMNEHEI B BUAE CUPOMNOB UMK
CYCMeHsWA, HanpuMmep pacTBopkl, cogepxalime
oT okono 0,1% ao okono 20% no Becy aKTWBHOMO
BellecTBa, OMNMCAHHOMO 34ecCb, OCTalrkHoe
COCTaBNAST caxap WM CMecb STaHona, Boabl,
rMUUepMHa 1 NponuneHrnukona. HeobasarensHo
TAKoOW KWOKWA npenapar MOXeT codepxartb
KpacsilMe areHTbl, apoMaTtyh3artopbl, caxapuH
N KapOOKCMMETUNUENMIONO3Y Kak cryllatLline

areHThbl AN SKCUMMWEHTHI, M3BeCTHbIE
cheumanncTam B aToW obnacTu.
Pacmopu ana napeHTepansHOro
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NPUMEHEHUS TyTeM WHBeKUMA MoryT 6biThb

nonydeHsl B BWOe  BOAHOMO  pacTeopa
BOZ0PacTBOPUMON  hapmaLeBTUHecKN
NpMeMneMoll conM  aKkTWBHOTO  BellecTsa,

NpednodTUTENLHO B KOHUEHTpauWKM OT OKono
0,1% po okono 10% no Becy. 3TWM pacTBOphI
TalKe MOryT cogepxatbk crabunusmpylowme
areHTel KUnK Gydepupylowne areHTsl M1 MoryT
ObITb yAOOHO NpefcTaBneHbl B BUAE amnyn c
onpegeneHHon cTaHgapTHON JO30M.

[Mopxopawaa AHeBHas o33 coegUHEHKUS Mo
n3oBpeTeHnio NpKu TepaneBTUHECKOM MeqeHnn
nwaer coctaenset okono 0,01-100 mr/kr eeca
Tena npu  NepopanbHoM  NMPpUMEHeHWUW K
0,001-100 mr/kr Beca Tena Npy NapeHTepanbHOM
NPUMEHEHWNN.

CoefuHeHWe WacbpeTeHua Takke MOXeT
BbITh MCNoNL30BaHo B coYveTaHnK c
WHTMBMTOPOM NOBTOPHOMO nornoweHua 5-HT,

TaKUM KaK chryoKkceTuH, NapoOKCETUH,
LuTanonpam, KIOMUMPaMUH, cepTpanuH,
ananpoknar nnu ChIyBOKCAMUH,

npeanoYTUTeNnbHO MapoKCeTUH UMK LuTanonpam.
Opyraa BoaMoHas KOMEWHALWS COCTOWT B

WCNONb30BaHWK  COSAWHEHUS  HACTOALLEro

naobpeteHns  BMecTe G WMHMMOWTOPOM

MOHOaMWHOKCKAA3E!, TakWM Kak MoknoGemug,
TpaHunuunpamuH, Bpochapomug nnu heHensmH,
npeancyTUTENsEHO MokNoGeMua nnn peHen3nH.
Ewe ogHoOM BO3MOXKHOH KOMBWUHaUKWER aBnaeTcA
coefMHeHWe o waobpeTeHuio BMecTe C
5-HT 44 QHTAroHWUCTOM, TaKWM KaK COSOWHEHKS,

packpelTele B WO 96/33710, npegnodTUTensHo
(R)-5-kapBamounn-3-(N,N-a1yMknoby TnnamMmuHo)-
8-thbTop-3,4-gurngpo-2H-1-6eHsonmpaH.

MeauunHekoe " dapmaLleBTHYeckoe
MCNONbL3oBaHWe

Elle oanH acnekT HacToAWwero naobpeTeHus
COCTOMT B WCNOMb3OBAHWKM  coefUHEHWRA
chopmMyrbl | B Tepanvu B Ka4ecTBe aHTaroHUCTOB
h5-HT4g, YaCTMYHLIX AroHWCTOB WNK MOMNHLIX
aroHWCTOB, NPEeANOYTUTENBHO Kak aHTaroHWCTOB,
M UCNOMb3OBaHWe B NedeHuW 3aboneBaHui,
OnocpeoBaHHbIX  5-TMAPOKCUTPUNTAMUHOM.
[Mpumepami Takux 3aboneBaHWd ABNAKOTCH
3aboneeaHmMa LIHC, Takve kak HapylleHWs
HACTPOEHWUA (oenpeccum, Bonblwive
JenpeccuBHble 9NUaodsl, AUCTUMUS, CE30HHLIe
achpeKkTUBHLIE pPaCCTPOWUCTBA, LenpecCUBHaN
thaza BMnonapHOro paccTpoiAcTBa), COCTOAHUE
TpeBorn (0BCECCMBHO-KOMMYMNbCUBHOS
paccTPOWCTBO, NaHWYECKUE COCTOSHWNA ¢ UnKn Ges
aropacpobuid, cTpax obwecTea, cneyndunyeckne
cTpaxw, reHepanMacBaHHble TPEBOXHbIE
COCTOAHWA, MOCTTPaBMaTUHECKME GTPECCOBLIE
COCTOAHUS), NUYHOCTHEIE — paccTpoicTBa
(paccTpolicTBa  UMNYNLCHOTO  yNpaBneHus,
TPUXOTENNOMEHKUS), OXUPEHWE, aHOpPeKCcKus,
oynumua,  npefMeHcTpyanbHbIA  CUHOPOM,
nonosbie paccTpoicTea, ankoronuam,
snoynoTtpebnerHne Tabakom, ayTMaM, HedocTaTok
BHUMAHWA, rUNepaKkTUBHbIE COCTOAHUS, MUrPeHb,
paccTpoAcTBa NaMATK (BO3PACTHOE YXYALLEeHKWE
namsaTy, MpeceHWnbHas W CeHWnbHas
JeMeHLKWA), natonoruyeckas arpeccus,
Wn3oppeHns, SHOOKPWHHbIE  HApYLUeHWA
(HanpWMep, TUNepnponakTUHEeMKUs), WHCYNbT,
OVCKMHeauns, 6oneaHb MNMapkuHcoHa, HapyweHue
TepMmoperynauum, 6onb, runepTeHans. OpyruMm
npumepamu 3aboneesaHwWi, onocpefoBaHHbIX
rMAPOKCUTPUNTAMUHOM, ABMNAKTCA HedepxaHue
MOYKM, BA3OCNasM M KOHTpOMb pocTa Onyxonu
(HanpuMep, KapuuHOMAa NEerkoro).

Cnocobbl Nony4YeHns

HacTosllee M30bpeTeHne TakKe OTHOCUTCH K
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cnocofam nony-eHns coeguHeHnn copmynol |.
3 nocredylowero onucaHus sTorc npouecca
CTAHOBUTCH NOHATHO, YTO TaMm, rae HeobxoamMmo,
noaxoasuMe 3allMTHele rpynnel AobaBnawoTcs
{1, COOTBETCTBEHHO, YAANnaTca) K pasnMyHbIM
peareHTaMm W MNPOMEXYTOUHLIM  NPoAYKTaM,
npuyeM cnocobami, NOHATHEIMK CcreluanucTam
B obnacTtu OpraHU4ecKkoro CUHTE3A.
ObLenpyHATLIE METOAMKMA AN UCNOMbL30BaHWSA
TAKWX 3alWUTHBIX TPYNa, a TakKke npuMepkl
noaxcaswmnx  3alWWUTHBIX  TRPYNN OncaHb!,
Hanpumep, B "Protective Groups in Organic
Sinthesis" TW, Greene,
Wiley-Interscience/New York, 1991.

CnocoBbl  NONyYeHWs  MPOMEXYTOUHBIX
BeLlecTB

1. B cnyvae, korga Y npefcraenaet coboi
NR>CO n X npegctaenset coboi N

(i) BeH3nnMpoBaHWe coedMHEHWA DOPMYNbI
I, wt B BWMOe pauemata WM B BUOe
3HaHTMOMepa,

OCH
3

{IT>

C nonyyeHwem coednHeHWs cpopmynsl I
MoxeT ObiTb OCYLWECTBNeHO peakuveild ¢
nogxogawmMm — 6eH3UNMPYIOWMM  areHToM,
HanpuMmep ©BeH3aunrancreHWOoM, TakuM  Kak
BeHaunbpomng  wnu - BeH3uXopua, UM
aKTMBMPOBAHHLIM CrMpTOM, Hanpumep
BeHaunmMeannatoM  UNKM - BeH3WUNTO3WNATOM.
Peakuma MOXET NPOBOONTLCH o}
MCNOMNb30BAHUEM  COMM UMM OCHOBAHWUA
coegnHeHusa |l B nogxoadlem pacTBopuTene,
Hanpumep N N-guMmetundopmamuae, aueToHe
WNKM  aueToHWUTpUNEe, C  COOTBETCTBYHILLWM
ocHOBaHWeM, Hanpumep NaOH, NaHCO;,
KsCOgz WK TprankunamuHOM, TakuMMm  Kak
TPUaTUNaAMKH, NpU TemnepatType oT +20 do
+150 o MpucyTcTBKE nogxoasuwero
KaranusaTtopa, Hanpumep voauha Kanuva WnM
Aoouaa HatpWs, MOXET MOBLICUTL CKOPOCTh
peakyu. A30T B coeguHeHUM |l Taike MoxeT
BbIT 3alluleH BOCCTAHOBUTENEHEIM
ankunupoBaHKMem ¢ apunanbiermgom B
NPUCYTCTBMM  BOCCTAHABMMBAOLWEIO  areHTa,
TaKoro kak LunaHoboprapug Hatpud, Goprnapus
HaTpWS UMK KatanuTieck ¢ Ha 1 nogxoaawmm
KaTanu3aTopomM, codepxaLlm nannagui,
nnaTtuHy, POONA N HWKenb B
COOTBETCTBYIOLLEM pPacTBOPUTENE, HanpuMep
TeTparngpodypaHe, OWOKCAHE, MeTaHone U
aTaHone. HoHep NpPOTOHA, TaKOW Kak
napa-TonyocncynboHoBas  KMCNOTa, MOXET
BLITE WCnonsb3ceaH Ang Karanusa obpasosBaHus
WMWH/eHamWHa, W gosBedeHWe pH Oo cnerka
KUCMNOW, COOTBETCTBYIOWER KUCMNOTOR, Takol Kak
YKCYCHAf KWCICTa, MOXET YCKOPUTE peakuunio, B
pesynbTaTe KOTOPoR nony4valT coefuHeHne |11

(i OemeTunupoBaHwe  coeguHEeHWA

chopmynel 1
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—{Bn)

QCH

(IITY

C nonydeHnem coeduMHeHna dopmynel IV,
MoxeT 6bITb npoeedeHO nyTem oBpaboTku
COBAMHEHWS KUCTIOTHBIMW peareHTamMu, Takimu
kak HBr, HI, HBrCH3COOH, BBrs, AIClj3,
NMUPEUAUH-HCI N OCHOBHLIMI HY KNEeodUbHEIMK
peareHTamMy, TakMMKM KaKk CH3zCgHaS™  wnn
C,HgS™ B nogxopAuwem  pacTsopuTerne.
Moaxodawummn  pacTBOpUTENAMKU MOrYT BbITh
METUNEHXTNOPWA, WNK XNopodhopM, W peakuus
MOXeT NpoxoauTs npu -78°C 1 +60°C.

{iiiy MNpeepaweHre coegUHeHUs dopmynsl [V
B coefWHeHWe hopmMynbl V

—(B'n)z —_—

OH

IV

—{Bn)
2

V>
MOXKeT OblTb  BLINOMHEHO peakuuer ¢

coevHeHvemMm chopmMynbl VI
o

(VI

roe X npegeraenaet cobol yoansemylo

rpynny, HanpuMep, ranoreH, TakoW kak xnop,
GpoM W Aod, WM TRYNNy ankad-  unu
apeHCYNLMOHUNOKCH, TaKyo KaK
napa-Tonyoncyne@oHunoken rpynna, U R, ©
R p npegcraenaoT coboid BOOOPOO UKW HUBLLIYIO
ankunbHy rpynny, Hanpumep metun. lNpouecc
MOXET MNPOBOAUTECH C CONbl0 COedUHEHUH

chopmynel |V, NonydveHHOR nyTem peakuum c
OCHOBaHWeM, Takmm kak KoCOsz, NaxCOz, KOH,
NaOH, BulLi wnwn NaH. Peakuna moxer

NPOBOAUTLCS B COOTBETCTBYHOLLEM
pacTeopuTene, HanpyMep B anpOTOHHOM
pacTeopUTENE, TaKkoM KaK JAMOKCaH,

N,N-gnmeTundopmMamug, TeTparugpodypaH,
Tonyon, 6eH3on wnu neTponeHblid sdup, ©
peakuna MoKeT NpoTekaTk Npyu TemnepaTtyps oT
+20°C go +150°C.

{iv) MNpeBpalleHWe coegMHeHna opmynel V
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B coefHeHWe copmynbl VII

—{Bn}
Z
O
E F
a b
0/ H
Z
(VD
—_— —(Bn)z
O H
Y
h
R OH
E
(VIT)>

MoxeT ObiTb OocylecTBNeHo B nogxogdauem

pacTeopuTene (Hanpumep, anpoTOHHOM
pacTBCpUTENE, TakoMm Kak
N,N-aumeTundopMammnd, AMOKCaH,
1,1,3,3-TeTpaMeTUNMoYeBHa,

TeTparngpodypaH 7 Tprammng,
rekcaMeTundocdopHOR KUCNOTEI, c

COOTBETCTBYIOLUM  OCHOBaHWEeM, Hanpumep,
K oC0O3, KOH, Tpet-6yTokcmua kanua wnn NaH,
npKn TemnepaType B Npegenax oT +20°C go +150
°C.

MpUcyTGTBME COpPacTBCOPUTENSA, TAKOro Kak
1,3-0MMeTnn-3,4,
5,6-TeTparngpo-2(1H)-nupuMnaoHa  wnu
TpramMuga rekcaMmeTundpocoOpHOA KUCNOThl B
COOTRETCTBYOLLER KOHUEHTpaLuu B
pacTBOpUTENE MOXET MOBLICUTL  CKOPOCTL
peakuumn.

(v) Twoponus coeguHeHws dopmynel VIl B
coeanHeHrne VIII moxeTr ©6biTb npoeBegeH B
YCNOBWAX KACNOW cpedbl ¢ WCNOMb3OBaHWEM
TakMx KWACnoT, Kak HySO4, HClI wmnu HBr B
noaxoaslemM pacTeoputene, Hanpumep B H,O,
STaHoMe, MeTaHone WU WX CMecKH, U peakuua
MOXET npoTekaTb B npefenax oT +20°C go
+100 °C, unm B LWeENoYHbIX ycroBUsX, ©
WMCNoNb3oBaHWeM Takux ocHoBaHWA, kak NaOH,
KOH B cOOTBETCTBYOWEM PACTBORUTENS, TAKOM
KaKk HoO, aTaHon, MeTaHon WM KX CMEecH, W
peakuMa MOXeT npoTekaTb B MNpefenax or
+20 °C po +100°C.

(vi) TNpeBpalweHne coedWHeHWA chopmMynbl
VIII B coeanHeHne dopmMynbl [X

—CBn) . - (B
2 @Fﬁ 2

R
1

NH
F4

CVIII X (8 8131
MOXET OblTb BbINONHEHO NyTeMm
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a) peakuuu ¢ coefUHeHWeM chopMyrnbl X

o
HO
H-R
1
Ho\l
o
3]

roe Ry npegcraenger cobor C 1-Cg arnkun
unu Cs-Ce-umknoankun. lNpouece MoxeT ©ObiTh
npoeefdeH B NOOXOOfLWEeM pacTBOpUTEnNe,
Hanpumep anpoTOHHOM/Ge3BO4HOM
pacTBoOpuTene, Takom Kak TeTparngpodypaH vnm
N,N-aumeTtundopmammg, B NPUCYTCTBUK
CBA3LIBAWLIErO  peareHta, Takoro  kak
N,N-kapGoHUNAMMMUEOA30N, U peakuusd MOXeT
npoTexkatb B npefenax ot +20°C go +130°C.
3a peakuner cnegyeT BOCCTAHOBMEHWE MMWAA C
NOMOLL|bH0 COOTBETCTRYIOLEro
BOCCTaHABNMBAOLWWErO areHTa, HanpuMep
LiAIH 4 B nogxogaulem pacTBOpUTENE, TAKOM Kak
ANSTUNOBLEIA 3PUp UNKU TeTparMapodypaH npu
TeMnepatype mexay +20°C U KWNAYeHWs C
OGpaTHbIM XonognnbHWKOM, WIA

b) peakyuven coeguMHeHnem dopmynbl Xl

®

L ]

roe X npegcraenaeT coboil  yoansemyro
rpynny, HanpuMmep ranoreH, Takol Kak Xop unu
Bpom, unm rpynny ankan- unu
apeHcynsOHNUNIOKCH, Takyo KaK
napa-TonyoncynshoHUICKGH rpynna, "
R 1 npegcraenaet coboi H, C 4-Cg-ankun wnu
C 3-Cs-UnKnoankun. lNpouecc MOXKET npoTekaTtb
B COOTBETCTBYHOLEM PacTBOPUTENS, TAKOM Kak
astaHon, ©yradHon, N,N-gumetuncopmamini,
aUeTOHUTPWUN UMK CMeCh BOOLI KU aUueToHUTpUna
€ NOAXOAAWMM OCHOBAHMEM, TakuM kak KoCOsj,
NaHCO3 unu KOH, 1 peakuna MOXeT npoTekaTtb
B Npeaenax oT +20°C ao +150°C.

{vii) CoegnHeHWe opMynbl |X TakKe MOXKeT
ObITb NonyyeHo BeH3nnNMpoBaHWeM coeMHeHns
thopmynel LVIII, roe Rg npeactaengeTr coboi
ranoreH, Takon Kak xnop, 6pom wnw Hod, B
BWOe ero pauemarta WK SHaHTWOMepa.

H — —(B'I'i]l2

CLVIII)> CLIX)

C nonyJvyeHWem coeguHeHWs dopmynsl LIX,
peakLUuel C COOTBETCTBYIOLUM BEH3UMMUPYHOLLUM
areHToM, HanpumMep 6eH3unranoreHUAoM, TakMm
KaK ©OeHaunopomua wnv OeHaunxnopug, WK
aKTUBMPOBAHHLIM CrMpTOM, Takmm Kak,
BeHaunmeannar unn GeHaunToannar. Peakyua
MOXET MPOBOAMTBECA C WCMNOML30BaHWEM COMK
MNKM  ocHoBaHWMA coeguHeHwa LVIII B
COOTBETCTBYKLIEM pacTBOpUTENE, Hanpumep
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N,N-aumeTtundopmammnie,
aueToHUTpUne, c COOTBETCTBYIOLLUM
OcHOBaHWeM, Hanpumep NaOH, NaHCOs;,
KoCOsz unu  Tpuankvn-amuH, TakMMm  Kak
TPUSTUNAMWH, NPW TemnepaType B nNpegenax oT
+20°C pgo 150°C. [NpUcyTCTBME NOAXOAALLErD
Katanusatopa, Hanpumep hWoauaa Kanua Unm
AoAMda HaTpus, MOXeT YBeNUUWTE CKOPOCTb
peakL K.

{viil) MNpeBpalleHne coeanHeHna QopPMyIbl
LIX B coeauHeHwe chopmynel X, rae
R 4 npencrasnger cobolA BOAOPOA,

C 1-Cg-ankmn unn Ca-Cg-LMKNnoankan, Moxer
ObiTb  OCYWecTBNeHO nyTeM  peakyun c
coeguHeHneM dopmynbl XXII.

H

aueToHe WM

R
1

CHXII>

Mpouecc MoxeT ©ObiTb  BBINOMHEH B
noaxoasuleM pacTBopuTene, Hanpumep B
anpoToOHHCM pacTBOPUTENe, Takom Kak 6eHson,
TONyon, AWoKcaH, TeTparngpodpypaH — unn
N,N-aumeTundopMamMmng, ¢ COOTBETCTBYHOILLWM
OCHOBAHWEM, TaKUM Kak TpeT-6yToKoua HaTpus
unu - Bnc  (TpUMeTunounun)amuz,  nutud, B
MPUCYTCTEBUKW  NOOXOAWEero  nannagueBoro
Kartanuaatopa, Takoro kak PdXo, LPd{0) wnwu
L oPdX,, roe X npeacraeBngaer coCoOR ranoreH,
TAKOW Kak xnop unu 6pom, M L npeacraenger
coboldi noaxogsWMA  nuvradHg,  Takod  kak
TpudeHnndochuH, TpU-o-ToNUNIOChMH,
TpUay prnchocthuH, TpucbeHunapcrH nnu
AnbeHannnaeHaUeToH, U ¢ unm 6e3 agobasneHns
nuraHga L', T1akoro kak TpudeHUndochuH,
TPU-O-TONUNROCHUH, TpUDYpPUNMOChHKH,
2,2'-6uc(gudennndgocdunHo)-1,1-buHadTanuH
(WK B BUOE palemata WNK SHaHTUCMepPa), Un
TPUPEHUNAPCKH, M peakLns MOXeT npoTekaTb
npW TemnepaTtype B npeaenax ot +20°C Ao +150
°C, npvBoAA B peaynbTaTe K MONyYeHuio
coeguHeHusa opmMynbl 1X.

MpeBpaweHne LIX B IX TawKke nponcxogut
dvepes npeBpalleHne XXII B aMMHOCTaHHaH Mnu
aMUHOBOpaH, WCNCNb3ys TakWe areHThl, Kak
{N,N-gnaTnnammHo)TprbyTUIonoBo Uim
Tpuc{aMmeTunammHo)oopaH B Noaxoasuem
pacTBOpUTENe, HanpUMep B anpoOTOHHOM
pacTBopuTene, TakoMm kak ©OeHson, Tonyon,
AWOKCaH, TeTparngpodypaH nnm N,
N-gumMeTuncopMamMmua, W 3aTeM  WUCnonbaya
YCMNOBWA, CXOAHblE C OMWCAHHLIMKA  BhilLe,
nonyyas B pesynbraTe coeduHeHwe dhopMyIbl

(ix) FanoreHnpoBaHWe  CoeaMHeHWA
thopmynel IX, rae R4 npepcraenger coboi
sogopod, Cq-Ce-ankun unu Cs-Ce-LKUKnoankun,

&
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Hal

-(Bn)_ —— - (Bnd
F4 Z

(I) )

Rl Rl
CIX» CHIXI)»

Ang nonyveHua coeguHeHna dopmynesl Xll
MOXeT ©OblTe NpPOBEdeHO  apoMaTUYeCKUM
aneKkTpoUNEHBIM 3aMeLleHnemM c
WCNONB30BaHKeM noaxoasero
ranoreHUpyKLWero areHTa, Takore kak Bry, Cls,
5, ICl wnn SO,Cly. Peakuna moxeT
NPOBOAUTBECA C  WCNOML3OBaHWEM COMU WK
OCHOBRaHWA coefauHeHus [X B cooTBeTCTBYOWEM
pacTBopUTENe, HanpWMep YKCYCHOW KkucnoTe,
HCl/sTaHone unun Boge, ¢ wiv 6e3 nogxoaallero
OCHOBRAHWA, HanpuMep aulerata WenoYHoro
MeTanna, Takoro kak auetar HaTpus, U peakuus
MOXeT NpoTekaTb NpKY TeMnepaType B npefenax
oT -20°C 0o KoMHaTHOW TemnepaTypbl.

CoefuHeHre dopmynel Xl Taike Moxer
ObiTe  NonmyyeHo nyTem  GeH3aUNWpoBaHWUSA
coeqnHeHns cdopMynbl X ana nonydveHus
coeguHeHMa dopmynsl Xl nyTem peakumm ¢
NoAXoAfWMM — BEeH3UMUPYIOLWUM  areHTOM,
Hanpumep OeHannranoreHUACcM, TakMMm  Kak
BeHaunbpoMng UM BeHaunxnopua, Unu
aKTUBMPOBAHHBIM CNUpPTOM, Hanpumep
OeHaunmeaunaTtoM unn 6eH3annToaunaToM B
noaxodsweM  pacTBopuUTene,  Hanpuwmep
N,N-aumeTtundopmammnie, aleToHe unm
aueToHUTpUNe ¢ NOAXCASALMM OGHOBaHWEM,
Hanpuvep NaOH, NaHCOj;, KCOz  wunu
TPWAMKUNIAMUHOM, TakUM Kak TPUSTUNaMUH, NpK
TeMnepatype B npefenax ot +20°C go +150°C.
MpucyTcTBME noAxoOsuwerc kartanuaartopa,
HanpuMep Hoguaa Kanusa Wnu Wognaa HaTpus,
MOXET MOBBICUTE CKOPOCTb pPeakumnu.

Hal R
3

—(Bn)z ] H

(HIT) (HIII>
{x) MpeBpalyeHre coefunHeHnsa cdopmynsl Xl
B coeuHeHWe chopmynel X1, roe
R4 npeacraenaet coboi BOAOPOA,
C 1-Cgankun ipll C3-Cg-LuKnoankun, 7]
R ¢ npeacraenget coboi C 1-Cg ankun, moxer
ObITE OCYLWECTBNEHO MNyTeM peakyuu obmeHa
MeTann-rancreH B COOTBETCTBYHOLLEM
0e3rOHOM pacTeopuTene, TakoMm Kak
TetTpa-rugpodypaH UNKM OUSTUNOBBIA ahup, ¢
WCMOMNbL30BaHWEM NOAXOAAWEro ankun-nuTua
unK Metanna, HanpuMep GYyTUNNWTUA, NATUA
WNKW  MarHASBOW CTPYHKKA, C Nocrnegyller
0bpaboTKol COOTBETCTBYIOLMM
ankunranoreHMaoMm, TakuM  Kak  MeTWuniaogua,
aTUNOPOMUA, WM NPONUNHOAKMA, W peakums
MOXET NPOTEKaTh NPW TEMNepaType B Npeaenax
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oT -78°C [0 KOMHATHOM Temnepatypbl, ¢
nocriedylolWwUMm  oTwenneHneM  6eH3annbHOM
rpynnel NyTem rugporeHaydn B NPUCYTCTBAK
noaxoaswere karanuaartopa, cofepxallero
nannaguid, poauwid, nnatuHy WX HUKENb, B
noaxodsWeM  pacTBopuUTene,  Hanpuwmep
YKCYCHCW  KWCNOTE WNKM  3TaHone W npwu
TeMnepatype peakuyuoHHoi ot  +20°C  go
+120°C wunm nytem o©6paGoTkM  ApYyrMMK
anekTpodunaMm, TakvMKn Kak auetansaerng unv
MeTunxnopdopMuaT, nocne uYero NpPOBOAUTCH
COOTBREeTCTBylLLAs oKoHYaTensHas obpaboTka.
Peakunsa MOXeT npoTekaTb NpW peakLlMOHHOK
TeMnepaType B npegenax ot -78°C o
KOMHaTHO TemMnepaTypbl.

B cnyuae, korga B KadecTBe anekTpodwuna
NCNCNB3YyeTos aletanbderis, 3a
BblLLenpUBeaeHHOR peakuuen chnenyet
BoccTaHoBneHve  OeHawnoBoro  cnvpta W
oTWenneHKe  GeHaWnbHLIX  TPYNN  MyTem
rMMAporeHWaaumMn ¢ yyacTueMm noaxoasuero
KaTanusaTopa, coAepKallero nannagnii, podui,
AmaTUHY  WNKW - HUKeNb, B Nogxogswem
pacTBopuUTene, HanpuMep YKCYCHOR KUCNOTe WK
aTaHone, W peaKkuus MOMeT npoTekaTb Npu
TemnepaTtype oT +20°C oo +120°C.

B Tom cnyuae, «korga B
anekTpoduna ncrnoneayetca
MeTunxnopdopMuaT, 3a  BbiWenpUeeJeHHOR
peakuuen crneayet BOCCTAHOBNEHWE
mMeTunoBoro  adwpa B noaxopsLem
pacTBOpUTENS, TAKOM KaK OW3TWUNOBLIA 3chKp
g TeTparngpodypaH, o} NOMOLLH
COOTBETCTBYHOLUEro BOCCTaHaBnMBarLlero
areHTa, Takero kak anomornapug nutua, U
peakuna MoXeT npoTekaTk Npy TemnepaTtype oT
+20°C po TemnepaTtypbl KMNAYEHUA G 0OpaTHEIM
XOMNOAWUNBHUKOM, c nocregyoLum
oTWwenneH1em BeH3UNbHBbIX rpynn "
BOCCTaHOBNeHWemMm GeH3nnoBoro cnupra nyTem
raporeHauMM G yuyacTMeMm  nodxogsawero
KaTanuaaTopa, codepXallero nannagui, podui,
nnaTMHY  WNKM - HUKENb B NoAxogswem
pacTBOpUTENe, HanpUMep B YKCYCHOW KWACMOTE
WNW aTaHoMNe, W peakuua MoxeT npoTekatb Npu
Temnepatype oT +20°C go +120°C.

Koroa Rq npeacraenser coboil Boaopod,
nepe aTanom obpaboTki coeAMHEHWeM NUTKS
a30T nunepasyHa  3awuwawT noaxeaswed
3alUMTHOW pYNNoi, Takoi Kak ©GeHannbHad
rpynna  wnu - OpYyrod  3alWTHOW  rpynnow,
W3BECTHOW cneuwanucTaMm B aTol obnactu, W
3aTeM yaaneHHod W3BecTHbIMKW  crocobamu,
nonyyaa B peaynbtaTe coedUHeHWe chopMynbl
XL

(xiy CoegnHeHwe dopmynel Xl roe
R 1 npegcraenaet cobol Bogopom, MOXeT ObITh
TaKKe Nony4yeHo

KavecTBe

—C{Bn) —_— - CBn¥
Z 2

CLL¥)> (LX)
npeepalleHuem coegnHeHua dpopmynel LIX B
coefvHeHve  chopmynel  LX, peakunen ¢
coeuHeHneM chopmynbl LXI, rae
R . npegcraensdetr cobold Nogxogsawyo
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AaNUTHYIO TPYNNy, Takylo kak GeHaunbHas
rpynna
H

R
c

CLXI)

Mpouecc  MoXeT NpPOBOANTLCH B
nogxogdalem  pacTeopuTene,  Hanpumep
anpoToOHHOM pacTBOpPUTENE, Takom Kak BeHaor,
TONyon,  AMOKcaH,  TeTparmgpodpypaH — unu
N,N-aumeTundpopMamMmug, ¢ NOAXOOALMM
OCHOBAHWEeM, TaKMM KaK TpeT-ByToKcug HaTpus
unu - GUc-(TpumeTuncunun)aMna  nutusa, B
NEUCYTCTBMM  NOOXOOAWEero  nannagueBoro
Kartanuaatopa, Takoro kak PdXp, LoPd(O) wunu
L oPdXo, roe X npeacraBngaet coboOR ranoreH,
TaKoW kak xnop unu ©pom, M L npeacraenser
coboli nogxoAdwWA nuvraHg,  Takod  kak
TPUDEHNNHOCHUH, TUO-0-TOMUNDOCHUH,
TpUdy prncoctuH, TpudbeHunapcmH nnu
AnbeHsnnnaeHaueToH, U ¢ K 6ea gobaBneHus
nuraHga L', T1akoro kak TpudeHUnpocuH,
TPU-O-TONUNQOCHUH, TpUDYPUNMOCHHKH,
2,2'-6uc{gudeHnndgocdunHo)-1,1-buHadpTanuH
(W ero pauemat WKW SHAHTMOMEpP) UNK
TPUPEHUNAPCKUH, N peakLuUsa MOXKEeT NpoTekaTh
npu Temnepatype oT +20°C po +150°C, B
pesynetare 4ero  nonyyawTt  coeduHeHue
chopmynbl LX.

MpeBpaweHne LIX B LX Takke moxer
npotekate 4depes npeBpalweHne LXI B
aMUHOCTaHHaH WM amuHobopaH, WUCMomnbayA
Takue areHThl, KaK
(N,N-g1aTUNamuHO ) TPUOYTUNOBO NN
Tpuc{aMmeTun-amuHo)oopaH B noaxoAdlem

pacTBOpUTEnNE, Hanpumep anpPOTOHHOM
pacTBOpUTENe, TakoMm Kkak ©OeHaon, Tonyorn,
ANOKCaH, TeTparngpodypaH unu N,

N-ouMmetTundopmamua, W 3aTemM WUCnonbayd Te
Ke  ycriosuA, KOTOpble  OnucaHbl B
BbilLenpMBEOeHHOM ONUCaHWK, nonydvawT B
pesyneTaTe coejuHeHne hopmMynbl LX.

{xii) FanoreHUpoBaHWe  COedVHEHWUH
chopmMynsl LX,
Hal
- CBnd) —_— - { Bn)
Z Z
R R
c c
(LM CLMII)

C nonyJvyeHuem coeguHeHns dopmynsl LXII
MOKeT BbITk BBINOMIHEHO NyTEM apoMaTUYeCcKoro
3neKkTpoUNEHOro 3aMeLLeHun c
WCNonb3oBaHUeEM noaxoasero
ranoreHUpyKLero areHTa, Takore kak Bro, Clo,
o, ICI wnn SO5Cl. Peakupa moxeT ObiTb
npoBegeHa ¢ WCNOMb30BAHWEM COMKM UMK
OCHOBaHWA coeamHeHa LX B COOTBETCTRYIOLEM
pacTBoOpUTENe, HanNpUMep, YKCYCHOW KWCMoTe,
HCl/sTaHone unun Boge, ¢ wiu 6e3 noaxoasallero
OCHOBRAHWA, HanpuMep aulerata WenoYHoro
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meTanna, Takoro kak aueTart HaTpus, U peakums
MOXeT MnpoTekaTb Npu Temnepartype or -20°C
[0 KOMHaTHOW TemnepaTypbl.

Hal R
9
— (Bn> e H
Z 2
R R
c 1
CLHII» CHIII)
(xiii) MpeBpalleHWe coedWHEeHWs opPMyInEl
LXIl B coeguHeHwe dcopmynel  XII,  rae

R 1 npeocraenser cobol  Bogopod, W
R g npeacraengetr coboid C 4-Cg ankun, mMoxer
ObiTe  MpoBedeHO nyTeM peakyun obmeHa
MeTan-ranoreH B cOOTBETCTBYOWeM 6e3BOaHOM
pacTBoOpUTEnNe, TaKOM Kak TeTparnapodypaH Wunu
OWaTUNoBLEIA  adhup, C  WCNomnL3cBaHUeM
noaxoaswere  ankunovTug  unu - Metanna,
HanpuMep OyTUMNUTUS, NUTUS UMW MarHUEeBOA
CTPYXKH, c nocnegyLlen obpaboTKor
COOTBETCTBYKLUMM  ankuaranoreHUWaoM, Takum
Kak MeTuniioama, aTUNGpOMMA Mnn
nponuniogna, W peakums MOXKET
OCYLLEeCTBNATLECA npw peakLOHHOMR
TeMmnepatype B npefdenax ot -78°C  pgo
KOMHaTHOW TemnepaTypbl, 3@ Yem Ccneayer
oTwenneHne  OeH3aUNbHBIX  rPYNn nyTem
rmagporeHauMM B MNPUCYTCTBUM NOAXCASALLEro
KatanusaTtopa, CoAepXallero nannagni, poani,
nnatvHy WM HUKeNb, B NOOXO4AWEeM
pacTBOpWTENe, HanpuMep B YKCYCHOW KucroTe
WNW aTaHone, W NpKY TeMnepaType peakuWoHHOR
cmeck oT +20°C pgo 120°C, wnM  nyTem
06paboTkK OpYrMMKU  anekTpodunamu, Takumu
KaK aueTansAerva UM MeTUxnopdopmMmar, U
nocnegywwen cooTBeTcTBYOWeR obpaboTKor.
Peakuma MOXeT NPOBOAMTLCA NpU TeMnepaType
B npegenax or -78°C po  KomHaTHoOM

TEMNEpaTyphbl.
B cnyuae, Korga B KavecTee snekTpoduna
UCNONb3ayeTcs aueransaerua, aa
BbILENPUBEAESHHEIMA  peakuusMM  criefyeTt
BOCCTAHOBNEHWE  OeHaunoBoro  cnvpta W
oTwenneHue  GeH3UnbHLIX  Tpynn nyTem
rMaporeHraaLlmnm npu UCTIONb30BAHKK

NOOXOASLIEero karanvaatopa, codepxalliero
nannagvi, poaWiA, nnaTtWHY WNKW HUKenb, B
nogxoAslleM pacTBOpWUTENe, Hanpumep B
YKCYCHOW KWCNOTE WK STaHone, U peakymd
MOXET NPOUCXCAMTL NpU  TeMnepartype OT
+20 °C po +120°C.

B cniyyae, Korga B KavecTBe snekTpochuna
ncnonb3yeTcs  MeTunxnopdiopmmar,  3a
BbILLENPUBEASHHEIMA  peakuMaMn  criegyeT
BOCCTAHOBMNEHME  MeTWMoBOro  adupa B
NOOXOASLEeM  pacTBOpMTENe, TakoM  Kak
OMSTUNCBEIA apUp WUnK TeTparnapodypaH, ¢
MOMOLLLH COOTBETCTBYIOLLEro
BOCCTAHABNMBAIOWEro  areHTa, Takoro  Kak
anoMornapua, nNUTHA, U peakunid  MoxeT
NpouCXCaMTL NpW Temnepatype ot +20°C go
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KunsdeHns ¢ obpaTHbIM - XONOAUNBHUKOM, G
nocredywlWuM  oTwenneHueM  GeH3UMbHBIX
rpynn v BoccTaHoBNeHUWemMm GeH3unoBoro cnuprta
nyTem rWApOreHWsauum ¢c  WCMomnb3oBaHWem
noaxoAasdllero Karanwaartopa, cofepxallero
nannaguvid, poguviA, nNnatuHy WNK HWKenb, B
noaxoAdleM pacTBopuTene, Hanpumep B
YKCYCHOW KWCMOTE WMWK 3TaHomne, U peakuus
MOXKET MpoTekaTb NpW TemnepaType o +20°C
Ao +120°C.

{xiv) MNMpeBpaleHne coefuHeHWA opmynsl
XN, roe Rq npeacraenget cobold Bogopoa, B
coeguHeHne dopmynel XIV

R 4
9 a
H —F H
2 F4
R R
1 =]
{H¥III> (HIV)

rae Rc npepcraengetr coGoOR  3aLlUMTHYIO

rpynny, MoxeT ObiTb OCYLWEecTBNeHO nyTem
3aWMThl MMNePas3rHOBOro KonbLa B NOAXOAALLEM
pacTBopuTENe, HANpUMep MeTuneHxnopuie unm
XNopochopme, COOTBETCTBYIOWWMM 3aLLMLLAIOLLIAM
areHToM, Hanpumep,
aun-TpeT-6yTun-6ukapboHatom, ¢
COOTBETCTBYIOLUM  OCHOBaHWeM, Hanpumep,
TpuaTUnamuHom unu KoCOs 1 npu Temneparype

oT -20°C go +80°C.

—(En) e H
2 2

{IX) L]

{xv) lMpeBpalleHUe coeduHeHWA opMynbl
IX, roe Rq npepcraenaetr cobol Bogopop,
C4-Cg ankmn wnn  Ca-Cg-umknoankun B
coefHeHWe chopmynsl XV, roe
R 1 npegcrasnsger coboi BoAopOA,
C 4-Cg-ankmn wnn  Ca-Cg-UMKNoankun, Moxer
OblTe  MpoBedeHO  nyTem  OTWENNeHWs
OeHaunbHbLIX TPYNMN NyTem rugporeHusaumdn B
NPUCYTCTBUM  NOAXOAAWEro  KaTanusatopa,
codepXallero nannaguia, poduid, nnatuHy wnu
HUKENb, B NOOXOAALWEM  pacTBOpWUTENeE,
Hanpumep B YKCYCHOW KWCNCTE WKW 3TaHome, W
npu Temnepatvpe PpeakyUMoHHOW CMecn OT
+20 °C po +120°C.

{xvi) [anoreHwpoBaHWe  COEOWHEHMS
thopmynel XV, rae Rq npedcraenger cobGoi
Bogopod, Cq-Cg-ankun unu Cs-Cg-LKUKnoankun,
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R
1 1

LY C(HYI)

C nonyveHweM coefnHeHus dopmynsl XVI
MOXKET ObITb BBINOMHEHO NyTEM apoMaTUYeCcKoro
3MeKTpodUNEHOro 3aMeLLeHusn o}
HCNoNb3oBaHUeM noaxoasLero
ranoreHMpyoWero areHTa, Takoro Kak Bro, Clp,
o, ICI M SOCle. Peakuyma moxeT ObiTb
npoBefieHa C  WCMNOMbL3CBaHWEM  COMW UMK
OCHOBaHWA coegWHeHKWA XV B COQTBETCTBYHOLLEM
pacTBOpUTENE, HanpUMep, YKCYCHOW KucnoTte,
HCl/sTaHone unun Boge, ¢ wiv 6e3 noaxoaawlero
OCHOBaHWA, Hanpumep auertarta LWeno4YHoro
MeTanna, Takoro kak auertar HaTpusa, W peakyua
MOXET npoTekaTb NpWv Temnepatype or -20°C
[0 KOMHAaTHOW TemnepaTypbl.

(xvii) MNpeBpalleHWe coednHeHUa hopMyntl
XV, rae R4 npefncraenser cobol Bogopos, B
coefnHeHne dropmynbel XVII,

Hal Hal
H — H
2 Z
R R
1 [
(HVID (HWII>

roe Rc npencraenger cobol nogxogallyro
3aWMTHYIO TpyNny, MoxeT ObiTe NpoBeAeHO
MyTeM 3alUWTEl  NUNEpPasMHOBOrO Konbula B
NoOXoAsllemM  pacTBCpWUTENeE,  Hanpumep
MeTUneHxnopuie Wnn Xxnopocopme,
NOOXOAALLMM 3aLUTHEIM areHTOM, Hanpumep,
On-TpeT-0yTmnamMkapboHaToM, C NoaxoaAaLum
OCHOBaHWEM, Hanpumep, TPUSTUNaMWHOM WIn
K 5COs, 1 Temnepatype oT -20°C oo +60°C.

(xviil) TanoreHWpoBaHwe  coegnHeHUs
hopmynel XVIIl, rae Ry npeacraender coboi
C 4-Cg-ankokcu, MMeiollers BuA, WK palemara
WNK SHaHTUOMeEpa,

R R
] a

Hal

CHVWIIIX» CHIKY

C nonydeHweM coeduHeHua opmMynbl XIX
MOXET ObITb BEINOTHEHO NMYyTEM apoMaTUYECKOro
3NeKTpodnNLEHOro 3amelleHns c
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WUCNonbL3oBaHWeM noaxoaslero
ranoreHUpyloLero areHTa, Takoro kak Bra, Clp,
o, ICI nnn SO,Cly. Peakyna moxeT ObiTh
npoeefdeHa ¢ MCNOMNB3CBAHWEM COMW UMK
OCHOBRAHMWA coefUHEHWs XVIII B

COOTBETCTBYIOLIEM pacTBOpUTENE, HanpuMep
yKCeycHol kucnote, HCl/staHonme unuv Boge, ¢
unu 6e3 noaxoaswero OCHOBaHWA, HanpuMmep
auetata LEnovyHoro MeTanna, Takoro Kak
aueTaTt HaTpUA, K peaKkLnsa MOXeT NpoTekaTb Npu

TeMneparype oOr -20°C OO KOMHATHOW
Temneparypsl.

R

9

—{Bn}
z
Hal
CHHD
{xix) BeHaunuporaHve  coedMHEHWA

thopMmynel  XIX  uMnwn  erc pauemara  Unu
SHaHTWCMEpa, € NONyYeHWeM COSdUMHEHWSA
chopMmynbl XX nyTeMm peakuvM ¢ NOOXOAALMM
BeHaUNUPYIOLLKM areHToM, Hanpumep
OeH3unranoreHWaOM, TakuM Kak ©eHaunopomMug
nnu  BeHaunxnopwa, WM akTMBMPOBAHHLIM
CNUPTOM, HanpUMmep OGeH3WnNMesnnaTtoMm  Unu
TO3WNaTOM. Peakuus MOXeT MNpOoBOAUTLCH C
WCNONb30BaHWeM  COMW  WNKM  OCHOBAaHWA

coeduHeHWA XIX B nogxoddalwlem pactBoputens,
Hanpuvep N N-gumeTundopMammae, aueToHe
Y aleToHUTpKNe, C  NoaxoaslMm

OCHOBaHWeM, TakMMm Kak TpuaTunamuH, NaOH,
NaHCO3 wnun KxCOsz npu Temnepatype B

npegenax ot +20 go +150°C. [MpucyTcTRMe
NoaxoAsulero  karanvaaTtopa,  HanpuMep
ranoreHWaa LenoyYyHoro MeTanna, Takoro Kak
Hooua kanua unu Aoama HaTpus, MOXeT
YBEMWHYNTb CKOPOCTb peaKkuMu.

R R
9 9

-{Bn)}_ — —-{En)

Hal

1

{HH) {HRIY

xx) lNpeBpalweHne coeduHeHWa opMynbl
XX B coeduHeHue chopmynel  XXI|, rae
R4 npegcrasnger coboiA BOAOPOA,
C 4-Cg-ankmn mnn - Cg-Cg-Luknoankun, "
R ¢ npencraenaet coboi C4-Cg-ankoken, MoxeT
ObiTb  OCYLWecTBNeHO nyTeMm  peakuum ¢
coeguHeEHWeEM hopmynsl XXII, roe
R4 npedcrasnser coboi =leJale]elelil
C 1-Cs-ankun unu Cs-Cg -LUKNOankun.
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1

CHXII>

Mpouecc mMoXeT ObiTb  BLINOMHEH B
nogxogsleM pacTBoputene, Hanpumep B
anpoToOHHOM pacTBoOpUTENeE, Takom Kak BeHson,
TONyon, AWokcaH, TeTparngpodypaH unu N,
N-guMmetundopmamua, ¢ COOTBETCTBYHILLMM
OCHOBAHWEM, TAKMM Kak TpeT-ByToKcug HaTpua
unK  Guc(tpUMetTuncUnumamug nitua, B
NPUCYTCTBMM  NOOXOAAWEero  nannagveBoro
Karanmsartopa, Takoro kak PdXo, LoPd(O) wunn
L oPdXo, roe X npegcraendet cobol rancrem,
Takoh kak xnop wnu 6pom, n L npeacraensaet
cobold nodxofsWWA nuraHg,  TakohA  kak
TPUDEHUNHOCHUH, TPU-0-TONUNDOCHUH,
Tpndy prndocdnH, TpucheHnnapcuH unu
AnbeH3nnnaeHaleTCH, U ¢ unu 6ea godasneHus
nuraHga L', T1akoro kak TpudeHUndochuH,
Tpu-o-TonundocdmH, TpudyprndochmH,
2,2'-cuc(gutheHnndocthuHo)-1,1'-bnHadTanH
{Wnn B BUZE pauemara WM sHaHTUOMepa), Unn
TPUPEHUMNAPCHH, N peakUUsa MOXKEeT NpoTekaTk
npKn TemnepaTtype B npegenax ot +20°C go +150
°C.

(xxi) lNMpeBpalweHue coeguHeHWs opmyrbl
XX| B coeguHeHne dopmynsl XXl

R

a

H
z

R

1

CHXIIL)
roe Ry npegcraenger cobol  BogopoL,
C 4-Cg-ankmn nnu Cg-Ceg-LnKknoankun,

R g npencraenaet coboir C4-Cg-ankokcn, MoxKeT
NPCBOAUTBECA  MyTeM  MApPOreHuaaunm ¢
WCNCNBE30BaHWEM KaTanuaaTopa, coiepxallero
nannaguvi, nnatuHy, poaWA WM HWKenb B
noaxoAsWeM pacTBoOpUTene, Hanpumep B
YKCYCHCH  KWCMOTE WNKM  STaHone, W npwu
TeMnepaTtype peakumia oT +20°C o 120°C.

(xxii) MpeBpalleHWe coedUHEHUA HOPMYNbI
XX, roe Ry npeacraenset coboi Bogopon, B
coeguHeHne dopmynel XXIV,
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9 a
H —_— H
2 Z
R
1 [+
{HHITII > CHEIV)

roe Rc npegctaenseT coGOA  3alUMTHYH
rpynny, moxeT O6biTb OCYLWEecTBAeHO nyTem
3alWMTEl MUNEPa3nHOBOro KonbLa B Nogxoasiem
pacTBopuTENe, HANpUMep MeTUneHxnopuae unu
XNopodhopMe, C COOTBETCTBYOLWMAM 3aLUUTHLIM
peareHToM, Hanpumep
AU-TpeT-0yTUn-gukapboHatoM, ¢ NoaxoaaLum
OCHOBaHWEM, Hanpumep TPUMETUIT-aMUHOM UMK
KoCOj 1 npu Temnepatype ot -20°C go +80°C.

{xxiii) deankunupoBaHWe  COEOWHEHWNSA
chopmynel XXI,

OH

- {Bnl
Z

CHKVY

C nonyyYyeHrnem coeguHeHua opmMmynel XXV,
roe Rq npepctaenAaeTr cobol  BoAopog,
C 1-Cg-ankmn wnn Ca-Cg-LMKNOANKAN, MOXeT
ObITE NpoeeaeHo NyTem obpaboTkn coegnHeHUs
KWCMOTHbIM ~ areHToM, Takmvm kak HBr,  HI,
HBr/CH 3COOH, BBr3, AlICI3, nupranH-HCI, unu
C OCHOBHbIM HYKNEeOMUNEHLIM peareHToOM, Takum
kak CH3CgH4S™ unn CoHgS™ B noaxoasawem
pacTBopuTEne. MNoaXoaaWwUMK pacTBOPUTENAMM
MOryT BbITb MeTUNSHXMoPUA, UNK XNopodhopM, K
peakumna MoXeT npoTekaTb Npy TemnepaTtype oT
-78°C po +60°C.

(xxiv) MNpeBpalleHie coeguHeHUs popmMyIbl
XXV B coepguHeHue dopmynsl XXVI

OH

CHEVIY
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roe Ry npegcraenger cobol  Bogopod,
C 1-Cg-ankmn unn  Ca-Cg-umKnoankun, Moxer
BbITb OCYLLECTBNEHO MyTeM ruaporeHusaummn ¢
ncnonb3oBaHWeM Katanusartopa, coaepiallero
nannagyi, nnatuHy, pPoaAvA WNU  HUKenb, B
nogxoasuwemM pactBopuTene, Hanpumep B
YKCYCHOR  KWCMOTE WKW STaHomne, W npu
TemMnepartype peakuwa ot +20°C o 120°C,

Hal

.

—{Bn)z —

(HITIS

o
CH/
3
E— —(Bn)z

()

R
1

CHHYIL)

(xxv) lNpeBpalleHne coeduHeHNa hopMynbl
Xll, roe Ry npeactasnaet coboi C 1-Cg-ankmn
AnK C3-Cg-LMKNoankun, B coeUHeEHNE
cbopmynel  XXVII, roe Rq npepcraenger
cobolh C4-Cg ankun unu Cia-Cg-LMKNoankur,
mMoxeT OblTb OCYLLECTBMNEHO NyTEM peaKuuu
ofMeHa weTann-rafioreH B COOTBETCTBYHOLIEM
6e3BofHOM pacTBopUTEne, TakoM KaK
TeTparngpodypaH WnM OUSTUNOBLIA shup, ©
MCNONbL30BaHWEM NOOXOAALEro ankunnTA K
MeTanna, Hanpumep GyTUMNWTUA, NUTUS UMK
MarHWeBOW CTRY XKW, c nocnenyoLle
0bpalboTKCA COOTBETCTBYIOWMM 3MEeKTPOdUNOM,
TakMm KaKk OpOMMETUN-METWMNOBLIA aUp, U C
nocnegyower cooTBeTcTByOWeR o6paboTKoN.
Peakuns moxeT ObiTb npoBedeHa npu
TeMnepaTtype peakuuun B npefenax ot -78°C go
KOMHaTHOA TemnepaTypebl.
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CHf
3

(HKYILIL)

{xxvi) MNpeBpaleHre coeguHeHns hopmynsl
XXVIl, roe Rq npefgcraengetr  coboi
C 1-Cgankun ipll C3-Cg-LuKnoankun, B
coefUHeHWe hopMynbl XXV, roe "
R 1 npepcraenger coboi C 1-Cg ankun wnu
C 3-Cg-UMKNOanKum, MOXeT NpoBOAMNTLECA NYyTEM
oTwenneHns  GeH3aWnbHBIX  TPYNn NyTeMm
rmgporeHMsayln Ha nogxogduleM Katanuisartope,
codepxalem nannagdid, pogun, nriaTuHy WM
HAKeNb, W B MNOAXCASUWEM pacTBopuTene,
HanNpMMep B YKCYCHOW KMCNoTe W sTaHone, w
peakuMa MOXET NpeTekaTth Npu Temneparype oT

+20°C po +120°C,
F

A

- {Bn)
Z

(RHINXD
(xxviiy  AnKnnupoBaHue
chopmynbl XXV, roe Ry
npegctaenaetr cobo C 1-Cg-ankun wunu
C 3-Cg-UMKNoankmn, ans Nony4eHua
coefnHEeHNs chopmynbl XXIX, roe
R 1 npegcraenaetr cobor C ¢-Cg-ankun wnu
C 3-Cg-UMKNoankun, MoxeT 6biTh OCYLLECTBNEHO

B MOAXOAALIEM pPacTBOPUTENE, TaKOM Kak
W3OMPONaHon WMNKM  OWOKCaH, NOAXOAAWMM
ankunMpy oMM areHToMm, Taknm Kak
xnopoudTopmMeTaH, B NPUCYTCTBUM
noaxoasLlero OCHoBaHWA, Takoro kak NaOH mnu

KOH v npu TemnepaType oT +20°C go +80°C.

COSaNHEH A
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N
?O”

R
1

CHXKHD

(xxviii) MNpeBpalleHue coeguHeHUsa XXIX, rae
Ry npepcraender cobon C 4-Cg-ankun  wmnu
C 3-Cg-LUMKNOankun, B CoefuHeHue dopmynsl
XXX, roe v Ry npencraenger  cobGoW
C 1-Cg-ankmn wnn Cs-Ce-UMKNOANKAN, MOXeT
NPCBOAUTBECA MyTEM OTWEenneHns GeH3nnsHbIX
rpynn nyTem ruoporeHUsaunn Ha noeaxogsllem
KaTanuaaTtope, coAepxalleM nannagui, poaoui,
nmaTMHY WM HUKeNb, WM B NogXoAdlem
pacTBOpUTENe, HanpUMep B YKCYCHOR KMCMOTE U
aTaHoMe, W peaKkuMa MOMET npoTekaTb nNpu
Temnepatype oT +20°C go +120°C,

a

H
Z

LV CMMMT >

(xxix) lNpeBpalweHne coeduHeHWa XV, rde
R 1 npegcraenaet cobor C ¢-Cg-ankun wnu
C 3-Cg-UMKNOAnNKWI, B coefuHeHWe dopMynbl
XXXI, roe Y npepgcraenger coborn NR 5CO,
R o npegcrasnaet coboit BodopoAa,
R 3 npegcraenaetr cobor C ¢-Cg-ankun wnu
C 3-Cs-unknoankun unm (CHo)n-apun, rae apun
npegctasnaeT coboi heHUn unu
reTepoapoMaTM{eckoe  KoMbLO, codepxallee
OAWH MNK AgBa retTepoartoma, BbibpaHHbix ns N, O
M S, W KoTopoe MOXeT OblITb OOHO- WK
OBysamelleHHbIM Rg w/unmn Rs, moxeT ObiTh
OCYLLIeCTBNEeHO nyTem anKMnMpoBaHKUs
COOTBETCTBYIOLLEA akTMBMpOBaHHOW kapOoHOBOR
KWCMOTOW, TaKolW Kak XNopaHrMapui, KACNOoThI, B
nogxoasuleM  pacTBopuTene, TakoM  Kak
MeTUNEeHXNopKUa, nnu XNopodopM, c
NoAXOAALLMM OCHOBaHWNEM, Hanpumep
TPUAMKANAMUHOM, TAKMM KAk TPUSTUNaMWH, UMK
npM  MCNOMb3oBaHWM  KapBOHOBOW  KMCNOTLI
(R3COCH) ¢  akTuBMpylOWMM  areHToM,
Hanpumep N N-kapboHunonnmmpoasonom, N,
N'-gnuuknorekcunkapbogMuMmMaomM UK
XnopraoM gudbeHnngochrHa, ¢ Noaxooawnum
OCHOBAHWEM, TakuM Kak N-MeTUnMopdonuH, B
noaxodslWeM pacTBopuTene, TakoMm Kak N,
N-guMeTrundopmMaMmua Unn TeTparngpodypaH, K
peakuna MoXeT NpoTekaTk Npyu TemnepaTtyps oT
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+20°C pgo +150°C.

2. B cnyvae, korga Y npepcraengaer coGoi
CONR> 1 X npegcraenaet cobor N

{i) HwutposBaHWe coeduHeHUA OopMynbl
XXXII, onucaHHoro y Johnson D.W.; Mander L.
N. Aust J. Chem. 1974, 27, 1277-1286, wnu
ero pauemata WNKM  SHaAHTUMOMEpPa, And
nonyYeHna coeguHeHns dhopmMynbl XXXIII

OCH OCH
3 3

{HMKLILD CHEKILIID

rae Ra npeacraenser cobon C 1-Cg-ankun,
MoXeT BbITb NpoBeAeHD NyTeM apoMaTUUecKoro
ANeKTPODUNEHOro 3aMeLLeHus c
WCNONb30BaHWEM NOAXOAALErC HUTPUPYIOLLEero
areHTa, Takoro Kak a30THas KWChioTa Wnu
a30THad KUCNOTa W CepHad KWCMoTa, B
nogxodsleM pacTBopuTene, Hanpumep B
YKCYCHCIH KWCNOTEe, YKCYCHOM aHrugpuae Wnm
BOAE, NPWU TemnepaTtype peakLWCHHOR CMecK oT
-20°C po KOMHAaTHOW TemnepaTypbl.

(i) Tmoponua coeamHeHna dopmynbl XXXII
MOXeT ObITk NPOBeAeH B KUCNBIX YCNOBUAX NpK
WUCMOMbL30BaHWK TakuX KACNOT, kak HoSOy4, HCI
HBr, B noaxoadlleMm pacTBOpuUTENe, Takom
kak HpO, sTaHon, meTaHon, yKcycHas KucnoTta
WKW UX CMECh, K peakuMa MOXET NpoTekaTs NpK
TeMnepatype oT +20°C g0 KdnadeHwa c¢
oBpaTHLIM XONOAWNBHUKCOM, WKW B LUEMCUHBIX
YCMOBWSAX, WCMOMb3yA TakWe OCHOBAHWUS, Kak
NaOH mnn KOH, B nogxogslem pacteopuTene,
TakoMm kak HoO, aTaHon, MeTaHoN Uk UX cMecH,
W peakuns MOXeT nNpoTekaTe NpW TemnepaTtype
oT +20°C g0 KMnAYeHWMAa C  o6paTHbIM

XONOOWNBHUKOM,  [aeafd B pesynbrarte
coednHeHna opmynbl XXXIV.
OCH OCH
3 3
OH
., M
L]
/NI- /"-I-
- -
o’ o o Yo
CRHXIV? {RRRVD

(i) MpeBpaweHe coegWHeHWs OpPMyb
XXXIV B coeguHeHne chopmynel XXXV, roe Y
npegctaendetr  coGoW CONR o, MOXHO
BLIMONHWTE  MyTeM  aKkTWBaUWM  KACIOTHOH
DYHKUMKM coeguHeHus copmynbl XXXV B Buae
ranoreHMaa KWCroThl, TAKOro Kak XnopaHrnapua
KACMOTEI, C NOAXOASLMM OCHOBaHWEM, TaKiM
KaK TpuankunamuH, HanpuMep TPUaTUNaMUHOM,
WM NyTeM WCMONb30BAHWA aKTUBUPYIOLLEro
areHrta, takoro kak N, N'-kapSoHungnMMmuaason,
N,N-auuuknorekcunkaptogummng  MNnu- xnopua
AndeHuncocdmHa, o NOOXOOALLIMM
OCHOBAHWEM, TakKWM Kak N-MeTUNMOpPMOnWH, B
nooxcaswemM  pacTBCpuUTEne,  HanpuMmep
MeTWneHxnopuae,  xnopodopme, Tonyorne,
N,N-anmeTtundopmammnie, OvoKcaHe N
TeTparngpodypaHe, c nocneayoLImnMm
JoGapneHUWeM CcoOTBEeTCTBYIOWEro aMWHa Wnu
aHunuHa HNRoRj3, roe Ry npegcraenaet coboi
H wnu Cy4-Cgankun, Rz npeacraeBnaer coOOH
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C 1-Cg-ankun, Ca-Cg-umnknoankun nnu
{CH s),-apun, rde apun npegcrasnger coboi
dheHun 1M reTepoapomMa-TUHeckoe  KonbLUo,
cojepkallee o©OMH WNW OBa  retTepoaroma,
BbiOpaHHbIX M3 N, O U S, K KOTOPBIA MOXET BbITh
OOHO- WM dBy3aMelleHHbiM Ry wunn Rs, M
peaKLnsa MOXeT NpoTekaTb Npu TeMnepartype oT
0°C go +120°C.

(iv) lMNpeBpaleHWe coedWHeHWA hopmMynl
XXXV B coeguHeHuWe cdopmynsl XXXV, roe Y
npeactaensaet cobod CONRg, Ro npeacraenser
cobod H wmnun Cy-Cg-ankun, Rs npeacraenser
coboih Cq-Cg-ankun, Ca-Cg-UMKNoankun  unm
{CH s),-apun, rae apun npegcrasnger cobGoi
deHUn WM reTepoapoMaTMYeckoe  KonbLUo,
cojepxallee o©OMH WNWM  OBa  retepoaroma,
BblbpaHHbIX Ma N, O K S, 1 kKoTopbl MOXeT BbITh
OOHO- WNW  Apy3amelleHHsIM Rg n/vnn R,
MOKHO BbINOMHUTL MyTeMm

OCH

A3

HH
Z

CHHHYID

rMApOreHWaaLuy, UCnonbays KaTanuaaTop,
coAepXallMiA nannaania, NnaTMHy MM HUKENb, B
noaxoasUeM pacTBOpUTENE, TAKOM Kak sTaHon,
MEeTaHOI WNW  yKCycHas  KucnoTta, npu
TeMnepatype peakydnm ot +20°C po +120°C;
WMWY BOCCTAHOBMEHWEM AWTUOHWUTCM HATpUa B
NOOXOASALEM pacTBOpUTENES.

3. B cnyyae, Korga X npeacraenaet coboid
CH 1 Y npeacraenget coboid NR;CO,

R R
9 9

—-{Bnl) —_— - {Bn)
F4 z

CHMHYII) CEXEVIIID

(i) MNpeBpalleHne coegnHeHUs dopMynLl
XXXVIl, roe Rg npegcraenger  coboi
C 1-Cg-ankokec, B coeduHeHwe  dpopmynbl
XXXV, roe Ry npegcraenger  coboi
C 4-Cg-ankun nu C3-Cg-unknoankumn,
R g npegcraenaet cobor C4-Cg-ankokeH, MoxKeT
BbiTe  MpoBefeHO nyTem peakyun obmeHa
meTann-ranoreH B COOTBETCTBYHOLLEM
B6e3BofHOM pacTBopuTene, TaKom KaK
TeTparngpodypaH  UNKM  OWSTUNCBLIA  schup,
WCTNONBL3YA  NOAXOAAWMA  ankun-NUTUA - unu
metann, HanpuMep OYyTUNNWTUA, NUTWUA  KNK
MarHueBas  CTpyXKKa, ¢ nocnefgyllen
0bpaboTkol COOTBETCTBYIOLLMM

N-ankMnnunepuaoHoM, roe ankun(R4)
npegctaenaet coboh C  4-Cgankmn  unu
C 3-Cg-UnKnoankun, TAKOR KaK
N-meTun-4-nneprnacH, c nocneayoulen

COOTBETCTBYIOLWER 00paboTKOR. Peakuma MOXeT
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NpPCBOANTBLCA MpU TemnepaTtype peakLlUMOHHOK
cMecuM B npefenax oT -78°C A0 KOMHATHOW

TEMNEpaTyphbl.

R
9

—{Bn)
Z

o —

CHXHI XD

{il) CoepuHeHve dopmynbl XXXVIII moxet
ObiTb NepeBedeHO B coeduHeHWe dopMynbl
XXXIX  nytem obpaboTkM  nogxoaswm
BOCCTAHABNMBAIOWMM  areHToOM, TakMMm  Kak
Sopruapna HaTpus, K NPOTOHUPYIOWLMM areHToM,
TakMm Kak CF3COQH, CF3SO3H mnu HCOOH B
COOTBETCTBYIOLEM pPacTBOpPUTENEe, TakoMm Kak
TeTparngpodypaH  WMNKU - OMSTWUNOBLIA - 3¢hup.
Peakuna MOXEST NpoBOAUTLCH NPpKW TeMnepaType
peaKuMoHHOW cMmecy oT 0°C OO KMNAYeHWA ©
obpaTHLIM XONOAUNBHUKOM.

R
a

C¥L2

{iiiy lNpeBpalweHre coednHeHUs OopPMynk
XXXIX B coegnHeHue opmynbl XL MOXeT BbiTh
NPOBEAEHO nyTem rMaporeHnaalnm C
MCMNOML30BaHWEM TaKOro  katanusaropa, Kak
nannagui, nnatuHa, pPoauA WM HWKenb, B
NOOXOASLIEM  pacTBOpMUTENe, TakoMm  Kak
YKCycHas Kicnota WNM  STaHon, W Mpu
TeMnepaTtype peakLnoHHOM cMecH oT +20°C po
+120°C.

4. B cnyvae, korga Y npegcraengetr NR,CO

1 R Haxogutes B 6 noroxeHun

(i) BeHannupoBaHue coeguHeHWs hopMyrbl
XLl B BUAe ero payemara WM 3HaHTUOMepa

CH

I 3

O

(MLI?

C NOnyYeHWeM coegnHeHWa dopmynsl XL
moxeT OblITe MNpoBedeHO MyTEM peakuuM G
NoaxodslmMM  GeH3UMUPYLWUM  areHTOM,
Hanpumep BGeHaunrancreHWaoM, TakMM  Kak
GeHaunbpomMng  wunK  GeHswnxrnopua, uMnuv o C
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aKTMBMPOBAHHbBIM CNMpTOM, Hanpumep
BeHaunmesnnatoMm  UnM - BeH3NUNTOo3UNaToM.
Peakuusa MOXEeT NpoBOANTLCA c
WACMNONbL30BAHWEM  COMW MMM OCHOBAHMWA
coeMHeHNA XLI B nogxoaswem pacTeopuTene,
Hanpumep N N-guMmetundopmamue, aueToHe
unn aueToHWTpuUNe, c NoAXOOALLUMM
ocHoBaHWeM, Hanpumep NaOH, NaHCO;j,
KoCOsz, WNU  TpUankMNammHOM, TakMM  Kak
TPUATUNAHWH, NP TemnepaTtype B nNpedenax or
+ 20°C o +150°C. MNpucyTCTBYE NCAXOARALLEro
KaTanusaTtopa, Takoro kak Wopua, kanuvs unm
AOAMA HaTpusl, MOXET YBEeMWYUTb CKOPOGTb
peakL .

(i OemeTunupoBaHve  coefMHEHMA
chopmynsl XLII
CH
I 3
o
—{En)
Z

(HLITIY

ANng nonyyYeHnsa coefuHeHnsa copmynsl XLII
MoKeT OblTe npoBefeHo nyTem obpaboTku
COSOWHEHUA KUCNOTHLIM AareHToM, TakuM Kak
HBr, HI, HBICHsCOOH, BBr3, A1C1s,
nMpnanH-HCI, 1M ¢ OCHOBHEBIM HYKIMEOMUIEHLIM
areHTom, Takmm kak CHaCgHsS™ mnn CoHsS™ B
nooxoAsilem pacrtBoputene. [MNogxoodwmMmn
pacTBOPUTENAMKN MOMYT BbITb MeTUNeHXMopWA
WK XNOpOthopM, M peaKkums MOXET MpoTeKkaTb
npn TemnepaType oT -78°C go +60°C.

HO

—(Bh)z E—

{HXLIIL>

TED
— W_cnmz

{HLIVY

(i) MNpeBpaweHre coedHeHWs opmMynsl
XLII B coeguHeHwe opmynbel XLIV moxeT ObiTh
npoBegeHo € TakMMm  CoeguHeHWeM,  Kak
TPUPTOPMETAHCYNbMOHOBLIA  aHrmapua, B
nogxoasuwemM — pacTBopuTene, TakoMm  Kak
MeTUNEeHxXNopUa, WnNK TeTpaxnopui yrnepocga B
MPEUCYTCTBMM  OCHOBaHWHA,  TaAkKOro  Kak
2,4 6-KONNWOWH, TPUSTUNAMUH KN MUPUAKH,
npv  Temnepatype peakuMoHHOR CoMmecHn B
npedenax oT -78°C no KOMHaTHOR
TeMneparyphbl.
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{vi) MpeBpalleHne coeuHeHWs opmMynbl
XLV B coeguHeHWe dopmynsl XLV, rae
R4 npegctaengetr cobo C 4-Cg-ankuncHyo
rpynny, MOET ObITh npoBeneHo B
COOTBETCTBYIOLEM pPACTBOPUTENE, TAKOM Kak
AAMETUNCYNbOKCHUA UK
N,N-aumeTundopMammng, ¢ NOAXOLALLMM
OCHOBAHWEM, TakMM  Kak  TpUankunammH,
HanpuMep TPpUSTUITaMWUHOM, B MPUCYTCTBUK
noaxogsaulero  karanusarcpa, Takoro o Kak
Pd{OAc), M nogoxoasdwero nvraHaa, Takoro Kak
TpudeHnndochuH, 1,1-buc
(ancbeHnNochUHO)heppoLeH KWK
1,3-brc{gmndeHnndochrHo)nponaH, |
nogxogsauwero CcnupTa, Takoro Kak MertaHon,
aTaHoN WNK NponaHon, B atmocdepe okcuaa
yriepoga npu TemnepaTtype peakuyWoHHON cmeck
oT 40°C go 120°C.

o

R
d,
4]
- (Bn)
z

Hal

(HLVI)

{v) ManoreHWpoBaHWe coeamMHeHUA hopmyntl
XLV, rie Ryq npencraeBnser  coGoW
C 1-Cg-ankuneHylo rpynny, Ana nonyyYeHus
coenHeHnA opmynsl - XLVI MOXET
NpPCBOAUTLECH C MCNOMb3OBAHWEM NOOXOAALEro
ranoreHupyLero areHTa, Takoro KaK
1,3-0Mbpom-5,5-aumeTtunrnoaHtomnH.  Peakyuma
MoxeT OblTb npoBegeHa € WCNOMb3oBaHWEM
COMY WNKM OCHOBAHWA coefuHeHuma XLV B
COOTEETCTBYIOWEM pacTBopUTEne, Hanpumep
CF 3S03H wvnu HySO4, W npu Temnepartype
peakunoHHol cveck ot 30°C Ao 150°C

o

R
an,
4}
—CBnd
Z

CHLVIL)

27194696 C2

RU



969¢v61L1L<ZC NA

[ARS)

(vi) MNpeBpalweHWe coedunHeHUs opMynbl
XLVl B coeguHeHwe dpopmynel XLVIl, rae
R 1 npegcraeBnaetr coboir C 4-Cg-ankun wunu
C 3-Ce-UMKNOANKAN, MOXeT ObiTb BLINONHEHO
peakuweld c© coefnHeHWeM dopmynbl  XXII,
roe Rq npepcraenaer cobod C -Cg-arnkun
unu Cz-Ce-LmKknoankun.

H

<:>

CHEITI)

Mpouecc MoxeT ObiTb  npoBegeH B
nogxogsaleM  pacTeopuTene,  Hanpumep
anpoTOHHOM pacTBOpUTENE, Takom Kak BeHson,
TONyon, OuokcaH, TeTparmgpodpypaH — unu
N,N-gnmetunchopmammng, ¢ noaxogawum
OCHOBAHWEM, TAKMM Kak TpeT-ByToKcug HaTpua
unK - BUC-(TpUMeTUncunun)aMug  nuTug, B
NPUCYTCTBMM  NOOXOAAWEero  nannagveBoro
Karanmsartopa, Takoro kak PdXo, LoPd(O) wunn
L oPdXs, rae X npepcraBnser coCOA ranoreH,
Takoh kak xnop wnu 6pom, n L npeacraensaet
cobol noaxofslWMA nuradg,  TakohA  kak
TRUDEHUNHOCHUH, TPU-O-TONUNIDOCHUH,
Tpndy prndocdnH, TpucheHnnapcuH unu
AnbeH3nnnaeHaleTCH, U ¢ unu 6ea godasneHus
nuraHga L', T1akoro kak TpudeHUndochuH,
Tpu-o-TonundocdmH, TpudyprndochmH,
2,2'-cuc(gutheHnndocthuHo)-1,1'-bnHadTanH
{Wnn B BUAe pauemara WnM sHaHTUoMepa) Wnn
TPUPEHUMNAPCHH, U peakunsa MOXET NPOXOAUThL
npw Temnepatype oT +20°C fo +150°C.

H_C
3

1

(HLVYIII?>

(vii) lMpeBpaweHre coeduHeHUa DopMynbl
XLVIl B coeguHeHue chopmynbl XLVII moxeT
ObITe  NpoBedeHO MNyTeM  BOCCTaHOBNEHWUS
ankUNoBRoro GNoXHoro acupa B NoAXcAsLem
pacTBOpUTENE, TAKOM KaK AW3TUNOBLIA achKp
WnNW  TeTparmgpodypaH,  COOTBETCTBYHOLUM
BOCCTAHABNMBAMOLWMWM  areHTOM, TakuM  Kak
anwoMorMapyua NUTWA, W peakuus MOXeT
npoTekaTb Npu Temnepatype oT +20°C go
KANAYEHWA ¢ oBpaTHbIM XONOAWUNBHUKOM, ©
nocnedywlWwuM  oTWenneHueM  BeH3UNbHLIX
rpynn 1 BocCTaHCBNEHUEeM OeH3MNOoBROro cnupTa
nyTeMm ruaporeHM3alun Ha noaxogswlem
KaTanuMsaTope, CoAgpXalleM nannagui, ponui,
naTMHY WKW HUKENb, B NOOXOASLLEM
pacTBOpUTENe, Hanpumep B YKCYCHOW KUCMOTe
WNW 3TaHomMe, W peakuusa MoXeT npoTekaTb Npu
TeMnepatype oT +20°C o +120°C.

(viil) CoegmHeHwe oopmMynel XLVIII Takke

10

15

20

25

30

35

40

45

50

56

60

-25-

momeT ObTb  MOMyYeHo  nyTem  3awuThbl
aMUHOrpynn coeguHeHua dopmynel XVIIL uiu
ero pauemarta Unyu sHaHTUOMEepa,

CH CH
3 3
0/ 0/
s}

A

H, — CF
Z I 3

CHVITII) CHLI XY

ON4 nonyyYeHns coeguHeHus coopmynisl XLIX
NnyTeM peakynn ¢ NoAXOAsLMM aluunnupy oMM
areHToM, Hanpumep TPUDTOPYKCYCHBIM
XNOPUAOM WM TPUPTOPYKCYCHBIM aHrMapUapM.
Peakuyna moxer ©ObiTb npoBegeHa ©
MCnonb3oBaHWeM Cconv UMM OCHOBAHUA
coeuHeHna  XVIII B Noaxogsllem
pacTBopuTEne, HanpuMep MeTUNeHXNopuas unn
xnopochopMe, ¢ NOAXOAAWWM OCHOBAHWEM,
Hanpumep NaOH, NaHCO3, K;COz wnn
TPHUANKUIAMUHOM, TAKUM Kak TPUSTUNAMKUH, Npw
TemnepaType B Npefenax oT -20°C go +80°C.

(ix) HaTpoBaHWe coegnHeHns dopmynbl XLIX

/CHB

o
o]

A

CF

HO
Z

(L)

AnS nonyyYeHus coednHeHWa dopMynsl L
MOXKeT ObITe  BEINOMHEHO nNyTeMm obpaboTkn
COEAVHEHWs NOAXOAALMM  HUTRUPRYHLLMM
areHToM, TakMM Kak as3oTHas Kkucrota, B
NOOXOASLEM — pacTBOpMUTENe, TakoM  Kak
YKCYCHaga KACNOTa, M peakuMsa MOXeT npoTeKkaTs
npw Temneparype ot 0°C go +30°C.

CH
0/ 3
o

" A

CF

HO
Z

CLI>

(x) ManoreHnpoBaHuMe coeamHeHus popmynl
L ona nonyyveHwa coeauHeHuns coopmynsl LI
MoxeT ©ObiTb NpoBedeHO C MNOAXOAALLMM
ranoreHupyoLnum areHToM, TaKUM KaK
N-6pomMCyKLUUHUMUG UrA
1,3-0nbpom-5,5-anmetunrnoaHtomnH.  Peakyuma
MOXeT MpCBOOWTBCH B COOTBETCTRYHOLLEM
pacTRopuTENe, TakoM Kak XNopodopM  Wnn
MeTuneH-xnopud, ¢ unu BGes nooxopdulei
kucnotel, Hanpumep CF3SOszH unn HeSO4, 1

npu Temnepartype peakUuWOHHOW cmecu oT 0°C
Ao +80°C.
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CH
3

By

—{En}
2

HO

CLII>

(xi) MNpeBpalLeHre coegnHeHns. chopmynbl L
B coefWHeHne dopmynel LIl mMokeT 6biTb
npoBeAeHo nyTem

a) rugponuaa amuga B COeOUHEeHWU
chopmynsl LI B ycnoBuax KUcnol cpedbl C
ACMOMbB30BaHWeM TaKMX KUCMOT, Kak HpSQOy,
HCI vnw HBr, B nooxogawemM pacTeopuTene,
Hanpumep B H»O, sTaHcne, MeTaHone UnuM ux
CMECKH, W peakuMa MOXKeT npoTekatk Npu
Temneparype or +20°C pgo +100°C, wnn B
YCNOBWAX LENOYHOW cpefbl, UCNonbays Takue
ocHoBaHKWA Kak NaOH vnu KOH, B nogxogsiiem
pacTteopuTene, TakoMm kak HpO, staHon,
METaHoNn WM UX CMEecH, W peakuds MoxXeT
npoTekaTs npu Temnepatype oT +20°C po
+100 °C.

3a rmgponuaom crienyet

b) GeHannMpoBaHWE NEepPBWYHOMC amuHa
peakuveld ¢ noaxodsawum OeH3UNMpYoLLUM
areHToM, HanpuMep 6eH3uNranoreHWaAoM, Takum
KaKk SeHaundbpoMug Unv SeH3aunxnopug, Unu ¢
aKTUBMPOBAHHBIM CNUpTOM, Hanpumep
BeHaunmeaunatoM MM GeH3UNTo3MnaToM.
Peakuna wmoxeT ©ObiTb npoBedeHa B
noaxoAsWeM pacTBopuTene, Hanpumep N,
N-guMmetTundgopmamuae, aueTtoHe Unu
aUeTOHUTPUME, ¢ NOAXOAAWWM OCHOBAaHMEM,
Hanpumep NaOH, NaHCO3;, K;CO3 wnn
TPU-anKUNaMUHOM, TaKUM KaK TPUSTUNaMKH, NpK
TeMmnepatype B Npegenax ot +20°C go +150°C,
nony4vaa B peaynetare coeguvHeHWe dhopmyntl
LIl. MpueyTcTBre noaxoddwero karanuaaTtopa,
Hanpumep Hoauaa kanus N Woauaa HaTpus,
MOXeT YBenu4uUTb CKOPOCTb peaKuun.

(xii) BoccraHoBneHwe coegnHeHua hopmynsl
LIl gna nony4yeHua coedvHeHus chopmynel LI
MoxeT ©ObiTb npoBeAgHO B NOAXCASLLEM
pacTBOpWTENe, TAaKOM Kak CMeck MeTaHon/Boaa
WNK aTaHon/eBoda, B NPUCYTCTBMM NOOXOLALLEro
BOCCTaHABNMBAOLLErO areHTa, Hanpumep
rmopocynechutTa  HaTpus, nNpW  Temnepartype
peaKkLWoHHOW cmecn oT +20°C ao +100°C.

CH
3
0/
— {Bn}
2

HH
Z

(LIII>
(xiii) MpeepaweHWe coegnHeHUa oPMYynL
LIl B coeanHeHne dopmynbl LIV
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CH

B

— (Bn2
2

(LIV>

MOXKeT ObITb BbINOMHEHO MyTeM peakunn C
coegvHeHvemMm copmMynbl Xl
b

CHID
roe X npeacraeBnsieT cobol yaansemyro
rpYNNy, HanpUMep ranoreH, Takol Kak Xnop unu
OpoM, WNM ankaH- MM apeHcyNbhOHNIOKGH
rpynny, Takylo kak napa-TonyoncynshoHUNOKCH
rpynna, n Ry npefcraenseT coboi C4-Cg-ankun
unu Ca-Ce-umknoankuin. lNpouece MoxeT ObiTh
NpPCBeAeH B NOAXOOALLEM PACTBOPUTENE, TAKOM
kak staHon, 6ytaHon, N,N-gumetundopmammng,
aUueToHWTPUN  WNKM B CMecH Bodel W
aueToHUTPKNA ¢ NOAXCAALMM OCHOBaHWEM,
TakMm KaKk KoCOsz, NaHCO3 unu KOH, 1 peakums

MOXET NPOTEKaTs NpW Temnepatype ot +20°C
Ao +1560°C.

—CBn}
Z

1

{L¥>

{xiv) MNMpeBpaleHne coeauHeHWA dopmMyntl
LIV B coeguHeHwe dopmynel LV, rae
R 1 npegcraenaetr cobor C ¢-Cg-ankun wWnu
C 3-Cs-Unknoankun, Rg npeactasnger coboi
C 1-Cg-ankmn, MoxeT ObITb NpoBeaeHO peakuuewn
obMeHa MeTann-rancreH B COOTBETCTBYHOLLEM
0e3BO4HOM pacTeoOpUTENE, Takom Kak
TeTparngpodypaH WnM OUSTWUNOBEIA sdbup, ©
WCMNONBE30BaHKWeM NOAXOAAWEro ankun-nuTUa
unK Metanna, HanpuMep OyTMNNWTUA, NUTUA
WNW  MarHWeBOW CTPYXKKW, ¢ nocnedyowen
06paboTKoA COOTBETCTBYKOLMM
ankunranoreHaoM, TakuMm  Kak  MeTUnhoama,
STUNGpCMUL, WK NPONUNAOAMA, W peakuus
MOXET MpPOBOAUTLECA MNpW  Temnepartype B
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npegenax oT -78°C no KOMHaTHOR
TeMnepartypbl, WK nytem obpaboTkv Apyrumu
anekTpodunamMm, TakMMK Kak aueTansgerua uiu
MeTUIXnopcopmMmuar, W ¢ MocneayrLlen
COOTBETCTBYIOLLER 0BpaboTkoi. Peakuma moxeT
BbeITE nposedeHa fel Temnepatype
peakUMOHHOR cMecK B npefenax oT -78°C o
KOMHaTHOW TemnepaTypebl.

B cnyyae, korga B kavecTBe snekTpoduna
MCNoNb3yeTcs aleransgerng, 3a
BbILLENPWBEAEHHEIMW  peakuMaMK  criefyeT
BOCCTAHOBNeHMe OeH3WHOBOro cnuvpra nytem
rmaporeHMsauny Ha NoAxoAslieM KatanusaTtope,
cofepxallem nannaguid, poaviA, nnatMHy Wnu
HWKene, B NOAXOAAWEM pacTBOpUTEne,
Hanpumep B YKCYCHOW KUCMOTE WNW aTaHone, W
peaKLnsa MOXeT NpoTekaTb Npy TeMnepartype oT
+20°C go +120°C.

B cniyyae, korga B kavecTBe sneKTpoduna
ncrnonb3yeTcs  MeTunxnopdiopmmar,  3a
BbILLENPWBEAEHHBIMW  peakuMaMn  criefyer
BOCCTAHOBINEHME  MeTWMoBOro  adupa B
NOOXOAfLEeM  pacTBOpMUTENe, TakoM  Kak
OMSTUNGBEIA apUp WUnK TeTparngpodypaH, ¢
MOMOLLLH COOTBETCTBYIOLLEro
BOCCTAHABNMBAKOWEro areHTa, Takoro Kak
anoMornapu, nNUTHA, U peakuud  MoxeT
NpoucXcauTe NpW Temnepatype oT +20°C go
KANAYeHWA ¢ oBpaTHEIM  XONOAWMBHUKOM, ©
nocneaywLMM BocCcTaHOBNEHWEM BeH3WHOBOIO
cnupTa nyTemM rugporeHusanmMi Ha Nogxoasem
KaTanusatope, coaepKawMM nannaguid, poauni,
nnatuHy WM HUKENb, B MOOXOLALWEM
pacTBOPUTENE, HanpUMep B YKCYCHOW KUCNoTe
WUNW aTaHomMe, W peakuna MOXeT NpoTekaeT npu
Temnepatype oT +20°C go +120°C.

OH

- {Bn)
Z

CLYI>

(xv) [JemetunupoBaHwe  COeAMHEHWA
chopmynsl LV Ond nonydyeHna coefuHeHns
chopmMmynbl LVI MoxeT npoBoauTecs obpaboTker
COBOVMHEHWS KACMOTHBIM areHToM, TaKkuM Kak
BoOHbIA  pacTtBop HBr, HI, HBr/CH;COOH,
BBra, A1C13, nupuakH-HCI, unn ¢ OCHOBHLIM
HYKneoUneHBIM areHToM, TaKUM Kak
CH 3CeH4S™ MM CyHsS™ B noaxcasiiem
pacTeopuTene. MNogxoaswuMK pacTBOpUTENaMM
MOrYT BbITE MEeTUNEH-XNopKUa UNK XNopodopm, K
peakuna MOXeT NpoTekaTb NpyU TemnepaTtyps oT
-78°C po +60°C.
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(LVII)

(xvi) lNpeBpalweHre coeduHeHWA dopmynsl
LVI B coegnHenne copmynbl LVII moxeT GbiTh
npoBeaeHo nyTem obpaboTku Takum
coefHeHWeM, Kak TPURTOPMEeTaH Y TbDOHCBEIA
aHrMapua, B nogxodauem pacTBOpUTENe, TakoMm
KaK MeTUNeHXNOPWL WNU  YeTbipexXNopUcThIi
yrnepod, B NpUCYTCTBUW OCHOBaHWA, TAKOro Kak
2.4.6-konnuanH, TPUITUNAMWUH WM  NUPKUOMH,
npyu Temnepatype peakuMoHHOW cMmecH B

npedenax oT -78°C no KOMHATHOR
TeMneparyphl.
R
a
H
Z
R
1
(HLYIIIY»

(xvii) MNpeepalleHne coeguHeHUa popmMy bl
LVIl B coeguHeHne dopmynbl XLVII moxeT GbiTh
NpoBEAEHO

a) nytem obpaboTkn coeduHeHUs hopmMynkl
LVII COOTBETCTBYHLLAM nannagveBbIM
KaTann3aTopom, Taknm KaK
nannagyi(l)-aderar, U COOTBETCTBYHILLUM
NUraHZoM, TakuM Kak TpudeHUn-hochuH, B
NPUCYTCTBUM NOAXOAAWEW KAGNOTHI, HANpuMep
MYPaBLUHOW KWCNOTLI, B  COOTBETCTBYHOLLEM
pacTBopuTENE, Takom KaK
N,N-aumeTundopMmammng, npu  TeMmneparype
peakUMOHHOR cMmecn oT +20°C pgo +120°C, ¢
nocnegywLei

D) peakuneid B Nogxofsllem pacTBopuUTene,
TAKOM KakK MeTaHon, B NpUCyTCTBUM chopMmara
amMoHua 1 Pd/iC, npu  Temneparype
peakLUWOHHOW cMmecH B npepfenax ot +20°C go
KMngueHwa ¢ obpaTHeIM  XONoAWNEHUKOM ©
nonyyeHWeMm B peaynstate  CoefgMHeHWs
chopmynsl XLVIII.

Cnocobbl MornyYyeHWs KOHeYHbIX MpoAYKTOB

Opyrod uenbio HacToAWero MaobpeTeHua
anaetca cnocod A(), A(ii), B wnn C ana
nonyvyeHna coeflHeHns oblwel dopmynel |
nyTemM

Ali)

auunuMpoBaHWa, B cfyyae,  Korja
R 1 npegcraenaetr coboii C ¢-Cg-ankun wunu
C 3-Cg-umknoankun, Y npegcrasnger coboi
NR 5CO, Rs npegcraenaet coboi Bogopod, n X,
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Rs n Ry Takue, kak onpegeneHo Bbllle A7
obuwen copmynsl |, 3a  UCKNWYeHMEM Tex
cnywaeB, korga Rg npeacraenger  coboi
3aMecTUTenNb, YYBCTBUTENLHEIA NO OTHOLLEHWIO K

onpeaeneHHeIM aLUNMpYIoW MM areHTam,
coenHeHns hopmynsl A,
R R
a a
A3
—
2
R R
1 1
CAY (I
aKTMBMPOBAHHOW  kapOOHOBOW  KACNOTOM

R3COL, «korga L npeacraenser coGor
yaangemyo rpynny, Wnu kapGoHoBOW KMCNOTOR
R3COOH ¢ akTUBMPYIOLLAM areHToM.

Takum obpasom auuMnupoBaHue B
cooTBeTcTBUM  co  cnocoBom  All)  MoxeT
NPOBOAUTLCH c COOTBETCTBYOLLEH
aKTUBMPOBaHHON kapBoHoBol kucnoTol, R4COL,
roe R TakoW, kak onpefeneHo Boblwe, W L
npedctaesnaeT cobol yaanaemylo rpynny, Takyko
KaK ranoreH, Hanpumep Xnop, B NoAXogawem
PACTBOPUTENE, TAKOM Kak MeTWUNeHXNopua WUiK
XnopodopM, € NOAXOOAWMM  OCHOBaHWEM,
HanpuMep  TpUankMnammHOM,  TaKMM  Kak
TPUSTUMAMWH, NpU TemnepaType oT -20°C go
KMNadYeHna ¢ obpaTHBIM XONOAWUIBHUKOM, WA
kapboHoBOW kmncrnoToil RgCOOH, roe Rg Takod,
KaK onpefeneHo Bbllle, C  aKTUBMPYHLLMM
dareHToM, Harnpumep
N/N'-kapboHUNANMMUAA30N0OM,
N,N'-anyunknorekcnnkapboaMnmMmnaoom mnm
xnopraom gudbeHnndocdhrHa, ¢ noaxoqawnum
OCHOBaHWEM, TakMM Kak N-MeTUnMopdonuH, B
nogxogsleM  pacTBopuTene, TakoMm  Kak
N,N-gnmeTtuncopmammng nni
TeTpa-rmapodypaH, U peakuma MoxeT Ourb
npcBefeHa npu Temnepatype oT +20°C go
+150 oc.

Al

aunnMpoBaHmna B cnyvae, Korga
R 1 npegcraenaer coBol Bogopod, Y
npedactaenaet coboin NR2CO, Ro npeacraenaer
cobold Bogopod, Re npepcraenaetr coboR
3aluTHYO rpynny KU X, Rz U Rg Takve, kak
onpegeneHo Bsbile ana obwer dopMynsl |, 3a
WUCKMKOMEeHWeM TOro, 4To Rg  ABndetca

3aMecTUTENeM, KOTOPLIA  YyBCTBUTENEH K
onpeaeneHHbIM auunmpyrowmnm areHTam,
coenrHeHna opmMy el B
R R
b ) a
Fa
H, ——
2
R R
[ 1
{B» {I>
aKTWBUpPOBaAHHOR  KapOOHOBOWA  KACNOTOW
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R 4COL, roe L npepcraenaet coboid yaanaemyro
rpynny, mnn kapboHoBol kucnotoh RsCOOH ¢
akTUBMPYOLW MM  areHToM, C  MOCNedyoLMmM
yaaneHnem sawTHOR rpynnel R..

Takum obpasom, ayunupoeaHue B
COOTBETCTBUM ¢ npoueccom A(ii) MoxeT ©OblTb
BLIMOMHEHO c COOTBETCTBYHOLLEN
aKTMBMpoBaHHON kapBoHoBol kucnoTor, RzCOL,
roe Rs TakoW, kak onpegeneHo Belwe, W L
npeAcTaBnsaeT coboi yaanaemyto rpynny, Takyto
KaK ranoreH, Hanpumep Xop, B MOAXoAauem
pacTROpUTENE, TAKOM Kak MeTWUNeHXopwua, WUnu
xnopochopM, ¢ NOAXCASWMM  OCHOBAHWEM,
Hanpumep  TpWankMnammHOM,  TaKMM  Kak
TPUATANAMKWH, NpU Temnepatype oT -20°C no
KANAYEeHW ¢ obpaTHBIM XONOAWNBEHUKOM, WIK
kapBoHoBoR KucnoTon R3COOH, roe R3 Takod,
KaK onpedeneHo Bbile, €  aKTUBUPYHOLLUM
areHTomMm, Hanpumep
N,N'-kapBoHUNANMMUAA30NOM,
N,N'-guyuknorekcnnkaptoguuMmuaom unu
xnopuaom audheHnndocgmHa, ¢ NOAXoaAW MM
OCHOBAHWEM, TakWM Kak N-MeTUNMOPONWH, B
NoAxoAsfWeM  pacTBOpWTEne, TakoM  Kak
N,N-anmeTtundopmammg mnu tetparngpodypaH,
W peakums MoxeT OblTe MpoBedeHa nNpu
TeMmnepatype oT +20°C pgo  +150°C, ¢
nocreaylolWwyM  yaaneHnem 3aluTHOW rpynnbl
R. nyTem rugponusa B MNOOXOLALIEM
pacTROpUTENe, TAKOM Kak MeTWUNEeHXNopWa WUnu
XnopodopM, ¢ NOAXo4AWER KMCNOTCR, TAKOR Kak
TpPUTOPYKCyCcHas KAGNOoTa, Npy TeMneparype ot
+20°C po +60°C.

B.

peakuuy, B criydyae, Korja Y npeacraenser
coboid CONR» Rz Rz 1M Rg Takume, kak
onpegeneHo sbile ana obweld dopmynsl |, 3a
ncknroveHwem Toro, YTo Rg NpeactaenseT coGoi
3aMecTuUTenb,  KOTOPBIA  YyBCTBUTENSH K
onpefeneHHoMy ankunupyolemy areHty Xl
coegnHeHnsa hopmynesl G
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R
1

(I>

C coeguHeHweMm coopmynel Xl roe X
npeAcTaBnseT cobol yaansaemyto rpynny.

Taknm o6pas3oM, peakLns B COOTBETCTBUM CO
cnocoboMm B MoOeT OblTb  BGINONMHEHA C
coeduHeHWeM dopmynsl XI, roe Ry Takch, kak
onpegeneHo ebile ang obwer dopmynsl |, 1 X
npeacTaBnseT coboOR yaansemyo rpynny,
HaNpWUMep ranoreH, Takol kak xmop unu Gpom,
WNW ankaH- WM apeHcynbpoHUNoKCH rpynny,
TaKyK Kak napa-TonyoncynboHUNOKCH rpynna.
Mpouecc MOXET NPOBCAWMTLCHA B NOAXOAALIEM
pacTBOpWUTENe, TaKoM KaKk sTaHon, OyTaHon,
N,N-aumeTuncdopMammng,  aueTOHUTPWUI  WNK
CMeCb BOAbl M aueToHuTpuna ¢ unv ©Oes
nogxogslero ocHoeaHwd, Hanpumep K 5COg,
NaHCO3 unn KOH, 1 peakumna MOXeT npoTekaTs

npw TemnepaTtype oT +20°C no +150°C.
C.

peakuuu, B cry4ae, korga Y npepcraenset
cobodi NRoCO, Rg npefcraenger coboi

ranoreH, 1 R4, Rz n R3 Takve, kak onpepeneHo

Bbile Ana obuwed dopmynsl |, coegmHeHWA
chopmynel D

3 3

1 1

(D) {I¥
C MOAXOOAWMM ranoreHUpyLUM areHTom,
Takum Kak Brp, Clg, Ip, ICl nnn SOzCI5.
Takum oBpasom, peakuna B COOTBETCTBUM C
cnocobom C mMoxeT 6biTe npoeBedeHa NyTem
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apoMaTUYecKOro SnekTpotUnsEHOTO 3aMeLleHIns,
o} UCMNONb3ORaHWEM noaxoAasLero
ranoreHUpyoWero areHTa, Takoro kak Brs, Cls,
o, ICI nnn SOCls. Peakyna moxeT ObiTb
npoeefeHa ¢ WCNOMNB3OBaHWEM COMW UMK
OCHOBaHWA coeauHeHnsa D B COOTBETCTBRYIOLLEM
pacTBoOpWUTENe, HanpWMep YKCYCHOR KWcnoTe,
HCl/sTaHone unun Boge, ¢ WK 6e3 nogxoaawero
OCHOBAHWSA, HanpuMep auerata Weno4YHoro
MeTanna, Takero Kak auertar HaTpus, U npW
TeMnepartype peakUWoHHOR cMeck oT -20°C o
KOMHaTHOA TemnepaTypbil.

[pomexyToYHble BellecTBa

Ewe  oguH acnekr naobpeTteHuA
npeacTaBnseT coboi cocegnHeHue, Umelolee
cpopmyny

R
9

]
1

roe X npeacraenset coboi N mnn CH;

Z npepctaengaet coboid NHs unn COOH;

Ry npeacraenser coboi H, C 4-Cg-ankun
N Ca-Ce-LUKNOaNKKm,

Rg npepcraenaer coborn C 4-Cg-ankun,
C 3-Cg-umknoankmn, ©OCF3;, OCHF,;, OCHSF,
ranoreH, CN, CF3  OH, Cq-Cgankokcu,
C 1-Cg-ankokcu -C4-Cg-ankun, NRgRz,
SO 3CH3, SO3CF3, SONRgR7, HesamelweHHoe
WNKW  3aMELLeHHOe reTepoUUKIMYeckoe  WIK
reTepoapomMaTtM{eckoe KomblLO, coaepiallee
OOWMH WAM ABa reTepoaToMa, BbibpaHHbIX M3 N
unu O, rde 3amectutens(n) npeactaenaeT(ioT)
coboih Cq-Cg-ankmn; nam CORg; roe

Rg npencraensaer coboi H, C 1-Cg-ankun
nnn Cz-Cg-LUKNoankun,

R; npepcraenaet cobo C 4-Cg-ankmn wnm
C 2-Cg-LUMKNoankun; u

Rg npepcraengaer cobod C 4-Cg-ankun,
C 3-Cg-umknoankmn, CF3,  NRgR7, deHun,
reTepoapomMaTtMyeckoe  KomnbLO, coaepiallee
OAWH WNKW AaBa retTepoatoma, BblopaHHbIX M3 N, O
unM S, UM reTepoUMKIIMYMECKOe  KOMbLO,
codepxallee oaMH WNW ABa reTepoartoma,
BbiOpaHHbeix U3 N, O, S, SO 1 SO;, rae Rg
R 7 Takne, kak onpegeneHo BhILe,

4

R
a

3

HH
2

rae Y npegcraenser cobod CONR 2, rae
R 2 npepctaenset coboi Cq-Ce-ankun,

Rz npepgcraenger cobo C 4-Cg-ankun,
C 3-Cg-unknoanknn unu (CHy)-apun,

rae apwn npegcraengeTt cobol deHun Kunu
reTepoapomMaTMyeckoe  KoMbLO, cojepxalles
OOWH UMK ABa reTepoaTtoMa, BbibpaHHbiX M3 N
unk O 1 S, U KOTOPOEe MOXEeT ObiTb OAHO- UMK
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OBysamelleHHelM Ry u/nnu Rg, roge Ry, Rs 1 n
TakKne, KakK onpejeneHo Bbllle,;

Rg npeacraenger cobod C -Cg-ankun,
C 3-Cg-umknoankun, OCF3, OCHF,, OCHF,
ranoreH, CN, CF3,  OH, Cy-Cg-ankokcu,
C 4-Cg-ankokcm -Cq-Cg-ankmn, NRgR7,
S0 3CH3, SO3CF3, SONRgR7, HesameweHHoe
Wnyv  3aMelleHHoe  reTepoUMKIUYecKoe  UNu
reTepoapoMaTtMYeckoe  KoMblUo, cofepxallee
OOWMH WIM JBa retepoaromMa, BbiOpaHHbix na N
unk O, rae saMmecTuTens(X) NpedcTaBngeT(lor)
coboin Cq-Cg-ankmn; mnn CORg; roe Rg, Ry w
R g Takve, kaK onpefensHo BhILE.

Paboune npumeptl

Criegylolwme NpUMEpPEl PackpblBakT, HO He
orpaHuuMBaleT KM3cbpeTeHNe.

Mpumep 1

(R)-2-N,N-gwn6eHamnamunHo-8-meTokeK-1,2,3,
A-TeTparugpoHadTanuH

K pacteopy
(R)-8-meToKCK-2-amuHO-1,2,3 4-TeTparngpoHadT
anvHa rugpoxnopuga (24 r, 0,11 mons) B
auetoHuTpune (600 mn) noCaenawTt kapboHat
kanua (53 r, 0,39 wmone), Wogua kanus
{kaTanuTu4YecKoe KonUM4ecTBo) U BeHaunbpomMung,
{34 mn, 0,28 wmonb). PeakunoHHyw CMECb
nepeMelLMBaloT Npu KANSYeHUW ¢ obpaTHbIM
XonogWnbHUKOM B Te4deHue 35 yacos.

Mocrie OTUNLTPOBLIBAHMA Ocagka M
yoaneHus aueToOHUTPUNa B BaKyyMe oCTaToK
pacnpelensoT Mexay OWSTUMOBLIM 3hupoM U
BOOOW. OpraHuyeckyto thasdy oTAendloT, cywar
(Na;SQOy4) K ynapusawT B BaKyyMe, nonydyas
CLIPOW NPOAYKT, KOTOPLIA CUULLAIT HA KONOHKE
13 cunukarens, UCNone3ys rekcad/stunaderar
(3:1) B KaJecTBe snwoeHTa. Bbixod: 36 r (91%)
Ha3BaHHOIC B 3AronoBKe COEAWHEHWS B BUOE
TBepdoro 6enoro eewectea: 7. n. 105-107°C; [«]

3*1+124° (c 1,0, xnopocopm), 3MMC (70
3MNEeKTPOBOMLT) miz (oTHOCKTENLHAas
VHTEHCMBHOCTL) 357 (100, M™).

Mpumep 2

(R)-7-N,N-gn6eHsmnamunHo-5,6,1,8-TeTparng
po-1-HadTon

(R)-2-N,N-guteHsnnammnHo-8-MmeTokcuK-1,2,3,
4-teTparngpoHacdtanuH (43 r, 0,12 mMonk)
PACTBOPAKT B AUSTUNOBOM achupe (800 M) 1 no
kannam  fgobaenaoT  M3BLIToK  admpHOro
pacTeopa HCI Ocagck oThWNeTPOBLIBAOT W
cywar B Bakyyme, nonyyas 6enoe Teeppoe
BellecTBo. OTOT Cblpoid npoaykt (42 r, 0,11
MOnb) pacTBOpPAT B 6e3pogHOM
mMeTuneHxnopuae (1 1) u oxnaxaaoT fo -60°C.
K astomy pactBopy foGaBnalT no  Kannam
Tpwbpomng Gopa (16 mn, 0,15  monb),
pacTeopeHHero B 6e3sodHOM MeTWneHxopuie
{100 mn). TemnepaTypy peakLMoOHHOro pacTeopa
noBoasaT Ac -5°C v noaaepKuBaleT B TeueHne
HouUM. K aTOMY pacTBOpY, OXNaxaeHHOMY NbO0M,
ne kannam godaenawt 2 M BOAHBIA pacTBoOp
TMOPOKCUMAA aMMOHWA W CMEChH 3SKCTRarupyloT
OBaxdbl MeHTUneHxnopuagoM. ObbefUHeHH:bIe
opraHudeckue cha3sbl cywart (NasS0Oy),
DUNBTPYIOT W PacTBOPUTENL  yAANAKT B
BakyyMe, TMonyyas HeouMWEeHHBIA ocTartok.
XpoMmatorpachs Ha cUnukarene  (sreHT:
mMeTuneHxnopua) daet 34 (Beixog 93%)
Ha3BaHHOIMO B 3arONOBKE COEdMHEHWS B BUAe

21
rYCTOro npoapadvHoro Macrna. [ald +118° (c
1,5; xnopodpopm); DUMC (70 anekTpoBONbLT) Miz

(oTHOCUTeNbHaa MHTeHCMBHOCTE) 343 (53, M +).
Mpumep 3
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(R):-2-(T-N,
N-gubeHannamuno-5,6,7,8-TeTparngpo-1-Hadp T
TNOKCK)-2-MeTunnponaHamMmus,

(R)-2-N,N-gubeHaunamuHo-5,6,7 8-TeTparng
po-1-Hadpton (10 r, 29 MMoOnk) NepeMellBakoT B
besBogHoM puokcaHe (150 mn) c rmgpugom
HaTpua (80% B macne, 0,96 r, 32 MMmoOnk) B
TeYyeHue 1 yaca. HobaenswT
2-6pom-2-meTunnponaHamas (4.8 r, 28 mmons,
onucaHHbliA B Coutts, |1.G. C.; Southcott,
M.R. J. Chem. Scc. Perkin Trans. |, 1980,
767-770) 1 peakUNOHHY CMECH HArPEBAaKOT Mpu
100°C B TeueHue 2,5 vacos. MNocne oxnaxgeHva
ocaXaeHHbIA Gpomng HaTpKrg
OTOWUNBETPOBEIBAKDT, UNbTpaT ynapueawT B
BaKyyMe U OCTaTOK pacnpeaensioT Mexay BoAoR
W MeTWUNeHXNopngoMm. OpraHudeckylo asy
otoensoT, cywat (Na 5SO4), cunetpylor K
YNapuBakoT, Nonyyasd ChIpol NPOOYKT, KOTOPLIA
OYMLLAEKOT Ha KOMOHKE CUIUKArens, WCrnomnbayd
METWUMNEeHXITOPW, B KadecTBe snweHTa. Bbixon,
96 r (76%) HasBaHHOrO B  3aronoBke
coeguHeHMs B Buae ©Genbix KpUcTannos: T.N.

125-126°C; [a]ﬁiﬂaa“ {c 1,1, xnopodcopm);
ONMC (70 aneKTpoBONbLT) M/z (OTHOCUTENLHAad
MHTEHCUBHOCTL) 428 (13, M™).

Mpumep 4

(R)-N-(7-N,
N-gubeHannamnHo-5,6,7,8-TeTparngpo-1-Hadp T
N)-2-rnApPoKCU-2-MeTUNNponaHaMma

K pacTeopy (R)-2-(7-N,
N-gubeHannamuHo-5,6,7,8-TeTparugpo-1-Hadp Ty
nokeu)-2-metunnponaHamuaa (9,1 r, 21 mmons)
B 6e3BogHOM
1,3-gumeTun-3,4 5, 6-TeTparngpo-2(H)-nupumuao
He (10 mn) »n cyxom N,N-gumetundopmammnae
(100 mn) poGaensawT ruopna Hatpus (80% B
macrne, 1,4 r, 47 mMMONb) W pPeaKkUMOHHLIRA
pacTeop HarpesalwT npu 130°C B TedeHue 8
4acoB. PacTBop BbINMBaKT B CMeChb Nbaa M BoAbl
W TPWXObl  SKCTPArvpyloT — aTMnauertaTtom.
O6beMHEHHYID OpraHudeckyo dhasy cywart
(Na 2804), dUNeTRpYOT KW BbINApWMBaOT B
BakyymMe. [locne xpomatorpaduie Ha cunukarene
(aMeHT.  XNopohopM/3TaHON  HAaCLILWEHHbLIA
NH 3; 100:0,5) nonyyatoT 7,6 1 (Bbxoa 84%)
Ha3BaHHOIMO B 3arOfNOBKE COEAMHEHWS B BUAES

134-135°C;

[oc]%1+130" (c 1,1, xnopodchopm); 3KMMC (70
3MNEeKTPOBOSMLT) miz (oTHOCUKTENBLHAA
VHTEHCMBHOCTL) 428 (1, M™).

Mpumep 5

(R)-2-N,N-anbeHannaMmmHo-8-amuHo-1,2,3 4-T
eTparvgpoHadTanvH

(R)-N-{7-N,
N-gubeHannamuHo-5 6,7, 8-TeTparugpo-1-Hadp Ty
M-2-rnapoKeK-2-metunnponmoHamMmuga (7,4 r, 17
MMOINL) PacTBOPAKT B CMeck aTaHona (200 mn)
n 20%-Horo BogHoro pacteopa HCI (300 mn) n
HarpeBaloT MNpW  KANAYeHWn c  obpaTHbIM
XONOAUNBHUKOM B TeueHue 8 4JacoB. STtaHon
BbINapWBaKT B BakyyMme, OCTaABLLUMACH pacTBOp
NPEOMbIBAKT ABax bl OWSTUMNCBLIM 3UpoM K
oxXnaxaawT Ha neasHod Gade. [ocne
noglenavmeanna 45%-Horo BogHbIM PacTBOPOM
rmopokcuaa HaTpua CMeCh  3KCTparvpyrot
MeTuneHxnopuaom. Ob6beguHEeHHY
OpraHU4ecKyo thasy cywar (NazS0y),
DUNETPYIOT W ynapueakoT B Bakyyme. O4McTKa
Ha KOMOHKe CHNWKarens ¢ WCnonbL3cBaHUem
XnopodpopMa B kaudecTBe snweHTa gaetr 3.8 r
(BbIXoO  76%) HasBaHHOroO B 3aronoBKe

Genbix Kpyuctannos: T.n.
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coeguHeHNA B BMUae CBETMNO-KOpPUHHEeBOro macna:
21
[e]d +124° (¢ 0,9; xnopodepm), INMC (70

3MNeKTPOBOMLT) miz (oTHOCKTENBHAS
WHTEHCHBHOCTB) 342 (92, M™).

Mpumep 6

(R)-1-(7-N,

N-gubeHannamuHo-5,6,7,8-TeTparnapo-1-Hadtn
N)-4-N-meTvnnunepasnH-2,6-aMoH
1,1"-kapboHungnnmmuaason (6,0 r, 37 mmMons)
fJoGaenawT K nepemellnBasMOR  CYCNeHanu
METUNMMUHOONYKCYCHOR Kkucnotel (2,7 1, 18
mMons) B 6easogHoM TeTparngpodypaHe (250
MM).  PeakyWoHHYHO CMecb HarpesakwT 40
KANAYeHna ¢ obpaTHbIM XONOOWIBHUKOM B
TevyeHwe 1,5 Yyacos. HoBasnsawoT
(R)-2-N,N-gnbeHznnaMmmHo-8-amuHo-1,2,3,4-TeTp
armpgpoHadptanuH - (5,7 r, 17  wMmorb) M
nepeMellMBaHUe NpU KUNaYeHUU ¢ obpaTHLIM
XONOAWNBHUKOM MPOOomKawT B TedeHWe 17
vacoB. BHocaT pononHWTEnbHOE KONMUYecTBO
1,1-kapboHunguummraascna (2,2 r, 18 Mmons) K
HarpeeawT nMpPU  KANAYEHWMA C  oBpaTHBIM
XONogMNbHUKOM B TedeHWe ewe 17 4vacos.
PacTBopuTens BLINApMBaloT B BaKyyMe W ChIPOR
NPOOYKT O4YWLLAKT Ha KOMOHKE cunukarens c
MCrnonb3oBaHeM Xxrnopodgopmal/aTaHona,
HacklweHHbIX  NHz  (100:0,5) B KadecTBe

sneHTa. Bbixog, 6,6 r (87%) HasBaHHOro B

3arofnoBKke coeAuMHEHWs B BWOe  Macna:
21

[P +80° (c 0,52; xnopodopm); IUMC (70

3MNeKTPOBOMLT) miz (oTHOCKTENBHAA

WHTEHCUBHOCTDL) 453 (8, M").

Mpumep 7

(R)-2-N,
N-gubeH3nNaMnHO-8-(4-meTunnunepasnH-1-un)-
1,2,3,4-TeTparngpoHadTanvH

(R)»-1-(7-N,
N-gubeHannamnHo-5,6,1,8-TeTparngpo-1-Hagp Ty
n)-4-metunnunepasmH-2,6-gMoH(1,4 r, 31

MMOME) A06aBNAOT K CYCNeHauu anomornapuaa
nutwa (057 r, 15 wmmonb) B ©0e3BOAHOM
ansTunosoM  acpupe (70 mn). PeakynoHHyo
CMEeChb HarpeBakwT Npyu KUNadYeHW ¢ obpaTHbIM
XOMNOAWNBbHUKOM B TedeHwe 7 qacoB. Peakuyuio
racat gobaeneHnem sogel (0,60 mn), 15%-Horo
BOOHOrO pacTeopa rugpokcuaa Hatpua (0,60 mn)
M cHoea Bogoi (1,8 mn). Cmecb DUNLTPYIOT,
cywatr (NapS0O4) WM ynapwBawT B BaKyyme.
OuUMCTKA HA  KOMOHKEe  CUNUWkarens ¢
ncnonb3oBaHWeM xnopodopmalaTaHona,
HacblWweHHblx  NH3, (100:2) B  KadecTee
aneHTa gaet 1,0 1 (Bbixoa 79%) HasBaHHCro B
3aronoBke coefWHeHWs1 B BUAE rycToro

mMacna: [oc]%1+53“ (c 0,5, xnopocpopm);, SMMC
{70 snekTpoBOnbT) mM/Z  (OTHOCUTENLHAA
WHTEHCUBHOCTDL) 425 (2, M*’).

Mpumep 8

(R)-5-6pom-2-N,
N-aubeHsnnammnHo-8-(4-metTunnunepasunn-1-un)-
1, 2,3,4-TeTpargpoHadTanuH

K pacTeopy
{R)-2-N,N-onbeHannammHo-8-(4-metunnmnepasm
H-1-1n)-1,2,3,4-TeTparngpoHadtanuHa (2,8 T,
6,5 MMone) WM aueTtata HaTpuvda (6,8 r, 83
MMOMNb) B YKCYCHOW kucnote (100 mn)
pobaenawt Gpom (370 Mn, 7,2 MMONs) OOHOR
nopurelt W peakuMoHHYIO CMeCE NepemMeLLnBaloT
B TedeHWe 5 MUHYT. PacTBOpUTENE BbiNapUBaloT
B Bakyyme, OCTaBllescs TBepAoe BelecTBO
pacnpeaensoT Mexay BOJOH "
MEeTUNeHXNOPUAOM W OXMaKaawT Ha NneffHoR
Bare. BogHyw dhasy nodwenaduveawt 2M
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BOAHbIM PAcTBOPOM MMAPOKCKMAA HaTpus U dasb
pasgensioT. OpraHuudeckylo chasy cywar
(Na oS04), UNBETRPYOT W BeINAPWMBAKT B
BaKyyMe, nonyyas ChIpoA NPOAyKT, KOTORLIA
ouMLIAlDT  Ha  KOMOHKe  cunuKarens ¢
UCMOMb30BaHKeM XopodopmalsTaHona,
HacbiWweHHbX  NHz  (100: 2) B KadectBe
snweta. Beixea: 2 r (61%) ryctoro KopudHeBoro
macna: 3WMMC (70  snekTpoBOnbT) miz
(oTHOCUTENEHAA MHTEHCKMBHOCTL) 503 1 505 (0,6
M.

Mpumep 9

(R-2-N,
N-oubeHannaMmMHo-5-rnapoKeKn-8-(4-MeTunnunep
asuH-1-un)-1,2,3,4-teTparugpoHadTanuH

K pacTBOPY (R)-2-N,
N-oubeHannaMmHo-5-MeToKCK-8-(4-metTunnunep
asuH-1-un)-1,2,3 4-teTparugpoHacdtanuHa (2,1
r, 4,7 MMonk) B yKeycHol kucriote (40 mn)
pobasnawt  47%-HbIA BogHLIA  pacTBOp
OpOMMCTOBOAOPOAHOW  kucnoTtel (20 mn) wm
peakUMOHHBIA  pacTBOp  HarpeBawT  Npu
KWNSYeHM C obpaTHbIM  XONMOAWMLHUKOM B
TeueHWe 7 YacoB. PacTBOpPUTENE BbINAPUBAIOT B
BaKyyMe WM OCTaTOK pacTBOPAT B Bode (75 Mn)
N oxnaxpawTt Ha negdaHod 6GaHe. Pacteop
nodwenayveator  2M  BOAHBIM - pPaCTBOPOM
rMapoKkcuaa  HaTpua W SKCTparvpyoT
MeTuneHxnopuaom. $asel  pasgensiloT U
OpraHUYecKyo chazy cywar (NazS0y),
DUNETPYIOT W ynapueawT B Bakyyme. OuWcTKa
Ha KOMOHKE CUNWKarens ¢ WCMNonb3cBaHWem
XnopodopMa/MeTaHona/KOHUEHTPUPOBAHOMO
rmopokcuga ammoHua (95: 5. 0,5) B KauecTBe
smoeHTa gaet 1,8 r (Bbixog 89%) Ha3BaHHOIC B
3aronoBKe coegWHEHUs B BMAE MycTOro macna:
OUMC (70 anekTpoBonbT) M/z (OTHOCUTENLHAA
VHTEHCUBHOCTL) 441 (7 M™).

Mpumep 10

(R)-2-aMWHO-5-TOPOKCK-8-(4-MeTUnnunepas
WH-1-1n)-1,2,3,4-TeTparngpoHadTanuH

K pacTBopy (R)-2-N,
N-ouBeHannaMmuHo-5-rugpoKeKn-8-(4-Metnnunep
asuH-1-un)-1,2,3,4-teTparugpoHadtanyHa (0,70
r, 1,6 MMOnk) U cbopMmara aMMoHUa (2,4 1, 38
MMCOne) B MeTaHone (50 wmn) goBaenswT
nannagunid  (10%) Ha akTMBMpoOBAHHOM Yyrne.
CMechk HarpesaloT MpW KMNAYeHUHU ¢ oBpaTHLIM
XOMNOAWNBHWKOM B TeUeHWe 4 4yacoB U 3aTem
nannagui  oTuneTpoBLIBAOT. PacTBoputens
BbIMApUBaOT B BaKyymMe, ocTaTcK pacnpefensioT
MeXay AWNaTUNOBLIM SPUPOM KU 2M rmapoOKCHOoM
aMMcoHWA.  OpraHudeckyio dasy oTaensiorT,
cywar (NaxSO,), DUNeTPYOT U ynapueaoT B
Bakyyme. OcTaToK nNpOMBLIBAKOT BOOOH WU
OVSTUNOBLIM 3DUPOM 1 3aTeM cyLuaT B BakyyMe.
Bexon, 200 mr (44%) cepbix KpucTannos: T.M.

238-239°C; [a]3_1+43° (c=0,5; xnopochopm);
ONMC (70 aneKkTpoBonbT) Miz (OTHOCUTEMEHAdA
WHTEHCUBHOCTE) 261 (65 IVI+).

Mpumep 11

(R)-N-[5-rnapoKen-8-(4-meTrunnunepasnH-1-in
m-1,2,3,4-teTpa-rngpo-2-HapTun]-4-6yTokcnoeH
3amuz

K oxnamgeHHomy NbAoM pacTBopy
(R)-2-aMWHO-5-rnopoKCK-8-(4-meTrnnunepaamH-1
-1nn)-1,2,3,4-tetparmgpoHacdptanmHa (100 wr,
0,38 MMonk) W TpusTunamuHa (79 mkn, 0,57
mmvons) B N N-gumetundopmamuge (30 mn)
nobasnsioT no Kanmnam
4-BYTOKCUDEH30oUMXNopua B
N,N-aumetundopmammge (5 wmn).  lNocne
pobaeneHus peakuMOHHY CMEeCh
nepemelLnBaloT NpU TemnepaType oKpyKawLen
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cpedbl B TedeHwe 15 muHyT. PactBoputens
BbINApUBakOT B BAKYYyMe M OCTATOK OUMLLAOT Ha
KOMOHKE CUnUkarens, WCnonb3yd B KadecTse
antoeHTa

XrnopodopM/MeTaHoN/ KOHLEHTPUPOBaHHbIRA
rmgpokcua ammoHns (95:5:0,5). Beixog: 73 mr
(44%) amopdpHoro TBepdoro Belwecrtea: T. M.

21

125 ¢ (¢ pasnowervem); [«]D-20° (c=0,25:
xnopodpopm);, IMMC (70 snekTpoBonkLT) miz
(OTHOCWTENEHASA MHTEHCUBHOCTL) 437 (16 M ™),

Mpumep 12

(R)-2-N,N-anbeHannammHo-8-(nunepasmH-1-un
m-1,2,3,4-TeTparngpoHacdTanunH

(R)-2-N,
N-aubeHannammuHo-8-amuHo-1,2,3 4-TeTparngpo
HadpTanuH (9,8 r, 39 MMOIb) “
Bue-(2-xnopstun)amuHa rmpgpoxnopng (5,5 r, 32
MMOINb) pacTBoOpdAloT B H-BytaHone (80 mn).
PeaKUWOHHYIO CMecb nNepemelnsaloT  Npu
100°C M uepeaz 65 uyacoB UNLTPYIOT,
PACTBOPUTENL BbINAPUBAKDT B BakyyMe. O4ucTka
Ha KOMOHKe cunukarens, ¢ UCNonL3oBaHWeM B
Ka4ecTBe ankoeHTa
xnopodopMa/MeTaHona/KoOHLEHTPUPOBAHHOMO
rmgpokcuaa aMmmoHKua (95: 50 0,5) gaetr 60 r
(Bbixed:  51%) HasBaHHOTO B 3aronoBKe

coegMHeHnA B BAOE

[(x]%1+72° {c= 1,0 xnopodpopm); ISMMC (70
3MNeKTPOBOLT) miz (oTHOCKTENBLHAA
VHTEHCMBHOCTL) 411 (2 M™).

Mpumep 13

(R)-2-amMuHO-8-(NKunepasnH-1-un)-1,2,3,4-TeT
parnapoHadTanuH

K pacTeopy (R)-2-N,
N-gubeHannaMmuHo-8-(Nnunepasun-1-na)-1,2,3,4-1
eTparmgpoHacptaniHa (55 r, 13 MMork) B
meTaHone (400 mn) gobaendwT dQopmmar
ammoHua (20 r, 0,32 mone) M nannagui (10%)
Ha akTUMBMPOBAHHOM yrne. CMecb KWNATAT C
oBpaTHLIM XONOAUNBLHUKOM B TeueHke 1 Yyaca U
3aremM nannagui OTCOUNBLTPOBLIBAKOT.
PacTBopuTens BbINapMBalOT B Bakyyme W
ocTaToK pacnpeienawT mexay
MeTUNeHxnopuaom U 2M pacTBopoM rnapokcuia
aMMoHWa.  OpraHudeckylo a3y oTAensior,
cywat (NasS0Oy), dUNLTRYIOT U BeINApUBakoT B
BaKyyme, Monydas ChIpod NpoayKT, KOTOpbIA
OvMLLIAKT  HAa  KOMOHKe  CUMuKarens, ¢
1Ccnonb3oBaHeM B KadecTBe  onoeHTa
xnopodopmMa/MeTaHONa/KOHUEHTPUPOBAHHOIO
rmopokcuga ammoHmns (80:20:2,5). Beixoa: 2,4 1
(76%) Ha3BaHHOro B 3aronoBke coefVHEeHWs B

rycToro Macna.:

BUOe Macna: [oz.]%+9,9° (c=1,0 xnopodopmy),
OUMC (70 snekTpoBONbT) mMiz (OTHOCUTENLHAdA
WHTEHCUBHOCTL) 231 (24 IVI*').

Mpumep 14

(R)-2-aMuHO-5-6pom-8-(NunepasnH-1-un)-1,2,
3,4- TeTparugpoHadTanuH

HasgaHHoe B 3aronoBke
nony4aoT 13
(R)-2-amuHo-8-(nunepaswH-1-un)-1,2,3,4-Tetpar
MopoHadTanuMHa, cnenys oblemy cnocoby Kna
npumepa 8. OYUCTKA Ha KONOHKE CUnukarens, ¢
1ncnonb3oBaHUeM B KadecTtee 3MeHTa
MeTuneHxnopraa/aTaHona/KoHLEHT PMPOBaHHOMO
rmgpokcuaa ammoHua (80:20:2) paetr 08 r

coegnHeHne

(67%) rycToro CBETNO-KOpWYHEBOro Macna:
21

[a]P-6,2° (c=1,0 xnopocpopm), SMMC (70

3MNeKTPOBOLT) miz (oTHOCKTENBHAY

WHTEHCUBHOCTL) 309 m 311 (3.5 M*').
Mpumep 15
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Tpet-CyTun
(R)-4-(7-ammnHo-4-6pom-5,6,7 8-TeTparngpo-1-Ha
chTun) NMnepa3ank-1-kapbokcwnat

K oxpamxaeHHomy Ha NbAy pacTBOpy
(R)-2-amunHo-5-0pom-8-(nvnepasnn-1-un)-1,2,3,4
-TeTparngpoHadTanmHa (0,8 r, 2,6 MMonb) W
TpuaTunammHa (0,53 mn, 3,9 mMmons) B
MeTuneHxnopuae (50 wmn)  goBaenawTt
an-Tpet-Oytunankapbonar (0,66 r, 2,6 Mmons),
pacTBopeHHBIA B MeTuneHxnopuge (10 mn).
Mocne pdoGaBneHWs peaKkUWOHHY CMEeck
OCTaBRMNAOT NepeMellMBaThCH NpyU KOMHATHON
Temneparype B TedeHwe 1 vaca. [obasnawT
Bogy (10 Mn) M cMeck oxnaxgakT Ha BaHe co
nejoM. BopgHyto dpasy nogwenadusatotr 2M
BOAHBIM PACTBOPOM MMOPOKCKHAA HATPUSA U dhasbl
pasgensioT. OpraHudeckyws aasy cywar
(Na 2504), duNeTpyloT KW BhINApWMBaOT B
BaKyyme, nornyqas ChiIpOA NPOAYKT, KOTOpPbIA
OUMLIAKT Ha  KOMOHKE  CcunuKarens, ¢
WCNOMNb30BaHNEM B KadecTBe  2neHTa
XxnopodopMa/MeTaHona/KoHUEHTPUPOBAHHOMO
rmgpokcuaa ammonua (95: 5. 0,5). Boixoa:

0,41r (38%) rycroro GecuBeTHoro Macna.
29
[P +13° (c=1 xncpocpopm); IMMC (70

SMNeKTPOBONLT) miz (oTHOCKUTENBLHAA
WHTEHCUBHOCTE) 409 1 411 (75, M+).
Mpumep 16

(R)-N-[5-6pom-8-(4-TpeT-6yToKCcUKapGoHUMINK
nepasuH-1-1un)-1,2,
3,4-TeTparngpo-2-HapTunl-4-mopdonuHobeHza
N tal

4-mopdonuHobeHaohHyo  kucnoty (0,50 T,
2,4 wmmon; onucaHHyto y  Degutis, J.;
Rasteikiene, L., Degutiene, A. Zh. Org.
Khim. 1978, 14(10), 2060-2064) pacTBopAT B
THoHunxnopwuge (10 mn). Yepes 2 MWHYTH
TUOHWUAXNOPWA, BbINAPMBAIOT B BaKyyme, OCTaTOK
obpabarbiBaloT  TOMYONoM U pacTBOpUTESb
CHOBa BbINApWBAIOT B BaKyyMe. HeouWleHHbIRA
XnopaHrngpuz kdcrnotsl (81 mr, 0,36 mmons)
pacTBOpSOT B MeTuneHxnopuae (10 mn) wm
[oGaBnAlT No KannsM K pacTeopy TpeT-OyTun
(R)-4-(7-amuHo-4-6pom-5,6,7 8-TeTparnapo-1-Ha
hrumnunepasmH-1-kapbokcunata (140 mr, 0,34
MMOIb) WU TpuaTUNamuHa (71 mkn, 0,51 Mmons) B
meTuneHxnopuae (10 mn). Mocne pobaesneHws
peakUMOHHYIO CMecb NepeMellnBalT  npu
TemMneparype okpyxakLlei cpedbl B TedeHne 15
MWHYT, 3areM npombiBaleT  pasbaBneHHbIM
BOAHbIM pacTBOPOM rapoKapboHarta HaTpua W
thasbl pasnendoT. OpraHudeckylo gasy cywar
(NazSQy), unbTpyloT WM BbiNApWBalT B
BaKyyMe, OCTATOK O4YWLLAT  Ha  KOMOHKe
cunukarensa, ¢ WCMONb3OBaHWEM B KauecTse
SMOEeHTa XNopodopmalstaHona, HachlLLEeHHbLIX
NHz (100:2). Bbixoa: 160 mr (79%) rycroro

becLBeTHOrO macna: [og]%—1 1° (c=1,
xnopodpopm);, TSP MC m/z (oTHocuTensHas
VHTEHCMBHOCTE) 599 1 601 (35M*+1).

Mpumep 17

{R)-N-[5-6pom-8-(nunepasnH-1-un)1,2,3 4-1
eTparngpo-2-HackoTun] -4-mopdonnHobeHszamng

K oxnaxgeHHomy NeAoMm pacTeopy
(R)-N-[5-6pom-8-(4-TpeT-ByTrnokcukapboHunnun
epasuH-1-un)-1,2,3,4-teTparngpo-2- HadbTun]
-4-mopchonmHoBeHaammga (150 mr, 0,26 MMONL)
B mMeTuwneHxnopunae (20 wmn) pgoGaBnsaoT
TPHUPTOPYKCSYCHY O KMCnoTy 0,7 MIT).
PeakuWoHHYyIO CcMect nepemMellnBaoT  Npu
TeMnepartype OkpyXatolleh cpedsl B TeueHne 20
Yacoe. PacTBOpUTENL BLINAPUBAKOT B BakKyyMme,
ocTartoK  pacTeopawdT B Boge (20 mn),
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nogwenavmeaweT  2M  BOAHBIM - PacTBOPOM
TMAPOKCUAA  HATPWA WU SKCTparupyior
METUNEHXTOPUAOM. da3sl  pasgenswor,
OpraHU-4eCKyo chazy cywar (NasS0y),

OUNBTPYIOT W BbiNapueakoT B Bakyyme. OCTATOK
OYMWAKT Ha  KOMoHke  cUnukarensd, ¢
ncnonb3oeaHuem B KadecTee sneHTa
XxnopodopMa/MeTaHona/KoHLEHTPUPOBAHHOMO
rngpokcuaa ammoHus (20: 10: 1). Beixog: 84 mr

(72%) ©enbix KpucTannoe: T.n. 228-229°C;
21
[«]P-6° (c=1, xnopocdopm), 3MMC (70

3ANEeKTPOBOSBT) m/z (oTHOCKTENBHAS
WHTEHCUBHOCTL) 498 1 500 (1,5 M™).
Mpumep 18

(R)-2-amuHO-8-(4-meTunnunepasunH-1-un)-1,2
3, 4-TeTparnapoHadTanvH

K pacteopy
(R)-2-N,N-gnéeHannamuHo-8-(4-meTmnn1nepasu
H-1-1n)-1,2,3 4-TeTparngpoHactanvHa (4,0 T,
9,4 mmons) B MmeTaHone (250 mn) gcbasnsior
dopmuaT aMmmonna (14 r, 56 mmMonb) 1 nannaguii
(10%) Ha akTuBMpoBaHHOM yrne (1,4 r). Cmech
KMNATAT ¢ OBPATHBIM XONOAUNBHUKOM B TeYeHne
3 yacoB, 3aTem nannaguin OTUNETPOBLIBAIDT.
PacTBopWTENb BLINAPMBAKIT B BaKyyMe, OCTaTOK
pacnpefensaoT Mexay MeTineHxnopruoom 1 2M
PacTBOPOM rmapokKcuaa aAMMOHUS.
OpraHudeckyto  ady oTdensawT, cywar
(Na »804), dUNLTRYIOT KW BhLINApUBaKOT B
BaKyyMe, nonyyasd HeouUWLWEHHBIA NpOogyKT,
KOTOPLIM OYULAKT Ha KOMOHKE cunkkarensa ¢
MCNONbL30BaHNEM B KayecTBe anoeHTa
XnopodbopMa/MeTaHONa/KOHUEHTPUPOBAHHOIO
rmgpokcuga ammonua (90:9: 0.5). Beixea: 1,9

Mr (83%) macna: [oc]%l-2,7° (c=1,0 xnopochopm);
ANMC (70 aneKTpoBONbLT) M/z (OTHOCUTEMEHAA
VHTEHCMBHOCTL) 245 (5, M™).

Mpumep 19

(R)-2-amuHO-5-6 pom-8-(4-meTunnunepasnH-1
-un)-1,2,3,4-TeTparngpoHad TanuH

HaspaHHoe B 3aronoBke
nony4aroT 13
(R)-2-amunHo-8-(4-meTunnunepasiH-1-nn)-1,2,3,4
-TeTparngpoHadhTannHa, Wcnoneaya  obwui
cnoco® M3 npumepa 8. O4WWCTKA HA KONOHKe
cunuKarena ¢ MCNonbL3oBaHWeM B KadvecTee
arioeHTa
xnopodopMalaTaHona/KoHLEHTPUPOBaHHOTO
rmopokcuga ammonusa (80:20:2) paet 630 mr
(Bbixog, 89%) ryctoro ©GecupeTHoOro macna:
ANMC (70 snekTpoBONbT) Miz (OTHOCUTEMNEHANA
WHTEHCUBHOCTB) 323 1 325 (20, M™).

Mpumep 20

(R)-N-[5-6pom-8-(4-meTunnunepasnH-1-mn)-1,
2,3, 4-TeTparngpo-2-HadTin]
-4-mopdonuHObeH3amMng,

HasgaHHoe B 3aronoBke
nony4varoT 13
(R)-2-aMUHO-5-0poM-8-(4-meTunnunepaaunH-1-mun
¥-1,2,3,4-TeTparngpoHadraniHa,  MCnonbays
obwmin cnoco® M3 npumepa 16. OUKMCTKA Ha
KOMOHKE cunukarens ¢ WCnons3cBaHUeM B
KavecTBe anteHTa
XnopodbopMa/MeTaHONa/KOHUEHTPUPOBAHHOTO
rmgpokcuga ammoHuda (95:5:1) paer 100 wr
(Bblxog  62%) Genbix  KpucTannos:  T.M.
245-246° C C[()(,]%_1-23° (c=1, xnopodopm),
SNMC (70 aneKTpoBONLT) M/z (OTHOCUTENLHAN
WHTEHCUBHOCTL) 512 1 514 (1, M+).

Mpumep 21

(R)-2-amuHO-8-6pom-5-meTokcn-1,2,3,4-TeTp
aruapoHadTanWHa rmgpoxnopua

coegnHeHne

coefHeHne
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-33

(R)-2-amunHo-5-meTokeu-1,2,3 4-TeTparngpoH
adranvHa rugpoxnopud (5,0 r, 23 MMOML)
pacTBOPAKT B yKCYCHOW kucnote (300 mn) B
atmocdepe asora. JobaenaoT ayerar HaTpud
(55 r, 70 mMonb), a3aTemM OOHOW nMopuUueir
Jobaenawt Opom (3,5 1, 23 mmons). Cmeck
nepeMellMBaloT B TeuveHve 5 MWHYT npu
KOMHaTHOR Temnepatype. PacTBopuTens
yoanswT B Bakyyme, OCTaATOK pacnpedensioT
mMexay stunaueratom M NaOH (2M). Cricun
pasfgensior, BOOHYlO  chasy  Apaxibl
aKCTparMpyoT  stunauetatom.  OpraHudeckue
cnon obbeduHAlT K cywatr (Na 2S0y).
PacTBopWTens yaanswT B BaKkyyMe, nonydas
OCTaToK B BUAE KOpWYHeBoro macna. Conb HCI
ocaxgawT 13 AWN3TMNOBOro
achupal/metuneHxnopuga gdcbasneHuem HCl B
anatunoBelid acp (3M): Beixop, 7,7 r (94%).
MepekpucTannuaauna w3 MeTaHona [aeT
Ha3BaHOe B 3aronoBKke COSAUWHEHWe B BUAES

WroneyaTelX  KpucTannoe: T.N.  264-265°C;
24
[ P +54° (c=1, MeOH); NMC (70

SMNEeKTPOBOMLT) miz (oTHOCUTENBLHAas
WHTEHoWBHOGTE) 2567 (30 M*, 8'Br), 255 (31,
M+ 798

Mpumep 22

{R)-8-6pom-2-N,N-gnbeHannammHo-5-MeToke
n-1,2,3 4-teTparnapoHadTanmH

(R)-2-amuHo-8-0pom-5-meToken-1,2,3,4-TeTp
armgpoHadptanuHa rugpoxnopun (4.5 r, 17,5
MMOnb), OeHaunbpomma (6,6 r, 38 mmonb),
kapboHaT kanua (9,7 r, 70 MMonk) U Aogung
kanua (100 Mr, KkaranuTU4eckoe KONUM4YecTBO)
nepemMelLMBaloT ¢ aueToHUTpUNnoM (250 mn) B
atMocdepe asota U KUNATAT © oBpaTHBIM
XONoguNbHWUKOM B TedeHne 18  vacos.
PacTBopuTens yaansioT B BakyyMe W OCTATOK
pacnpefensaoT  Mexay STunaletatoMm U
aMMMUAKOM (2M). Cnou pasgensdwor,
OopraHrUYeckuin CNown cywar (MgSOy).
PactBopuTens yganawT B BakyyMme, nomyyas
OCTaTOK, KOTOpbIA OYWWAT € MNOMOLLLK
chnal-xpomMaTorpadoum Ha cunukarene,
Mcnonb3ys B KavecTtee aneHTa
rekcan/metuneHxnopug 8:2. HaspaHoe B
3arofnoBKke coeduHeHWe nonyyYawT B BUAOe

macna. Beixon 7,5 1 (98%): [a]%+87° (c=1,
MeOH), 3WMMC (70 asnektpoBoneT) m/z
(oTHOCUTENEHAA WHTEHCUMBHOCTLE) 437 (12
M *, 8'Br), 435 (13, M*, 79Br).

Mpumep 23

(R)-2-N,
N-gubeHannaMmHO-5-MeTOKCH-8-(4-MmeTunnunep
HasWwH-1-nn)-1,2 3, 4-TeTparnopoHadTanH

K pacTeopy (R)-8-6pom-2-N,
N-gubeHannamMnuHo-5-meTokeu-1,2,3 4-TeTparugp
oHadptanunHa (19 r, 44 Mmones) B Cyxom Tonyone
(500 mn) B armocdhepe aproHa JobaBnawT
N-metunnunepasmH (59 wmn, 53  mMmonb),
Tpuc{ambeHannnaeHaueToH)amnannagnin{0)
(0,41 r, 0,44 mmonb), (R)-BINAP (0,82 r, 1,3
MMOnb) W TpeT-ByTokeua Hatpua (0,40 wmr, 4,2
MMOINb). TeMHBIR pacTBOp NepeMellrMBaloT npu
85°C B TeyeHWe 23 YacoB W 3aTeM OXNaxaaloT,
OUNBTPYIOT W BEINAPUMBAKT B BakyymMe. O4MCTKa
Ha KOMOHKEe cunukarensa ¢ MCMnonb3oBaHWEM B
KauecTBe  aneHTa  xnopodopmMalstaHona,
HacbiweHHbX NHs (100:2) gaet 19 1 (97%)

21
ryctoro OecuysetHoro macna: [«]d +72° (c=1,
xnpopodcopm), SMMC (70 snekTpoBonbT) miz
(OTHOCUTENbHAaA UHTEHCUMBHOCTL) 455 (15, M +).
Mpumep 24
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(R)-2-amnHO-5-MeToKCK-8-(4-MeTnnMnepasn
H-1-un)-1,2,3,4-TeT-parugpoHadTanuH

HaspaHHoe B 3aronoBke  coefuHeHWe
nonyyatoT 13
(R)-2-N,N-grbeHannaMmHo-5-MeTokcu-8-(4-MeTn
nnunepasuH-1-un)-1,2,3,4-teTparugpoHad TanvH
a, cnegysa obwemy crnocoby wna npumepa 10.
Bexon, 53 r (82%) ryctoro ©ecueTHoro

macna: [a]%+20° {c=1,1 xnopodpopm), INMC (70
3MNeKTPOBOMLT) miz (oTHOCKTENBHAA
VHTEHCMBHOCTBL) 275 (53, M™).

Mpumep 25

(R)-N-[5-MmeToKCK-8-(4-MeTunnnepasH-1-1n
)-1,2,3,4-TeTparnapo-2-HadhTun]
-4-mopdonuHobeHsamng,

K pacTeopy 4-MOPHONUHODEHIOAHOR
kucnotel (0,92 1, 4,5 MMOnb, onucaHHy B:
Degutis, J. ; Rasteikiene, L.; Deguitiene,
A. Zh. Org. Khim. 1978, 14(10), 2060-2064) B
BessgogHom N, N-gumetundopmamuae (75 mn)
pobaenawt 1,1'-kapboHun-guummndason (0,76 T,
4.8 MMOSE) M peakUMOHHYK CMECH HarpesarT
npu  75°C. Korga BblgeneHWe  guoKcuaa
yrmepoaa 3akaHdmBaeTca (depe3d 45 MuHyT),
PeakLMOHHYO CMeCh OXMNaXdalT A0 KOMHATHOR
TemMneparyphbl, pobasngaoT pacTBop
(R)-2-amMmUHO-5-meTokcU-8-(4-meTunnunepasunH-1-
un-1,2,3,4-TetparngpoHadpranmia (1,2 r, 4,2

MMOIb) PaCTBOPEHHbLIA B 6easogHOM
N,N-gnmeTtundopmammie (20 MI).
PeaKunoHHyo cMech ocTaenAlT
nepeMeLLnBaTLCA npu Temnepartype

OKpy»Xallleh cpedbl B TedeHWe 48 vacos,
PaCTBOPUTENL BbINAPUBAKDT B BakyyMe. O4ucTka
Ha KONMOHKE CWMMKarens ¢ WUCNonbL3oBaHWem B
Ka4vecTBe 3rneHTa
xnopodopmMma/MeTaHoNa/KoHLEeTPUPOBaHHOMo
rngpokcuaa aMMOHKUA (180:5:0,5) c
nocrneayoLwen nepeKkpucTanIMaaumen )
aTMnayerarta W HeCKONbKWMX Kanenb MeTaHona
paet 1,0 r (53%) Gensix KpwucTannoe: T.M.

237-238°C [oc]%—ﬁfO“ (c=l, xnopodopm), SUMC
{70 snekTpoBONbT) mM/Z (OTHOCUTENLHAA
WHTEHCUBHOCTDL) 464 (5, M+).

Mpumep 26

(R)-N-[5-rvuapoKci-8-(4-MeTUnnunepasmH-1-1
m-1,2,3,4-TeTparnapo-2-HadhTnn]
-4-naHobeH3zamu

HaapaHHO2 B
noy4yaroT 13
{R)-2-aMWHO-5-rnapoKCK-8-(4-meTnnnunepasmH-1
-un)-1,2,3,4-teTparngpoHadptanvHa,  cnegys
obuwemy cnocoby nonyyeHua M3 npumepa 11.
OuUUCTKA  Ha  KONOHKEe  cUnMKarens ¢
WUCNONb30BaHUEM B KayecTee 3MKeEHTa
xnopodopmMa/MeTaHona/KoHLEeTPUPOBaHHOMo
rmgpokcuga ammoHus (95: 5 0,5) paet 71 mr
{Bbixod 45%) CBETNO-KOPWYHEBLIX KPWCTANMOB!

T.N. 144°C (arnomepar); [oc]%“"']s’ (c= 0,25,
metaHon), 3WMMC (70 snekTpoBOnbT) miz
(OTHOCMTENbHaA MHTeHCHBHOCTE) 390 (12, M ™).
Mpumep 27
(R)-N-[5-MeTOKCK-8-(4-MeTunnunepasuH-1-un
)-1,2,3,4-TeTparngpo-2-HadpTin]
-4-mopdonnHokapboHMnbeHsamng,
HasgaHHce B 3aronoBke
nony4yatoT 13
(R)-2-aMWHO-5-rnOPOKCK-8-(4-MeTrnnunepasnH-1
-1un)-1,2,3,4-teTparngporadtanMHa,  cnenya
obuwemy cnocoby nonydeHus ws npumepa 16.
OuMCTKa  HA  KOMOHKEe  cUnuKarens  c
CNoNb30BaHUEM B KadecTBe SreHTa
Xnopodopma/MeTaHoNa/KoOHLETPUPOBAHHOMO

3aronoBke coegHeHne

coegnHeHne
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rmapokcuga  amMoHWA
nepekpucTann3aymm na
aTvnayerarta/gnstnnoBoro sdpupa gaet 93 Mr
(BBIXOO, 52%%1 Genbix  KpucTannmos:  T.M.
209-210 °C [«]p -18° (c=1, xnopodopm);, SUMC
(70 snekTpoBONbT) Mz (OTHOCUTENbLHAA
WHTeHCHBHOCTB) 492 (36, M™).

Mpnmep 28

{R)-N-[5-6pom-8-(4-meTnnnunepasmH-1-unj-1,
2,3 4-TeTparngpo-2-HapTnn]
-4-mopdonuHokapboHunbeHsamug,

HasgaHHoe B  3aronoBke
nony4varoT 13
(R)-2-amMWHO-5-0poM-8-(4-MmeTunnunepasanH-1-mn
)-1,2,3,4-TeTparngpoHadTanuHa, cnegys
obwemy cnocoby nonyyeHUs M3 npumepa 16.
OuMCTKA  Ha  KOMOHKe  cUnMKarens ¢
MCNonb3oBaHUEM B KavecTtee sMeHTa
XnopodopMa/MeTaHONa/ KOHUEHTPUPOBAHHOTO
rmgpokcuaga ammoHma  (86: 4: 0,3) nocne
nepekpucTanivsaumm ns
aTUnadeTara/amaTrnoBoro schupa gaet 110 mr
(BBIXCO 64%%1 6enuix  KpucTannoe:  T.M.
228-230 °C [a]o -10° (c=l, xnopodchopm); SUMC
(70 snekTpoBOMbT) Mz (OTHOCUTENLHAA
WHTEHCUBHOCTE) 540 1 542 (32, M+).

Moumep 29

Metun
5-meToKCcK-8-HuTpo-1,2,3, 4-TeTparngpoHadTanu
H-2-kapbokcunar

Metun
5-mMeToKcK-1,2,3 4-TeTparugpoHacdTanunH-2-kapo
okcvmnat (1,1 r, 5 mMoNb, onNUcaHHbIA B:
Johnson, D. W.; Manger, LN, Aust. J. Chem.
1974, 8, 1277-1286) pacTBOPAKT B YKCYCHOW
kverote (20 mn), obpabatwiBawoT  70%-Hoi
a30THOMW kucnoTol (0.4 mn) npu 0°C B TedeHue
1 4yaca W CMecCt BbINMUMBAOT B NEAAHYIO BOAY W
AMsTUnoBeId - acup. OpraHudeckyld  chaay
OTAENAKOT, BbINAPWBAKOT B BaKyyMe W OCTATOK
pacTupaloT ¢ AMM3ONPONUNOBLEIM - 3dhnpom,
nonyyaa 0,27 r (20%) HaaBaHHOIO B 3arornoBke
coeMHEeHMA B BuOEe  KpucTannoe.  T.M.
100-104 °C; 2WMC (70 osnekTpoBonbT) Mz
(OTHOCWTENbHAsA MHTEHCHBHOCTE) 265 (35, M ™).

Mprmep 30

5-meTokeu-8-HuTpo-1,2,3,4-TeTparugpoHad T
anuH-2-kapboHoBas KMCNoTa

CmMeck MeTun
5-MeToKCU-8-HUTpo-1,2 3 4-TeTparngpoHadTanu
H-2-kapBokcunata (1.9 r, 7,1 mMmonb) B
meTaHone (20 mn) 1 2M NaOH (10 mn) KMnatat ¢
obpaTHBIM XONOAWIBHUKOM B TedeHre 1,5 vyacos
W pacTBOpUTENL BbiNapvBakdT B  Bakyyme.
OcTtaToKk  nomewawT B sTunauetrar U
nogkncnawT. OpraHUYeckyo a3y OTAENSANT,
cylwiaT 1 BbiNapWealT B Bakyyme, nonydasa 1,7 1
(BblXoO  95%) kpucrtanmos:  T.N.  (nocne
nepekpucTannnaaymm B ANN30NPUNOBOM
schupe/sTadone)  189-190°C; aMMC (70
3MNeKTPOBOMLT) miz (oTHOCKTENBHAA
WHTEHCUBHOCTL) 251 (30, M+).

Mpumep 31

M-{4-moponuHodeHnn)-5-MeToKC-8-HNTPpOo
-1,2,3,4-TeTparngpo-Had TannuH-2-kapbokcamng

Cmeck
5-MeToKCK-8-HUTpo-1,2,3, 4-TeTparngpoHadTanu
H-2-kapboHoBOK KucnoTel (1,3 T, 5 mMmonb),
Tonyona (20 mn) K TMoHWNxXnopuda (1,8 mn, 25
MMOMb) HarpesatoT npu 80°C B TedeHwe 1
Jaca. PacTBopuTent yaansdwT B BaKyyme W
OCTaTOK, PAcTBOPEHHEIR B MeTuneHxnopuge (10
M), Jobaenawt K pacTeopy

(96:4:0,3) nocne

coefHeHne
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4-mopdbonuHoaHunuMHa (890 mr, 5 mmons) ©
TpusTMnamuHa (1.0 r, 10 mMmomk) B
MeTuneHxnopuae (20 mm) npu Q°C. CMecb
nepemelLnBaoT npy 20°C B TedeHWe 2 Yacos,
nobaBnawT Boay M 0cadoK UnbTPYIOT, nonyyas
1,9 r (80%) Ha3BaHHOrO B 3aronoBKe NpoayKra
B BMAe KpucTannos; 1.n. 251-253°C: SUMMC (70
3MNEeKTPOBOMLT) miz (oTHOCKTENLHAas
WHTeHcMBHOCTB) 411 (100, M™Y.

Mpumep 32

N-(4-mopdonunHoteHnn)-8-aMrHO-5-MeToKCH
-1,2,3,4-TeTparngpoHadTannH-2-kapbokcaMmmn,

Pacteop
N-(4-mopdonuHodeHun)-5-meTokcn-8-HmTpo-1,2
,3,4-TeTparngpoHad TannH-2-kapbokcammnga
{2,056 r, 5 MmoOns) U oUTUOHWTA HaTpua (3.5 T,
20 mmMonk) B N, N-gumetundopmampuge (20 mn)
W BoAe (2 Mn) HarpegaloT npu 90° B TeueHue 7
Jacee. [Nocne oxnamasHWA peakUMoHHYID CMech
pacnpefenaT Mexay BOOOW M STUNaLeTaTcM,
haskl  pasgenswT,  opraHudeckyro  dasy
NpPOMbIBaKT ABaXAbl BOACH M BhINApUBalT B
BaKyyMe. Ocrartok pacTupakwT C
AMN30NPONUAOBLIM 3D UPOM/STUNALETATOM,
nonydaa 1.4 r (Beixog 72%) HasBaHHOro B
3aronoBKe NpogykTa B BWAE KpWCTanmnos: T.N.
219-222°C; 9MMC (70 snekTpoBOnbT) Mz
(OTHOCWTENbHAsA WHTEHCHBHOCTL) 381 (70, M ™).

Mpumep 33

N-{4-mopdonnHodeHnn)-8-(4-meTnnnunepas
WHKUN)-5-meTokeu-1,2,3,4-TeTparngpoHadTanmH-
2-kapbokcamung,

Pacteop
N-{4-mopdhonuHoteHnn)-8-amnHo-5-meTokcKn-1,2
3, 4-TeTparnapoHadTanuH-2-kapbokcamunaa (1,4
r, 3,5 mmons), 6uc-(Z-xnopstun)-MeTnnammHa
rmgpoxnopuga (960 mr, 5 MMonb) M
rmppokapbonata HaTpua (420 mr, 5 MMmornk) B
H-GytaHone (30 wmn) HarpesawoT npu 90° B
TedeHWe 5 vacoB. [locne oxnaxgeHWs
pobaenawt 2M rngpokens ammoHrs (30 M) K
cMeck HarpesatloT npu 50°C B TeueHWe 1 daca.
$asbl pasgendalwT, BbiNapuBakdT B BaKYyMe W
OUAWAKT ¢ NOMOLLLIO hnsLl-XpoMaTorpadum Ha
cunvkarene ¢ XnopodhopMOM/3TaHONOM/KOHL,.
rmopokeugoMm ammonna 90/10/0,3 B kadecTBe
snweHTa. Bbixoa: 320 mr (20%) HasBaHHOMO B
3aronoBke coefHeHns: T. . 230-232°C; 3UMC
{70 snekTpoBOnbT) mM/Z  (OTHOCUTENLHAA
WHTEHCHMBHOCTB) 464 (75, M*).

Mpumep 34

N-{4-MopchonHoKapPBOHUNEHUN)-5-MEeTOKS
W-8-HWTpo-1,2,3 4-TeTparugpoHadTanH-2-kapbo
Kcammng

Cmech
5-MeTOoKCU-8-HUTpo-1,2 3 4-TeTparngpoHadTanu
H-2-kapBoHoBol Kucnotel (1,0 r, 4 MMmonb),
tonyona (20 mn), N,N-gumeTncopmammga (10
Kanens) U THoHWMxXNnopuda {1,5 mn, 20 MMOnk)
HarpeBaloT npu 60°C B TeueHue 1 uvaca.
PacTtBopuTens yaanswT B BakyyMe W OCTaTok,
pacTBOpPeHHLIA B MeTuneHnxnopuae (20 mn),
nobasnawT K pacTBopy
4-amuHoBeH3ounMopconuHa (820 Mr, 4 MMOrk,
onucaHHelr 8. Devlin JP. J. Chem. Soc.
Perkin Trans. I, 1975, 830-841) "
TpWaTMNamuHa (800 wmr, 8 w™mMmoOnbL) B
mMeTuneHxnopuae (30 mm) npu 5°C. Tlocne
nepemelLMBaHUs npu 20 °C B TeyeHWe 2 Yacos
nobaBnawT  BOAy, OpraHWudeckylo  chaay
OTAENSAOT, CylWaT, pacTBOPUTEN: YOansioT B
BakyymMme. MacnaHUCTLIA OCTATOK KPUCTANNUAYHT
3 ANA30MNPHUNOBOIo aschupal/sTmnagerara,
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nonydaa 1,2 r (Beixon 73%) HasBaHHOro B
3arofoBke coegUHEHWs B BWAE KPWCTANMoB: T.
n. 186-189°C; SMUMC (70 snekTpoBonbT) m/z
(oTHOCUTEeNbHaa MHTeHCUMBHOCTL) 439 (20, M +).

Mpumep 35

N-(mopthonuHokap&oHundeHwnn)-8-aMmuHo-5-
MeTokcK-1,2,3,4-TeTparngpoHacbTannH-2-kapbok
camug

PacTteop
N-{4-mopchonmHokapboHUNgeHnn)-5-MeToKoKn-8-
HUTPO-1,2,3,4-TeTparngpoHacdTanuH-2-kapbokea
mhaa (1,3 r, 2,8 MMONb) U AMTUOHWTA HATPKUA
(2,0 r, 11 Mmonk) B N,N-aumeTuncopMaMmas
(20 mn) 1 Boge (2,5 Mn) HarpeealT npu 85° B
TeveHve 3  dacoB. [locne  oxnaxgeHwA
peakyMoHHYI0 CMEeChb pacnpefensior  Mexay
BOOOW W sTUnauetaToM, basbl pas3gensiT W
opraHuydeckyto dasy NpoMbIBaT ABaX ALl BOOOW
M BeINApWBAOT B BakyymMe. OpraHuyeckyto asy
cywar w ynapueawT. Octatok obpabartbieakor
Anm3onpunoeeiM  acoupom, nonydas 310 mr
(Bbixcad 30%) HasBaHHOrCO B 3aronoBke
coeduMHeHMa B Buae kpucrannoe: 3UMC (70
SMNeKTPOBOMLT) miz (oTHOCUTENbLHAag
WHTEeHCUBHOCTR) 409 (100, M+).

[Mpmep 36

N-(MopdonmHokapboHundgeHnn)-8-(4-metun
nunepaswH-1-nn)-5-meTokcun-1,2,3,4-TeTparugpo
HadhTanuH-2-kapbokcammg

PacTBop
N-{mopthonuHokapSoHuNdeHnn)-8-aMmmHo-5-meT
okcn-1,2,3,4-TeTparngpoHadTanvH-2-kapbokcam
noa (280 M, 0,69 MMONb),
ouc(Z2-xnopatunmMeTrnaMuH rugpoxnopuaa (120
mr, 1,0 mmone) n rugpokapborata Hatpua (84
mr, 1,0 m™Mmons) B H-GyraHone (20 wmn)
HarpealoT npu 90° B TeueHne 5 vacos. Mocne
oxraxgeHuwa pgobaenawTt 2M rmgpokceua
aMMoHKA (10 MM) KU cMech HarpesaloT npu 50°C
B TeudeHwe 1 wvaca. OpraHudeckylo asy
BbINAPWBAKOT B BaKyymMe, OCTATOK OYMWAKT C©
NOMOLLEKD  hNall-XpomMaTorpadoMn Ha KOnoHkKe
cunukarens, WCNonb3ys B KadvecTBe 3MeHTa
XnopoopmM/3TaHON/rTMapoKcua aMMOHUA
(90;10:0,5), nony4asa 60 ml (18%) HaagaHHOMO
B 3aronceke coeduMHeHwa: JWMMC (70

SMeKTPOBOMLT) miz (oTHOCKTENLHAA
WHTEHCUBHOCTL) 492 (50, M+).
Mpumep 37

(R)-2-aMUHO-5-MeToKCK-8-(1-MeTrunnunepran
H-4-1un)-1,2,3,4-TeTparngpoHadTanuH

(R)-8-6pom-2-N,N-gnbeHannaMmmuHo-5-meToke
n-1,2,3,4-tetparngpoHachtanud (6,8 r, 16
MMOIb) pPacTBOPAKT B B6e3BogHOM
TeTparngpodypaHe (100 mn) B armocdepe
aszotTa. PactBop oxnaxgawoT Ao -78°C u no
kannamM gobaenaT H-OyTURNKUTUA (11,7 mn, 1,6
M, 19 wMmonb) B TedeHve 3 MUHYT. CMecb
nepemelwmBaloT B TedeHMe 5 MUHYT W
N-metun-4-nunepwgoH (5,4 r, 48 mMmonb)
nobaBnawT B TeueHWe 3 MUHYT. YBuparwrt
oxnaxgawowylo GaHwo, JalwT  Temnepartype
nogHsaTees go 0 °C, a 3aTeM peakuno racsT
aobapneHueM BoAbl.  Crou  paa3densioT,
OpraHnYeckuia CNOW cywar (MgS0Oy).
PacTeoputens ygansioT B BakyyMe, nony4yas
OCTaTOK, KOTOPLIA OYMWAKT KpWUcTannuaauuen
(atunaueTtat/rekcaH). Beixog 5,8 1 (77%): SUMC
(70  snekTpoBOnbT) Mz  (OTHOCUTENLHAA
WHTEHCUBHOCTL) 470 (2, M™). Kpuctannbl (4.6
r, 9.8 wMmMmMOnb) pacTBOpAKRT B TOmnyone,
no6aBnawT napa-TonyoncynsthoHOBY KACNOTY
(2,8 r, 15 MMONb) WM peakyWOHHYIO CMeCh
nepemMellnBaloT MNpW KANAYSHWA C 0BpaTHLIM
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XOMNOAWNBbHUKOM B TeueHue 8 YaccB Nod asoToM
C a3eOTPONHOW OTFOHKCW BoOAbl B Hacaaky
OuHa-Ctapka. OxNaxAeHHY  peakyUoHHY
cMecb npombiBaloT 2M  BOAHBIM - PacTBCPOM
rMapoKkcuaa HaTpus, dasel pasdensioT, cywar
{(MgSOy4), OUNETRYIOT K yNapueaT B BakyyMme,
nonyyasa ryctoe  macno.  3MMC (70
3MNeKTPOBOMLT) miz (oTHoCKTENLHAg
MHTeHoUBHOCTL) 452 (1, M™Y. Macno (0,6 T,
1,3 MMOIb) PAcTBOPAOT B pacTBope MetaHona
{30 mn) 1 Bogsl (15 mn) n gobaengawT chopmuraT
amMmmoHma (1,7 1, 26 mmone) 1 nannaania (0,3 1
10% Ha aKTMBMPOBAHHOM yrne). CMeChb KUNATAT
c obpaTHbIM XONOAWNBHUKOM B TedeHuwe 45
MUHYT, Nannaguii oTMWNLTPOBLIBAET.
PacTtBoputens BbinapvBalT B Bakyyme,
OcTaToK pacnpeaensoT Mexdy STUnaueTaTtom u
2M  pacTBOpOM  rMApoKcKOa  aMMOHWA.
OpraHudeckylo  daszy oOTAenswT, cywar
{(MgSO 1), DUNLTRYIOT K yNapuBakoT B BakyyMme,
nonyyaa 300 mr (Bbixon 95%) HasBaHHOMoO B
3aronoBke CoefUHEeHUs.
Mpumep 38
(R)-N-[5-meToKCK-8-(1-MeTUnnUNnepnanH-4-mn
m-1,2,3,4-TeTparnapo-2-HadhTnn]
-4-mopdonuHobeHaamng,
HaspaHHce B  3aronoBke
nonyyarkeT ua
(R)-2-amnHO-5-meToKCeK-8-(1-MeTunnunepranH-4
-un)-1,2, 3,4- teTparmgpoHadptanuHa, cnegys
obwemy cnocoby nonyyeHua M3 npumepa 16.
OuUCTKA Ha KOMOHKE CUMUKarens, UCnonbays B
KauecTBe aneHTa
MeTUNeHXNOPUL/STaHOM/KOHLEHT PUPOBAHHbIA
rmgpokeua aMmoHua (10:1:0,5) gaet 135 Mr

(Bbixca 53%) kpuctannos: T.n. 237-242°C (c

coegHeHne

pa3noKeHuem); [a]%—?‘ (c=0,5, xnopodopm),
SNMC (70 aneKTpoBONbLT) M/z (OTHOCUTENLHAA
WHTEHCUBHOCTL) 463 (15, |VI+).

Mpumep 39

Xpomartorpacbuyeckoe nonyqeHne
3HAHTUOMEpPOB
N-(4-MmopdhonuHoceHun)-8-(4-MeTunnunepasvHu
n)-5-meToKken-1,2,3,4-TeTparngpoHath TanmH-2-ka
pbokcamunia

N-{4-mopdonnHodeHnn)-8-(4-meTnnnunepas
WHWM)-5-meToKeK-1,2,3 4-TeTparngpoHadTanuH-
2-kapbokcamung, (5 ™Mr) pacteopawoT B 4 Mn
3MOEHTa, COCTOAWEro W3 aueToHUTpUna wu
docchatHore  Oycepa ¢ pH 3,0, p=0.1
(62,637,656 o©bbem/obbem). 3TOT  pacTBOp
ovnwaoT Ha konoHke Nucleosil 7 Cqg (256250
MM) C BblllenpyBedeHHOR MOABMNKHOA ha3or
N9 yoaneHus nocrnedHWx Srupyowuxcs
3arpsasHeHnin. CobpaHHble pakunn OCHOBHOTO
KOMMOHEHTa KOHLUEHTPUPYIOT NPKU NOHUKEHHOM
JABNeHWK npn 35-39°C. OcTatok pacTBOPAT B
30 mn aneHTa, cocToAwere w3 10 mM auertaTta
aMMOHWA, AWSTUNAMWHA WU YKCYCHOR KMCNOTEHI
(4000+2+2, obbem/obbem/obbem, pH 5,26), ©
XupansHoe nonynpenapartuBHOE MonyYeHne
3HaHTMOMEPOB
N-(4-MophonuHOeHUN)-8-(4-MeTunnunepasmHmu
n)-5-meToKen-1,2,3,4-TeTparngpoHachTanuH-2-ka
pbokcamnia BelASNAT HA NonynpenapaTUeHOR
konoHke Chiral AGP (104150 MM), WCnonbaya
NPEeaKONOHKY, 3aMN0MNHEHHYH TOW we
cTaunoHapHoi tasoid. Menonbsyetca ckopocTb
npoTeKaHWA 20 MIU/MWUH WM JaHHble
PErUCTPURYIOTCH NpK 280 HM. ®pakumm oboux
3HaHTMOMEpOB  cOGMpaloT  pasgentHo M
KOHLUEeHTpUpylT do obbema okorno 5 mn npu

NOHMKEHHOM  JaBneHWy npu  35-39°C.  pH

10

15

20

25

30

35

40

45

50

56

60

-36-

KOHLIEHTPUPOBAHHLIX  (bpakynMii  AOBOAAT [0
10-11 ¢ nomoweo 5SM NaOH K skcTparvpyroT
xnopocpopmoM.  [IBe  opraHudeckue  asbl
NpoOMbIBAKOT  BOAOW KW cywar  6e3BofHbIM
cynbchatoM MarHus. Nocne cdounsTpauun Yepea
cTeknoBaTy CpraHuyeckue douneTpaTh
ynapuvealoT B Bakyyme, nonyvad  Adea
3HaHTWOMepa B BMAE ABYX XKeNToBaTbIX TBEPAbLIX
BELLEeCTB.

Mpmep 40

(R-2-N,
N-onbeHannammHo-5-(1-ruapokcnatin)-8-(4-met
nnnwunepaswh-1-un)-1,2,3,4-TeTparngpoHadtanu
H

(R)-5-6pom-2-N,
N-gnbeHannammHo-8-(4-meTunnunepasuH-1-un)-
1.2,3 4-teTparmpgpoHactaniH - (14 1, 28
MMCINb) pPacTBOPAKT B CBEXeneperHaHHOM
TeTparngpodypaHe (100 M), NPOMLIBAIOT TOKOM
aproHa W oxnaxgawT go -78°C. K pacteopy
JobaenawTt TpeT-OyTunnuTniA (2,6 mn, 1,4 M B
neHTare, 3,7 MMOMb) W KpacHOBATLIA pacTBOp
nepeMeLlLMBaloT Npu TeMNepaType oKpyKarwLei
cpedel B Tedenwe 10 mwumHyT. [JoGaBnswoT
auetanederna (320 Mk, 57 MMOMb) W
pPeaKkLMOHHYIO CMeCh NepemMellBaloT npu -78°C
B TeyeHve 10 MWHYT, npu 0°C B TedeHve 2
4acoB W MPY KOMHATHOW TemnepaType B Te4eHWe
10 muHyT. Peakuymio racat  BOAOA M
pacTBOPUTENL BLINAPUBAIOT B BakyyMe. OCTaTOK
pacnpedensioT Mexay OWSTUNOBbIM 9UPOM
(100 mm) 1 2M NHz (20 mn) 1 BogHylo dasy
SKCTPArupyT AMSTANOBBIM  3chUpomM (20 mMn).
O6LegMHEeHHbIE OpraHUdeckue CNoW NPOMbIBaKT
HaCLIWEeHHBIM coneBbiM pacTeopoM (20 mn) 1
cywar (MgSQO,). PactBopwutens BbiNapwearoT,
nonyyana 2,0 r celporo npogykra. OuueHne Ha
KOMOHKE cunuKarens, ¢ WCNons3oBaHWeM B
Ka4yecTBe SnieHTa XNopodopM/MeTaHON/KOHL,
NH3 (©5:5:0,5), gaer 910 wmr (Bbixog 68%)
Ha3BaHHOTO B 3AronoBke cOedWHEHUs B BUOe
KentoBaTol neHel; ESI m/z (oTHocuTensHas
WHTeHcuBHOCTL) 470 (100, M+1).

Mpumep 41

{R)-2-aMWHO-5-3TUN-8-(4-MeTUINunepasnH-1-
nn)-1,2,3,4-teTparngpoHadTanuH

(R)-2-N,
N-gudeHannamMmnHo-5-(1-rugokcnatun)-1,2,3,4-te
TparmpgpoHadptanuH (1,6 r, 3,4 MMOnb)

pacTBROPAKT B YKCYCHOR kucnote (80 mn) w
nepemMelLnsaoT npu 100°C B TeYeHUe 2 Yacos.
Pacteoputens BbiNapuMBalT B BakyymMe W
OCTATOK pacTBOpAT B MeTaHone (150 mn).
Lobaensior nannagui (10%) Ha
akTuBMpoBaHHoOM yrne (600 Mr) »n pacrtBop
nNpombIBADT  MNOTOKOM  a3ota. K pacTeopy
Jobaenawt dopmrwar aMmmMmoHna (1,7 r, 28
MMOJIb) W PEaKLWOHHYIO CMECh NepemeLLnBaioT
npu B65°C B TeueHue 2 uacoe. KaTanwusaTtop
OTPUNBTPOBLIBAIOT, PACTBOPUTEND BbINAPUBAIOT
B Bakyyme, norydas 1,3 r colporo npogykra.
OcTaroK pacnpefnensior Mexay
meTuneHxnopuagom (120 mn) v 2M NH3z (30
Mn). OpraH14ecky o haazy NPOMEIBAKOT
HacbIWEeHHBIM coneBbiM pacTeopoM (20 mn) u
cywar (MgSQ,). PacteBopuTens BeiNnapueakoT B
Bakyyme, nonyyaa 740 wMr (Bbixon 79%)
Ha3BaHHOro B 3aronoBKe coeinHeHWs B BUAS
Benoro NONyKpUCTanNIMYecKoro TBEpPAOro
Belectea: SWMC (70 anekTpoBonskT) m/iz
(OTHOCUTENBHAA UHTEHCUBHOCTL) 273 (24, M ™).

Mpumep 42

{R)-N-[5-371n-8-(4-meTunnunepasnH-1-un)-1,
2,3, 4-TeTparngpo-2-HadpTin]
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-4-mopdonuHobeHaamng,
4-MOPONNMHOOCEH3ORHYIO  KACNOTY (64 M,
0,31 ™Monb) pacTBoOpAlT B cyxom N,
N-oumetundopmamuae (1 mn), gobaendwor
1,1-kapboHungrummgasen (52 mr, 0,32 Mmonb).
PeakUWOHHYI0 CMECh NepeMellMBaloT npy 75°C
B TeveHWe 1 Jaca M oXnamdalT 40 KOMHAaTHOH
TeMNEepaTypbl. HoBaenatT pacTeop
(R)-2-aMWHO-5-3TUM-8-(4-MeTunnunepasnH-1-un)
-1.2,3,4-teTparngpoHachtanyH (80  mr, 0,29
MMons) B cyxoMm N, N-gumetundopmamunge (3
MIT), PEaKUMOHHYI0 CMechb nepemellMBaloT npu
KOMHATHOW TemnepaTtype B TedeHue 14 yacos.
PacTBopWTENL BEIMAPUBAIOT, OCTATOK cyllaT B
BaKkyyMe. ChIPOA NPOOyKT OYULWAKT ¢ NMOMOLLLIO
npenapaTtuBHon TCX Ha cunukarene, UCnonb3ys
B KaJecTBe aMoeHTa XNopodepM/MeTaHON/KoHL,
NHj5 (95:5:0,5), nonydyas 85 mr (Bbixon 59%)
Ha3BaHHOIO B 3aroONOBKE COEAWHEHUS B BUOE
fenoro TeepAcro Beulectea:  T. nN. 234°C
{(pasnox), OWMMC (70 anekTpoBONLT) Mz
(oTHOCKWTENBHAA MHTEHCUBHOCTE) 462 (27,

My, [@%-48“ {c=0,09, xnopodopm).

Mpumep 43

(R)-N-[5-3TUn-8-(4-meTunnunepasmH-1-un)-1,
2,3 4-TeTparngpo-2-HacTin]
-4-mopdonnHokapboHuMn)beHzammg

4-MopHOnMHOKapOOHUNBEH30AHYI0  KUCHOTY
{180 wmr, 0,77 mmonb, onucaHHyio B: J. Med.
Chem. 1994, 37(26), 4538-4554) u 1,1
kapboHunanmmmaaszon (130 wmr, 0,80 mmons)
pacTBopaloT B cyxoM N,N-gumeTtundopmammnie
W nepeMewMBaloT npu 75°C B TeueHue 2
Jacoe. [locrne oxnaxgeHWs 4O KOMHATHOR
TemMneparypeil pobasnawor pacTBop
(R)-2-aMWHO-5-3TUM-8-(4-MeTunnunepasnH-1-un)
-1.2,3,4-teTparngporachtanvHa (200 wmr, 0,73
MMOnb) B cyxom  N,N-aumetundopmamMuie,
PeakLMOHHYIO CMEeCh NepemMellBaloT B TeYeHne
60 wvacoB. PacTBopuTent BhINApPUBAKT B
BaKyyMe W OCTaToK pacnpedensaT Mexay
MeTuneHxnopugom (60 mn) n 2M NHs (5 mn).
OpraHuyeckyo aay npoMbIBalT HaChILEHHLIM
coneBbiM pacteopoMm (10 mMn) W cywar
(Na 2504). BrinapueaHWe pacTBOpUTENA B
Bakyyme gaet 360 mr cbiporo npogykra. O4ncTka
C NOMOLLbLK KOMOHOYHOW XpomaTorpaddiK Ha
cunukarene c WCMNonb30BaHWEM B KaqvecTBe
aMeHTa XNopodopM/MeTaHOo/KOHL,.
NH 3 (85:5:0,5) paetr 240 wmr (Bbixog 65%)
Ha3BaHHOIMC B 3aronoBKe cCoedWHEeHWA B BuAe
Genoro TBepAoro Bellectea: T.M. 213-214°C;
OUMC (70 snekTpoBonbT) mMiz (OTHOCUTENLHAA

WHTEHCUBHOCTL) 490 (27, M™;
21

[ «]P -28° {c=0,15, xnopodopm).
Mpumep 44
(R)-2-N,

N-aubeH3nnamMnuHo-5-Anh TopMeTOoKCH-8-(4-MeTH
nnunepaswH-1-un)-1,2,3,4-teTparngpoHadTanuH
K pacteopy

{R)-2-N,N-ounbeH3annaMmHo-5-rnapokcn-8-(4-met
nn-nunepaswH-1-nn)-1,2,3 4-teTparngpoHadTan

mHa (1 1, 2,3 MMone) B 2-nponadone (75 mn)
pobaenawT rugpokend Hatpua (2,8 1, 69 MMonk)
npWv nepemelwnBaHKMK noka Bonkslwas Jactb He
pacTeopuTtes (1,5 daca), peakyMoHHYH CMEeCh
HarpeBaloT Jo 65°C. XnopaoudTopmeTaH
nponyckawT Yepes peakUMOoHHbLIA pacTBop NpK
SHEePrAYHOM nepemMellMBaHUKM B TedeHue 6
MUWHYT, PEaKUWOHHOW CMECW [alT OCThITb A0
KOMHaTHOR TemnepaTypbl. PeakuMoHHYl CMech
DUNETPYIOT, pacTBOpPWUTENE  BbiMapueawT B
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BaKyyMe W OCTaToK pacnpedensiT Mexay
ON3TUNOBBIM 3pUpoOm % BOAOW. daabl
pasfensaioT, opraHudeckyld  chasy  cywar
(Na 2S0;4), hunbTRpyOT U yNnaprealoT B BakyyMe.
OuncTka Ha  KOMOHKe  cunukarens G
WCNONB30BaHKeM B KadecTBe  anioeHTa
xnopodpopm/aTaHon, HackelwerHsle NHz (100:
1) paetr 230 wMr (Bbixon 21%) rycreoro
21

beclpeTHoro macna: [o]p+119° (c= 0,5
xnopodcopm). IMAMC (70 snexkTpoBonsbT) miz
(OTHOCMTENbHAaA MHTeHcHBHOCTL) 491 (1, M™);

[Mpumep 45

(R)-Z2-aMWHO-5-AnPTOpMETOKCK-8-(4-MeThNN
nnepasuH-1-un)-1,2,3,4-teTparngpoHadTanuH

HaspaHHOe B  3aronoBke  coefUHeHWe
nony4aroT 13
(R)-2-N,N-grbeHannamMmHo-5-4npTopMeToKCKH-8-
(4-meTnnnnepaszun-1-un)-1,2,3,4-teTparnapoHa
thranuHa, cneaya obuwemy cnocoby nonydeHud
13 npumepa 10. Bbixoa 67 mr (42%) rycroro
OecupeTHOro macna: IUMMC (Y0 aneKkTpoBONbT)
m/z (OTHOCUTENbHAA WHTEHCMBHOCTL) 311
(28, M,

Mpumep 46

{R)-N-[5-onbTOpMETOKCH-8-(4-MeTUnnNMnepas
nH-1-nn)-1,2,3,4-TeTparngpo-2-Had Tunl-4-mopd
onuHobeH3amug

HaspaHHOE B
nony4arT 13
(R)-2-aMWHO-5-andDTOPMETOKCK-8-(4-MeTunnune
pasvH-1-nn)-1,2,3,4-TeTparngpoHadTanvHa,
cnedys oBwemy cnoceby nonydeHnsa uwa
npumepa 25. O4MCTKa Ha KOMCHKEe cunukarens ¢
ncnone3oeaHuem B KayecTBe  3MOEHTa
xnopodpopm/ataHon ¢ NHs (100:3) gaet 26 wmr
(BbIXOO 24%)2 Oenblx  KpucTannoe:  T.M.
222-223 °C; [a]D-51° (c=l, xnopochopm); SNMC
(70 snekTpoBONbT) Mz  (OTHOCUTENLHAA
WHTEeHcUBHOCTL) 500 (0,9, IVI+);

Mpumep 47

{R)-2-N-[8-(4-meTvnnunepaanH-1-1nn)-1,2,3,4
-TeTparunapo-2-HadhTun]-4-TpuchTopMeTunteHsa
M4

K oxnaxgeHHomy NbAoM pacTtBopy
(R)-2-amuHo-8-(4-meTunnunepasnH-1-un)-1,2,3 .4
-TeTparngpoHadtanuia (110 mr, 0,44 MMONE) U
TpuaTunamuHa (91 wmkn, 0,66 m™Mmonb) B
MeTuneHxnopuae (20 mn) go6aBnaoT No Kanmisam
4-(TpudpTopmeTnbeHaounxnopus (96 mr, 0,46
MMOnNb) B MeTuneHxnopwae (5 mn). lNocne
JobaBneHns peakuWoHHbLIA pacTBOR OCTABNANT
nepeMeLLnBaThLCA npwu TeMmnepartype
oKpyxXaloweh cpedsl B TedeHne 15 MUHYT 1
3aTeM npomblBaloT  pa3baeneHHblM  BOOHbLIM
pacTBopoM ruapokapboHarta Hatpus. Pasbl
pasgensior, opraHuadeckyw pasy cywar
(Na 2504), PUNLTRYIOT K yNnaprBealoT B Bakyyme,
nony4yas colpol NPOoAyKT, KOTOPLIA O4WLLAKT Ha
KOMOHKE cunmKarens ¢ WCnonb3cBaHMeM B
KauecTBe  aneHTa  xnopodopmMalstaHona,
HacblWeHHbIX NHa (100:2). Beixea: 150 mr (81%)
Ha3BaHHOMC B 3aronoBKe COedWMHEeHWs B BuAe

oenbix KpWUCTarsos: T.M. 203-204°C;

2
[oc]ﬁi-20° (c=1,0 xnopodhopm); SMMC (70
3MNEeKTPOBOLT) miz (oTHOCKTENBHAA
WHTeHcKBHOCTL) 417 (10, M+);

Mpnmep 48

{R)-N-[5-6pom-8-(4-meTnnnunepasmH-1-unj-1,
2,3 4-TeTparngpo-2-HapTin]
-4-TpupTopMeTUNOeH3ammng,

(R)-N-[8-(4-meTnnmMnepasunH-1-un)-1,2 3 4-1
eTparngpo-2-HakoTun]-4-TpudpTopMmeTndeHsamm

3aronoBke coegHeHne

27194696 C2

RU



969¢v61L1L<ZC NA

[ARS)

O (80 wmr, 0,19 mMonb) U auetar HaTpud (200
M) PacTBOPSAIOT B YKCYCHOW KMcnote (3 M) u
CMecb  MepeMellMBaldT  MpW  KOMHAaTHOR
Temneparype. K peakuMoHHOR cMecu
ooGaenawT no kannam Gpom (34 mr, 0,21
MMOIL), CMech nepemeLLnBaioT npwu
TeMneparype okpyxawleh cpeisl B TedeHve 2
vaceos. HoGasnawT ZM pacTBop ruapokchia
Hatpua (100 mn), c©Mecb SKCTparnpyroT
ANSTUNOBLIM 3prpoM (2450 Mn).
ObbegUHEHHLIR opraHUYeckKin Cror cywar Hag,
Be3BodHEIM CynbhaTtoM HaATPUA, PUNETRYIOT U
KOHLEHTPUPYIOT B BakyymMe. OYUCTKa HA KONOHKE
cunukarens ¢ WCNonb3oBaHWeM B KayecTee
3r0eHTa MeTUNeHxnopuaa/sTaHona,
HacbIWweHHbIx NH3z (94: 6), gaet 80 Mr (Bbixof,
85%) HasBaHHOrO B 3aronoBKe COBAWHEHUS B
Buae ©Genoro TBepAoro  BellecteBa:  T.M.
229-230°C; [u]Dp-54° (c=1,0 xnopcdchopm);
SMMC (70 aneKTpoBONbT) M/Z (OTHOCUTENBEHAaNA
WHTEHCUBHOCTL) 495 K 497 (3, M");

Mpumep 49

(R)-2-N,
N-gubeHannamMmHo-5-MeToKCUMeTUN-8-(4-MeTun
nunepaswH-1-un)-1,2,3 4-teTparngpoHadTanuH

(R)-5-6pom-2-N,
N-AubeH3nnamMmnuHo-8-(4-metunnunepasuH-1-un)-
1.2,3 4-teTparngpoHactanmd (400 wmr, 0,79
MMCINb) PacTBOPAKT B CBENESNeperHaHHoM
TeTparngpodypaHe (40 M), NpOMLIBAIOT CTPYEA
aproHa WM oxnaxgalwT o -78°C. K pacteopy
pobaenaoT TpeT-OyTUNNUTHA (740 Mkn, 1,4 M B
neHtane, 1,0 Mmonb). KpacHoBaTblid pacTBOp
nepemMeLLnBaloT NpK Temnepartype OKpyXaloLen
cpedel B TedeHwe 10 muHyT. HoGasnsiwor
OpoMMEeTUNIMETUNCBLEIA adMp (65 mkn, 0,79
MMOMb), pPeakLWoHHYI0 CMech nepemMellnBaloT
npu -78°C B TeueHwe 1 uvaca, npu 0°C B
TeveHKWe 1 Yaca 1 Npu KOMHATHORW Temneparype
B TeueHwe 10 MWUHYT. Peakuuo racat BOAOWA,
pacTBOpUTENb BblNapKUBAaIoT. Ocrarok
pacrnpedensaT Mexay AMaTHUNoBeIM achupom (70
Mn) M 2M NHsz (15 mn), BOAHBLIA  CNOR
KCTPATMPYT AMSTUNOBBIM ahmpoM (20 mMn).
ObbeArHeHHble opraHWyeckue cCron NpoMblBaloT
coneBblM pacTteopoMm (15 mMn) W cywar
{(MgSO 4). PacTBOpUTENS BHINAPWBAIOT, NOMyYas
330 mr celporo npogykra. O4MCTKA Ha KONOHKe
cunukarens ¢ WCNonb3oBaHWeM B KayecTee
aMeHTa XnopodbopMa/MeTaHoNa/KoHL,.
NH45 (250: 5. 0,5) mu (180:5.0,5) paer 160
Mr (Bbixod 43%) HasBaHHOrO B 3aronoBKe
coefUMHEHKA B BAAE KenToraToro macna: 3VMMC
{70 snekTpoBOnbT) mM/Z (OTHOCUTEMNLHASA

MHTEHCUBHOCTL) 469 (4, M™); [oc]2|:T1+33° (c=0,13
Xxnopodopm);

Mpumep 50

(R)-2-amnHO-5-MeToKCUMETUN-8-(4-MeTrnnmn
epasuH-1-un)-1,2,3 4-TeTparngpoHad TanmH

(R)-2-N,
N-oubeH3nnaMmnHo-5-METOKCUMETN-8-(4-MeTin
nunepaswH-1-nn)-1,2,3 4-TeTparngpoHadTanH
(160 mr, 0,34 MMOMNL) PAcCTBORAKT B METAHOMNE U
pacTBop NpPOMBIBAIOT NOTOKOM asoTa.
HoGaenatoT nannagui (10%) Ha
akTuBMpoBaHHOM yrne (80 mr) wn  dopmunat
aMeHua (170 wMr, 2,7 MMOnk). PeakyWoHHbIHA
pacTBOp nepemellnsaloT npu 65°C B TeueHue 2
4acoB. Karanuaatop OTCPUNETPOBLIBAKT,
pacTBOPMTENE BHINAPUBAKOT B BaKyyMe, nomnyyas
97 ™r ceipocro npoaykra. OuUCTKA C MOMOLLbH
npenapatuBHon TCX €  WCnonb3oBaHWeM B
KadecTBe  aneHTa  xnopodopmalsTaHona,
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HacbIWeHHbIX aMMmuakom (8. 1), maer 72 wmr
(Bbixog 73%) HasBaHHOrO B 3aronoBke
coefMHeHWd B BWAS MONYTBEpAOro BellecTsa:
OUMC (70 snekTpoBonbT) mMiz (OTHOCUTENLHAA
MHTEHCUBHOCTE) 289 (40, M™); [q]§-10° (c=0,06
xnopodopm);

Mpumep 51

{R)-N-[5-meTOoKCUMETUN-8-(4-MeTnnnunepasm
H-1-un)-1,2,3,4-TeTparugpo-2-HachTrn]-4-mopdo
NHoBeH3aMMa

4-mophonMHobeH30RHY0  Kucnoty (54 mr,
0,26 MMcnb) pacTBOpSKOT B cyxom N,
N-oumetundopmamuae (1 mn) v gobaenawt
1,1'-kapboHungnnmmngason. PeakynoHHy cmech
nepemelLnBaloT npn 75°C B TeueHne 1,5 yacoe
W OXNaXgawT A0 KOMHAaTHOW Temneparypbl.
HobasnatoT pacTteop
(R)-2-aMUHO-5-MeTOKCUMETUN-8-(4-MeTHNNunepa
auH-1-un)-1,2,3,4-TeTparugpoHadgpTannHa (72
Mr, 0,25 MMOIb) B CYXOM
N,N-aumeTundopmammnge (3 mn). PeakynoHHyo
CMEeCb  MepemellnBaloT  MpW  KOMHAaTHOW
Temneparype B TeyeHue 15 yaces.
PacTteoputens BbinapueawTt, nonyyaa 160 mr
colporo  npofAykta. OuucTka € MOMOLLLH
npenapatneHcord TCX € WCNonb3oBaHWem B
KauyecTBe amneHTa XNopodhopmMal/sTaHena/KoHL,.
NH3 (9550,5) gaer 95 wr (Boxog 80%)
Ha3BaHHOIO B 3aronoBKe CoefnHeHWs B BUAS
TBEpdoro BellecTBa: T.n. 200°C  (paanox);
(BMMC (70 sneKkTpoBOMLT) MIZ (OTHOCUTENLHAA

MHTEHCUBHOCTL) 478 (7, M™); [0{,]%_1-460 (c=0,12
xnopodopm);

Mpumep 52

(R-2-N,
N-gubeHannaMmMHO-5-rnapoKCUMETUN-8-(4-MeTKun
nunepaswH-1-nn)-1,2,3 4-TeTparngpoHadTanuH

{R)-5-6pom-2-N,N-gnbeHannammHo-8-(4-MeTu
nnunepaauH-1-un)-1,
2,3.4-tetparngpoHachtanuH (800 mr, 1,6 MMons)
pacTBopaoT B cBeXeneperHaHHom
TeTparngpodypaHe (80  mn), nNpombiBaKOT
NOTOKOM aproHa W oxnaxgawT go -78°C. K
pacTeopy AobasnsioT TpeT

Gytunnutnia (1,5 mn, 1,4 M B neHTaHe, 2,1
MMOINb), PeakUUOHHYKD CMEChb NepemellnBaloT
nev KOMHATHOW Temnepatype B TeudeHue 10
MUHYT. HdobaenawT meTunxnopdopmMmar (250
MK, 3,2 MMOMb), pPEeaKkUWOHHYH  CMECHb
nepemMelLnBaloT npu -78°C B TedeHne 50 MUHYT
n npu 0°C B TedeHue 1 vaca. Peakuuio racart
BOOOW, PacTBOPUTENL BLIMAPUBAIOT B BaKyyMme.
OcTaToK pacnpefensaioT Mexay AWSTUNOBbIM
achupom (90 mn) wm 2 M NHz (15 wmn).
OpraHnMYecknin Croid NPOMbIBAKOT HACLILLEHHLIM
coneebiM  pacTeopoMm (10 mn) W cywart
(MgS0O 4). PactBoputens BbiNapuveawT B
Bakyyme, nonydana 770 Mr cbliporo npogykra.
Ounetka c NOMOLLEHO KOMOHOYHOR
XpomaTtorpagui Ha cUnukarene c
MCNoNb30BaHUEM B KadectBe  SMOEHTa
xnopodgpopma/ataHona/koHy. NHz (2500 &
0,5) Jaet 610 Mr
(R)-5-kapbokcrmeTnn-2-N,N-gnbeHannaMmHo-8-(
4-meTunnunepasuH-1-un)-1,2,3 4-TeTparngpoHa
chranuHa {coaepxallero 13%
COOTBEeTCTRyWOLWero 5-sogopogHoro aHanora) B
Buae  kKentoeatoro  macna:  3MMC (70
SMNeKTPOBONLT) miz (oTHOCKUTENBLHAA
WHTEHCWMBHOCTE) 483 (1, M™Y). MeTtunosebli
CNoxHbIA schup (610 Mr, 1,1 MMOnL) pacTBOPAKOT
B CBeXeneperHaHHOM TeTparngpodypaHe (35
Mmn), goGaenawT anoMorngpug nutua (120 wmr,
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3.1 MMOINb). PeakynoHHy0 CMECb
nepemelLnBaloT npu 45°C B TeueHne 2 Yacos G
nocneqylWmMM  OXNaKAeHWeM [0 KOMHATHOH
Temnepartypbl. Peakuuo racat Boger (120 mkn),
15% NaOH (120 wmkn) w BogoW (240 min) c
nocneqywlmuM nepeMellMBaHieM B3BECU MpU
KOMHaTHOW Temnepartype B TedeHue 2,5 4acos.
Ocafok  OTWUNLTPOBLIBAKT,  PacTBOPUTENb
BbiNapWBakoT B Bakyyme, nonydas 730 Mr chiporo
npodykra. O4WcTKa C MOMOLLBKD  KONOHOYHOR
Xpomarorpacum Ha cunukarene c
MCNONbL30BaAHWEM B Ka4yecTBe  anweHTa
xnopodcopma/metaHonal/koHy. NHsz (95, 5:0,5)
Jaetr 360 Mr (Bbixon 50%) HasBaHHOTO B
3aronceKe coeguvHeHusa B Buae Oenoil neHbi:
OUMC (70 anekTpoBONbLT) M/z (OTHOCUTENLHAA
WHTEHCUBHOCTE) 455 (1, M™); [a]%+44“ (c=0,12,
xnopodopm).

Mpumep 53

(R)-2-amuHe-5-MeTUn-8-(4-MeTunnunepasnH-
1-un)-1,2,3 4-TeTparngpoHacTanunH

(R)-2-N,
N-gubeHannaMmuHo-5-rugpoKCUMeTUn-8-(4-MeTunn
nunepaswH-1-un)-1,2,3 4-teTparngpoHadTanuH
{360 mr, 0,78 MMONb) pacTBOPAKT B MeTaHone
(35 wmn), pgcbGaengioT nannaguidi (10%) Ha
akTuBMpoBaHHOM yrne (170 Mr) w pacrtBop
MpOMbLIBAOT  MOTOKOM  a3oTa. K pacTBopy
pobaenawt dQopMuar aMmmoHna (390 wmr, 6,2
MMCIb), PeaKkyWOHHYH CMecb NepemMelUnBaloT
MpW 65°C B TeueHWe 13 dacom. Katanuasartop
OTWUNBTPOBLIBAKT, PACTBOPUTENE YNApWMBAKOT B
BakyymMme, nonydas 220 mr ocratka. Celpoe
MTMAPOKCUMETUINEHOE COSWHEHWE PACTBORAIOT B
YKCYCHOW kucrote (25 wmn), pobasnsawor
nannaguid (10%) Ha akTueBMpoBaHHOM yrne (60
Mr), pacTBop NPOMbLIBAKT MNOTOKOM BOAOPOAA.
PeaKUMOHHYID CMeCb MAPOreHW3MpyroT npu
KOMHaTHOW TemnepaTtype U npu aTMochepHOM
JaBrneHWn B TeyeHne 4 vacos. Karanuaartop
OTHUNBTPOBBLIBAKT W A00ABNAIT HOBYIO MOPLIMIO
nannagua (10%) Ha akTuerposaHHoM yrne (160
MM € nocnegyrwer rvmgporeHusauned npu
KOMHaTHOW TemnepaTtype U Npu aTMocepHOM
JaBneHWn B TeueHWe 24 vaco. KaranusaTtop
OTOUNBLTPOBLIBAKOT " pacTBOpUTENb
BbINApUBAIOT B BaKyyme. OcTaToK
pacnpegenanT Mexay AnaTUnoBbIM sdupom (70
Mn) M koHY. NHz wn opraHudeckywo hasy
NPOMBIBAKOT HACILLEHHBIM CONEBBLIM PACTBOPOM
{5 mn). OpraHnyeckuid cnoid cywar (MgSQOy) u
PacTBOPWTENb BLINAPWBAIOT B BAKyyMe, NonyYas
120 mr (Bbixoa 61%) HasBaHHOro B 3aronoBke
COEAWHEHWs B BWAE NOMYKPUCTanNIMYecKoro
Benoro TteBeppeoro Bewectea: IMMC (70
3MNeKTPOBOLT) miz (oTHOCKTENBHAA
WHTEHCUBHOCTE) 259 (20, M™), [oc]%‘-']u (c=0,09,
Xnopodopm).

Mpumep 54

(R)-N-[5-mMeTnn-8-(4-meTunnunepasnH-1-un)-
1,2,3 4-TeTparngpo-2-HadTun]
-4-mopdonuHobeHzamng,

4-mophonmHOBEH30ARYK0  KcnoTy (92 wr,
0,44 w™Mmonb) pacTBoOpAlOT B cyxom N,
N-guMeTundopmamuae (2 MN) M NPOMBIBAKOT
notokoMm asota. K pacrtBopy Agobaenswor
1,1-kapBoHunguummugason (76 mr, 0,47 MMOML)
M DEAKLUOHHYID CMeck nNepemellnBaloT npu
75°C B TeyeHve 1,5 uvacoB. Pacreop
OXNaKAAT [0 KOMHATHOW — Temnepartypbl,
nobaenawoT
(R)-2-aMUHO-5-MeTUN-8-(4-MeTunnunepasunH-1-un
m-1,2, 3,4-tetparngpoHadranii (110 mr, 0,42
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MMOIb), pacTBOPEHHOro B CYXOM
N,N-oumetundopmamuge (2 mn).  PacTteop
nepeMeLLnBaoT NpK KOMHATHOW TeMneparype B
TereHne 30 vacoB. PacTBopuTens BLINAPWUBAKOT
B Bakyyme, nonyyas 220 Mr cbiporo npoaykra.
OuncTka © NOMoLWbK npenapatuBHoW TCX Ha
cunukarene C WCMNone3cBaHWeM B KadecTse
aneHTa xnopodopma/MmeTaHona/KoHL,.

NH 3 (95:5:0,5), paetr 145 wmr (Beixog 73%)
Ha3BaHHOIMO B 3aronoBKe coedWHeHWs B Buae
Genoro  TBepaoro BellecTRa: T.N.  >231°C
(paznox. ), OMMC (70 snektpoBonbT) m/iz
(OTHOCUTEMNBHAS MHTEHCUBHOCTL) 448 (3, M™); [a]

29_1-60“ {c=0,15, xnopodopm).

Mpumep 55

(S)-2-amnHO-8-6pom-5-meTokeK-1,2,3 4-TeTpa
rnapoHachTanuH

HaspaHHoe B 3aronoeBke cogfuHeHue
CUHTE3WPYIOT B COOTBETCTBUM CO CNOCOCOM K3
npumepa 21, ucnonsaya (S)-coopmy; SAMC (70
3MNEeKTPOBOLT) miz (oTHOCKTENBHAA
MHTeHeuBHOCTL) 257 (17, M*, 81Rp), 255 (20: M™
°Bp).

Mprmep 56

{S)-8-6pom-2-N,N-anbeHannammHo-5-MeTOKC
n-1,2,3 4-TeTparngporHadTanyH

HaszpaHHOe B  3aronoBke  cosgWHeHWe
CUMHTE3MPYIOT B COOTBETCTBUM CO CnocoboM K3
npumepa 22, ucnonbays (S)-coopmy; SUMC (70
3MeKTPOBONbLT) m/z (oTHocHUTENBbHAd
MHTEHCHMBHOCTL) 437 (38, M*, 81Rp), 435 (20: M™,
"°Br).

Mpumep 57

(8)-2-N,
N-oubeH3nnaMmHo-5-MeToKCK-8-(4-metunnunep
asuH-1-un)-1,2,3,4-TteTparugpoHacdTanuH

HaspaHHOoe B  3aronoBke  coefWHeHWe
CUMHTE3MPYIOT B COOTBETCTBUM CO CrnocoboM M3
npumepa 23, nenoneaya (S)-coopmy; IUMC (70
SMNeKTPOBOMLT) miz (oTHOCKUTENLHAA
WHTEHCUBHOCTBE) 455 (10, IVI+).

Mpumep 58

(S)-2-aMUHO-5-MeTOKCK-8-(4-meTunnunepasm
H-1-un)-1,2,3,4-TeTparngpoHadTanuH

HasgaHHoe B  3aronoeke cogfvHeHue
CUHTE3WPYIOT B COOTBETCTBUM CO CNocoCoM K3
npumepa 24, ucnoneaya (S)-cbopmy; SUMC (70
SMNeKTPOBOLT) miz (oTHOCUTENBLHAYA
WHTeHoBHOCTL) 275 (55, M™).

[Mpmep 59

{S)-N-[5-meToKcn-8-(4-MeTUnnnepasmH-1-un
)-1,2,3 4-TeTparngpo-2-HadTun]
-4-mopconMHOGeH3aMKnE,

HaspaHHoe B 3aronoeBke cogfuHeHue
CUHTE3WPYIOT B COOTBETCTBUM CO CNOCOCOM K3
npumepa 25, wucnonbayd (S)-chopmy: T.Nn.

229-232 o, [oc]zoi+48° (c=1,0; xnopochopm);
OUMC (70 sneKkTpoBoNbT) mM/z (OTHOCUTENLHAdA
WHTEHCUBHOCTBL) 465 (92, M+).

Mpumep 60

{R)-N-[5-rngpokcn-8-(4-meTrunnunepaanH-1-un
m-1,2,3,4-teTparugpo-2-Hachtin]
-4-mopconuHobeHsaMmng,

HasgaHHOe B  3aronoBke  COEOUHEHWE
CMHTE3WPYHOT B COOTBETCTBUK CO cnocotom ua
nprvMepa 25, ncnonb3ys NpoaykT us npumMepa 10:

T.n. 84-88°C; [a]%—46° (c= 1,0; xnopodchopmy),
OUMC (70 anekTpoBonbT) M/z (OTHOCUTENLHAA
WHTEHCUBHOCTL) 450 (32, M+).

Mpumep 61

(R)-2-N,
N-aubeH3nnamMmnHo-8-(4-6eHzunnunepasuH-1-un)
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-1,2,3,4-TeTparnapoHadTanuH

Pacteop (R)-2-N,
N-aubeH3nnamMmnHo-8-6pom-1,2,3,4-TeTparnapoH
acTanvHa (58 r, 0,14 MOnNb),
N-6eHamnnunepasnH (31 r, 0,18 Mmonk), R-BINAP
(6,7 r, 11 mmonk), Tpuc(anbeH3annMaeHaLeToH)
amnannagnia(0) (44 r, 48 mMmone) M
Tper-Oytokeng Hatpua (19 1, 0,2 ™Monb)
HarpesaloT B aproHe npu 100°C B TedeHWe 17
dacoB. CMecb OxnaxpawT Ao TemnepaTyphbl
oKpyXalowen cpedbl U QUNLTPYIOT Yepes Cror
uenuta. PacTeoputent yoandlwT UM ChIpol
OCTATOK O4YMLLAKT HAa KOMOHKE CUruKkarens,
MCNonb3ys B KavecTtee aneHTa
rekcaH/atunaueTat (4:1), nonyyaa 62 r (BeIXo4
86%) Ha3BaHHOMO B 3aronoBKe COEAVWHEHWH B

D
BUOe CBETNO-KOpPWYHeBOro macna. [wlzo =
+63° (¢c= 1, CHC13); SUMC (70 sneKTpoBONbT)

m/z {OTHOCUTENbHAA WMHTEeHCWBHOCTL) 501 (1,
M ).

Mpumep 62

(R)-2-N,
N-gnbeHannaMmnHo-5-6pom-8-(4-6eHannnunepas
WH-1-1n)-1,2,3,4-TeTparngpoHacbTanuH

K pacTteopy
(R)-2-N,N-gubeHannamuHo-8-(4-6eHannnvnepas
WH-1-un)-1,2,3 4-TeTparngpoHacbtanmHa (61 r,
0,12 monk) v auyertara Hatpus (148 1, 1.8
MONbL) B YKCYCHOW kucrneTe (2 n) npw
nepemelLnBaHumM aobasndot Gpom (24 1, 0,15
MOMb). CMeck nepemMelumMBaloT B TedeHwe 5
MWHYT NPW KOMHATHOW Temnepatype, pacTBop
ynapuvealoT B Bakyyme. OCTartok pacnpedenawT
Mexay OMsTUNoBbIM adrpom (1,5 n) 1 Bogoh (1
n).  OpraHudeckyiwo  cazy  cobupawor n©
IKCTPArMPYIOT BOAHLIM PACTBOPOM TMApPOKCUOA
Hatpusa (5 M), NpOMEIBAKOT COMERLIM PACTBOPOM,
cywar (NaSQy), chunsTpyloT WU BhINapyvealoT B
Bakyyme, nonyyaa 70 r KOpWUYHEeBOro macna.
Macno ouMWAoT Ha KOMNOHKe cunukarens,
nCnonb3ys B KavecTBe aneHTa
rentan/stTunauetart (5:1), nony4yaa 41 r (Beixop,
58%) Ha3BaHHOro B 3aronoBKe COeWHEHWH B

BMe macna. [oc]% = +19° (c= 1, CHC13), 3MMC
{70 snekTpoBOnbT) mM/Z  (OTHOCUTENLHAA
WHTEHCUBHOCTL) 579 1 581 (0,2, M+).

Mpumep 63

(R)-2-N,
N-aubeHsnnammHo-5-metTnn-8-(4-6eHzunnunepa
3uH-1-un)-1,2,3,4-TeTparugpoHadp TanvH

Pacteop (R)-2-N,
N-aubeHsnnammHo-5-6pom-8-(4-6eHsunnunepas
WH-1-1n)-1,2,3 4-TeTparngpoHacbtanmHa (35 T,
59 mmonb) B ©GeaBogHoM TeTparnapodypaHe
{650 mn) B atMochepe aproHa oxnaxgawT Jo
-70°C ¢ nocnemywowum  foBasneHnem  no
Kannam H-8yTunnnTKa (36 mn, 89 mmons; 2.5 M
B rekcaHe) B TeueHue 1 wvaca. Pacteop
nepemelLmBatoT npwn -70°C B TeueHne 2 4acoB K
MeaneHHo pobaengwt HogmeTtaH (9,3 1, 65
MMOIB), PaCTBOPEHHLIA B BeasogHOM
TeTparngpodypaHe 25 MI). PacTeop
BblAepKMBaOT npu -70°C B TeueHne 1 vaca u
3atem npu 0°C elle ogmH, Yac, a 3aTem racar
nobaeneHuem 2-nponaHona 8 MIT).
PacteopuTtenm BbIMApUealoT M OCcTaToK
pacnpedensaoT Mexagy Metunenxnopwaom (700
Mn) W Bogor (350 mn). OpraHWYecKUMid crci
cobupaloT W BogHylo a3y  SKeTparvpyloT
MeTuneHxnopugom (200 mn). OObegnHEHHYID
OpraHU4ecky o chazy cywart (NasS0Oy),
DOUNBTPYIDT KM ynapueawT, nofnydyaa 31 r
kopuyHeBoro wmacna. Macno ouvwaT  Ha
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KOMOHKE cUnukarens, WCnonb3ya B KadecTBe
sneHTa  rentad/gunstunoeelid  sdup  (5:1),
nonydaa 20 r (Bbixod 64%) HasBaHHOMO B
3aroncBKke coedMHeHWsa B Bunde macna. IVMMC
(70 snekTpoBOMbT) Mz (OTHOCUTENLHASA
WHTEHCUBHOCTB) 515 (2, IV|+).

[MNpumep 64

(R)-2-aMWHO-5-MeTUN-8-(nunepasuH-1-un)-1,
2,3 4-TeTparngpoHadTanuH

Cmeck (R)-2-N,
N-gabeHannaMmnHo-5-meTun-8-(4-6eHamnnunepa
3nH-1-un)-1,2,3,4-TeTparugpoHadranuHa (20 T,
38 mmonb), dhopmmnata ammoHmna (57 1, 0,98
mMonb) U 10% nannaguva Ha aKkTUBMPOBAHHOM
ymne (56 I KANATAT ¢ obpaTHbIM
XONOAUNBHUKOM B MeTaHone (2 n) B TeueHune 3
yacoe. CMmecb oxnaxgawT A0 KOMHATHOMR
TeMNepaTtypbl U PUMNLTPYIOT Yepea CNnoi LennTa.
PacTBop BbINApWBaOT B BaKkyyMe, OCTATOK
pacnpedensaT Mexay MetuneHxnopuaom (750
M) M BOOHbIM pacTeopoM amMmuaka (2M, 250
wmn). OpraHudeckyto chasy cobupaloT, BOAHYIO
chasy NOBTOPHO SKCTparnpyroT
meTuneHxnopuaom (250 mn). O6beauHeHHble
opraHuyeckue asbl cywar (NazS0y),
OUNETPYIOT W BEINARUMBAIOT B BaKyyMe, nonydas
8,8 r (BbIXOO 95%) Ha3BRaHHOMO B 3arcroBkKe
coeMHeHWs B Buae macna. Macno pactupaiaT ¢
ANSTUNOBLIM acpupom, nonyvas
CBETNO-KOPUYHEBLIE KpucTannsi: T.M.
204-205°C; BWMMC (70 aneKkTpoBoOnbLT) miz
(OTHOCUTENbHAA UHTEHCUMBHOCTL) 245 (31, M +).

Mpumep 65

TpeT-0yTUn-(R)-4-(4-metun-7-amuHe-5,6,7,8-
TeTparugpo-1-HathTun)
nunepa3sunH-1-kapbokcunat

PacTBeop
(R)-2-amuHo-5-meTun-8-(nunepasunn-1-un)-1,2.3,
4-teTparngpoHadTanuHa (8,3 1, 34 MMOnb) U
TpwaTunamuH (40 r, 40 wMMonb) B
MeTuneHxnopuae (2 n) oxnaxgawT 4o 2°C u no
kannam gotaensaot an-Tpet-BytunaukapboHar
(7,4 1, 34 MMonb) B MeTUneHxnopuae (250 mn)
B TeveHue 30 MUHYT. CMechk nepemellnBatoT npu
KOMHaTHOW Temnepatype B TedyeHwe 1 vaca, ¢
nocnegywwmM gobasneHeM BOAHOMO PacTBOpa
rmopokapbonata  Hatpua (500 mn).  daswl
pasgensior, opraHuadeckyw pasy cywar
(Na 2504), PUNLTRYIOT K yNaprBealoT B Bakyyme.
ChipoA  MpOOYyKT  OYMLLAKT Ha  KONOHKe
cunuKarens, WCnonb3ys B KaqvecTBe SMeHTa
MeTUneH-xnopua/metaHon/NHs (soa. )
(10:0,6:0,06), nonyyasa 3,7 r (Bbixo4 32%)
HA3BaHHOMO B 3arOnOBKE COEAWMHEHWS B BUAe
macna, KoTOopoe oTBepaeBaeT nocne
pacTUpaHua ¢ OUaTUIOBEIM achupom. IMMC (70
SMNeKTPOBOSLT) miz (oTHOCUTENBHAY
WHTEHCUBHOCTL) 345 (37, M+).

Mpnmep 66

{R)-N-[5-meTun-8-(4-TpeT-6yTunokcukapboHn
nnunepaamH-1-mn)-1,

2,3 4-TeTparngpo-2-HadpTun]-4-mopdonuHobeHs
aMua,

K pacTBopy 4-MopHONUMHOBEH30RHOA
kacnotel (2,5 1, 12 MMOMb, ONWCAHHOR B!
Degutis, J. ; Rasteikiene, L.; Degutinene,
A. Zh. Org. Khim. 1978, 14(10), 2060-2064) B
BessogHoM N,N-gumetuncpopmamuge (120 mn)
Aotaenatwt 1,1'-kapboHnnanmmmnaason (2,1, 13
MMOINb) YacTaAMK B aTMocdepe aproHa. Pacteop
HarpeBaloT fo 75°C B TeueHue 30 MUHYT W
3aTeM OXNaxgalwT OO0 KOMHATHOW TemnepaTtyphl.
K pacteopy gobaBndor no  kannam
TpeT-oyTun-(R)-4-(4-meTnn-7-amnHo-5,6,7,8-TeT
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parnapo-1-HadTun)nunepasuH-1-kapbokeunaTt
(3,7 r, 11 wmmone) B ©GeasogHoM N,
N-oumetundopmamuage (60 mn) UM CMechb
nepeMeLLnBaldT B TeueHWe 24 4acoB.
PacTBopuTens ynapuealoT B BaKyyme, ChIPOR
NPOOYKT CYULAEKT Ha KOMOHKE cunukarens,
NCNOIb3Y§ B KaqecTtBe aroeHTa
renTaH/sTunayetar (3:2), nonydas 4,2 r
(Bblxon 74%) HasBaHHOrO B 3arornoBke
coefdvHeHus B Buge macna.
13C.AMP (75 My, CDC15) § 166; 155
163, 135; 132; 130; 128; 128; 125; 117; 114,
79: 66; 52; 48; 45; 32: 28 5; 29,5; 26; 19.
Mpumep 67
(R)-N-[5-meTnn-8-(nunepasunH-1-1n)-1,2,3 4-
TeTparugpo-2-Hachtun] -4-mopdonnHobeHsamug
K pacteopy
{R)-N-[5-MeTuUn-8-(4-TpeT-6y TUNoKCHUKapBoHWUN-N
wnepasuH-1-un)-1,2,3,4-TeTparngpo-2-HacpTnn)]
-4-mopdponuHobeHaamuaa (4,2 r, 7,9 MMmons) B
meTuneHxnopuae (390 mn) npu 5°C noGasnsoT
TPUDTOPYKCYCHY Kucnoty (12 mn). PacTteop
nepeMeLLnBaoT NpyM KOMHATHOW TeMneparype B
TeyeHWe 24 4acoB W pacTBoOpWTerb ynaprnearwoT B
Bakyyme. OcCTartok pacnpefensioT Mexay
mMeTuneHxnopuaom (250 mn) m 5 M BoOAHbLIM
pacTBopOM rmapokcuga Hartpua (100 mn, pH
10-11). OpraHuyeckyo casy cobuparT, BOOHYHO
chaszy NOBTOPHO SKCTPArMpyHT
meTuneHxnopugom (100 mn). O6bedWHEHHYIO
OpraHU4ecKy hasy cywar (NazS0y),
DUNBETPYIOT W ynapyvealT B Bakyyme. Cblpoi
NPOOYKT OCHULWAEKT Ha KOMOHKE cunuKarens,
MCnonb3ys B KavecTBe aneHTa
MeTuneHxnopug/metaHon/ NH3 (BOOH.)
(10:0,8:0,08), nonywaa 3,2 r (Beixog 92%)
Ha3BaHHOIMO B 3arONOBKE COEdMHEHWS B BUAe
macna, KoTopoe KpucTannuayoT
{CBETNO-KOPWYHEBLIE KPWCTAnNmMbI), pactupas B

avaTUnoBoM achupe: 1.0, 207-210°C [of20 =
-57 ° (¢=0,5, CHC13); OQMMC (70 anekTpoBonbT)
m/z  (OTHOCWTENbHAA WHTEHCMBHOCTL) 434
(23, M,

Mpumep 68

(R)-N-[5-MeTnn-8-(4-meTunnunepasnH-1-un)-
1,2,3,4-TeTparugpo-2-HachTun] -4-xnopbeHaamng

K pacteopy
(R)-2-amunHo-5-meTnn-8-(4-meTunnunepasuH-1-mn
m-1,2,3 4-tetparngpcHacbtanmHa (562 wmr, 0,20
MMOnNb) W TpUsTUNamMuHa (1 Mn, 7,7 MMons) B
meTuneHxnopuge (10 mn) goGaenawT pacTeop
4-xnopbeHsonnxnopuaa (50 mr, 0,29 mMmons) B
meTuneHxnopuae (10 mn) 1 peakuMoHHY0 CMech
nepemelLmsaloT npn 0°C B TedeHne 30 MMHYT.
MepemelunBaHve npogomKawT npwu
TeMnepatype OKpyXawwei# cpefsl ewe B
TeueHWe 2 4acoB, 3aTeM  pPacTBOpuUTenb
ynapuvealoT B Bakyyme. OCTartoK OuWMLLAKT Ha
KOMOHKE cUnuUkarens, WCnonb3ys B KadecTBe
aneHTa aTUMNaueTarT, codepallni
TpwatunamuH (7,5%), nonydas 50 mr (Belxog
83%) HA3BaHHOIO B 3aronoBKe COSAWHEHWUS B
Buge Genbix KpucTannos: T.n. 210-212°C; MMC
(70 snekTpoBOMbT) M/Z (OTHOCUTEMNLHASA
WHTEHCUBHOCTL) 397 (28, M+).

Mpumep 69

(R)-2-N,N-gnbeHsnnammnHo-8-6pom-1,2,3,4-Te
TparnapoHadTanuH

(R)-8-6pom-2-amuH0o-1,2 3 4-TeTparngpoHacd
TanuHa rumgpoxnopng (50 r, 0,19  Monb)
pacnpefenawT Mexay AW3ITUNOBLIM  3cPrpoM
{700 mn) 1 2M BogHbIM pacTBopoM NaOH (100
mr1). BogHeIA CrioR akcTparvpyloT AW3TUNOBLIM
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achupom (50 mn), o6bedMHEHHYHO OpraHUHECKY o
hasy NpOMLbIBAOT  HACBILWEHHBIM  COMNEBLIM
pacTBopoM (75 mn). SgupHLIA cnoi cywar
(Na »504), pacTBopuTEns  ynapueawt B
Bakyyme, nonyyas 43,3 r  cBobogHoro

ocHoBaHWA. OcHOBaHWe NepeMellnBaloT B
aueToHUTpMNe (600 mn) W gobasnawoT

GeHaunbpommng (54 mn, 0,46 monk), KapbBoHar
kanua (66 r, 48 mons), Hogug kanua (200 mr,
1 wmmonb) W ewe 100 MmN aueToHUTpUNA,
peakUUOHHYI0 CMecE HarpeBaloT AN KMnadYeHus
c obpaTHBIM XOMNCAUNEHHKOM. Mocne
nepemMelLMBaHMa B TedeHne 9 vacos

HeopraHM4YeckWe conu OTPUNLTPCBLIBAKOT, ©
nocrnedywwuM ynapueaH1MeM pacTBOpUTENs B
BakyymMme, nonydan 91 r cctatka. Chlpoi NpogyKT
pacTeopsaloT B gusTunoscwM schupe (100 mn),
OXMaxaaT Ha nbay, MeaneHHo aobasnswt HCI
B AnatnnoBom achmpe (200 mn, 200 mmons, 1M).
[ekcaH (1.2 n) goGaBndawT K BaBecw, ocafok
DUNBTPYIOT W NPOMbIBAKOT rekcaHoMm (1 ).
HoGasnawT anatvneBeld scomp (1.5 m) n 1 M
BOOHEIA pacTtBop NaOH (150 mn), cmeckb
nepemellnBaloT B TeveHne 2 4acos. daabl
pasfensioT, BoAHyl0 a3y  MOBTOPHO

BKCTPArupyT OUaTUNOBLIM 3upem (100 M),
obbefnHeHHbIe opraHWyYeck1e CnoW NPOMBIBAOT
HachIWEeHHLIM coneBbiM pacteopom (100 mn).
OpraHundeckyio  dazy cywatr (Nas,SO4) 1
pacTBOpWTENb YNapUBaloT B Bakyyme, nonydas
73 1 (BbiXoA 94%) Ha3BAHHOrO B 3aronoBKe
coefMHeHWs B BWAe KenlToro  Macna.

AHanuTnyecknii obpasel, OuMLLAKT C NOMOLLLIO
npenapatneHei TCX Ha cunukarene, UCNonbLays
B KaJyecTBe 9weHTa xnopocopm/rekcaH (1.5);

[oc]le+134° fc= 0,72, CHC13). 3MMC (70
SMNeKTPOBOMLT) miz (oTHOCKUTENLHAA
WHTEHCUBHOCTBE) 405 1 407 (6 n 9, M+).

Mpumep 70

(Ry-2-N,
N-gubeH3nNaMnHO-8-(4-meTunnunepasuH-1-un)-
1,2,3 4-TeTparugpoHadTanunH

(Ry-2-N,
N-gubeHannamuHo-8-6pom-1,2,3,4-TeTparnapoH
adTanuH (48 r, 118 MMONb) n
4-metunnunepasnH (16 mn, 0,14 mone)
pacTeopalT B Tonyone (450 Mn) M NpoMLIBaOT
notokom aproHa. K pacteopy Aobaensior
(R)-(+)-2,2"-Buc{gudpeHun)docduHoe-1,1-6uHadt
mn (5,5 r, 89 MMOIb),
Tpuc{gnbeHsunuaeHaueToH)annannaguin(0) (3,4
r, 3,7 MmMmons) U TpeT-6yToKCcKMA HaTpua (16 T,
017 MMOIb), peakUWoHHYIo CMECh
nepemMelLnsaoT npu 85°C B TeuyeHme 3 4acos.
PunbTpalna Yepes Llenut ¢ Ucnonb3oBaHUem
xnopodcopma/metaHona/koH. amnaka (95.5.0,5)
B KadecTBe SrioeHTa G NOCreaylolwum
BbiMapWBaHWeM pacTBOPWUTENS B BakyyMme Jaer
88 r colporo npogykra. OuUcTKA C NOMOLUBHO
KONOHOYHOW Xpomartorpadrn Ha cunukarene,
WCNoNb3yA B KavecTee snoeHTa
atunayetat/tpuatunamud  (100:1), paetr 44 r
(BbIxoO 88%) HasBaHHOro B 3aronoBKe
coefMHeHWs B BWAe MenToBaToro Macna,
KOTOpPOE KpUCTaNNU3yeTcsi ChnycTd HekoTopoe
Bpems: T.n. 82-84°C; 3UMC (70 snekTpoROmNbLT)
m/z  (CTHOCKUTENEHAA WHTEHCMBHOCTL) 425

(26, M+ [cx,]%_2+40° (c=0,57, CHC13).

Mpumep 71

(R)-2-amunHo-8-(4-meTvunnunepasuH-1-nn)-1,2
,3,4-TeTparngpoHadTanvH

(R):-2-N,
N-gubeH3nNamMnHO-8-(4-meTunnunepasuH-1-un)-
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1,2,3,4-teTparngponadpranmuy (47 /1 0M11
MMOMb) PacTBOPSAIT B YKCYCHOW Kucrote (480
MI) W 3arpy>KakT B CTEKNAHHLIA aBToknas Buchi
(1 n). K pacteopy nobasnsiotr 10% Pd/C (9,4 T,
copepxalwnid 50% Boabl). PeakyMoHHY cMech
nepemellMBalor npu 70°C W npu AaBNEHWA
Bogopoda 5 OGap B TedyeHwe 10 dacos.
Karanusatop yaanawTt duneTpauned wu
pacTBOPWUTENL YNapWBAlOT B BaKkyyMe, nonydas
65 r colporo matepwana B Biae macna. Chlpoi
MaTtepuan WCronb3yloT Ha credylolem asrane
6e3 BolgeneHus K3 ceoBofHOro  aMuHa.
AHanutndecknid  obpazey, nonyyawT  nyTem
pacnpedeneHvus CchIporo NpoaykTa Mexay
METUNEHXNOPUOOM WM BOOHBIM NHjg.  dasbl
pas3fensoT, opraHudeckylo daay npoMbiBaloT
HaCLILEHHBIM  COMEBbLIM  PacTBOPOM,  cyluaT
{Na 2504) 1 oYMLIaT ¢ NOMOLWEID KONOHOYHCH
Xpomartorpacu Ha cunukarene, UCnonesays B
Ka4yecTBe aneHTa XNopodopM/METaHON/KOHL,
NHz (90 9©:0,5), nonyyas HasBaHHOE B
3aroncBKe coedVHeHWe B BWAE KOPWYHEBATOro
macna:  SMMC (70  snekTpoBOnbT) miz
(OTHOCUTENbHAA UHTEHCUBHOCTE) 245 (10,

, 25
M ) [a]p -2,7° (c=1,0, CHC13).

Mpumep 72

(R)-2-amMUHO-5-6 poMm-8-(4-MeTunnunepasnH-1
-un)-1,2,3,4-TeTparnapoHadTanH

(R)-2-amuHO-8-(4-meTnnnunepasumH-1-un)-1,2
3 4-Tetparngporacptanud (27 1, 0,11 Mmons) M
auetar Hatpua (9,6 1, 0,12 mMonb) pacTROpPSAOT
B yKcycHoW kucnote (145 mn). K pacteopy
pobasnawt 6pom (6,0 mn, 0,12 mmonb),
PAcTBOPEHHbIA B YKCYCHOR KmcnoTe (145 mn) B
TeusHWe 13 MUHYT NpU MaKCKUManbHOW
Temneparype 23°C. T[locrne 3aeeplieHUs
nobasneHus pPeakUMOHHYH CMeCh
nepemMeLLnBaloT NpU KOMHATHOK TemnepaType B
TeMeHue 1,25 yaca. PacTBopuTEnt YNapyvBeawT B
BaKyyme, JononHuTensHoe KONMU4YeCcTBO
YKCYCHOM kMcnoTel (60 mn) poGapnswoT W
ynapuealoT. OcTaTtok pacnpefensioT Mexay
atunayetatom (300 mn) u Bogoid (100 mn) w
oxnaxgawT Ha negy. pH goeogat oo 11-12
pobasneHnem BogHoro NaCH (45%) n dhasbl
pasgenstior. BogHeld  cnol  skcTparmpyrot
aTMnayeTaTtom (24200), obbefUHeHHIe
opraHU4eckne hassl NPOMEIBAIOT HACHILLEHHBIM
conesbiM  pacTteopom (80 mmy W cywar
{Na »504). PacTeOpMUTENE YNapMBaloT B BaKyyMe,
nonydasa 27 I HasBaHHOTO B 3aArofoBKe
coefMHeHWA B BWOEe KOPWYHEBRaTOro Macna:
ONMC (70 snekTpoBoNbT) mMiz (OTHOCUTENLHAA

WHTEHCUBHOCTE) 324 W 325 (22 wn 17, MY);

29
[ )P +3,5° (¢c=0,23, CHC13).

Mpumep 73

(R)-2-N,
N-aunbeHannammnHo-5-6pom-8-(4-meTunnunepasm
H-1-un)-1,2,3,4-TeTparngpoHat TanuH

(R)-2-aMUHO-5-6 pom-8-(4-MeTrnnmnepasnH-1
-hun)-1,2,3,4-teTparngpoHadptannH (35 1, 0,10
MONL) PacTBOPAKT B MeTaHone (250 mn) w
NpoMbIBalOT  NOTOKOM  a3oTa.  [JoGaensior
BeHaanederna (11 mn, 0,10 mMone) K YKCYCHYIO
kmenoty (18 mn, 0,31 MMONL) W pacTeBOp
nepeMelLnBaloT NpU KOMHATHOR TemnepaType B
TeueHWe 1 vyaca. LnaHoBoprugpun Hatpua (6,9
r, 0,10 monk), pacTBoOpeHHbIA B meTaHone (100
mn), gpobaBnaloTt B TeueHUe 8 MUHYT.
PeaKLoHHYI0 cMech nepemellmnsaloT npu 40°C
B TedeHue 1,5 wyvacoB. [CNONHUTENLHOE
konudecTeo BenH3ansaernga (21 mn, 208 mmons)
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n NaCNBHz (3,6 1, 52 mmons) gobaenaior no
JacTaM B TeudeHwe 48 uvacoB. PeakyWoHHyHo
cMech NepemMeLLVBaloT ele B TeUeHWe 7 4Yacos,
racAT YKCYCHOW KMcnoTol (27 mn, 0,49 Monk) K
nepemMelLnBaloT NpKW KOMHATHOK TeMmnepaType B
TedeHWe 15 vacoe. K pacteopy AcbaBnsior
BoaHblA NaOH (30 mn, 45%), 4epe3 3,5 vaca
pacTeopUTENE ynapuealoT B Bakyyme. OcTaToK
pacnpegenaT Mexgy sTunauetarom (400 mm) K
sogoi (100 mn), pH acosogatr oo 11 BogHbIM
NaOH (14 mn, 45%). ®askl pasgensoT, BOAHYIO
thasy NOBTOPHO SKCTparkpyloT sSTuWnaueTaTtom
(150 mn), o6begnHEHHLIA OpraHUYeCcKUA CroK
NPCMBIBAKOT HACHILWEHHEIM COMEeBLIM PacTBOPOM
(100  mn). OpraHuvdeckywy  chasy  cywar
(Na 280Q4), pacTBOpUTENL  YyNapueawT B
Bakyyme, nony-as 68 I chlporo npoaykra.

OuncTKa c NOMOLLBIO KOMOHOUHOR
XpomMaTorpachui Ha cunukarene c
WCNONbL30BaHWEM B KauecTBe anoeHTa

aTunauetara/TpusTunamuHa (100:1) gaet 45 r
(Bblxog 85%) HasBaHHOrO B 3arornoBKe
coefVvHeHWs1 B BMAe XentoeaTtoro macna: JVMC
(70 snekTpoBOMbT) mMmM/Z (OTHOCUTEMNLHASA

WHTeHcKuBHOCTE) 504 » 505 (0.8 m 0,6, M*);

22
[ P +25° (c=1,09, CHCls).

Mpumep 74

(R)-2-N,
N-aubeH3nnaMmuHo-5-meTun-8-(4-metTunnunepas
nH-1-nn)-1,2,3,4-TeTparngpoHadcbTanunH

(R)-2-N,
N-gudeH3nnamnHo-5-dbpom-8-(4-meTnnnunepasun
H-1-unn)-1,2,3,4-teTparngpoHacpranud (16,
0,31 MOmnkL) PacTBOPSAKT B CBEXENEepEerHaHHOM
TeTparngpodypaHe (300 mn) KU oxnaxgalwT 4o
-78°C B aTMmoctepe aproHa. K pacTBopy
doGaenawT H-OyTunnMTHA (19 Mn, 16 M B
rekcaHe, 0,31 mons) no kannam B TedeHve 45
MUHYT MPY MakcUManbHOW Temneparype -76°C.
TeMHo-3eneHkIld pacTeop nepeMeLllnBaloT elle
20 MWHYT. B TeuyeHwe 25 MUHYT MO Kannam
AoBaenawT pacTeop MeTuniioamaa (1,9 mn, 0,31
MOINbL) B CBEXKENeperHaHHoM TeTparngpedypaHe
(10 mn) npw  MakcumansHOW Temnepatype
-74 °C, npudem ncyeaaeT 3eneHoe
oKpallMBaHue. PeakumoHHyto CMEeCb
nepemMelLnBaoT npu -78°C B TedeHne 50 MuHyT
n npu 0°C B TeyeHve 50 MuH. Peakyuio racsar
HU30MNPONUNOBEIM CIMPTOM (3 M) W
pacTBOpUTENL yNnapueakT B Bakyyme. OcTaTok
pacnpegenaT mexgy stunaverarom (300 mn) n
Bogorn (30 wmn), a3l  pasgenswor WM
OpraHUYeckWin Crnoi NPoMbIBAKOT HACLILEHHBIM
coneBbiM pactBopomM (30 mn). lMocne CyLkn
(Na 2804) © ynapuweBaHWa pacTBOpUTENsa B
BakyyMe nonydawT 15 T cbiporo npogykra.

Ounctka c NOMOLLBH KOMOHOYHOR
XpomMaTorpachui Ha cunukarene c
WUCMNONbL30BaHWEM B KayecTee N0eHTa

sTunauetara/TpuaTunammHa (100:1) paet 11 r
(BblxoO 82%) HasBaHHOrO B 3aronoBKe
COedVMHEHWA B BUOE KOPWUYHEeBOro macna: 3UMC
(70  snekTpoBOnbT) Mz  (OTHOCUTENLHAA

MHTEHCUBHOCTL) 439 (5, M™); [oc]%_2+86“ (c=0,05,
CHC13g)

Mpumep 75

(R)-2-aMUHO-5-MeTUN-8-(4-MeTUNNUNepaanH-
1-un)-1,2,3,4-TeTparngpoHacTanunH

(R)-2-N,
N-gudeH3nnaMmnHo-5-meThn-8-(4-MeTunnunepas
WH-1-un)-1,2,3 4-TeTparngpoHacbtanvH (28 T,
64 MMOmb) PacTROPAKT B YKCYCHOW KucnoTe (280
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MI) K 3arpyKatoT B CTEKNAHHBLIA aBToknas Buchi
{1 n). HoGasnawt 10% nannaglid Ha
aKTUBMpOBaHHOM yrne (2,8 r, cogepxawni 50%
BOAbl). PeakuMoHHylo CMEChb NepemeLlnBaloT
npu 70°C npwn paeneHws Bopopoda 5 Gap B
TEeJeHWe 3,6 4yacoe. KaranuaaTop
OTPUNBLTPOBLIBAKT, PACTBOPUTEND YNAPUBAKOT B
BakyyMe. OcCTaTtok pacnpedensioT  Mexay
atunagertatom (400 mn) U Bogoil (100 mMn) K
OXNaXKAaT Ha NeadHor OaHe, pH goBoaaT Ao
12 pobaeneHnem sogHoro NaOH (45%), dhassl
pasgensioT.  Bognywo  dasy  noeBTopHO
FKCTPArvpyT  sTunaueratcMm (26100 mMr) w
06beMHEHHbIA OpraHUYecKUiA Crnoi NPoOMbIBaKOT
HACkIWEeHHEIM coneBbliM pacTBopomM (50 Mn) w
cywart (Na>SQy). BoinapreaHve pacTBOpUTENA B
Bakyyme gaet 18 r (Bbixog 99%) Ha3BaHHOrO B
3arofcBKe COEAMHEHWS B BWIE KOPUYHEBOIO
macrna:  OMMC (Y0 snekTpoBOnbT) miz
(oTHOCUTEeNbHasa MHTEHCUBHOCTE) 259 (34,

M ); [@%—1 1° (c=0,09, CHC13)

Mpumep 76

Conm
{R)-N-[5-meTun-8-(4-meTunnunepasmy-1-nn)-1,2,
3,4-TeTparngpo-2-HadpTun]-4-mopdonuHobeHza
Miaa

Toukn nnaeneHWs ONpefensawTcs  c
ncnone3oBaHweM gucddepeHLnansHoro
ckaHupylowero Kanopumetpa (DSC). CkopocTb
M3MeHeHWa TemnepaTypbl cocTtaensana 10 °C B
MUHYTY, HAYWMHAA C KOMHATHOW Temnepartypbl.
Ofpa3ubl WccnejoBanucs B anoMWUHWMEeBbIX
KloBeTax ¢ HeMMOTHbIMK KPbIWKaMK B TOke asoTa.
Kncnelid (25,38)-Taptpar
(R)-N-[5-meTuUn-8-(4-MeTunnunepasuH-1-un)-1,2,
3,4-TeTparngpo-2-HadpTun]-4-mopgonuHobeHsa
Mnaa

(R)-N-[5-MeTuUn-8-(4-MeTnnnunepasnH-1-un)-
1,2,3,4-TeTparngpo-2-HadTun]
-4-mopdponuHobeHaamimg (150 mr, 0,33 Mmonk)
PACTBOPAKT B TeTparapodypaHe (3 mn) npu
HarpeBaHMKM U No  kannam  gobaengawoT
D-(-)-BUHHYO KWcnoTy (110 mr, 0,69 Mmonb),
pacTBOpeHHy B TeTparngpodypaHe (3 mr).
bBenvlid occagok @UNLTPYIOT 1M NPOMBIBAKOT
TeTparugpodypaHomMm, nonydaa 180 mr (BbIXoad
86%). Coipyto conb (170 Mr)
nepekprUcTanni3oBLIBalOT U3 3%-HOMo BOOHOMO
pacTeopa auetoHa (30 Mn), nocne otcTansaHns
B TeqeHre 3 4acoB NpW KOMHATHOW TemnepaTtype
KONBy NoMeLLakoT B MOPO3WUNEHYIO KaMepy Ha 65
Jacoe. TeepAace BelWecTBO QUNBTRYIOT K
NPCOMbIBAIOT XONOAHLIM aueToHOM, nony-aa 120
Mr (Bbelxod 61%) ©enblx KpucTannos: T.M.
142-148°C. AHanur. paccyMTaHo  ans
C 97H43gN4O2eCyHeOge2H20: C, 58,7, H 7,0, N
8,8 HalipeHo: C 58,6; H 7,1; N 8,8

Mpumep 77

Kuncnoiia (2R, 3R)-Taprapar
(R)-N-[5-meTun-8-(4-meTtunnunepasauH-1-m)-1,2,
3,4-TeTparngpo-2-HadTun]-4-mopdonuHobeHsa
mMnaa

(R)-N-[5-meTnn-8-(4-meTunnunepasnH-1-un)-
1,2,3 4-TeTparngpo-2-HadTun]
-4-mopdponuHobeHaammg (150 mr, 0,33 MMons)
pPacTBOPAKT B TeTparuapodypane (3 mr) npu
HarpeBaHMKM UM NO  kannam  gobaengawoT
L-{(+)-BWHHYO KkWcnoTy (110 mr, 0,69 MMONb),
pacTBoOpeHHyld B TeTparngpodypaHe (3 mn).
Benclid occagok UNLTPYIOT K NPOMBIBAKOT
TeTparugpodypaHomMm, nonydaa 180 mr (BeiXoad
86%). Coipyto conb (180 Mr)
nepekpucTanniaoBsiBaloT M3 3%  BOOHOCro
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pacTeBopa aueToHa (48 mn) (HepaCTBOPUMLIA
mMaTepnan punsTPYIOT) KU Nocne oTcTanBaHue B
TEMEHWEe HOYM MNPW KOMHATHOW Temneparype
TBEpPOOE BeLEeCTBO DUNbTPYHOT, nonydas 8 mr
(BbIxCA 61%). PacTBoputens ydansawT M3
MaTOYHOIMO pacTBOpa, OCTOPOXHO MPONycKas
a30oT, TaKk, 4Tobbl yoanute 4 mn. KonGe aarwot
NMoCTOATE MPpW  KOMHATHCK Temnepartype B
TedeHne 65 4accB W 3areM nomelawT B
MOPO3WNEHYID Kamepy Ha 5 vacos. Teepdeoe
BellecTBO PUNETRYIOT K NPOMBLIBAKOT XOMNCAHLIM
auetoHom, nonyyan 61 Mmr (Beixod 29%) 6enbix
Kpuctannos: T. n.  120-130°C.  AwWanur.
paccynTaHo Ans Cp7H36N1026C4HsCge2H0: C,
58,7: H 7,0; N 8,8 HaligeHo: C 58, 9; H 7,1; N 8,6.

Mpnmep 78

BeHsoncynsgoHar
(R)-N-[5-meTun-8-(4-MeTunnunepasmH-1-un)-1,2,
3,4-TeTparngpo-2-HadTun]-4-mopgonuHobeHsa
Minaa

{R)-N-[5-meTun-8-(4-metnnnunepasmH-1-un)-
1,2,3 4-TeTparngpo-2-HadTinn]
-4-mopdponuHobenaammg (100 wmr, 0,22 mmonks)
pacTBopaloT B TeTparngpodypare (2 mr) npu
HarpeBaHMKM WM No  kannam  gobaendawoT
BeHaoncynegoHeRylo  kacrnoty (40 wmr, 0,24
MMOINL), PACTBOPEHHY B TeTparnapodypaHe (4
mn).  [OoGaensawr  AWSTUANOBBIA - 3dmp U
nofnyvyeHHoe B pesynebTaTe Macno pacTUpaloT.
Teepaoe BelwecTBO DUNBTPYIOT U NPOMBIBAKOT
ANSTUNOBEIM SbUpOM, nonydas Gence teepace
BeLLeCcTBO, KOTOPOE XPaHAT B SKCUKaTope Hag
ronyGeim  renem: 1. n. >250°C.  AHanur.
paccdutaHo ana C o7H3sN410O26CgHs03Se H2O:
C, 634; H 6,8, N 90 HalpgeHo: C 6831, H
7.0, N87

Mpumep 79

Kuenel 1,2-ataHancynscoHar
(R)-N-[5-meTun-8-(4-MeTunnunepasmH-1-nn)-1,2,
3,4-TeTpatngpo-2-HadpTun]-4-MmopconuHobeHsa
Minaa

{R)-N-[5-meTun-8-(4-metunnunepasH-1-un)-
1,2,3,4-TeTparngpo-2-HadTnn]
-4-mopdponuHobenaammg (100 wmr, 0,22 mmonks)
pacTBCPAKT B TeTparngpodypare (3 mn) npu
HarpeBaHUK W NO Kannam AcGaBnawT aurnapar
1,2-aTaHgncyneoHoBOR Kienotel (55 mr, 0,24
MMOCIB), PAcTBOPEHHBIA B TeTpariapodypaHe (2
mn). Jobasndor OuaTUNoBelid sdup (2 mMn) K
nornyvyeHHoe B pesynerate TBepAoe BelecTBO
DUNBETPYIOT " NpPoMbIBaKOT
TeTparugpodypaHomM/gusTUNOBbIM SO UPOM,
nonyyaa 6enoe TBepAoe BeLECTBO, KOTOPOEe
XpaHAT B SKcWKaTope Haj ronyObiM renem: T.n.
220°C. AHanur. paccyuTaHo ansa
C 57HzgN, O CrHg0e4 H O C, 48,9, H 7,1, N
7.9 HanpeHo: C491, H6,8; N 7,6

Mpumep 80

Kueneld maneat
(R)-N-[5-meTun-8-(4-MeTunnunepasanH-1-un)-1,2,
3 4-teTparngpo-2-HadTunl-4-mopdonuHobeHza
Miaa

(R)-N-[5-meTun-8-(4-metnnnunepasnH-1-un)-
1,2,3,4-TeTparngpo-2-Had 1]
-4-mopdponuHobeHaamung (100 wmr, 0,22 MMmonks)
pacTBOPAKT B TeTparngpodypaHe (2 mn) npu
HarpeBaHMKM U nNo  kannaMm JoGaengoT
ManenHoByo Kucrnoty (289 mr, 0,24 mmons),
pacTBOpeHHy B TeTparngpodypane (1 mn). K
npozpaqHomy pacteopy gobaensawT gMSTUNOBbLIA
achup (5 mn), nonyyas macne. Pacteoputens
JekaHTUPYKT W NONyYeHHoe B peaynstaTte
Macno pactupawT ¢  AUSTUMNOBLIM - SCHUPOM.
Teepdoe BellecTBO PUNbTPYIOT U NPOMBIBAKOT
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OnaTUNoBLIM achnpomM, nonydas 6enoe Teepdoe
BELIEeCTBO, KOTOpPOE XpaHAT B dKCUKaTope Hag
ronyGeiM renem: T.nN. 160°C (pasnck). AHanuT.
paccyuTaHo Ana C o7H36N402eC4H4O04eHO: C,
63,8; H 6,9; N 9,6 HalgeHo: C 63,7 H7.2. N 9,3

Mpumep 81

Kuecnelid cynsdpar
{R)-N-[5-meTun-8-(4-MeTunnunepasmy-1-nn)-1,2,
3,4-TeTparngpo-2-HadTun]-4-mopdonuHobeHsa
Muaa

(R)-N-[5-meTnn-8-(4-meTunnunepasnH-1-un)-
1,2,3 4-TeTparngpo-2-HadTun]
-4-mopdponunHobeHaamug, (100 mr, 0,22 Mmons)
PacTBOPAKT B TeTparuapodypaHe (2 mr) npu
HarpeBaHWKM M MO KannsaMm AoOaBMAIOT CepHYIo
Kucnoty (25 mr, 0,24 MMOnL), PacTBOPEHHYIO B
TeTparngpodypaHe (1 wmn). bBenoid ocapok
DUNETPYIOT K NPOMEIBAIOT TeTparnapodypaHoM,
nonyydaa 110 mr (Belxon, 89%). Ceipywo cofb
nepekpucTannuaoBsbiBaloT M3 HxO (12 mn) u
OCTABRMSAOT B MOPC3UNBHOW Kamepe Ha HOub.
Teepdoe BelWecTBO UNBTPYIOT U NPOMBIBAIOT
XOMNOAHOW BoAOK, nonyqas 28 mr (Bbxod 31%)
Genoro Teepgoro Bewectea: T.N.  230°C
{paanox). AHanur. paccyuTaHo  And
C 97H3gN402eHoO4SeHoO: C, 574, H 7,1; N
9,9 HallpeHo: CH7,7; H7,4, N99

Mpumep 82

[nioKoHaT
{R)-N-[5-meTun-8-(4-MeTunnunepasmy-1-nn)-1,2,
3,4-TeTparngpo-2-HadTun]-4-mopdonuHobeHsa
Muaa

(R)-N-[5-meTnn-8-(4-meTunnunepasnH-1-un)-
1,2,3 4-TeTparngpo-2-HadTun]
-4-mopdponunHobeHaamug, (100 mr, 0,22 Mmons)
PACTBOPAKT B sTaHone (3 M) 1 No Kanndam
poGaenawt  50%-HbIA  BOAHEBIA  pacTBOpR
D-rntokoHoBOW KMcnoTol (80 mkn, 0,24 mmons).
PacTeopuTenb ydansioT B Bakyyme, nonyqas
ryctoe Macno. HeouuweHHoe Macno
nepekpuctannuaoebiBalwoT K3 5% H.O B
pactBope augtoHa (3 mn) U 10% HO B
pacTBCcpe aueToHa (3 MM), AeKaHTUPYT U
OCTaBNAIOT NPW KOMHATHOW TemMneparype Ha 65
Jaco. Teepdoe BelWecTBO UNBTPYT W
NpOMbIBAKT XONogHoW 3% BOAOW B pacTBope
auertoHa, nonydvas 95 Mmr (Bbixos 65%) Genoro
TBepaoro Bellectea: T.M. 130-140°C. AHanuT.
paccyuTaHo And Co7HzaN402CgH12076H20: C,
59.,8: H 7,6; N 85 HallgeHo: C600; H7,4; N 8,3

Mpumep 83

Kncnelid cykymMHar
{R)-N-[5-meTun-8-(4-meTunnunepasms-1-nn)-1,2,
3 4-TeTparngpo-2-HaTun]-4-mopdonuHobeHza
Muaa

(R)-N-[5-meTnn-8-(4-meTunnunepasnH-1-un)-
1,2,3 4-TeTparngpo-2-HadTius]
-4-mopdonuHobeHaammg (100 wmr, 0,22 MmMmonks)
pacTBOPAOT B TeTparuapodypaHe (2 mr) npu
HarpeBaHUK K NO Kannam fo6aBnaoT SHTAPHYIO
KicnoTy (56 mr, 0,46 MMONE), pacTBOPEHHY B
TeTparngpodypaHe (2 mn).  Aobaengor
OMSTUNOBEIA  adbrp (4 mN) OO0 NOMYTHEHWUA
pacTeopa. PacTBOp HarpeBawT ANS KMNAYeHWs C
0BpaTHBIM XCNoAMMBHWKOM W OTCTaBMAKT ANS
oxnaxaeHWs. Teepaoce BelEecTBO hUNbTPYIOT,
nony4vaa 42 mr (Boixoq 34%) Genoro Teepacro
BelllecTBa, KOTOpPOe XpaHAT B dKcMKaTope Hag
rony6GeiM renem: 1.n. 150°C (paanox).

Mpumep 84

MeTaHcynbghoHaT
{R)-N-[5-meTun-8-(4-meTunnunepasmy-1-nn)-1,2,
3,4-TeTparngpo-2-HadpTun]-4-mopdonuHobeHsa
Muaa
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{R)-N-[5-meTun-8-(4-metnnnunepasnH-1-un)-
1,2,3,4-TeTparngpo-2-Had ]
-4-mopdponuHobeHazamug (100 wmr, 0,22 MMoOns)
pacTBoOpsAloT B TeTparnapodypare (15 mn) n no
KannaMm  JoGaBnaioT  MeTaHCyNbhOHOBYIO
kucnoty (42 M, 0,44 MMOIb), pacTBOPEHHYHO B
TeTparngpodypaHe (5 mn). PacTteopurens
yoanswoTt B BakyyMme, nonyyaa Genoe Teephoe
BELLECTBO, KOTOPOE MEPEeKpPUCTannu3oBbIBaT U3
auetoHa (5 mn) 1 3atem us 15% H>O B pacTeope
auetoHa (7 wMn). Kpuctannsl  QURLTRYIOT,
nonyyaa 37 mr (Bbixod 31%) cBeTNO-XKenTbiX
KpWCTAaNMoB, KOTOPbLIE XPaHAT B SKCUKATOpe Hag,
ronybeim  renem: 1.0, 250°C. AwWanut.
paccHmTaHo Ang C 27H36MN402CH403Se2H50:!
C, 579, H 76; N 97 HalhpeHo: C 58,1. H
74, N 96

Mprmep 85

Kueneld (S)-manar
(R)-N-[5-meTun-8-(4-meTunnunepasms-1-nn)-1,2,
3 4-TeTparngpo-2-HadpTunl-4-mopdonuHobeHsa
MUaa

{R)-N-[5-meTun-8-(4-metnnnunepasnH-1-un)-
1,2,3,4-TeTparngpo-2-Had ]
-4-mopdponuHobeHzammng, (100 mr, 0,22 MMons)
pacTBopsaloT B TeTparnapodyparde (20 mn) n no
kannam gobaenaoT L-(-)-a6novyHyto Kuenoty (59
Mr, 0,44 MMCIB), pPacTBCPEHHY O B
TeTparngpodypaHe (3 mn). Ocagok punbTpyoT
W TBepdoe BellecTBO NepekpUcTanUaoBkLIBatoT
w3 15% H»O B pacteBope auetoHa (7 Mn).
Kpuctannel couneTpytoT, nonydasa 100 Mr (BeIXO4
77%) Genbix kpuctannoe: T.n. 200°C. AHanur.
paccHuTaHo ans C27Hz6N1026CaHsO5e2H20: C,
57,9:H 7,6: N 97 HaligpeHo: C 58 1; H 7,4; N 9,6

[Nprmep 86

Oukmenelid yutpar
(R)-N-[5-meTun-8-(4-MeTunnunepasmH-1-nn)-1,2,
3,4-TeTparngpo-2-HadpTnn]-4-mopdonuHobeHsa
Muaa

{R)-N-[5-meTun-8-(4-metunnunepasH-1-un)-
1,2,3,4-TeTparngpo-2-HadpTnn]
-4-mopdponuHobenaammg (100 wmr, 0,22 mmonks)
pacTBopsaloT B TeTparngpodypaHe (15 mn) 1 no
Kannam ActaBnarT NAMOHHY KMcnoTy (51 wr,
0,27 mmonb), pacteopeHHylo B 10% Hx0 B
TeTparngpodypaHe (5 mn). Teepaslid MaTtepuan
DUNBTPYIOT U NepeKkpUcTannaosbiBaloT U3 20%
H>O B sraHone (& wmn). Teepaoe BelWecTBO
duneTpyIoT, nonyyasn 88 Mmr (Beixof 62%) Genbix
kpuctannos: T.n. 160°C ({paan). AwWanut.
paccHnTaHo ans C27H3eN1024CsHgO762H20: C,
57,9; H 7,6; N 9,7 HalgeHo: C 58,1; H 7,4; N 9,6

[MNprmep 87

Mapoxnopua
(R)-N-[5-meTun-8-(4-MeTunnunepasmH-1-un)-1,2,
3,4-TeTparngpo-2-HadpTun]-4-mopdonuHobeHsa
Mraa

(R)-N-[5-meTun-8-(4-metunnunepasnH-1-un)-
1,2,3,4-TeTparngpo-2-HadpTnn]
-4-mopdponuHobeHaamug (100 wmr, 0,22 MMOnk)
pacTBOpAOT B 6e3BOAHOM TeTparnapodypaHe
(15 mn) m no kannam gobasnswt HCI B
6e3BOAHOM  OMSTUMNOBOM adupe (4M), noka
pacTBOp He cTaHeT KWcnbiM. Benbid ocafok
dUNETPYIOT W NPOMBIBAKOT  AWITUNOBLIM
achvpoM, nonyyas HaspaHHCoEe B 3aroroBKe
coefdWHeHre B BUAE DenbiX KpUCTanmnos.

Papmakonorus

CTUMYNALUA  SNEeKTPUYECKUM  Nonem
BbicBOBOXASHUS [ SH]-5-HT M3  3aTbINOYHOV
o6nacTy Kopbl MO3ra MOPCKO CBUHKN

[3H]—5—HT BhbIcBODOXAAETCH NOA AeACTBUEM
CTUMYNALMK SMEKTPUYECKOro Mong M3 cpesa
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3aTbINOYHOKW 0BnacT Kopbl MO3ra  MOPGKWUX
CBWHOK, KoTopble npouHKyGupoBanm c
[ 3H]—5-HT. Xapakrep BLICBOBONMASHUSA CXOOeH ¢
BLICBODOXAEHUEM, BbI3BAHHEIM HEPBHOW
CTUMYNAUMER, TO €CTb 9K3CLUTOTMKANBHBIM

BLICBODOXAEHWEM K] CEPOTOHIPTNYECKUX
HEePBHbLIX OKOHYaHWA, NPOABNAA 3aBUCUMOCTL OT
npuvcyTcTBMa Ca 2 g WHKyGaLMOHHOW cpefe.
BuiceoboxaeHne [SH]-S-HT perynupyeTca Ha

YPOBHE HEPBHbLIX CKOHYaHWA ayTopeLenTopoB Y
MOPCKMX CBUHOK (KaK W y Yenceeka), 3aBucq oT
nogruna h5-HTyg peuentopa. Takum obpasom,
aroHuct  hb5-HT4g  peuenTopoB  CHUXKaeT

KOMUYECTBO BbICBOBOXOSHHOMO [3H]-5-HT npM
CTUMYNALA obrnacTy, Torga KaK
BbicBOOOXAEHWE NOBLILLIAETCH aHTaroHKUCTaMu
3TOr0  BWAA  pelenTopoB.  TecTWMpoBaHWue
coefuHeHWA nogobHeiM cnocoboM ABnAeTCH
YOOBHOR  CKPWMHWHIOBOW  MeTogukoRn  And
onpefeneHua cunbl WU PYHKLWAOHANLHOMO
shperTa HOBLIX AroHUCTOB W @HTaroHWCTOB
h5-HTg peuenTopos.

Cnocobtl n Matepuans

CoctaBs OGydepa (MM). NaHCO5 (25),
NaH sPO4.HoO (1,2), NaCl (117), KC1 (8),
MgSO 4e7H0  (1.2), CaClz (1,3), EDTA
Nao (0,03). bydep HacbllwawT rasom Mo
KparMHerd mepe B TedeHwe 30 MWHYT nepeq
ncnonb3oBaHwem. pH Bydepa cocTaBnaeT okono
7,2 nNpA KOMHATHOW  Temneparype, HO
noBblWaeTea 40 7.4 npu 37°C.

MonyyeHWe cpesoB 3aThbINIOYHOM YacTU Kophl
moasra

Mopckux CBMHOK (200-250 r
obearnaBnuBaT (OeKanuTURYT) U YOanawoT
LenbHelA MO3r. MccekaloT 3aTbiNOYHYI0 YacTb
KOpbl 1 AgnaloT cpeabl G NOMOLLbIO MHCTPYMeHTa
ang nonydveHuns cpeaoB Mcllwain. benyiwo vactb
TKAHW crefyeT npefBapUTenbHo OCTOPOXHO
yaanute nuHueTom. Cpeabl MHKYBUpyT B 5 Mn
Bychepa B npucyTcTBUK 5 MM naprunuHxnopuaa.
Mocne uHkybupoeaHua ¢ 0,1 MM [3H]—5—HT elle
B TedeHue 30 MMWHYT cpesbl MNepeHocAT B
npobupky OnA  TeCTUPOBAHWA W TpUMabI
NpoMbIBAIOT  TakAM e pacTBopoM Gydepa.
Cpeabl NnacTMaccoBOr NUNETKOW NepeHocHdT B
Kamepbl ANA  cynepdysnn W NpoMbIBaOT B
TeveHre 40 MuUHYT OydhepoM B NPUCYTCTBUM
WHrMBUTOPAa nornoweHus uuranonpama 2,5 Mgkm
CO CKOpPOCTbIO noToka 0,5 MN/MUH.

3neKkTpuyeckan CTUMyNALWA
BbicBOBOMXAeHNS [PH]-5-HT

Bydcbep, NoABEprHyThIA cynepdyann,
cobupatoT B 2 MmN dpakunn.  Cpesbl
CTUMYNUPYIOT SNEKTPUYECTBOM UMNyNbcami ©
4acToTor 3 Y, OANUTENBHOCTLIO 2 MC K ckunoi 30
MA B TedeHue 30 MUHYT npu 4 1 13 dpakymsax.
TecTupyemble NnekapcTBeHHbIE cpefncTea
pobaenann, HadnHas ¢ 8 pakuMM OO KoHUa
SKCnepuMeHTa.

Peaynktathl

[Nepeana anekTpuueckas (M K )
CTUMYNALUKMSA NPUBENa K BbICBODONOESHWO
cTaHpapTHoro kanuuectsa [SH]-5-HT. [epen
nepBoOA KW BTOPOR CTUMynNAUMER B cpedy
aoGaenann  aHtaroHMcet  h5-HT g, 9yTO
NPMBOAMNO K [0333aBACUMOMY MOBLILLSHWIO
BblcBOBOXAEHWS (S2) Nocne BTOPOR CTUMYNALNN
{cm. chur.1).

CooTHOWeHKE SH/Sq, KOTOPOe npeacTaBnaet
NpoLEeHT  BbICBOOOXKAESHHOMO [3H]—5—HT npwm
BTOPOA CTHUMYNAUMKM (S 2), LOeneHHsld Ha
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COOTBETCTBYIOLLEE KOMMYECTBO NPU  NepBOR
CTUMYNALMK (S 1), Ucnonb3yetca AN OUeHKW
sthcperTa MeKapcTBeHHOro  cpefctea  Ha
BbicBOOONAGHUE TpaHCcMUTTepa.

Peaynbrartel npeacraenedsl B tabnuuax 1 u
2.

®opmyna usobperteHus:

1. NMpounaeoaHble

1,2,3 4-TeTparngpoHacbTanMHa dopmynsi |

R
a

s

(I

1

roe X npeactaengaet cobod N mnu CH;

Y npegcraengetr cobor NR 2CHs, NRo-CO
mnn CO-NR5,

roe Ro npeactaenser cobod H  umnw
C 1-Cg-ankun,

R4 npepncraenaet coboi H unu Cy-Cg-ankun,

Rs; npencraenser coboi heHWn, KOTopbIA
MO¥eT ObITb MOHO- UNK AnsamelleH Ry,

roe Rq npepcraendet coboid H, ranoren,
CN, CFj3, C4-Cg-ankokcn, HeobAsaTensHo
3amelleHHoe reTepoLuKnueckoe KOmMbLO,
codepalee o©OMH WNK  ABa  reTepoartoma,
BbIGpaHHblX M3 N 1 O, nnbo CORg,

roe Rg npeacraenser cobor
reTepoUMKNInYecKoe KoNsbLo, cogepkaliee oamH
Wnu ABa reTepoaTtoMa, BblbpaHHbIX U3 N, O;

Rg npepcraenger cobo C 4-Cg-ankun,
OCHF », ranoren, OH, C4-Cg-ankoKkcu,
C 1-Cg-ankokcu-C1-Cg-ankun, B BUae
(R)-3HaHTHOMepoB, (S)-aHaHTUOMEpPOB UMK
pauemaTtoR B chopMe CcBOOOOHOINO OCHOBaHMWA
nnu Knx dhapmMaleBTUHECKN MPUEMNIEMORA CONK
WUnK coneBaTa.

2. CoegunHenue no n. 1, rae Y npedcraendet
co6oih NR>-CO unmn CO-NRo.

3. CoeaunHeHwre no nbomy na nn. 1 n 2, rae
X npepcraenset coboi N.

4. CoeanHeHne no mn. 1, rae
R 3 npepgcTaBnaeT coboil deHun.
5. CoeauHeHne no mn. 1, roe

R 4 npeacraenger coBOA cheHWN, KOTOPLIA
samelleH R4, HeobszaTtensHoO 3amelleHHBIM
reTepoUMKTUYEcKMM  KOMbLUOM,  CCAspXallum
OOWH WUNK ABa reTepoaTtomMa, BelbpaHHbX 13 N n
O, nubo CORg.

8. CoefMHEHWE no mn. 1, roe
R g npencraenaer coboh reTepOuUnKInYeckoe

KOMbLUO, cofepxalee JdeBa retepoaroma,
BbIBGpaHHbiX 3 N n O.

7. CoefMHEHWE no mn. 1, roe
R g npegcraensaetr coboi C4-Cg-ankun, OCHF5,
ranoreH unu C4-Cg-ankoKkcu.

8. CoegunHenue no n. 1, rae X npedcraender
coboid N, Y npeacrtaenser coboii NR 2CO, a
R g npeactaenseT coboi Cy-Cg-ankokeu.

9. CoegunHerue no n. 1, rae X npedcraendet
cobod N, Y npegcraenser coboid NR »CO,
R 4 npegcraengetr cobol MOPGONUHO  UNU
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COR 8, a Rg
C 1-Cg-ankokou.

10. CoeguHeHne no n. 1, rae X
npedctasnaet cobol N, Y npegcrasnaer cobon
NR2CO, a Rg npeactaenset cobei C1-Ce-ankun.

11. CoefuHeHne no n. 1, roae X
npeactasnaet cobol N, Y npeacrasnaer coboi
NR>CO, R4y npegcrasnsger coboh H,
R3 npeacraenger coBoi  beHun, a
R g npeactaenaet coboi Cq-Ce-ankun.

12. CoefMHeHwe no n. 1, roe X
npegctaenget coboi N, Y npeacraenaet cobon
NRo,CO, R4 npeacraenser coboi mopdonmHo
mni CORg, a Rg npegctaesnaer coGoii
C 4-Cg-ankun.

13. CoeauHeHWe, KOTOpoe NpedcTaBnder
coGo

(R)-N-[5-meTokcuMeTUN-8-(4-MeTunnmMnepasn
H-1-un)-1,2,3 4-TeTparugpo-2-HachTinn]
-4-mopdonnHobeHsamung;

(R)-N-[5-6pom-8-(4-meTunnunepasunH-1-mn)-1,
2,3 4-TeTparngpo-2-HapTin]
-4-TpupTopmeTnnbeHsammng,;

(R)-N-[5-6pom-8-(4-meTunnunepasnH-1-mn)-1,
2,3, 4-TeTparngpo-2-HadpTin]
-4-mopdonnHobeH3amua;

(R)-N-[5-6pom-8-(nunepaanH-1-mun)-1,2.3 4-1
eTparngpo-2-HadTun] -4-mopdonnHobeHzamug,

(R)-N-[5-rvapokcn-8-(4-meTnnnunepasmnH-1-m
m-1,2,3,4-teTparugpo-2-HacpTin]
-4-ByTOKCHOEH3aMK L,

(R)-N-[5-meToKeK-6-(4-MeTunnunepasnH-1-un
)-1,2,3,4-TeTparngpo-2-HadbTun]
-4-mopdonnHObeH3amua;

(R)-N-[5-meToKCK-8-(4-MeTunnunepasnH-1-mn
)-1,2,3,4-TeTparngpo-2-HadTun]
-4-mopdoNUHOKapboHUNOeH3amus,;

(R)-N-[5-meTnn-8-(nunepasnH-1-1n)-1,2,3,4-
TeTparngpo-2-HadpTun]

-4-mopdonuHobeHsamuna;

(R)-N-[5-6pom-8-(4-MeTnnunepasnH-1-unj-1,
2,3, 4-TeTparngpo-2-HapTn]
-4-mopdonuHokapboHunbeHsamus,;

N-{4-MopchonHodeHnn)-8-(4-MeTrUnnunepas
WHKM)-5-meToKeu-1,2,3 4-TeTparngpoHadTanuH-
2-kapbokcamumg;

N-{MopdonnHokapboHUneHun)-8-(4-metun
nunepaswH-1-nn)-5-MeTokcun-1,2,3 4-TeTparugpo
HadTanuH-2-kapBokcammu;

(R)-N-[5-aT1n-8-(4-meTunnunepasuH-1-un)-1,
2,3 4-TeTparngpo-2-HapTin]
-4-mopdonvHobeH3amMuna;

(R)-N-[5-3TUn-8-(4-meTnnnunepaamH-1-un)-1,
2,3 4-TeTparngpo-2-HacTin]
-(4-mophonuHokapboHnn)beHaammg,;

(R)-N-[5-gudbTopmeTokeK-8-(4-meTunnunepas
WH-1-nn)-1,2,3 . 4-TeTparngpo-2-HadTrn]
-4-mopdonnHobeHsamng; WM
{R)-N-[5-meTun-8-(4-meTunnunepasmy-1-nn)-1,2,
3,4-TeTparngpo-2-HacpTin]
-4-mopdonnHobeHsamung,

B (hopme cBOOOOHOIO OCHOBAHWA WK
hapMaLeBTUYECKM MNPUEMNeMOA  COMM UMK
coneeara.

14. CoeauHeHWe, KOTOpOe MNpedcTaBnder
coboi
{R)-N-[5-meTun-8-(4-MeTunnunepasmy-1-nn)-1,2,
3,4-TeTparngpo-2-HacpTnn]
-4-mopdponuHobeHlamug B chopme cBobogHOro
OCHOBaHWA UK chapMaLleBTUYECKM NpUemMnemMoi
COnW Unn conseara.

15.  ®dapmayeBTUYECKaAd KOMNO3WLMS,
obnajarwLlas aHTaroHWUCTUYECKOR B OTHOLLEHWN
peuentopa 5-HT g akTMBHOCTEID, copepXallas

npencraesnaetr  coboi
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AKTUBHLIA areHT, HeobA3aTeNsLHO B cOYeTaHny ¢
pasbaBMTENAMU, SKCUMNMEHTamMK unu
WHEPTHBIMW HOCUTENAMU, OTNUYAKLLAACH TeM,
4TO B KaYecTBE ABKTMBHOIO areHta COOepXuT
TepaneBTUYecKkM  ShheKTUBHOS — KOMUYECTBO
coednHeHMa no nwbomy u3 nn. 1-14 B Buoe
3HaHTWOMepa WK pauemara B dopme
ceobogHoro OCHOBaHKA unm ero
hapmaleBTUYECKM MNPUEMNEMOA  CONMKU UMK
coneBarta.

16. ®apmMaleBTUYeCcKan KoMnoamuua no n. 15
Ang neuveHua 3aboneBaHWiA, onocpedoBaHHLIX
5-rMApoKCUTPUNTAMUHOM.

17. dapmaueBTHYeCcKas KOMMO3WUKMA no
nobomy w3 n. 15 wnu 16 gnga nedeHusd
HapyLWeHWA HACTPOESHWUs, COCTOAHWA TPEBOTH,
TNAYHOCTHBIX HapYLEeHWA, OXUPEHUS, aHOPEKCHHM,
OynvMMUM,  NpedMeHcTpyanbHorc  cuHApoma,
NONoBbLIX PacCTPORCTB, ankeronuamMa,
anoynotpebneHus Tabakom, ayTnama,
HegocrTatka  BHWMaHW{,  rMNepakTWBHOMo
COCTOAHUA, MWUIPEeHW, pacCTpPOWCTBA MNaMATH,
NaTonorM4ecKoi arpeccum, LWM3opEeHAN,
SHOOKPUHHLIX HapyLleHWA, WHCyneTa,
ANCKMHE3WKW, BoneaHn MapKUHCOHAa, HapyLLEeHWA
TEpMOperynayuy, Ooneid, TMNERTOHWA,
HeepXaHua MOYX, Ba3ocnasma U And KOHTPoId
pocTa ONyXosn.

18. CoegnHeHne no nwobomy ma nn. 1-14 anga
nNneveHWa 3abonesaHWi, NpK KOTOPLIX NOKasaHo
WHrHbuposaHue peuenTtopa 5-HTqp.

19. CoeamHeHne no n. 18, ans
WUCMonMb30oBaHWa B NedeHun 3abonesaHWiA
LeHTpansHOW HEepBHOW CUCTEMLI.

20. CoegvHeHwe no n. 19 ana nedeHws
HapyLWeHWA HACTPOESHWUA, COCTOAHWA TPREBOTH,
TIMYHOCTHBIX HapyLUeHWA, CUPEHUs, aHOPEKCUH,

OyniMUM,  MpedMEeHCTpyarbHOro  CWHAPOMA,
MoMoBbIX pPacCTPOHCTB, ankoronuama,
anoynoTpebneHus  Tabakom,  ayTuama,
HefocTaTka  BHUMAHWA,  MMNepaKkTWBHOro
COCTOAHWS, MUIPEHW, PaCCTPOACTE MamsTH,
naronoryyeckold  arpeccun,  WM30GIPEHUM,
SHAOKEUHHEIX HapPYLLEHWHA, MHCYIbTa,

ANCKMHE3WKW, BoneaHn MapKWUHCOHA, HapyLUEeHWA
TepMoperynauuM, 6oned, runepToHun.

21. CoeguHeHWe no n. 18 ana neveHwWs
HefepaHWa MOYYM, BA30CMaama 1 Ansa KOHTpons
pOGCTa OMyXomnu.

22. CoefMHeHWe, Kak onpegeneHo B n. 18,
ana nedeHns zaboneBaHuWid, onocpeoBaHHLIX
5-rMAPOKCUTPMNTAMUHOM.

23. CoegMHeHME MO nN. 22 B KadYecTee
aHTaronucta hb-HTqp.

24. Cnoco® nedveHWs COCTOSHWA, npw
KOTOPbIX MNOKAa3aHO BBEOEHWEe AaHTarcHWcTa
h5-HT4g, BKITKOUAOLL WA BBELEeHne
MNEeKoNUTaKLEeMy, BKMOYAA  YenoBeka,
Hy)cgalolemMycsi B NogobHOM  nedeHuw,
TepaneBTUYeCKM 3pdeKTUBHOMO  KonUuecTRa
COedWHEHWA, cnpedeneHHoro B nwbom M3 nn.
1-14.

25. Cnoco6 no n. 24, rge ykalaHHoe
COCTOAHUE BblOpaHo K3 HapyLUeHWA
LeHTpansHen HepBHOA  CUCTEMbI Wunu
HepepxXaHUa MOYM, Ba3ocrnasMa M KOHTPOmnA
pOCTa ONyXomnu.

26. Cnoco® no n. 24 Ona nedeHus
HapyLWeHWa HaCTPOEHWUA, COCTOAHWA TREBOMM,
TNUYHOCTHBIX PAacCTPOACTB, OXKMpPEHUS,
aHopeKkchy,  BynuMKUKM,  NpefMeHCTpYansHoro
CHMHApOMA, NONoBbIX paCCTpOI?ICTB, ankoronusma,
anoynotpebnexHms Tabakom, ayTMama,
pPacCTPOACTB  BHWMAHWA,  TMNEPaKTUBHCIO
COCTOSHUS, MUIPEeHKW, PacCTPOWCTB MmamsATH,
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naTonorAYecKomn arpeccuu, LWinaodpeHnu,
SHAOKPUHHLIX paccTpoicTe, WHCYNbTA,
OuckuHesun, toneanun MapkMHCoHa, HapylleHWs
TepMmoperynauuM, Gonei, runepToHuu.

27. Cnoco® no n. 24 pnna nedeHus
3aboneraHuid, ONOCPEAOBAHHLIX
5-rmppoKCUTPUNTAMUHOM.

28. Cnoco® nonyyeHUd coedUHeHWUA
chopmynel | no n. 1, rae Y npencraenget coboi
NR>CO, R, npegcraesnaet coCoil H, a X, Rz ”
Rg WMeloT yKasaHHble B M. 1 3HayeHWs,

BKITKOMAOLL WA
A(l) aunnupoBaHue coeanHeHUA HopMynbl A
R
a
| H
>, Z
CAD
R
1
roe Ry npepcraBnaet coboin C 4-Cg-ankun,
aKTMBMPOBAHHOMN KapOOHOBOW KUCNoTOR

R3-COL, rae L - ygoangemas rpynna wunu,
KapBOHOBOK KMCnoTon R3-COOH c
aKTUBMPYIOLWAM peareHTomM, nubo

A(ii) aumnuporaHWe coeguHeHUs opMynbl B

R
a9

N | z

.

roae R, npegcrasnger cobol  saWUMTHYLO
rpynny,

aKTWBUpPOBaAHHOR  KapOOHOBOWA  KACNOTOW
R3-COL, rae L - ymandemas rpynna, Wiu
kapOOHOBOR KUCNoTOn R3-COOH C
aKTUBMPYIOW MM peareHToOM, C MOCMedyoLum
ydaneHwem  sawuTtHo#A  rpynnel R, 3a
WCKNIoYeHWeM Toro cnydas, korga Rg siensetcsa
3aMecTUTeneM, KOTOpbIA UYYBCTBUTENEH Mo
OTHOLUEHWIO K OnpefeneHHOMY alunupyrolemy
areHTy.

29. Cnoco® nonyyeHWs coeguHeHWA
coopmynel | no n. 1, rae Y npegcraenseT coboi
NR>CO, R, npegcraesnaet coCoil H, a X, Rz ”
Rg WMeloT yKasaHHble B M. 1 3HayeHWs,
BKMOYaOWMA BaavnMcAeicTBME CcOoedWMHEeHUA
chopmynel C

R
a

(B>

I /R3
>,
NH (C)
2

C coeglHeHWeM hopmynsl Xl
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]
CHIY .
roe X npegcraenaet cobol yoansemyto
rpynny 3a  WCKNIOYeHWeM cnydas, Korga
R g npeacTaenseT cobor 3amMecTUTENb, KOTOPLIA

YyBCTBUTENEH K onpeasneHHoMy
ankKUNUpYIoLLEMY peareHTy.

30. Cnocob nonyyYeHus coeguHeHWd
chopmynel | no n. 1 roe Y npeacraenser cocboi
NR2CO, Rg npepcraBnaer ccboi ranoreH, a

R 1, R2 1 R3 umetoT yka3aaHHble B . 1 3Ha4veHus,
BKMOYaOWMA BaavnMcaehcTBME coednHEeHUs
chopmynel D

s

<Dl

R
1
C NOAXOOAWMM ranoreHUpYoWUM areHTom,
TakMm, kak Bry, Clo, I, ICI unu SO,C1 5.

31. CoeguHeHne obwen dopmMynbi

R
L]

S

1

roe X npegcraenset coboi N nnu CH,

Z npepctaenget coboi NHs unn COOH,;

R4 npegcraenaet coboi H nnmn Cq-Cg-ankun,

Rg npepgcraengetr cobod C 4-Cg-ankun,
OCHF », ranoreH, OH, Cq-Cg-ankokcu,
C 4-Cg-ankokcu-Cq-Cg-ankmn.

32. CoepunHeHune obuiel opmynsl

R
9

I A
N,

MH
2

roe Y npeacraenget coboin CONRy,

roe Ro npeacraenser cobod H  uwnw
C 1-Cg-ankun,

Rs npegcraenaet coboi C 4-Cg-ankun,
heHUN, KOTOPLIM MOXeT OblTb MOHO- UMM
AnsamelteH Ry,

roe Ra npepcraensdet coBoid H, ranoren,
CN, CF3, Cq-Cg-ankokcn, HeobAzaTensHO
3amelLleHHoe reTepoUuKnyeckoe KonbLO,
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cofepxallee oOMH WNM gBa  retepoaroma,
BbIBpaHHbiX M3 N n O, nnbo CORg,

roe Rg npegcrasnaet cobok
reTepoLMKIMYeckoe Konblo, cofepXallee oanH

10

15

20

25

30

35

40

45

50

56

60

48

Wnu ABa reTepoatoMa, BblbpaHHbiXx U3 N n O;
Rg npepcraengetr cobo C 4-Cg-ankun,

OCHEF », ranoreH, OH,
C 4-Cg-ankoken-Cq-Cg-ankumn.

Cq-Cg-ankokcu,
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