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SAMEMEHHbDBIE 3H—CDYPAH—2—OHBI B PEAKHOHMAX
TUAPOAMMHUPOBAHUA W AMWHWPOBAHUA

H3yqueno runpoaMuMEMpOBaHME M aMuHMpOBaHMe 5-asnkrui-3H-dypas-2-oHoB, a
TaxKe ux 3-GeHzmmmpmen- M 3-GOPMIIIBAMEIEHHbIX, BHISBICHBI 0COOEHHOCTH B3aMMO-
AEHCTBUS, 00y CIOBIEHHbIE NPUPONOI HYKIEO(DHIIBHOTO PEATrEHTa M YCIIOBHSIMIA PEAKIIMIA,
NPOTEKAIOMMX C PACKPbITHEM By PAHOBOIO ITUMKIA M PEIUKIIM3AIIME B MUMPPOIMIOHOBLIE
¥ IMPPONHMHOHOBBIE CTPYKTYPBL.

Peaxmum 3H-¢pypas-2-0HOB ¢ aMMHEAMH 3aCTyXHBAIOT BHUMAHWSG B IUIAHE
CHHTE3a Aa3aTeTePUIMKIMYECKUX COSIMHEHHN — NHPPOJABOHOB W IHpP-
PONMIOHOB, copepxamnx ¢dapmakodopuasie dparMerTs. B mpomosokenue
uccaenosaamii S-ankun-3H-¢ypan-2-os0s [1,2 ] HamMu ©3yUeHO B3aMMONEHCTBHE
mekoropeix u3 HuX (Ja—e), a Takxe mx J-apmwmupen-  (Ila—s) wm
3-dbopmmrmpomssonasix  ([11a,6) B peakmusax THIPOAMHHMPOBAHMS N aAMH-
HHUPOBAHUA . :

Tloxasano, 4TO BOCCTAHOBHUTENBHOEC AMHMHHpOBaEWEe J-merwi-3H-dypan-2-
oua Ia mpw 20...100 °C u masrermm Bomopoma 80...100 atM Ha mmkene Pemes ¢
AMAHEPYIOIIEMHA PEATERTAMHA (AMMMAK, METHIAMUAH, AMAHOITAHOM) IPABOANAT K
TIPORAYKTaM HEMUKJIWIESCKOTO XapakTepa — aAMHOAM y-TANPOOKCABAICPAZHOBOK
xuciorst (IVa—=). Ilpa Gosee Bricokoi remuepatype (120...150 °C, mauamsHOE
nasiacame Bomopoma 120 atM) mpomcxomuT oOpa3OBAHHME A3ATETEPOIAKIIOR —
1-R"-5-Me-2-mappomumoros (Va—B). 3ameHa wmkens Penmed HA HUKENb-
GOpMIHBI KATAJA3ATOP HO3BOMSET OCYIIECTEISTh MPOMECC PENAKIA3ANMY [PH
150 °C n nasnenvm somopoma 100 arm.
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I, VIITa R=CH3, 6 R=Calo, BR = i-C4Ho, rR=CsH11, s R=Ce¢Hiz, e R=C7Hjs; IV, VaR 1. H,
6 R =CH3, 8R! = (CH2)20H; VIa—sR!=CHzPh, a R = CH3, 6 R = C4Ho, B R = i-C4Ho;
VIr—sR'= Ph, rR=CHs3s, s R =i-C4Ho, e R=CsH1i, x R = C¢Hi3, 3 R=C7His; VIIa R=CHs,
R'=CH2Ph; 6R = C7His, R' = CsHsBr-n; R = C7His, R' = CsHdBr-n
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IIpr avmmmpoBanmm 5-R-3H-pypan-2-omos la—e anmnmaoM u GeH3mIaMu-
HOM KUOSTUCHAEM B KCHJIOJE TIOTY YCHEE 1-Rl-5-R-3H—IIpr0JIHH—2—OHBI (VIa—3).
Peaxias mpoxommT € pacKpEITHEM JIAKTOHHOrO wmukiad. llpm cHUXeHUE
TEMOEPATYPH MOpoIecca (KMmIueHne B OEH307€) W YMEHBIICHUE €TI0
HPORC/IKHATEAPHOCTE W3 la,r,e B OcH3WIaMWHA wWin n-OpomanwimHa GeutHA
CHHTE3MPOBAHK amunsr VIla—s.

C 6onee cumpaeiM Bykiaeodmmom (CH3NH?2) 3H-dypasows 1a,r,x pearupyior
B BONHO-CIMpPTOBOM cpeme mpm temneparype 40..45 °C ¢ oOpasoBanuem
1-Me-5-anxwi-5-runpokcu-2-ouppoamnonos (VIIa,r,n), SBaIgoOmmMxca TAKIA-
ueckoit hopMOR HPOMEXYTOUHBIX AMIIOB 3-OKCOKAPOOHOBBIX KUCTHOT (CM. CXEMY ).

Cipykrypa coemmmermit 1V—VIIl mopreepxgena weromamu WK =
cnekrpockomm  TIMP. OcHOBHBIM XOKA33aTENBCTBOM NUKIAYECKOH (opmEr
coenwraeHM Va—B gpigerca otcyrcreue B mx MK cmektpax momocsr amun-II
wc—N + ON—n) mpm 1520...1570, Hanvume WHTCHCHBHBIX TIOJIOC IOIVIOIIECHWS
naxtamaoro xapbormaa npu 1710...1720 u rpynoet OH npu 3350...3500 o LB
cumexkrpax IIMP coegummenmit VIII uMeloTcd KBajApyIIEeTHHE CHATHAJIGD
MeTmIeHoBbx mporooB 3-H wu 4-H, a Taxxe CHHTICTHHIE CUTHANE IIPOTOHOB
rpymust CH3z v atoma azora mpu 1,46 w mporona rpyomst OH mpn 5,38 M. x. UK
COEKTPH COoexMHEHUN VIa—s3 comepXaT HOJAOCH NOIVIONICHHS JIAKTAMHOTO
kapbonmia apu 1700...1710 u nosocy mornmomenus Heconpskensoi cassu C=C B
obmacte 1600...1610 cv *. B COeKTpax THAPOOKCHaMuaoB B IVa—B mMeroTcsa
monocH mormomenwsa rpynnosl NH mpm 3300...3390, rpymmer OH npm 3500,
mosocer amua-1 m ammx-11 apr 1690...1700 r 1550...1560 oM L. Avumsr VIIa—s
comepxar mosockr noromennd rpymmst NH nmpmr 3300...3335, morocs amun-1 u
amun-11 mipw 1670...1695 1 1550...1557 o L.

Tabauna 1

Xapakrepuctaka coemmHeHAR IV—IX

i‘;:[xgé- ng’l;c]/.:ir P(':r.cr., : nDZO UK coextp, V, et Bw;:n,
IVa 60...61/38 1,4590 3500, 1630, 1550, 3390 72
V6 93...95/14 1,4592 3500, 1670, 1580, 3390 69
Vs 110...112/8 1,4830 3500, 1590, 3390 93
Va 138...139/15 1,4610 2900, 1690 75
V6 102...104/17 1,4405 3000, 1700 83
VB 177...178/13 1,4835 3000, 1670 80
Via 173..175/5 1,5381 1700, 1610 62 -
Vi6 159...160/5 1,5280 1710, 1600 63
VIr 158...160/5 1,5325 1700, 1610 70
Vix 172...173/5 1,5328 1710, 1600 72
Ve 165...167/5 1,5330 1705, 1605 75
Ve 160...162/5 1,5340 1710, 1610 65
VIx 168...170/5 1,5346 1705, 1600 71
Vis 166...168/5 1,5380 1700, 1600 65
VIla 67...69 — 3330, 1695, 1550 80
VIIG 55...56 — 3335, 1695, 1557 70
VIIs 52..53 — 3330, 1700, 1555 74
Villa 98...100/5 1,4650 67
VIII6 120...121/5 1,4692 72
VIiis 132...134/5 1,4710 70
- IXa 82...84 — 1715, 1620 ’ 73
IX6 89...91 i — 1710, 1617 , 66
IXs 104...106 — 1710, 1620 81
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TaGauua 2

Cnexrpei IIMP coegurenmii VIII, X

Coemu- Crexrp IIMP, m. g., KCCB, J, I
HeHue 2
3-H 4-H mr =CHN* N-CHz mnun NH*, ¢ OH, ¢
Villa | 2,15 2H), x, 1,91 2H), x 1,46 (35D 5,38 (1HD)
J=17,38
VIlir | 2,15 2H), x, 1,95 21D, x 1,46 (3ED) 5,38 (1)
J~17,38 ‘
Vitlz | 2,17 2H), , 1,91 @), x 1,46 (3H) 5,38 (1)
J=17,40 -
Xa | 6,26 (1HD), ¢ 7,20 (LED*, c, 10,84 (1H)*2, ¢ —
J=12,5
X6 | 6,32 A, ¢ 7,22 (1D*, ¢, 10,87 (IID*, ¢ —
7=12,5

XapakTep 3aMCIeHHd B HOJNOXEHWH 3 JIAKTOHHOIO IHKJIA ONPERCISIET
HaTpaBJICHME pEAKTWMHM CHHTE3WMpoBaHHHX panee cocmuueruit Ila—s [1] ¢
apmmmHOM. TI0Ka3aHa BO3MOXHOCTH CAHTE3a M3 3-Ocasmwmmpen-3H-bypanonos
IIPOIYKTOR MX pelaKanzanmd — 3-Oemsuwnunen-SR-mupponua-2-oaos (IXa—s).

CHPh ’ CHPh
/[—i +  PONH, —— 4
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ITa—B IXa—8

I, iIXaR=CHs3,6R=i-C4Hp, s R=Ph

B ciyuae mzsecrasix 3-dpopmmi-3H-(hypar-2-ouos 111a,6 [2 ] BzanmoxeiicT-
BHE € QHAIMHOM IIPOXCOUT TOJBKO MO (DOPMUMIIBHON TIPyOIie ¢ COXpPAHEHHEM
LUWKIMUYECKOM CTPYKTYPH M TIPHBOAMT K OOpa30BAHMIO COOTBETCTBYIOIMHX
ocgopanmit Hludda (Xa,o).
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I ,X aR=CsHii, 6 R=CsHis

Ha ocpopammm mamasix MK w IIMP CoekTpoB CHEIaHO 3aKIIOYECHUE O
cyiecTBoBaEmy NpoxykTok X B pacteope CDCI3 B TayroMeprol opme A 3a cuer
CTabwiM3auuy BHY TPHMOJICKY/ISPHON BOXOPONHON CBA3BIO.
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Tak, KCCB mexny nporonamu ¢dparmenrop =CHN u NHPh (= 12,5 ')
CBUIETENLCTBYET O JNOKANM3amwd IpoToHa y atoMa asora. B UK cmekrtpax
coemuaeHAN Xa,0 mMeerca mmpoxag monoca mpu 3220...3350 CM—l, KOTOPYIO
CIeyeT OTHECTH K KoneSanusam rpymmst NH, CBS3aHHOH BHYTDHMOJIEKYIAPHOMR
BOTOPONHOM CBI3HIO.

IKCHEPUMEHTAJIBHAL 9YACTD

UK cnerc:rpm sarnucanst Ha npubope MKC-29 B BasenuHOBOM Macie M rexca:mopﬁyra;meﬂe
Caexrpo AMP *H crsrret na npubope Varian FT-80A g CDCls, suyrpennwmit craugapr IMJIC. Vanmeu-
IYAJIHbHOCTD CHHTE3UPOBAHHBIX BENIECTE KOHTpoauposasm MeroioM TCX ua racrumkax Silufol UV-254
B cucteMe Gengon—aneros—xiuopodopm, 4 : 1 : . Ucxonusie coepuuenus Ia—e;, Ila—B onucanst B
pabore [1], a I1a,6 — & paGote [2]. XapakTepUCTHKY CHHTE3NPOBAHHBIX COSAUHEHMI IDUBENICHEL B
Tabmuax 1 u 2. PesynnTaThl SAEMEHTHOTO aHanmsa otux coemmsenuii ma C, H, N coorsercrayior
PACUETHBIM.

AMunp Y-THNPOKCHBAIepAAHOBOM KNCHOTHE (IVa—g). B asrokias sarpyxator 0,1 Mons 3H-
dypasona 1a, 100 M1 STHIIOBOTO CIIMPTA, HACHIEHHOTO AMMHMAKOM, METHIIAMIHOM WM CORECPIKAIIETro
0,1 Mons amuHO3TaHONA. [HIDOAMUHKMPOBaHME IPOBOAAT Ha HuKevye Penesa npu 100 °C u HavansHOM
paBsenyy sogopona 100 atM. [lamee pacTsOpUTENb OTTOHSIOT U TIEPETOHKOM OCTATKa B BAKYYME BbIfe-
ASOT NPOXYKTE IVa—E.

1—R1—5-Me'mjmnppomonm-2 (Va—s). Ananorvuso w3 0,1 mons Ia npu 120...150 °C v nagans-
HOM ZIaBAEHMY BOZXOpORa 120 at™M cunTesupyor coemuuenus Va—s. IlocieHue moaydaoT TakKe ©
BbIXOAaMu 32...34%, 110 ONMCAHHOM METOIMKE C MCIOAb30BAHMEM HHUKEJTb-00PHIHOT0 KaTaM3ATOPA U3
0,1 moxs Ia npu 150 °C v HavansHOM gassenuM Bofopona 100 atm.

1-R1-5-R-3H-Hﬂpp0.]1m{-2-0HI>I (Via—3). Cmecs 0,02 moss 3H-dypau-2-ona Ja—e u 0,1 Mome
aHWIMHA WM GeHsuiaMiHa B aGCOMMOTHOM KCIone KungraT 3 u. Jlanee pacTBOPHTE b yIapHUBaIoT,
0cTaToK (PPAKIUMOHMPYIOT B BAXYYME, BbEIEIsSd IPONYKT VIa—s.

- N-RI-AMH,HBI 3-R-3-0kcoxapOoroBsix kUCAOT (VIIa—B). CMmech 0,025 Mons 3H-dypanona 1 u
0,038 Mo Genzrnamuiza wmm n-6poMdenruiamuna s Gensone xurmaTar 1 4, gajiee PEaKITHOHHYIO CMECh
oxnaxgaior mo 0 °C, seyesmemmiics npopykr V1ila—s ordrwisrpossiBaor. g oauctku 0,04 Moib
amupaa VILxungarar B 50 Mu1 yKCYCHOTO aHTHApUZa 1 4, 32TEM PACTBOPHTEJD OTTOHSIOT IIPH YMEHBIICHHOM
IABJIEHUM, OCTATOK GPpakMOHKMPYIOT B BAKYYME, BhIZIENSS coenpaerus VIla—s.

S5-Tuppoxcu-1-Meran-5-R-mapponmaonsi-2 (VIIIa—s). K pacreopy 0,012 moms 3H dyparona
Ia B 6...10 M1 5T3uMOBOTO CrivpTa nmpu 40 °C nprmsaror 10 vo1 259, BOXHO-CIIMPTOBOTO PACTBOPA METHII-
aMMHZ M OCTABJISIOT Ha 48 7 Npu KOMHATHOM TeMIepaType. 3aTeM PpeakIMOHHYI0 CMECh 3KCTPAarMpyoT
TOJIYOJIOM, PACTBOPHUTENS YAAIIIOT, OCTATOK IEPETOHSIOT B BAKYYME, BbIneiss nponyxT VIIL

1-Oenun-5-R-3-Oenswmanen-3H-mappoiua-2-oubl ([Xa—s). Cvecs 0,1 MoJb GeH3MINIEHOBO-
10 npoussoaHoro fa—s w 0,1 MOJb AHMWIMHA KUNSTST 2 9, 3aTeM No0aBIgaroT 15 MJI YKCYCHOro aH-
THAPHIA, TPOROJDKAIOT KMIITUeHME eine 1 9, fajiee 0XJIaKAaIo0T ¥ BBIAS/ISIOT NPORyKT [Xa—B.

Ocuosanns Mudda (Xa,5). Peakuumounyo cvecs n3 0,026 Moms 3-dopyr-3H-dbyparona
(Ia,6) 10,035 moms arwnmna & 20...25 i Gensona ssiepxusarot npu 80 °C B regenve 2 u. Brimagmue
KPUCTAILIHE TIPOAYyKTa Xa,0 OThMISTPOBBIBAIOT, TPOMBIBAIOT 3PUPOM.
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